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trong d6, A 1a nito hoac CY. Méi R, X, Y va z la cdc g6c nhu hydro, géc hitu co
nhu alkyl va cdc goc khac nhu halogen. Sing ch€ cling dé cap dén ché pham diét
co chita hop chat nay va phuong phdp phong trir thuc vat khong mong muén nho
sit dung hop chit nay.
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Linh vye ky thuat dli’(_rc dé cap

Sang ché dé cap dén linh vuc k§ thuat vé thudc diét co, cu thé 1a d& cap dén
thube diét co dé phong trir chon loc ¢6 dai 14 rong va co6 dai trong tap hop cac thuc vét

c6 ich.
Tinh trang ky thuit ciia sing ché

Theo CAS sb 876870-49-4, 1024115-81-8, 920483-67-6, 1208906-74-4,
1178717-16-2 va 1178627-20-7, cac hop chét 2,4-diflo-N-(5-metyl-1,3,4-oxadiazol-2-
yl)benzamit, 2,4-dimetyl-N-(5-phenyl-1,3,4-oxadiazol-2-yl)benzamit, 2,4-dimetoxy-
N-(5-phenyl-1,3,4-oxadiazol-2-yl)benzamit, ‘N-(5-benzyl-1,3,4-oxadiazol-2-yl)-2-clo-
4-flobenzamit, 2-brom-N-(5-xyclopropyl-1,3,4-oxadiazol-2-yl)-4-flobenzamit va 4-
brom-N-(5-xyclopropyl-1,3,4-oxadiazol-2-yl)-2-flobenzamit 1a da dwoc biét dén. An
phém: Faming Zhuanli Shenqing Gongkai Shuomingshu (1996), trang 17, bdc 10 hop
chét 2,4-diclo-N-[5-(4-metoxyphenyl)-1,3,4-oxadiazol-2-yl]benzamit. Céng bd don
sang ché qubc té s6 WO 2010/132404 A1 boc 16 cac hop chét 2-hydroxy-4-metoxy-N-
[5-(pentafloetyl)-1,3,4-oxadiazol-2-yl]benzamit va 2-axetoxy-4-metyl-N-[5-
(triflometyl)-1,3,4-oxadiazol-2-yl|benzamit. Pon yéu cdu cip patent My s US
2009163545 Al bdc 16 N-(1,3,4-oxadiazol-2-yl)nicotinamit cé céc dac tinh dugc ly.
An phédm: Indian Journal of Chemistry, Section B: Organic Chemistry Including
Medicinal Chemistry (1986), 25B(12), 1266-8 bdc 10 2-halo-N-(1,3,4-oxadiazol-2-
yDnicotinamit va 6-halo-N-(1,3,4-oxadiazol-2-yl)nicotinamit. Cho dén nay, khong c6
tac dung di€t cé nao cua cac hop chét nay dugc boc 16. Patent chau Au s6 EP 0 049
071 boc 19 tac dung diét co cia N-[5-(1-etyl-1-metylpropyl)-1,3,4-oxadiazol-2-yl]-2,6-
dimetoxybenzamit. Cong bd don sang ché qubc t& s6 WO 2011/035674 Al boc 1o N-

(1,2,5-oxadiazol-3-yl)benzamit va st dung né lam thubc diét co.
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Ban chit ky thuit clia sang ché

Dic biét 1a, cac tac gia sang ché da phét hién ra ring céc hop chit N-(1,3,4-
oxadiazol-2-yl)arylcarboxamit thich hop hitu dung lam thudc diét cd. Sang ché d& xuét

hop chét N-(1,3,4-oxadiazol-2-yl)arylcarboxamit ¢6 cong thirc (I) hodc mudi ctia né

N—N 0O X
&
R
«<O )\N .
L ),
H N,

trong d6, cac phdn tir thé dugc x4c dinh nhu sau:
A la N hoic CY,

R 1a hydro, (Ci-Ce)-alkyl, R'O-(Ci-Ce)-alkyl, CH2R®, (C3-C7)-xycloalkyl, halo-
(C1-Ce)-alkyl, (Cz-Ce)-alkenyl, halo-(Cz-Ce)-alkenyl, (C»-Cs)-alkynyl, halo-(Cz-Ce)-
alkynyl, OR!, NHR!, metoxycarbonyl, etoxycarbonyl, metoxycarbonylmetyl,
etoxycarbonylmetyl, metylcarbonyl, triflometylcarbonyl, dimetylamino, axetylamino,
metylsulfenyl, metylsulfinyl, metylsulfonyl hoic mdi heteroaryl, heteroxyclyl, benzyl
hoic phenyl duoc thé bang s gbc tir nhém gdm halogen, nitro, xyano, (C1-Ce)-alkyl,
halo-(C1-Ce)-alkyl, (C3-Ce)-xycloalkyl, S(O)a-(C1-Cs)-alkyl, (C1-Ce)-alkoxy, halo-(C;-
Ce)-alkoxy, (C1-Ce)-alkoxy-(Ci-Cs)-alkyl,

X 1a nitro, halogen, xyano, formyl, thioxyanato, (Ci-Ce)-alkyl, halo-(C;-Cs)-
alkyl, (C2-C¢)-alkenyl, halo-(C2-Ce)-alkenyl, (Cz-Cs)-alkynyl, halo-(C3-C¢)-alkynyl,
(C3-Ce)-xycloalkyl, halo-(Cs-Ce)-xycloalkyl, (Cs-Cs)-xycloalkyl-(C1-C¢)-alkyl, halo-
(C3-Ce)-xycloalkyl-(C1-Ce)-alkyl, COR!, COOR!, OCOOR!, NR!ICOOR!, C(O)N(R!),,
NR!C(O)N(RY),, OC(O)N(R!),, C(O)NR!OR!, OR!, OCOR!, OSO,R?, S(O).R%
SO20R!, SO:N(R",, NRISO2R%, NRICOR!, (C;-Cg)-alkyl-S(O)R?, (C1-Ce)-alkyl-
OR!, (Ci-Ce)-alkyl-OCOR!, (Ci-Ce)-alkyl-OSO:R?, (C1-Ce)-alkyl-CO2R!, (C;-Cs)-
alkyl-SO20R!,  (C1-C¢)-alkyl-CON(R'), (C1-Cg)-alkyl-SO2N(R),,  (Ci-Ce)-alkyl-
NRICOR!, (Ci-Ce)-alkyl-NR!SO2R?, NRiR2, P(O)(OR%),, CH,P(O)(OR?)2, (Ci-Cé)-
alkylheteroaryl, (Ci-Cs)-alkylheteroxyclyl, trong d6 mdi gc trong s hai gbc sau cing

-3-



222176

duoc thé bing s gdc halogen, (Ci-Ce)-alkyl, halo-(C1-Ce)-alkyl, S(O)u-(C1-Ce)-alkyl,
(C1-Ce)-alkoxy, halo-(C1-Ce)-alkoxy va trong d6 heteroxyclyl mang n nhém oxo,

Y 1a hydro, nitro, halogen, xyano, thioxyanato, (Ci-Ce)-alkyl, halo-(C1-Ce)-
alkyl, (Cz-Ce)-alkenyl, halo-(C2-Ce)-alkenyl, (Cz-Cs)-alkynyl, halo-(C»-Cs)-alkynyl,
(C3-Ce)-xycloalkyl, (Cs5-C¢)-xycloalkenyl,  halo-(Cs3-Ce)-xycloalkyl,  (C3-Cg)-
xycloalkyl-(Ci-Ce)-alkyl, halo-(C3-Ce)-xycloalkyl-(Ci-Ce)-alkyl, COR!, COOR!,
OCOOR!, NRICOOR!, C(O)N(R'),, NR!IC(O)N(R'),, OC(O)N(R'),, CO(NORMHR!,
NRISO2R?, NRICOR!, OR!, OSO2R?, S(O).R?, SO,0R!, SO:N(R!),, (C1-Cg)-alkyl-
S(O)R?2, (Ci-Ce)-alkyl-OR!, (Ci-Ce)-alkyl-OCOR!, (C1-Ce)-alkyl-OSO2R?, (C;-Cs)-
alkyl-CO2R!, (C1-Cg)-alkyl-CN, (C1-Cs)-alkyl-SO,0R!, (C1-Ce)-alkyl-CON(R'),, (Ci1-
Ce)-alkyl-SO2N(R),,  (Ci-Ce)-alkyl-NR!COR!, (Ci-C¢)-alkyl-NR!SO2R?, N(R!),
P(O)(OR%);, CH2P(O)(OR%),, (Ci-Ce)-alkylphenyl, (Ci-Ce)-alkylheteroaryl, (Ci-Ce)-
alkylheteroxyclyl, phenyl, heteroaryl hodc heteroxyclyl, trong d6 mdi gdc trong sb 6
gbc sau cung duge thé bang s gbe tir nhém gdm halogen, nitro, xyano, (C1-Ce)-alkyl,
halo-(C1-Ce)-alkyl, (C3-Ce)-xycloalkyl, S(O)a-(C1-Cs)-alkyl, (Ci-Ce)-alkoxy, halo-(Ci-
Ce)-alkoxy, (Ci1-Ce)-alkoxy-(Ci-Cq)-alkyl va xyanometyl va trong do heteroxyclyl

mang n nhém oxo,

Z 1a halogen, xyano, thioxyanato, (C1-Ce)-alkyl, (C1-Cs)-alkoxy, halo-(Ci-Ce)-
alkyl, (C2-Ce)-alkenyl, halo-(C2-Ce)-alkenyl, (Cz-Cs)-alkynyl, halo-(C>-Cs)-alkynyl,
(C3-Ce)-xycloalkyl, halo-(Cs3-Cs)-xycloalkyl, (Cs-Ce)-xycloalkyl-(Ci-Ce)-alkyl, halo-
(C3-Cg)-xycloalkyl-(Ci-Cs)-alkyl, COR!, COOR!, OCOOR!, NR!COOR!, C(O)N(R),
NR!C(O)N(RY)2, OC(O)N(R!),, C(O)NR!OR!, OSO2R?, S(0)aR?, SO,0R!, SO:N(RY),,
NR!SO2R?%, NRI!COR!, (Ci-Cg)-alkyl-S(O)uR?, (Ci-Ce)-alkyl-OR!, (C;-Ce)-alkyl-
OCOR!, (C1-Cg)-alkyl-OSO2R?2, (C1-Ce)-alkyl-CO2R!, (Ci-Ce)-alkyl-SO,0R!, (C1-C)-
alkyl-CON(R'),, (C1-Ce)-alkyl-SO2N(RY),, (C1-Ce)-alkyl-NR'COR!, (C1-Cg)-alkyl-
NRISO2R?, N(R1),, P(O)(OR?),, heteroaryl, heteroxyclyl hodc phenyl, trong d6 mdi
gbc trong sb ba gbc sau ciing dugc thé bang s gbc tir nhém gdm halogen, nitro, xyano,
(C1-Ce)-alkyl, halo-(C1-Ce)-alkyl, (Cs-Cs)-xycloalkyl, S(O)s-(C1-Ce)-alkyl, (Ci-Ce)-

alkoxy hodc halo-(C1-Ce)-alkoxy va trong d6 heteroxyclyl mang n nhém oxo hoac

Z ciing ¢6 thé 12 hydro néu Y 1a gbc S(O)aR2,

-4-
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R! 1a hydro, (Ci-Cg)-alkyl, (Ci-Ce)-haloalkyl, (C»-Ce)-alkenyl, (Ca-Cs)-
haloalkenyl, (Cz-Ce¢)-alkynyl, (C2-Ce)-haloalkynyl, (Cs-Cs)-xycloalkyl, (Cs3-Cg)-
xycloalkenyl,  (Cs3-C¢)-haloxycloalkyl, (Ci1-Cs)-alkyl-O-(Ci-Ce¢)-alkyl,  (C3-Cg)-
xycloalkyl-(Ci-Ce)-alkyl, phenyl, phenyl-(Ci-C¢)-alkyl, heteroaryl, (Ci-Cs)-
alkylheteroaryl, heteroxyclyl, (Ci-Ce)-alkylheteroxyclyl, (Ci-Cs)-alkyl-O-heteroaryl,
(C1-C¢)-alkyl-O-heteroxyclyl,  (Ci-Ce)-alkyl-NR3-heteroaryl,  (Ci-Ce)-alkyl-NR3-
heteroxyclyl, trong d6 21 gbc sau ciing duogc thé bing s gbc tir nhém bao gdm Xyano,
halogen, nitro, thioxyanato, OR3, S(O),R*, N(R?),, NR3OR?, COR3, OCOR?3, SCOR*,
NR3COR?, NR3SOR*, CO2R3, COSR* CON(R?, va (Ci-Cs)-alkoxy-(Ca-Cé)-

alkoxycarbonyl va trong dé heteroxyclyl mang n nhém oxo,

R? 1a (Ci-Cg)-alkyl, (Ci-Ce)-haloalkyl, (Ca-Cg)-alkenyl, (C2-Cg)-haloalkenyl,
(C2-Ce)-alkynyl, (Cz-Ce)-haloalkynyl, (Cs-Cg)-xycloalkyl, (Cs-Cs)-xycloalkenyl, (Cs-
Ce)-haloxycloalkyl, (Ci-Ce)-alkyl-O-(C1-Ce)-alkyl, (Cs-Cs)-xycloalkyl-(Ci-Ce)-alkyl,
phenyl, phenyl-(Ci-Ce)-alkyl, heteroaryl, (Ci-Cs)-alkylheteroaryl, heteroxyclyl, (Ci-
Ce)-alkylheteroxyclyl, (C1-Ce¢)-alkyl-O-heteroaryl, (Ci-Ce)-alkyl-O-heteroxyclyl, (Ci-
Ce)-alkyl-NR3-heteroaryl, (Ci-Ce)-alkyl-NR3-heteroxyclyl, trong d6 21 gdc sau cing
duogc thé béng S géc tr nhém bao gE“)m xyano, halogen, nitro, thioxyanato, OR?,
S(O)R?, N(R?), NR30OR?, COR3?, OCOR3, SCOR*, NR3COR?, NR3SOR*, CO2R3,
COSR?*, CON(R?*), va (Ci-Cy)-alkoxy-(C2-Ce)-alkoxycarbonyl va trong &6

heteroxyclyl mang n nhém oxo,

R3 1a hydro, (Ci-Ce)-alkyl, (C2-Cs)-alkenyl, (C2-Ce)-alkynyl, (C3-Cs)-xycloalkyl
hodc (C3-Cg)-xycloalkyl-(Ci-Ce)-alkyl,

R* 13 (Ci-Ce)-alkyl, (C2-Ce)-alkenyl hoic (Ca-Ce)-alkynyl,
R’ 12 metyl hoic etyl,

RS 1a axetoxy, axetamido, N-metylaxetamido, benzoyloxy, benzamido, N-
metylbenzamido, metoxycarbonyl, etoxycarbonyl, benzoyl, metylcarbonyl,
piperidinylcarbonyl, morpholinylcarbonyl, triflometylcarbonyl, aminocarbonyl,

metylaminocarbonyl, dimetylaminocarbonyl, (Ci-Cs)-alkoxy, (C3-Cs)-xycloalkyl hoac
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mdi heteroaryl, heteroxyclyl hodc phenyl dugc thé bing s gbc tir nhém gébm metyl,

etyl, metoxy, triflometyl va halogen,
nla 0, 1 hodc 2;
sla o0, 1,2 hodc 3,
v6i diéu kién ring
a) X va Z khong ciing 1a gbc gibng nhau tir nhém gdm clo, flo, metoxy va metyl
khi Y 14 hydro,
b) X khong phai 1a hydroxy khi Y 1a hydro va Z 1a metoxy,
¢) X khong phai la clo hodc brom khi Y 1a hydro va Z 1a flo,
d) X khong phai 1a flo khi Y 14 hydro va Z 1a brom,
e) X hodc Z khong phai 13 hydro khi A 14 nito,
f) R khong phai 1a triflometyl khi X 1a axetoxy va Z 1a metyl.

Trong cong thirc (I) va tit ca cic cong thirc sau ddy, cac gbc alkyl ¢6 nhidu hon
hai nguyén tir cacbon c6 thé 12 mach thing hodic mach nhanh. Vi du, cac gbe alkyl 1a
metyl, etyl, n- hodc isopropyl, n-, iso-, tert- hodc 2-butyl, pentyl, hexyl nhu n-hexyl,

isohexyl va 1,3,-dimetylbutyl. Halogen 1a flo, clo, brom hodc iot.

Heteroxyclyl 1a gbc vong bdo hoa, ban bdo hoa hoic khong bao hoa hoan toan
chia tir 3 dén 6 nguyén tir vong, trong d6 tir 1 dén 4 1a tir nhém gbm oxy, nito va luu
huynh va ngoai ra, gbc nay c6 thé duoc dung hop béi vong benzo. Vi du, heteroxyclyl

la piperidinyl, pyrolidinyl, tetrahydrofuranyl, dihydrofuranyl va oxetanyl,

Heteroaryl 14 gbc vong thom chtra tir 3 dén 6 nguyén tir vong, trong d6 tir 1 dén

4 14 tir nhém gdm oxy, nito va lwu huynh va ngoai ra, gbe nay c6 thé dugc dung hop

boéi vong benzo. Vi dy, heteroaryl 1a benzimidazol-2-yl, furanyl, imidazolyl,

isoxazolyl, isothiazolyl, oxazolyl, pyrazinyl, pyrimidinyl, pyridazinyl, pyridinyl,

benzisoxazolyl, thiazolyl, pyrrolyl, pyrazolyl, thiophenyl, 1,2,3-oxadiazolyl, 1,2,4-

oxadiazolyl, 1,2,5-oxadiazolyl, 1,3,4-oxadiazolyl, 1,2,4-triazolyl, 1,2,3-triazolyl, 1,2,5-
-6-
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triazolyl, 1,3,4-triazolyl, 1,2,4-triazolyl, 1,2,4-thiadiazolyl, 1,3,4-thiadiazolyl, 1,2,3-
thiadiazolyl, 1,2,5-thiadiazolyl, 2H-1,2,3,4-tetrazolyl, 1H-1,2,3,4-tetrazolyl, 1,2,3,4-
oxatriazolyl, 1,2,3,5-oxatriazolyl, 1,2,3,4-thiatriazolyl va 1,2,3,5-thiatriazolyl.

Khi nhém dugc the€ nhi€u lan bang céc goc, diéu nay c6 nghia 1a nhém nay

duogc the bang mdt hodc nhi€u goc giong nhau hodc khac nhau tir cac goc da néu.

Theo ban chit va su lién két cua cac phin tir thé, cac hop chét c6 cong thirc
chung (1) ¢6 thé c6 mit du6i dang chét ddng phan lap thé. Vi du, khi mot hozic nhiéu
nguyén tir cacbon khéng dbi xtimg c6 mit, cac chét ddng phan d6i anh va chit ddng
phén khong dbi quang c6 thé xuét hién. Céc chit ddng phén lap thé ciing xuét hién khi
n 1a 1 (sulfoxit). C4c chit ddng phan 14p thé c6 thé thu dugc tir hdn hop thu dugc trong
diéu ché theo cac phuwong phéap tach thong thudng, vi du cac quy trinh tach bang séc
ky. Hon nira, ciing c6 thé diéu ché cac chét ddng phén 14ap thé mot cach chon loc bing
cach st dung cac phan tng chon loc 14p thé bing cach str dung cac nguyén lidu khéi
dAu va/hodc céc chét bd tro c6 hoat tinh quang hoc. Sang ché ciing dé cap dén tit ca
cac chét dong phan 14p thé va hdn hop cta ching ma dugc bao gdm béi cong thirc

chung (I) nhung khong dugce x4c dinh mot cach cu thé.
Pugc wu tién mot cach dic biét 1a cac hop chét cb cong thirc chung (I), trong d6
A la N hoac CY,

R 13 hydro, (Ci-C¢)-alkyl, (Cs-Cr7)-xycloalkyl, halo-(C1-Ce)-alkyl, (C3-C7)—
xycloalkylmetyl, metoxycarbonylmetyl, etoxycarbonylmetyl, axetylmetyl,
metoxymetyl, metoxyetyl, benzyl, pyrazin-2-yl, furan-2-yl, tetrahydrofuran-2-yl,
morpholine, dimetylamino hoic phenyl duoc thé bing s gbc tir nhém gébm metyl,

metoxy, triflometyl va halogen;

X la nitro, halogen, xyano, (Ci-C¢)-alkyl, halo-(C1-Ce)-alkyl, (Cs-Ce)-
xycloalkyl, OR!, S(0).R?, (Ci-C)-alkyl-S(O)R?, (Ci-Ce)-alkyl-OR!, (Ci-Cg)-alkyl-
CON(RY,  (Ci-Ce)-alkyl-SO:N(R1),,  (Ci-Ce)-alkyl-NRICOR!,  (Ci-Cg)-alkyl-
NR!SO,R2, (C-Ce)-alkylheteroaryl, (Ci-Ce)-alkylheteroxyclyl, trong d6 mdi gbc trong
s6 hai gbc sau cing dwoc thé bing s gbc halogen, (C1-Ce)-alkyl, halo-(C1-Ce)-alkyl,

-7-
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S(O)n-(Ci1-Ce)-alkyl, (Ci-Ce)-alkoxy, halo-(Ci-Ce)-alkoxy va trong d6 heteroxyclyl

mang n nhém oxo,

Y la hydro, nitro, halogen, xyano, (Ci1-Ce)-alkyl, (Ci-Ce)-haloalkyl, OR!,
S(O)aR?, SO:N(RY)2, N(RY)2, NR!'SO2R?, NRICOR!, (C;-Ce)-alkyl-S(0)uR2, (C1-Cs)-
alkyl-OR!,  (Ci-C¢)-alkyl-CON(R')2,  (Ci-Ce)-alkyl-SO:N(RY),,  (Ci-Co)-alkyl-
NRICOR!, (C;-C¢)-alkyl-NR!SO2R?, (Ci-Ce)-alkylphenyl, (Ci-Ce)-alkylheteroaryl,
(C1-Cg)-alkylheteroxyclyl, phenyl, heteroaryl hodc heteroxyclyl, trong d6 mdi gbc
trong s 6 gdc sau cing duge thé bing s gbc tir nhém gdm halogen, nitro, xyano, (Ci-
C¢)-alkyl, halo-(C1-Ce)-alkyl, (Cs3-Cs)-xycloalkyl,  S(O)s-(Ci-Ce)-alkyl, (Ci-Ce)-
alkoxy, halo-(Ci-Ce)-alkoxy, (C1-Cs)-alkoxy-(C1-Cq)-alkyl va xyanometyl va trong dé

heteroxyclyl mang n nhém oxo,

Z 1a halogen, xyano, nitro, metyl, halo-(Ci-Cs)-alkyl, (C3-Cs)-xycloalkyl,
S(0)R?, 1,2,4-triazol-1-yl, pyrazol-1-yl ho#c

Z ciing c6 thé 1a hydro néu Y 12 gbc S(O).R?,

R'1a hydro, (C1-Ce)-alkyl, (C2-Ce)-alkenyl, (C2-Cs)-alkynyl, (C3-C)-xycloalkyl,
(C3-Ce)-xycloalkyl-(C1-Ce)-alkyl, (C1-Ce¢)-alkyl-O-(C1-Cs)-alkyl, phenyl, phenyl-(C;-
Ce)-alkyl, heteroaryl, (C1-Cs)-alkylheteroaryl, heteroxyclyl, (Ci-Cs)-alkylheteroxyclyl,
(C1-Ce)-alkyl-O-heteroaryl, (C1-Ce)-alkyl-O-heteroxyclyl, (C1-C¢)-alkyl-NR3-
heteroaryl hodc (C1-Ce)-alkyl-NR3-heteroxyclyl, trong d6 16 gbc sau cing duoc thé
bing s gdc tir nhom bao gdm xyano, halogen, nitro, OR3, S(O).R?, N(R®),, NR3OR3,
COR?, OCOR?, NR*COR3, NR*SO2R*, CO2R3, CON(R?)2 va (Ci-Cy4)-alkoxy-(Ca-Ce)-

alkoxycarbonyl va trong d6 heteroxyclyl mang n nhém oxo,

R? 1a (C1-Ce)-alkyl, (C3-Cs)-xycloalkyl hodc (C3-Ce)-xycloalkyl-(C1-Cg)-alkyl,
trong d6 mdi gdc trong sb ba gbc nay duge thé bing s gde tir nhém bao gdm halogen
va OR?,

R? 14 hydro hoic (C1-Ce)-alkyl,
R* 1 (C1-Co)-alkyl,

nla 0, 1 hodc 2;
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sla0, 1,2 hoac 3,
v6i di€u kién rang

a) X va Z khong ciing 12 gbc gidng nhau tir nhom gdm clo, flo, metoxy va metyl
khi Y 1a hydro,

b) X khong phai 14 hydroxyl khi Y 1a hydro va Z 1a metoxy,
¢) X khong phai 1a clo hodc brom khi Y 1a hydro va Z 1a flo,
d) X khong phai 1a flo khi Y 1a hydro va Z 1a brom,

e) X hodc Z khong phai 13 hydro khi A 1a nito,

f) R khong phai 1a triflometyl khi X 1a axetoxy va Z 1a metyl.

Trong tat c& cac cong thirc duge néu dudi day, cac phan tr the va cac ky hi¢u ¢

dinh nghia trong tu nhu trong cong thic (I), trir phi dugce xac dinh khéc.
M5 ta chi tiét sang ché

Céc hop chét theo sang ché c¢6 thé duoc diéu ché, vi dy, bing phuong phép
dugc thé hién trong so dd 1, bing phan ting c6 xuc tic bazo ctia benzoyl hodc nicotinyl

clorua (II) véi 2-amino-1,3,4-oxadiazol (III):

So d6 1

0 X 0 X

ARY
N—N Bazo ,_</ \
R
R/QO)\NHZ * cl | XA — OJ\T)K@
H
7 2

(1) (1) (

Benzoyl clorua c6 cong thirc (IT) hodc axit benzoic gc cia né da duoc biét dén
n6i chung va c6 thé duoc didu ché, vi du, bang cac phwong phap duoc md ta trong
patent My s& US 6,376,429 B1, don yéu cau cip patent chau Au s6 EP 1 585 742 Al
vaEP 1202 978 Al.
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Céc hop chit theo sang ché ciing c¢6 thé duge didu ché bang phwong phép dugc
md ta trong so dd 2, bang cach cho axit benzoic hodc nicotinic ¢6 cong thirc (IV) phan

ung véi 2-amino-1,3,4-oxadiazol (II1):

So dd 2
@)

0 X N—N X
N—N 74 \
) R
AP, oy heathes *o*wj\@
2 : 2,

(1 (V) (0

Dé hoat hoa, c6 thé sir dung chét phan Gng khir nuée ma thuong duoc st dung
cho phan tng amin héa, vi du 1,1 -carbonyldiimidazol (CDI), dixyclohexylcarbodiimit

(DCC), 2,4,6-tripropyl-1,3,5,2,4,6-trioxatriphosphinan 2,4,6-trioxit (T3P) v.v.

Céc hop chit theo sang ché ciing c6 thé duoc didu ché bing phuong phap duogc
md ta trong so dd 3, bang cach déng vong hop chit c6 cong thirc V:
So dd 3

@] S O X _—</[\th 0 X
JL |
o k@ — Ty
H = . H _ ,

(V) (N

Su déng vong dugce thuc hién bing cac phwong phap dugc md ta trong 4n
phdm: Synth. Commun. 31 (12), 1907-1912 (2001) hoic trong 4n phim: Indian J.
Chem., Section B: Organic Chemistry Including Medicinal Chemistry; Tap 43 (10),
2170-2174 (2004).
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So d6 4
NH AN
R H/ 2 + SCN I A - . R/U\N_N/U\NJ\@
_— H H ! I
z H =
Z
(VI) (VII) (V)

Hop chét c6 cdng thire V duoc st dung trong so dd 3 ¢6 thé duge didu ché b%mg
phén tmg cua axyl isoxyanat c¢6 cong thirc VII v6i hydrazit ¢6 cong thire VI bing

phuong phép duge md ta trong 4n phidm: Synth. Commun. 25(12), 1885-1892 (1995).

C6 thé thich hop dé thay dbi trinh ty cic budc cia phan Ung. Vi duy, cac axit
benzoic mang sulfoxit cé thé dugc chuyén hoa truc tiép thanh cac clorua axit cia
ching. Mdt tlly chon trong ban md ta sang ché nay 1a thi nhét diéu ché amit dén giai

doan thioete va sau d6 oxy hoda thioete thanh sulfoxit.

Tap hop cic hop chit c6 cong thire (I) va/hodc mubi cia né ma c6 thé duoc
tdng hop bing céc phan tng dugce néu trén day ciing c¢6 thé duoc didu ché theo cach
song song, trong d6 trudng hop nay c6 thé dwoc két thic theo cach thu cong, tu dong
mot phén hodc tu dong hoan toan. Vi dy, trong ban mo ta sang ché nay co thé ty dong
thuc hién phan tng, xir Iy hoic tinh ché cc san phdm va/hodic cac chat trung gian. No6i
chung, diéu nay duiqc hiéu c6 nghia 13 quy trinh nhu dwoc mé ta, vi dy, ¢i D. Tiebes
trong 4n phdm: Combinatorial Chemistry — Synthesis, Analysis, Screening (nguoi bién

tap: Giinther Jung), Wiley, 1999, c4c trang tir 1 dén 34.

Pé thuc hién phan tng va xi Iy mot cach song song, c6 thé st dung nhidu dung
cy hién c6 ban san trén thi trudng, vi du cac khéi phan tmg Calypso cua Barnstead
International, Dubuque, Iowa 52004-0797, USA hodc céc tram phan ing cua Radleys,
Shirehill, Saffron Walden, Essex, CB11 3AZ, England hodc MultiPROBE Automated
Workstations ctia PerkinElmer, Waltham, Massachusetts 02451, USA. Dé tinh ché
song song hop chit c6 cong thirc (I) va mudi ciia n6 hodc cac chit trung gian ma xuét
hién trong qua trinh diéu ché, cac thiét bi ¢6 sin bao gém cac thiét bi sic ky, vi du ctia

ISCO, Inc., 4700 Superior Street, Lincoln, NE 68504, USA.
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Céc thiét bi duoc chi tiét hoa dan dén quy trinh dang mé dun, trong dé cac bude
hoat dong riéng r& dugc ty déng héa, nhung cin van hanh thi cong giita cac budc hoat
dong. Diéu nay co6 thé tranh duoc bing cach st dung cac hé théng tu dong lién khéi
ting phén hodc hoan toan, trong d6 cdc mo6 dun tu dong tuong tng dugc van hanh, vi
du béng thiét bi tu dong. Céc hé théng tu dong thudc loai nay co thé dugc mua, vi du,

tr Caliper, Hopkinton, MA 01748, USA.

Viéc thuc hién mét hodc nhidu bude téng hop co thé dugc tro giup béng cach st
dung nhya chit phan tng/chit chéng mudi mang trén polyme. Tai liéu chuyén nganh
mo ta nhidu phuong phép thir nghiém, vi dy trong 4n pham: ChemFiles, Vol. 4, No. 1,
Polymer-Supported Scavengers and Reagents for Solution-Phase Synthesis (Sigma-
Aldrich).

Ngoai c4c phuong phap dugc md ta trong ban mé ta sang ché nay, cac hop chit
¢6 cong thirc chung (I) va mudi ciia n6 c6 thé dwoc didu ché hoan toan hozc mot phin
bing cac phuong phap mang trén pha rin. Dbi v6i muc dich ndy, cac chat trung gian
riéng r& hodic tit ca cac chit trung gian trong tong hop hoic téng hop dwoc 1am thich
g d8i v6i quy trinh twong tmg dugc gin két voi nhwa tdng hop. Phwong phép tong
hop mang trén pha rin dugc mé ta thich hop trong tai li€u k¥ thuét, vi du Barry A.
Bunin trong 4n phém: “The Combinatorial Index”, Academic Press, 1998 va
Combinatorial Chemistry - Synthesis, Analysis, Screening (ngudi bién tép: Glinther
Jung), Wiley, 1999. Viéc st dung phwong phap téng hop mang trén pha rén cho phép
nhiéu phwong phap da biét tir tai liu chuyén nganh va cac phuong phap 1in nita c6 thé
duoc thuc hién thd cdng hodc theo cach ty dong. Céc phan tng cb thé duoc thuc hién,
vi du bing c4c phuong tién cong nghé IRORI trong thiét bi phan Gmg siéu nho tir hang
Nexus Biosystems, 12140 Community Road, Poway, CA92064, USA.

Trén pha rén hodc trong pha 16ng, viéc thuc hién mot hoic nhiéu bude co thé
dugc tro gitp bdi viée sit dung cong nghé vi soéng. Tai licu k§ thuat mo ta nhiéu
phuong phap tht nghiém, vi du 4n phadm: Microwaves in Organic and Medicinal

Chemistry (nguoi bién tép: C. O. Kappe va A. Stadler), Wiley, 2005.

Viéc didu ché theo céc quy trinh duge mé ta trong ban mo ta sing ché nay thu

dugc hop chét c¢6 cong thirc (I) va mudi cia né & dang tip hop chit, ma duogc goi 12
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thu vién. Sang ché ciing d& xuét thu vién bao gbm it nhét hai hop chét c6 cong thuc (1)

va muoi cua no.

Céc hop chét theo sang ché ¢ cong thic (I) (va/hodc mubi cla no), sau day
dugc goi chung 14 "hop chét theo sang ché", ¢6 hiéu qua diét c6 tuyét voi diét phd rong
‘c4c thuc vat gdy hai hang nim c6 mét 14 mim va c6 hai 14 mam quan trong vé mit
kinh té. C4c hoat chét ciing kha ning su phong trir tét cc thuc vat dang ¢ dai lau ndm

ma kho phong trir va tao ra chdi non tir than ré, than ré hoic cic co quan lau nim khic.

Do d6, sang ché cling dé xuét phuwong phép phong trir thuc vat khong mong
mudn hodc diéu hoa sinh trudng thuc vat, t6t hon 13 trong cdc vu thu hoach cta thuc
vat, trong d6 mdt hodc nhiéu hop chét theo sang ché duoc ap dung cho thuc vat (vi du
thuc vat dang cé dai nhu cé dai c6 mot 14 mim hodc ¢6 hai 14 mim hodc thuc vat
khong mong muén), cho hat giéng (vi du, hat, hat giéng hodc canh gidm sinh dudng
nhu than ct hodc phr?ln canh c6 chdi non) hosc cho khu vic ma & d6 thuc vét phét trién
(vi du khu vue trong trot). Hop chét theo séang ché c6 thé duoc tridn khai vi du, truée
khi gieo hat (néu thich hop ciing bang cach két hop vao dit), trude khi nay mam hoic
sau khi nay mam. Céc vi du cu thé v& mdt sb dai dién cua hé thuc vat dang ¢ dai co
mdt 14 mam va c6 hai 14 madm ma c6 thé dwoc phong trir béi hop chét theo sang ché 1a

nhu sau, méc du sy liét ké 12 khong nham muc dich tao ra giéi han dén céc loai cu thé:

Céc thuc vat gy hai c6 mot 14 mam thudc gibng: Aegilops, Agropyron,

Agrostis, Alopecurus, Apera, Avena, Brachiaria, Bromus, Cenchrus, Commelina,
Cynodon, Cyperus, Dactyloctenium, Digitaria, Echinochloa, Eleocharis, Eleusine,
Eragrostis, Eriochloa, Festuca, Fimbristylis, Heteranthera, Imperata, Ischaemum,
Leptochloa, Lolium, Monochoria, Panicum, Paspalum, Phalaris, Phleum, Poa,

Rottboellia, Sagittaria, Scirpus, Setaria, Cay lua mién.

Cac ¢ dai c¢6 hai 14 midm thudc gidng: Abutilon, Amaranthus, Ambrosia,

Anoda, Anthemis, Aphanes, Artemisia, Atriplex, Bellis, Bidens, Capsella, Carduus,
Cassia, Centaurea, Chenopodium, Cirsium, Convolvulus, Datura, Desmodium, Emex,
Erysimum, Euphorbia, Galeopsis, Galinsoga, Galium, Hibiscus, Ipomoea, Kochia,
Lamium, Lepidium, Lindernia, Matricaria, Mentha, Mercurialis, Mullugo, Myosotis,

Papaver, Pharbitis, Plantago, Polygonum, Portulaca, Ranunculus, Raphanus, Rorippa,
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Rotala, Rumex, Salsola, Senecio, Sesbania, Sida, Sinapis, Solanum, Sonchus,
Sphenoclea, Stellaria, Taraxacum, Thlaspi, Trifolium, Urtica, Veronica, Viola,

Xanthium.

Néu hop chét theo sang ché duoc ap dung vao bé mat dét trude khi nay mam,
hat gidng co dai duoc ngin ngira hoan toan khoi nay mam hoic c¢é dai phat trién cho
dén khi ching dat dén giai doan 14 mim, nhung sau d6 bi ngimg phaét trién va, cubi

cung 1a, sau tir ba dén bon tuan di qua, chét hoan toan.

Néu hoat chét dugc 4p dung sau ndy mam cho céc phén c6 miu xanh cia thuc
vét, cling ¢ sy ngimg phat trién sau khi xir Iy va thuc vat gy hai van & giai doan phat
trién trong thoi gian 4p dung hodc ching chét hoan toan sau khoang thdi gian nhét
dinh, sao cho sy canh tranh bdi ¢ dai, ma c6 hai d6i véi cdy trong, do d6 dugc loai trix

rat sém va theo cach duy tri.

Mic du hop chit theo sang ché c¢6 hoat tinh diét c6 tuyét voi chéng lai ¢6 dai co
mdt 14 mdm va c6 hai 14 mam, tip hop cdy trong quan trong vé mit kinh té, vi dy cay
tréng c6 hai 14 mim thudc giéng Arachis, Beta, Brassica, Cucumis, Cucurbita,
Helianthus, Daucus, Glycine, Gossypium, Ipomoea, Lactuca, Linum, Lycopersicon,
Nicotiana, Phaseolus, Pisum, Solanum, Vicia hoac cady trf“mg c6 mit 14 mam thudc
giéng Allium, Ananas, Asparagus, Avena, Hordeum, Oryza, Panicum, Saccharum,
Secale, Cay laa mién, Triticale, Triticum, Zea, dic biét 12 Zea va Triticum, néu c6 tdn
hai thi chi bi tdn hai & mtc do khong dang ké, phu thudc vao cdu tric coa hop chét
tuong ting theo sang ché va ty 1& 4p dung hop chét nay. Pbi véi cac muc dich nay, hop
chét theo sang ché rat thich hop dé phong trir c6 chon loc su phat trién ctia thyuc vat
khong mong mubn trong tap hop cdy trdng nhw cc thuc vat hitu ich v& mit ndng

nghiép hodc cdy canh.

Ngoai ra, hop chat theo sang ché (phu thudc vao cu triic cu thé cia chung va ty
1& 4p dung dugc trién khai) c6 cac dic tinh didu hoa sy phat trién dang chu y & cay
tréng. Chung can thiép vao su trao ddi chét cta thuc vat voi tac dung diéu chinh va do
d6 c6 thé duge st dung dé kiém soat cdc clu tir thuc vat va tao thuén loi cho thu
hoach, vi du biang cach gay kho va kim ham phat trién. Ngoai ra, chung cling thich hop

dé phong trir va trc ché chung sy phat trién cta thuc vét khong mong mudn ma khong
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lam chét cdy. Viéc trc ché su phat trién cia thuc vat dong vai tro chd yéu dbi véi nhiéu
cdy trong c6 mot 14 mam va c6 hai 14 mam, do, vi dy, di€u nay c6 thé lam giam hodc

ngédn ngra luu trd hoan toan.

Nho céac dic tinh diét co va didu hoa sinh trudng thuc vat clia ching, hoat chét
ciing c6 thé dugc sir dung d& phong trir cac thuc vat gay hai trong vu thu hoach cia
thue vat dugc bién ddi gen hodc thyc vét duge bién ddi bang cach dot bién gen thong
thuong. No6i chung, thuc vt chuyén gen dang chu y & cac ddc tinh thuin loi dic biét,
vi du khang v&i mot sb thude diét sinh vat gy hai nhit dinh, cu thé 13 mot sé thube
diét c6, khang cac bénh thuc vat hodc khang sinh vat gdy bénh thuc vat, nhu mét sd
c¢dn tring hodc vi sinh vét nhu nim, vi khudn hodc virat. Cac dic tinh cu thé khéc lién
quan dén, vi du, vat liéu sau thu hoach vé mit sb lugng, chét lugng, kha nidng bao
quéan, thanh ph?m va ciu ph?m dac biét. Vi du, cac thuc vat chuyén gen da biét 1a ¢6
ham lugng tinh bot cao hodc chét lugng tinh bot thay dbi hodc c6 thanh phin axit béo

khéc trong vat li¢u thu hoach.

Déi véi cay chuyén gen, vu tién duoc dua ra 13 sit dung hop chét theo sang ché
trong cic vu thu hoach cta thuc vat hitu ich hodc cay canh chuyén gen quan trong vé
mit kinh t&, vi du v& céc cay ngii cbc nhu lta mi, 1ua mach, lta mach den, yén mach,
cdy ké/ciy lua mién, lta gao va ng6 hodc vu thu hoach khéac cta ci cai duong, bong,
d4u nanh, cai hat c6 dau, khoai tdy, ca chua, ddu Ha lan va cac thuc vat khac. Tt hon
13, hop chit theo sang ché c6 thé dwoc sir dung lam thudc diét co trong tip hop cay
tréng hitu ich ma c6 strc khang hoic da dugc tao sirc khang bang cic phuwong phép téi

td hop, voi cac tac dong doc td thuc vat cia thude diét co.

Puoc wu tién 13 sir dung hop chét theo sang ché hoic mudi ciia né trong céc vu
thu hoach cuda thyc vat hitu ich va cdy canh chuyén gen quan trong v& mit kinh té, vi
du vé cay ngili cbc nhu lGa mi, laa mach, 1Ga mach den, yén mach, cay ké/cay lua mién,
lua gao, sén va ngo hodc cic vu thu hoach khéc cua cta cai dudng, bong, ddu nanh, cai
hat dau, khoai tay, ca chua, ddu Ha lan va cac thuc vat khéc. Tbt hon 14, hop chét theo
sang ché c6 thé duge si dung 1am thubc diét co trong cac vu thu hoach cta thuc vat
hitu ich ma c6 sirc khang hodc da dugc tao stirc khang bing cac phwong phép tai td

hop, véi cac tdc dong dde t thuc vat cia thude diét cd.
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Céac phuong phap thong thuong dé tao ra thuc vit méi ma c6 cac dic tinh duoc
bién d6i so v6i cac thue vat ma da xudt hién cho dén nay bao gbém, vi du, cic phuong
phép tao giéng truyén théng va phat sinh dot bién. Theo céch khéc, thuc vat méi c6
céc dic tinh duoc bién dbi c6 thé duoc tao ra véi sy trg gilip cta cac phuong phép tai
td hop (xem, vi du, don yéu ciu cép patent chau Au sb EP-A-0221044, EP-A-
0131624). Vi dy, da c6 nhidu m6 ta vé:

- céc bién dbi tai t6 hop cua cy trong nhdm muc dich lam bién ddi tinh bot
dugc tong hop & thuc vat (vi du, cong bd don sang ché qubc té s§ WO 92/11376, WO
92/14827, WO 91/19806),

- cAy trong chuyén gen ma khang cac thudc diét cd cu thé thudc loai glufosinat
(tham chiéu dén, vi du, don yéu cdu cdp patent chdu Au sé EP-A-0242236, EP-A-
242246) hoic loai glyphosat (cong bd don sang ché qubc t& s& WO 92/00377) hoic
thudc loai sulfonylure (don yéu ciu cdp patent chdu Au sé EP-A-0257993, don yéu
cau cép patent My s6 US-A-5013659),

- cdy trdng chuyén gen, vi du bong, c6 kha ning tao ra doc td Bacillus
thuringiensis (ddc t6 Bt) ma lam cho thuc vét khang c4c sinh vét gdy hai cu thé (don

yéu cau cip patent chau Au sb EP-A-0142924, EP-A-0193259).

- cy trong chuyén gen c6 thanh phin axit béo thay ddi (cong bd don sang ché
qudc té s6 WO 91/13972),

- cAy trong bién @i gen c6 cac clu tir méi hodc chét chuyén hoa thir cip, vi du
chit khang doc thuc vit méi, ma giy khang bénh gia ting (don yéu ciu cép patent
chau Au s8 EPA 309862, EPA0464461),

- thuc vat bién doi gen c6 quang hd hap giam, ma cé san luvgng cao hon va dung

nap tmg xuét cao hon (don yéu cu cip patent chau Au s6 EPA 0305398),

- cdy trong chuyén gen ma tao ra protein quan trong v€ mat dugc pham hodc vé

mit chin doan ("phan tir tao dugc phdm"),

- cdy trong chuyén gen ma nhan thdy san luong cao hon hodc chét luong tét
hon,
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- cdy tré)ng chuyén gen ma nhan théy su két hop, vi du, cic ddc tinh mai dugce

néu trén day ("gen tao khdi lugng 16n").

Nhiéu cong nghé sinh hoc phén tr ma c¢6 thé duge st dung dé tao ra thuc vét
chuyén gen méi véi cac dic tinh duoc bién dbi 1a da duoc biét dén no6i chung; xem, vi
du, I. Potrykus and G. Spangenberg (eds.), Gene Transfer to Plants, Springer Lab
Manual (1995), Springer Verlag Berlin, Heidelberg or Christou, "Trends in Plant
Science" 1 (1996) 423-431).

D&i v6i cac thao tac tai tb hop ndy, cic phan tir axit nucleic ma cho phép dot
bién gen hodc thay dbi trinh tu bing cach tai td hop trinh ty ADN ¢6 thé dugc dua vao
plasmit. Véi sy trg gidp clia cdc phuong phép tiéu chudn, c6 thé, vi du, thyc hién cac
thay d6i co ban, loai bo cac phén clia trinh ty hodic bd sung cac trinh ty ty nhién hoic
téng hop. D8 ndi cac doan ADN véi nhau, c6 thé bd sung cau nbi hoc cau lién két vao
cac doan nay; xem, vi du, Sambrook et al., 1989, Molecular Cloning, A Laboratory
Manual, 2nd ed., Cold Spring Harbor Laboratory Press, Cold Spring Harbor, NY; hodc
Winnacker "Gene und Klone", VCH Weinheim, 2nd edition, 1996.

C6 thé dat dugc viée tao ra té bao thuc vét c6 hoat tinh san phdm gen giam, vi
du, bang cach biéu hién it nht mét ARN nghia nguoc thich hgp hoic ARN nghia
thuan dé dat duoc tac dung cung ngédn chdn hodc biéu hién it nhit mot ribozym dugc
tao cAu trac thich hop tach dic hidu céc ban sao cta san phim gen dwoc néu trén day.
Débi véi muc dich nay, thir nhét c6 thé st dung céc phan tit ADN ma bao gbm toan bd
trinh tw ma hoéa cta san phim gen bao gdm céc trinh tu swon c6 mit hodc cac phan tir
ADN khéac ma chi bao gdm c4c phéan trinh ty ma hoéa, trong trudng hop d6 cac phin
nay phai da dai dé mang vé tac dung nghia nguoc vao té bao. Ciing c6 thé str dung
trinh ty ADN ma c6 mirc twong dong cao véi trinh ty ma héa ctia san phim gen,

nhung khoéng phai 12 giéng nhau hoan toan.

Khi biéu hién c4c phan tir axit nucleic & thyc vit, protein duge tong hop c6 thé
duoc khu biét trong khoang mong mudn bat ky cia t& bao thuc vét. Tuy nhién, dé dat
dugc su khu biét trong khoang cu thé, vi dy, c6 thé két hop ving ma héa vao trinh tu
ADN ma béao dam sy khu biét trong khoang cu thé. Cac trinh tu nay 1a da duoc biét

dén d6i v6i chuyén gia trong linh virc nay (xem, vi du, Braun et al., EMBO J. 11
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(1992), 3219-3227; Wolter et al., Proc. Natl. Acad. Sci. USA 85 (1988), 846-850;
Sonnewald et al., Plant J. 1 (1991), 95-106). Céc phan tir axit nucleic ciing c6 thé dugc

biéu hién trong hat co quan cta té bao thuc vat.

Té bao thyc vat chuyén gen c6 thé duge sinh ra bing céc ky thuat da biét dé thu
dugc toan bd thuc vat. No6i chung, thuc vat chuyén gen c6 thé 13 thuc vat thude loai

thuc vat mong mudn bat ky, nghia la ca thuyc vat ¢6 mdt 14 mam va c6 hai 14 mam.

Do d6, c6 thé thu dugc thuc vat chuyén gen ma cac dic tinh ciia né thay d6i
bang cach biéu hién qua muc, ngin chin hozc trc ché cic gen twong ddng (= ty nhién)

hoic trinh trr gen hodc biéu hién gen khac loai (= bén ngoai) hodc trinh tu gen.

Tt hon 13, hop chét theo sang ché c6 thé duogc sir dung cho cay trdng chuyén
gen ma khang cac chét diéu hoa su phét trién, vi du dicamba hodc khang thube diét cd
ma e ché cic enzym thuc vét thiét yéu, vi du axetolactat synthaza (ALS), EPSP
synthaza, glutamin synthaza (GS) hodc hydroxyphenylpyruvat dioxygenaza (HPPD)
hoic khang thudc diét cd tir nhém gbm sulfonylure, glyphosat, glufosinat hodc

benzoylisoxazol va c4c hoat chit tuvong duong.

Dbi v6i viée ding hoat chét cua sang ché cho cay trdng chuyén gen, khong chi
¢6 tac dung nhim vao thuc vét gy hai quan st dugc trong céc cdy trong khac xuit
hién, ma thudng cling 1a tic dong ma dic hiéu dé 4p dung cho cac cdy trong chuyén
gen cu thé, vi du phé cd dai dugc mo& rong thay dbi hodc dic hiéu ma c6 thé dugc
phong trlr, ty 1¢ 4p dung thay ddi ma c6 thé dwoc st dung dé ap dung, t6t hon 1a kha
nang két hop tét v6i thude diét cd ma cay trdong chuyén gen khang va lam anh huéng -

dén sy phat trien va san lugng cla cay trong chuyén gen.

Do d6, sang ché ciing d& xuit viéc st dung hop chit theo sang ché lam thubc

diét co dé phong trir thuc vat gy hai trong cdy trong chuyén gen.

Hop chét theo sang ché c6 thé duoc 4p dung & dang bdt thim w6t, thé dic nhii
héa dugc, dung dich cé thé phun, san phém tao bui hodc hat trong ché phém thong
thuong. Do d6, sang ché ciing d& xuét ché phim diét c6 va didu hoa sinh trudng thuc

vét, ché phdm nay bao gdm hop chét theo sang ché.
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Hop chét theo sang ché c6 thé duoc didu ché theo céc cach khac nhau, theo céc
thong sb sinh hoc va/hodc ly héa hoc can thiét. Céac vi du vé cac dang ché phém co thé
c6 bao gdm: bot thAm w6t (wettable powders-WP), bot hoa tan trong nudc (water-
soluble powders-SP), thé dac hoa tan trong nudc, thé dic nhii hoa duoc (emulsifiable
concentrates-EC), nhil twong (emulsions-EW), nhu cc nhil twong dau trong nudc va
nuée trong diu, dung dich c6 thé phun, thé dac huyén phu (suspension concentrates-
SC), phén tan chu yéu trén dau hodc nudc, dung dich tron 1an duge véi dau, huyén phu
bao nang (capsule suspensions-CS), san pham tao bui (dusting products-DP), san
phém xtr Iy hat, hat dé ric va ap dung vao dét, hat (granules-GR) & dang vi hat, hat ¢6
thé phun, hat bao ngoai va hat hip phy, hat phan tan trong nudc (water-dispersible
granules-WG), hat hoa tan trong nudc (water-soluble granules-SG), cic ché phim

ULV, vi nang va sép.

Céc dang ché phim riéng r& nay da duoc biét dén noi chung va dugc mé ta, vi
dy, trong 4n phém: Winnacker-Kiichler, "Chemische Technologie" [Chemical
Technology], volume 7, C. Hanser Verlag Munich, 4th edition 1986, Wade van
Valkenburg, "Pesticide Formulations", Marcel Dekker, N.Y. 1973; K. Martens,
"Spray Drying" Handbook, 3rd ed. 1979, G. Goodwin Ltd. London.

Céac chét phu trg phdi ché can thiét, nhu céac nguyén liéu tro, chit hoat dong bé
mit, dung moi va céc chit phu tro khéc, cling da duoc biét dén va dugc mé ta, vi du,
trong cac 4n phdm: Watkins, "Handbook of Insecticide Dust Diluents and Carriers",
2nd ed., Darland Books, Caldwell N.J., H.v. Olphen, "Introduction to Clay Colloid
Chemistry", 2nd ed., J. Wiley & Sons, N.Y., C. Marsden, "Solvents Guide", 2nd ed.,
Interscience, N.Y. 1963, McCutcheon's "Detergents and Emulsifiers Annual", MC
Publ. Corp., Ridgewood N.J., Sisley and Wood, "Enxyclopedia of Surface Active
Agents", Chem. Publ. Co. Inc.,, N.Y. 1964, Schonfeldt, "Grenzflichenaktive
Athylenoxidaddukte" [Interface-active Etylene Oxide Adducts], Wiss. Verlagsgesell.,
Stuttgart 1976, Winnacker-Kiichler, "Chemische Technologie", Band 7, C. Hanser
Verlag Munich, 4th ed. 1986.

Dua trén céc ché phém ndy, ciing c6 thé tao ra cac két hop vé6i hoat chit diét

sinh vét gay hai khéc, vi du thudc trir sdu, thube diét ve, thude diét co, thube diét nAm
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va voi céc chét an toan, phan bén va/hoic chit didu hoa sy phat trién, vi du & dang ché
pham hoan thanh hodc nhu bé tron. Céc chét an toan thich hop 13, vi du, mefenpyr-

dietyl, xyprosulfamit, isoxadifen-etyl, cloquintoxet-mexyl va dichlormid.

Bot thim w6t 13 ché phdm ma co thé dwgc phén tan ddng déu trong nudce va,
ngoai hoat chét, ngoai trir cht pha lodng hoic chit tro, cling bao gdm chét hoat dong
bé& mat thudc loai ion va/hodc khong ion (chdt lam wét, chét phan tan), vi du
alkylphenol dugc polyoxyetyl hoa, rugu béo dugc polyetoxyl héa, amin béo dugc
polyoxyetyl hoa, polyglycol ete ruou béo sulfat, alkansulfonat, alkylbenzensulfonat,
natri lignosulfonat, natri 2,2'dinaphtylmetan-6,6'-disulfonat, natri
dibutylnaphtalensulfonat hodc natri oleoylmetyltaurat khac. Dé tao ra bot thAm uét,
cac hoat chét cta thude diét co duoc nghién min, vi du trong cac thiét bi théngb thuong
nhu may nghién bua, may nghién quat va may nghién phun khong khi va ddng thoi

hodc sau d6 tron véi cac chat phu trg ché pham.

Thé ddc nhii héa duge dugc tao ra bang cach hoa tan hoat chat trong dung moi
hitu co, vi du butanol, xyclohexanon, dimetylformamit, xylen hodc cac dung mdi thom
c6 nhiét do sbi tuong dbi cao khac hoic hydrocacbon hodc hdn hop gém cac dung moi
hitu co, vé6i viée bd sung mdt hodc nhiéu chét hoat dong bé mat ion va/hodc khong ion
(chét nhii hoa). Chét nhii héa c6 thé duge si dung, vi duy, 1a: canxi alkylarylsulfonat
nhu canxi dodexylbenzensulfonat hodc chat nhii héa khong ion nhu polyglycol este
clia axit béo, alkylaryl polyglycol ete, polyglycol ete ruou béo, cc san phdm ngung tu
propylen oxit-etylen oxit, alkyl polyete, sorbitan este, vi du este cia axit béo sorbitan

hodc polyoxyetylen sorbitan este, vi du este clia axit béo polyoxyetylen sorbitan.

Séan phém tao bui thu duoc b%mg cach nghién hoat chit v6i chat dang rin duoc
phan bd min, vi du bot talc, dat sét tw nhién, nhu caolanh, bentonit va pyrophylit hodc
d4t diatomit. Thé ddc huyén pho c6 thé chu yéu 1a nuée hodc dau. Chiing ¢6 thé duoc
tao ra, vi du, bang cach nghién w6t bing méy nghién hat c6 bén trén thi truong véi su
bd sung tuy y chét hoat dong bé mit nhu dugce néu trén day, vi du, dbi véi céac loai ché
pham khac. Nhii tvong, vi du nhii twong diu trong nude (oil-in-water emulsions-EW),
c6 thé duoc tao ra, vi du, béng thiét bi khuéy, nghién dang keo va/hodc thiét bi trdn

tinh bang cach st dung dung mdi hitu co trong nuéc va tily v chit hoat dong bé mit

-20-



222176

nhu duoc liét ké trén day, vi du, ddi véi cac loai ché phém khéac. Hat ¢6 thé dugc tao ra
bang cach phun hoat chét 1én nguyén liéu tro dugc tao hat hip phu hoic bing cach ap
dung thé dic chtra hoat chét bang céc phuwong tién dinh bam, vi du ruou polyvinyl,
natri polyacrylat hodic diu kho4ng, vao bé mit ctia chit mang, nhu cét, kaolinit hodc
nguyén liéu tro duoc tao hat. Cac hoat chét thich hop ciing ¢6 thé duoc tao hat theo
cach thong thuong @ tao ra hat phan bon - néu muén nhu hdn hop véi phéan boén.
Thong thuong, hat phéan tén trong nudce dugc tao ra bang céc quy trinh thong thuong
nhu phun kho, tao hat kiéu tf?lng s6i, tao hat kiéu bé le‘ing, tron véi thiét bi tron tde do
cao va ép dun ma khong cin nguyén liéu tro dang rin. D& san xuit hat kidu bé ling,
hat kiéu téng soi, hat kiéu mdy ép dun va hat kiéu phun, xem, vi dy, cac quy trinh
trong 4n phim: "Spray-Drying Handbook" 3rd ed. 1979, G. Goodwin Ltd., London;
J.E. Browning, "Agglomeration"”, Chemical and Engineering 1967, pages 147 ff;
"Perry's Chemical Engineer's Handbook", 5th ed., McGraw-Hill, New York 1973, p.
8-57. D& mod ta chi tiét hon lién quan dén viéc didu ché ché phim bao vé cdy trdng,
xem, vi du, G.C. Klingman, "Weed Control as a Science", John Wiley and Sons, Inc.,
New York, 1961, pages 81-96 and J.D. Freyer, S.A. Evans, "Weed Control
Handbook", 5th Ed., Blackwell Scientific Publications, Oxford, 1968, pages 101-103.

Thong thudng, cac ché phim hoéa néng chira tir 0,1 dén 99% trong luong, dic

bigt 1a tlr 0,1 dén 95% trong lugng, clia hop chét theo sang ché.

Trong bt thdm udt, néng d6 hoat chét 13, vi dy, nim trong khoang tir 10 dén
90% trong lwong; phan con lai dén 100% trong lugng bao gdm cac ciu tir ché phim
thong thudng. Trong thé dic nhil héa duoc, nong d6 hoat chét c¢6 thé nim trong
khoang tir 1 dén 90% va tét hon 1a nim trong khoang tir 5 dén 80% trong lugng. Céc
ché phdm dang bui chra tr 1 dén 30% trong lirong hoat chét, tbt hon la thudng nim
trong khoang tir 5 dén 20% trong lugng hoat chét; dung dich c6 thé phun chira khoang
tir 0,05 dén 80% va tét hon 13 nim trong khoang tir 2 dén 50% trong lugng hoat chét.
Trong truong hop hat phén tan trong nude, ham lugng hoat chat phy thudce riéng phin
vao hoat chét c6 mdt & dang 1dng hodc dang rin va trong do chét phu tro hat, chét 1am
déy, v.v, duge st dung. Trong hat phén tén trong nude, ham lugng ctia hoat chét 1a, vi
du, nim trong khoang tir 1 dén 95% trong lugng, t6t hon 13 nim trong khoang tir 10

dén 80% trong luong.
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Ngoai ra, ché phim chira hoat chit da néu tiy y bao gdm cac chit két dinh
thong thudng tuong Gng, cht lam u6t, chit phan tan, chit nhii hoa, chit thim thAu,
chit bao quéan, chit chéng dong va cac dung moi, chit lam ddy, chit mang va thubc
nhudm, chit khir tao bot, cht e ché sy bay hoi va cac chit ma tac dong dén do pH va

dd nhot.

Dua trén cdc ché pham nay, cling c¢6 th€ tao ra cac két hop vaGi hoat chat diét
sinh véat gay hai khac, vi du thudc trir sdu, thudc diét ve, thudc diét co, thudc diét nam
va v&i céc chat an toan, phan bén va/hodc chat dicu hoa sy phat trién, vi du ¢ dang ché

pham hoan toan hodc nhu bé tron.

Céc thanh phan két hop tién loi dbi voi hop chét theo sang ché trong ché phim
hdn hop hoéc trong bé tron 13, vi du, cac hoat chit da biét dua trén sy wc ché, vi du,
axetolactat synthaza, axetyl-CoA carboxylaza, xenluloza synthaza,
enolpyruvylshikimat-3-phosphat synthaza, glutamin synthetaza, p-
hydroxyphenylpyruvat dioxygenaza, phytoendesaturaza, photosystem I, photosystem
II, protoporphyrinogen oxidaza, nhu dwoc md ta, vi du, trong 4n phidm: Weed
Research 26 (1986) 441-445 hodc "The Pesticide Manual", 15th edition, The British
Crop Protection Council and the Royal Soc. of Chemistry, 2009 va tai liéu chuyén
nganh dugc trich din trogn d6. Cac vi du vé thudc diét co hodc chit didu hoa sinh
truéng thuc vat da biét ma c6 thé duoc két hop voi hop chét theo sang ché bao gbdm
hoat chit ma theo (cac hop chét duoc ky hiéu boi tén thong thudng theo Té chirc tidu
chudn hoa qudc té (International Organization for Standardization-ISO) hoac theo tén
héa hoc hodc sb ma) va thuong bao gE“)m tAt ca céc dang sir dung, nhu axit, mubi, este
va chét ddng phan, nhu chit ddng phan lap thé va chét dong phan quang hoc. Trong
danh muc nay, mot hoic néu khong, trong mot sb truong hop, nhidu hon mot dang ap

dung duoc ké dén:

axetochlor, axibenzolar, axibenzolar-S-metyl, axifluorfen, axifluorfen-natri, aclonifen,
alachlor, allidochlor, alloxydim, alloxydim-natri, ametryn, amicarbazon, amidochlor,
amidosulfuron, aminoxyclopyrachlor, aminopyralit, amitrol, amoni sulfamat,
anxymidol, anilofos, asulam, atrazin, azafenidin, azimsulfuron, aziprotryn,

beflubutamid, benazolin, benazolin-etyl, bencarbazon, benfluralin, benfuresat,
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bensulit, bensulfuron, bensulfuron-metyl, bentazon, benzfendizon, benzobixyclon,
benzofenap, benzofluor, benzoylprop, bixyclopyron, bifenox, bilanafos, bilanafos-
natri, bispyribac, bispyribac-natri, bromaxil, brombutit, bromfenoxim, bromxynil,
bromuron, buminafos, busoxinon, butachlor, butafenaxil, butamifos, butenachlor,
butralin, butroxydim, butylat, cafenstrol, carbetamit, carfentrazon, carfentrazon-etyl,
chlometoxyfen, chloramben, chlorazifop, chlorazifop-butyl, chlorbromuron,
chlorbufam, chlorfenac, chlorfenac-natri, chlorfenprop, chlorflurenol, chlorflurenol-
metyl, chloridazon, chlorimuron, chlorimuron-etyl, chlormequat-clorua, chlornitrofen,
clophthalim, chlorthal-dimetyl, chlortoluron, chlorsulfuron, xinidon, xinidon-etyl,
xinmetylin, xinosulfuron, clethodim, clodinafop, clodinafop-propargyl, clofencet,
clomazon, clomeprop, cloprop, clopyralid, cloransulam, cloransulam-metyl,
cumyluron, Xyanamit, Xyanazin, xyclanilit, xycloat, xyclosulfamuron, xycloxydim,
xycluron, xyhalofop, xyhalofop-butyl, xyperquat, xyprazin, xyprazol, 2,4-D, 2,4-DB,
daimuron/dymron, dalapon, daminozit, dazomet, n-decanol, desmedipham, desmetryn,
detosyl-pyrazolat (DTP), diallat, dicamba, dichlobenil, dichlorprop, dichlorprop-P,
diclofop, diclofop-metyl, diclofop-P-metyl, diclosulam, diethatyl, diethatyl-etyl,
difenoxuron, difenzoquat, diflufenican, diflufenzopyr, diflufenzopyr-natri, dimefuron,
dikegulac-natri,  dimepiperat, dimethachlor, dimethametryn, dimethenamid,
dimethenamid-P, dimethipin, dimetrasulfuron, dinitramin, dinoseb, dinoterb,
diphenamid, dipropetryn, diquat, diquat-dibromua, dithiopyr, diuron, DNOC,
eglinazin-etyl, endothal, EPTC, esprocarb, ethalfluralin, ethametsulfuron,
ethametsulfuron-metyl, ethephon, ethidimuron, ethiozin, ethofumesat, etoxyfen,
etoxyfen-etyl, etoxysulfuron, etobenzanid, F-5331, nghia 1a N-[2-clo-4-flo-5-[4-(3-
flopropyl)-4,5-dihydro-5-oxo-1H-tetrazol-1-yl|phenyl]etansulfonamit, F-7967, nghia
la 3-[7-clo-5-flo-2-(triflometyl)-1H-benzimidazol-4-yl]-1-metyl-6-
(triflometyl)pyrimidin-2,4(1H,3H)-dion,  fenoprop, fenoxaprop, fenoxaprop-P,
fenoxaprop-etyl, fenoxaprop-P-etyl, fenoxasulfon, fentrazamit, fenuron, flamprop,
flamprop-M-isopropyl, flamprop-M-metyl, flazasulfuron, florasulam, fluazifop,
fluazifop-P, fluazifop-butyl, fluazifop-P-butyl, fluazolat, flucarbazon, flucarbazon-
natri, flucetosulfuron, fluchloralin, .ﬂufenacet (thiafluamit), flufenpyr, flufenpyr-etyl,
flumetralin, flumetsulam, flumiclorac, flumiclorac-pentyl, flumioxazin, flumipropyn,

fluometuron, flodifen, floglycofen, floglycofen-etyl, flupoxam, flupropaxil,
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flupropanat, flupyrsulfuron, flupyrsulfuron-metyl-natri, flurenol, flurenol-butyl,
fluridon,  flurochloridon, fluroxypyr, fluroxypyr-meptyl, flurprimidol, flurtamon,
fluthiaxet, fluthiaxet-metyl, fluthiamit, fomesafen, foramsulfuron, forchlorfenuron,
fosamin, furyloxyfen, axit gibberellic, glufosinat, glufosinat-amoni, glufosinat-P,
glufosinat-P-amoni, glufosinat-P-natri, glyphosat, glyphosat-isopropylamoni, H-9201,
nghia 1a O-(2,4-dimetyl-6-nitrophenyl) O-etyl isopropylphosphoramidothioat,
halosafen, halosulfuron, halosulfuron-metyl, haloxyfop, haloxyfop-P, haloxyfop-
etoxyetyl, haloxyfop-P-etoxyetyl, haloxyfop-metyl, haloxyfop-P-metyl, hexazinon,
HW-02, nghia la 1-(dimetoxyphosphoryl)etyl ~ (2,4-diclophenoxy)axetat,
imazamethabenz, imazamethabenz-metyl, imazamox, imazamox-amoni, imazapic,
imazapyr, imazapyr-isopropylamoni, imazaquin, imazaquin-amoni, imazethapyr,
imazethapyr-amoni, imazosulfuron, inabenfit, indanofan, indaziflam, axit indoleaxetic
(IAA), axit 4-indol-3-ylbutyric (IBA), iodosulfuron, iodosulfuron-metyl-natri, ioxynil,
ipfencarbazon, isocarbamid, isopropalin, isoproturon, isouron, isoxaben, isoxachlortol,
isoxaflutol, isoxapyrifop, KUH-043, nghia Ila 3-({[5-(diflometyl)-1-metyl-3-
(triflometyl)-1H-pyrazol-4-yl]metyl} sulfonyl)-5,5-dimetyl-4,5-dihydro-1,2-oxazol,

karbutilat, ketospiradox, lactofen, lenaxil, linuron, hydrazit maleic, MCPA, MCPB,
MCPB-metyl, -etyl va -natri, mecoprop, mecoprop-natri, mecoprop-butotyl,
mecoprop-P-butotyl, mecoprop-P-dimetylamoni, mecoprop-P-2-etylhexyl, mecoprop-
P-kali, mefenaxet, mefluidit, mepiquat clorua, mesosulfuron, mesosulfuron-metyl,
mesotrion, methabenzthiazuron, metam, metamifop, metamitron, metazachlor,
metazasulfuron, methazol, methiopyrsulfuron, methiozolin, metoxyphenon,
metyldymron, l-metylxyclopropen,  metyl  isothioxyanat, metobenzuron,
metobromuron, metolachlor, S-metolachlor, metosulam, metoxuron, metribuzin,
metsulfuron, metsulfuron-metyl, molinat, monalit, monocarbamit, monocarbamit
dihydrosulfat, monolinuron, monosulfuron, monosulfuron este, monuron, MT-128,
nghia 1a 6-clo-N-[(2E)-3-cloprop-2-en-1-yl]-5-metyl-N-phenylpyridazin-3-amin, MT-
5950, nghia 1a N-[3-clo-4-(1-metyletyl)phenyl]-2-metylpentanamit, NGGC-011,
naproanilit, napropamit, naptalam, NC-310, nghia 1 4-(2,4-diclobenzoyl)-1-metyl-5-
benzyloxypyrazol, neburon, nicosulfuron, nipyraclofen, nitralin, nitrofen,
nitrophenolat-natri (hén hop chét déng phén), nitrofluorfen, axit nonanoic,

norflurazon, orbencarb, orthosulfamuron, oryzalin, oxadiargyl, oxadiazon,
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oxasulfuron, oxaziclomefon, oxyfluorfen, paclobutrazole, paraquat, paraquat diclorua,
axit pelargonic (axit nonanoic), pendimethalin, pendralin, penoxsulam, pentanochlor,
pentoxazon, perfluidon, pethoxamid, phenisopham, phenmedipham, phenmedipham-
etyl, picloram, picolinafen, pinoxaden, piperophos, pirifenop, pirifenop-butyl,
pretilachlor, primisulfuron, primisulfuron-metyl, probenazol, profluazol, proxyazin,
prodiamin, prifluralin, profoxydim, prohexadion, prohexadion-canxi, prohydrojasmon,
prometon, prometryn, propachlor, propanil, propaquizafop, propazin, propham,
propisochlor, propoxycarbazon, propoxycarbazon-natri, propyrisulfuron, propyzamit,
prosulfalin, prosulfocarb, prosulfuron, prynachlor, pyraclonil, pyraflufen, pyraflufen-
etyl, pyrasulfotol, pyrazolynat (pyrazolat), pyrazosulfuron, pyrazosulfuron-etyl,
pyrazoxyfen, pyribambenz, pyribambenz-isopropyl, pyribambenz-propyl,
pyribenzoxim, pyributicarb, pyridafol, pyridat, pyriftalid, pyriminobac, pyriminobac-
metyl, pyrimisulfan, pyrithiobac, pyrithiobac-natri, pyroxasulfone, pyroxsulam,
quinclorac, quinmerac, quinoclamin, quizalofop, quizalofop-etyl, quizalofop-P,
quizalofop-P-etyl, quizalofop-P-tefuryl, rimsulfuron, saflufenaxil, secbumeton,
setoxydim, siduron, simazin, simetryn, SN-106279, nghia 1a metyl (2R)-2-({7-[2-clo-
4-(triflometyl)phenoxy]-2-naphthyl }oxy)propanoat, sulcotrion, sulfallat (CDEC),
sulfentrazon, sulfometuron, sulfometuron-metyl, sulfosat (glyphosat-trimesium),
sulfosulfuron, SYN-523, SYP-249, nghia 1a 1-etoxy-3-metyl-1-oxobut-3-en-2-yl 5-[2-
clo-4-(triflometyl)phenoxy]-2-nitrobenzoat, SYP-300, nghia la 1-[7-flo-3-0x0-4-(prop-
2-yn-1-yl)-3,4-dihydro-2H-1,4-benzoxazin-6-yl]-3-propyl-2-thioxoimidazolidin-4,5-

dion, tebutam, tebuthiuron, tecnazen, tefuryltrion, tembotrion, tepraloxydim, terbaxil,
terbucarb, terbuchlor, terbumeton, terbuthylazin, terbutryn, thenylchlor, thiafluamit,
thiazafluron, thiazopyr, thidiazimin, thidiazuron, thiencarbazon, thiencarbazon-metyl,
thifensulfuron,  thifensulfuron-metyl,  thiobencarb, tiocarbazil, topramezon,
tralkoxydim, triafamon, triallat, triasulfuron, triaziflam, triazofenamit, tribenuron,
tribenuron-metyl, axit tricloaxetic (TCA), triclopyr, tridiphan, trietazin,
trifloxysulfuron, trifloxysulfuron-natri, trifluralin, triflusulfuron, triflusulfuron-metyl,
trimeturon, trinexapac, trinexapac-etyl, tritosulfuron, tsitodef, uniconazol, uniconazol-
P, Vernolaf, 7J-0862, nghia 1la 3,4-diclo-N-{2-[(4,6-dimetoxypyrimidin-2-

yl)oxy]benzyl}anilin va cac hop chit sau day:
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pé ap dung, ché phrfun & dang c6 ban trén thi truong 14, néu thich hop, dugc pha
lodng bang nudc theo cach thong thudng, vi du trong truong hop bot thdm wét, thé dic
nhil héa dugc, thé phan tan va hat phan tan trong nudc. Ché phdm dang bui, hat dé ap
dung vao dit hodc hat dé ric va dung dich c6 thé phun thudng khong dugc pha lodng

tiép vai chét tro khac trude khi ap dung.

Ty 1& 4p dung can thiét ciia hop chét c6 cong thirc (I) thay dbi theo cac diéu
kién bén ngoai, bao gdm nhiét d9, d6 4m va loai thudc diét co dugc sit dung. C6 thé
thay ddi trong cac gi6i han rong, vi du nim trong khoang tir 0,001 dén 1,0kg/ha hoac
nhiéu hoat chit hon, nhung t6t hon 1a nim trong khoang tir 0,005 dén 750g/ha.

Vi du thwe hién sing ché

Céc vi du sau ddy nham minh hoa cho sang ché.

-26-



222176

A. Céc vi du hoa hoc

1. Pidu ché N-(5-benzyl-1,3,4-oxadiazol-2-yl)-2-clo-4-(metylsulfonyl)-3-[(2,2,2-
trifloetoxy)metyl]benzamit (Vi du s6 6-198)

Hoa tan 90mg (0,26mmol) axit 2-clo-4-(metylsulfonyl)-3-[(2,2,2-
trifloetoxy)metyl]benzoic va 45mg (0,26mmol) 5-benzyl-1,3,4-oxadiazol-2-amin trong
8ml CH2Cl2 & nhi¢t d§ trong phong (RT). Sau do, thém 248mg (0,398mmol) 2,4,6-
tripropyl-1,3,5,2,4,6-trioxatriphosphinan 2,4,6-trioxit (50% dung dich trong THF) vao,
khudy hén hop trong mot gi¢ & nhi¢t dd trong phong va sau d6, thém 0,181ml
(1,3mmol) trietylamin, 6mg (0,052mmol) 4-dimetylaminopyridin vao. Sau d6, khudy
hdn hop trong 20 gir & nhiét d6 trong phong va rira hai 14n, mdi 1an bing 4ml nuéc,
1am kho qua Na»SO4 va ¢d dic. Tinh ché phan con lai bing céch sic ky cot (HPLC

didu ché; axetonitril/nuée). Hiéu sudt 70mg (45%).

H NMR (400 MHz; DMSO-de): 12,49 ppm (s rong 1H); 8,08 (d, 1H), 7,92 (d, 1H),
7,39-7,24 (m, 5H), 5,23 (s, 2H), 4,27 (q, 2H), 3,39 (s, 3H).

2. Piéu ché 2-clo-N-(5-etyl-1,3,4-oxadiazol-2-yl)-6-(triflometyl)nicotinamit (Vi du sb
7-3)

Hoa tan 200mg (0,887mmol) axit 2-clo-6-(triflometyl)nicotinic va 100mg
(0,887mmol) 5-etyl-1,3,4-oxadiazol-2-amin trong 8ml CH2Cl> & nhiét d6 trong phong.
Sau do, thém 846mg (1,33mmol) 2,4,6-tripropy1-l,3,5,2,4,6-trioxatriphosphinan 2,4,6-
trioxit (50% dung dich trong THF) vao, khudy hdn hop trong mét gid & nhiét do trong
phong va sau d6 thém 0,618ml (4,43mmol) trietylamin, 22mg (0,177mmol) 4-
dimetylaminopyridin vao. Khudy hdn hop phéan tng trong 20 gio & nhiét do trong
phong va sau d6 rira hai 14n, mdi 14n bang 4ml, 1am khd qua natri sulfat va c¢d dic.
Tinh ché phan con lai bing cach séc ky cot (HPLC didu ché; axetonitril/nu6c). Hidu

suit 80mg (28%).

'H NMR (400 MHz; DMSO-ds): 12,59 ppm (s rong 1H); 8,49 (d, 1H), 8,11 (d, 1H),
2,85 (q, 2H), 1,28 (t, 3H).
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3. Pidu ché 2-clo-N-(5-etyl-1,3,4-oxadiazol-2-yl)-4-(metylsulfonyl)benzamit (Vi du sb
3-9)

Hoa tan 415mg (1,77mmol) axit 2-clo-4-(metylsulfonyl)benzencarboxylic va
200mg (1,77mmol) S-etyl-1,3,4-oxadiazol-2-amin trong 9ml CH>Cl» & nhiét d6 trong
phong. Sau do, thém 1,68g (2,64mmol) 2,4,6-tripropyl-1,3,5,2,4,6-trioxatriphosphinan
2,4,6-trioxit (50% dung dich trong THF) vio, khudy hdn hop trong mot gid & nhiét do
trong phong va sau d6 thém 0,246ml (1,77mmol) trietylamin, 43mg (0,35mmol) 4-
dimetylaminopyridin vao. Khudy hdn hop phén ung trong 48 gi¢ & nhiét d trong
phong va sau d6 rtra hai 1an, mdi 14n bang 4ml nuéc va tinh ché bang cach sic ky cot

(HPLC diéu ché; axetonitril/nuéc). Hiéu sudt 41mg (6%).

'"H NMR (400 MHz; DMSO-dg): 12,55 ppm (s rong 1H); 8,12 (s, 1H), 8,01 (d, 1H),
7,92 (d, 1H), 3,35 (s, 3H), 2,84 (g, 2H), 1,26 (¢, 3H).

Céc chir viét tit dugc st dung cé nghia:
Et = etyl Me = metyl n-Pr = n-propyl i-Pr = isopropyl
c-Pr = xyclopropyl = Ph = phenyl Ac = axetyl Bz = benzoyl

Béang 1: Hop chit c6 cong thirc chung (I) theo sang ché, trong d6 A 1a CY va R 1a

hydro
X
N-N § Y
S
H 0 hl ,
sé X v . Dit liu vat Iy
("H NMR, DMSO-ds, 400 MHz)

1-1 F H Cl
12 F H SO;Me
1-3 F H SO,Et
1-4 F H CF;
1-5 F H NO,
1-6 cl H Br
1-7 Cl H SMe
1-8 cl H SOMe
1-9 Cl H SO,Me
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Dit liéu vat ly

Sé X Y 7
(*H NMR, DMSO-ds, 400 MHz)

1-10 Cl H SO,CH,CI
1-11 Cl H SEt
1-12 Cl H SO,Et
1-13 Cl H CF;
1-14 Cl H NO,
1-15 Cl H pyrazol-1-yl
1-16 Cl H E‘}Il-l 1,2,4-triazol-
1-17 Br H cl
1-18 Br H Br
1-19 Br H SO.Me
1-20 Br H SO,Et
1-21 Br H CF;
1-22 SO.Me H cl
1-23 SO,Me H Br
1-24 SO;Me H SMe
1-25 SO;Me H SOMe
1-26 SO;Me H SO,Me
1-27 SO,Me H SO,Et
1-28 SO;Me H CF;
1-29 SO,Et H Cl
1-30 SO,Et H Br
1-31 SOEt H SMe
1-32 SOzEt H SOMe
1-33 SO,Et H SO,Me
1-34 SO,Et H CFs
1-35 NO; H F
1-36 NO; H cl
1-37 NO; H Br
1-38 NO; H I
1-39 NO; H CN
1-40 NO; H SO,Me
1-41 NO; H SO,Et
1-42 NO: H CF;
1-43 Me H Cl
1-44 Me H Br
1-45 Me H SMe
146 |Me H SO.Me
1-47 Me H SO,CH,CI
1-48 Me H SEt
1-49 Me H SO,Et
1-50 Me H CF;
1-51 CH,SO:Me H CF;
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Dit liéu vt ly

S6 X Y 7
(*H NMR, DMSO-ds, 400 MHz)

1-52 Et H cl

1-53 Et H Br

1-54 Et H SMe

1-55 Et H SO,Me

1-56 Et H SO,CH,Cl

1-57 Et H SEt

1-58 Et H SO,Et

1-59 Et H CF;

1-60 CF; H cl

1-61 CFs H Br

1-62 CFs H SO:Me

1-63 CF; H SO,Et

1-64 CFs H CFs

1-65 NO. NH, F

1-66 NO, NHMe F

1-67 NO» NMe, F

1-68 NO, Me cl

1-69 NO, NH, cl

1-70 NO, NHMe cl

1-71 NO, NMe, Cl

1-72 NO, NH, Br

1-73 NO, NHMe Br

1-74 NO; NMe, Br

1-75 NO, NH, CF;

1-76 NO, NMe; CF;

1-77 NO, NH, SO,Me

1-78 NO, NH; SO,Et

1-79 NO; NHMe SO,Me

1-80  |NO» NMe, SO;Me

1-81 NO, NMe; SO,Et

1-82 NO, NH, E;—l 1,2,4-triazol-

1-83  |NO; NHMe E‘}Il-ll,2,4-triazol-

184 |NO, NMe, lﬁ'hz"*‘m“"l'

1-85 Me SMe H

1-86 Me SOMe H

1-87 Me SO.Me H

1-88 Me SEt H

1-89 Me SOEt H

1-90 Me SO,Et H

1-91 Me S(CH,),OMe H
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Dii liéu vt ly

Sé X Y Z
('H NMR, DMSO-dg, 400 MHz)
1-92 Me SO(CH2).OMe H
1-93 Me SO,(CH,),0Me H
1-94 Me F F
1-95 Me F Cl
1-96 Me SEt F
1-97 Me SOEt F
1-98 Me SO,Et F
1-99 Me Me Cl
1-100 Me F Cl
1-101 Me Cl Cl
1-102 Me NH Cl
1-103 Me NHMe Cl
1-104 Me NMe, Cl
1-105  |Me O(CH2):OMe Cl
1-106 |Me O(CH2);0Me Cl
1-107 |Me O(CH2)4OMe Cl
1-108 Me OCH,CONMe, Cl
1-109 Me O(CH,),-CO-NMe, Cl
1-110  |Me %{C(}égz)NMez cl
I-111 - \Me I?I(P?(IégiNHCOﬁt cl
1-112  |Me O(CHy),-NHCO;Me |Cl
1-113 Me OCH;-NHSO,cPr Cl
O(CH,)-5-2,4-
1-114  |Me dimetyl-2,4-dihydro- |Cl
3H-1,2,4-triazol-3-on

1115 |Me N f;newl i
1-116 Me SMe Cl
1-117 Me SOMe Cl
1-118 |Me SOMe Cl
1-119 Me SEt Cl
1-120 Me SOEt Cl
1-121  |Me SO;Et Cl
1-122 - |Me S(CH2).OMe Cl
1-123  |Me SO(CH2).OMe Cl
1-124  |Me SO,(CH,),0Me Cl
1-125 Me NH, Br
1-126 Me NHMe Br
1-127 Me NMe, Br
1-128  |Me OCH,(CO)NMe, Br
1-129  |Me O(CHa)-5-pyrrolidin- Br

2-on
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Dit liéu vat Ly

Sé X Y zZ
(*H NMR, DMSO-ds, 400 MHz)
1-130 Me SMe Br
1-131 Me SOMe Br
1-132  |Me SO.Me Br
1-133 Me SEt Br
1-134  |Me SOEt Br
1-135  |Me SO.Et Br
1-136  |Me SMe I
1-137 |Me SOMe I
1-138 Me SO, Me I
1-139  |Me SEt I
1-140 |Me SOEt I
1-141  |Me SO,Et I
1-142  |Me Cl CFs
1-143  |Me SMe CF3
1-144  |Me SOMe CF3
8,03 (d, 1H), 7,97 (d, 1H), 7,54
1-145  |Me SO.Me CF3 (s, 1H), 3,46 (s, 3H), 3,42 (s,
3H)
1-146 |Me SEt CF3
1-147 |Me SOEt CF3
1-148  |Me SO,Et CF3
1-149  |Me S(CH2),OMe CF3
1-150 |Me SO(CH2),OMe CF3
1-151  |Me SO,(CH;),OMe CFs3
1-152 Me Me SO, Me
11153 |Me dRS |soame
1-154  |Me ii:iﬁ?;gg'hz' SOEt
5-xyanometyl-4,5-
1-155 Me dihydro-1,2-oxazol-3- |SO:Me
yl
5-xyanometyl-4,5-
1-156 |Me dihydro-1,2-oxazol-3- |SO2Et
yl
1-157 |Me NH; SO, Me
1-158 Me NHMe SO,Me
1-159 |Me NMe, SO,Me
1-160 |Me NH(CH,).OMe SO,Me
1-161 Me pyrazol-1-yl SO,Me
1-162 [Me OH SO, Me
1-163 |Me OMe SO,Me
1-164 [Me OMe SO,Et
1-165 |Me OEt SO.Me
1-166 |Me OEt SO,Et
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sé X v 7 Dit liéu vat ly
("H NMR, DMSO-ds, 400 MHz)
1-167 Me OiPr SO.Me
1-168 Me OiPr SO.Et
1-169  |Me O(CH;),0OMe SO;Me
1-170  |Me O(CH,),OMe SO.Bt
1-171  |Me O(CH,);0Me SO.Me
1-172  |Me O(CH,);0Me SO;Et
1-173  |Me O(CH,):OMe SO,Me
1-174  |Me O(CH;)sOMe SO,Et
1-175  |Me O(CH,),NHSO2Me  |SO,Me
1-176  |Me O(CH,),NHSO2Me  |SO,Et
1-177  |Me OCH,(CO)NMe; SO,Me
1-178  |Me OCH,(CO)NMe; SO,Et
1-179  [Me E:giiy"xa“'z'yl' - |SO:Me
1-180  |Me géﬂii;xan'z'yl' SOEt
O(CHa),-0-(3,5-di-
1-181 Me metoxypyrimidin-2- SO;Me
yD

1-182  |Me Cl SO;Me
1-183  |Me SMe SO.Me
1-184 |Me SOMe SO,Me
1-185 |Me SO;Me SO;Me
1-186  |Me SOMe SO.Et
1-187  |Me SEt SO,Me
1-188  |Me SOEt SO,Me
1-189  |Me SO,Et SO:Me
1-190  |Me S(CH,);OMe SO.Me
1-191  |Me SO(CH,),0Me SO,Me
1-192  |Me SO4(CH,),OMe SO2Me
1-193 CH,SMe OMe SO,Me
1-194 |CH,OMe OMe SO:Me
1-195 |CH,O(CH2);0Me  |NH(CH,),0FEt SO.Me
1-196 |CH,O(CH,);OMe  |NH(CH,);0Et SO,Me
1-197 |CH,O(CH2);:OMe  |OMe SO;Me
1-198  |CH,O(CH,),OMe  |NH(CH2);OMe SO;Me
1-199  |CH,O(CH2),0Me  [NH(CH;);OMe SO.Me
1-200  |Et SMe Cl
1-201  |Et SO,Me Cl
1-202  |Et SMe CF;
1-203  |Et SO,Me CF;
1-204  |Et F SO:Me
1-205  |Et NH(CH,),0Me SO;Me
1-206  |iPr SO:Me CF;
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Dit liéu vat Iy

S6 X Y z
('H NMR, DMSO-ds, 400 MHz)
1207 |oPr SO;Me CF,
1208 |CFs O(CH):0Me F
1200 |CFs O(CHy);0Me F
1210 |CF; OCH,CONMe; F
1211 |CFs Erll;‘:c])iiyoxa“'z'yl' F
1212 |CFs O(CH2),0Me I
1213 |CF; O(CH,);0Me I
1214 |CF, OCH,CONMe; cl
1215 |CFs I[;é‘tl(])iiy"xan'z'yl' cl
1216 |CFs O(CH,),0Me Br
1217 |CFs O(CH,):0Me Br
1218 |CF, OCH,CONMe, Br
1219 |CF;s Séﬂfy""an'}yl' Br
1220 |CFs O(CH):,0Me 1
1221 |CFs O(CH,);0Me 1
1222 |CF, OCH,CONMe; 1
1223 |CFs Eﬁgiiy"xan'z'yl' I
1224 |CFs F SO;Me
1225 |CFs F SO,Et
1226 |CF; O(CH,),.0Me SOMe
1227 |CFs O(CH,),0Me SO,Et
1228 |CFs O(CH,);0Me SO:Me
1229 |CFs O(CH):0Me SO,Et
1230 |CF, OCH,CONMe, SO:Me
1231 |CFs OCH,CONMe, SOEt
1232 |CF; Loyl Isome
1233 |CFs Lyl 5o
1234 |F SMe CF;
1235 |F SOMe CF,
1236 |Cl Me cl
1237 |CI OCH,CHCH; cl
1238 |Cl OCH,CHF, cl
1239 |CI O(CH,).0Me cl
1240 |l OCH,CONMe, cl
1241 a1 20_(0?1H2)-5 -pyrrolidin- |
1242 |l SMe cl
1243 |l SOMe cl
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Dit lidu vat Iy

S6 X Y z
(‘H NMR, DMSO-ds, 400 MHz)
1-244 |Cl SO,Me Cl
1-245 Cl F SMe
1-246 Cl Cl SOMe
1-247 |Cl COOMe SO,Me
1-248 Cl CONMe, SO,Me
1-249 |Cl CONMe(OMe) SO:Me
1-250 |Cl CH.OMe SO,Me
1-251 |Cl CH,OMe SO,Et
1-252 Cl CH,OEt SO.Me
1-253 |Cl CH,OEt SO,Et
1-254 |Cl CH,OCH,CHF, SO.Me
11,98 (bs, 1H), 8,04 (d, 1H),
1-255 Cl CH,OCH,CF3 SO,Me 7,90 (d, 1H), 5,23 (s, 2H), 4,33-
4,22 (m, 2H), 3,36 (s, 3H)
1-256 Cl CH,0OCH,CF3; SO,Et
1-257 Cl CH,OCH,CF,CHF, SO Me
1-258 Cl CH;OcPentyl SO, Me
1-259 |Cl CH,PO(OMe), SO,Me
1260 |cl 4,5-dihydro-1,2- SMe
oxazol-3-yl
1261 |cl 4,3-dihydro-1,2- SO;Me
oxazol-3-yl
1262 |cl 4,5-dihydro-1,2- SO,E
oxazol-3-yl
S-xyanometyl-4,5-
1-263 Cl dihydro-1,2-oxazol-3- [SO,Me
yl
S-xyanometyl-4,5-
1-264 |Cl dihydro-1,2-oxazol-3- |SO2Et
yl
5-(metoxymetyl)-4,5-
1-265 Cl dihydro-1,2-oxazol-3- |SOzEt
yl
5-(metoxymetyl)-5-
1-266 |Cl metyl-4,5-dihydro- SO.Et
1,2-oxazol-3-yl
Cl CH,0-
1-267 tetrahydrofuran-3-yl SO:Me
CH,O-
1-268 \Cl tetrahydrofuran-3-yl SOEL
CH,OCHo,-
1-269 |Cl tetrahydrofuran-2-yl SO:Me
CH,OCH,-
1-270 |l tetrahydrofuran-2-yl SOEL
CH,OCH,-
1271l tetrahydrofuran-3-yl SO;Me
1272 |cl CHLOCH,- SOEt

tetrahydrofuran-3-yl
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Dii liéu vat Ly

Sé X Y z
('H NMR, DMSO-dg, 400 MELZ)
1-273 Cl OMe SO,Me
1274 |cl OMe SO,Et
1275 |cl OEt SO;Me
1276 |l OFt SO,Et
1277 |al OiPr SO;Me
1278 |l OiPr SO,Et
1279 |cl O(CHz),0Me SO;Me
1280 |cl O(CH2):OMe SO;Me
1281 |cl O(CH2):0Me SOE
282 |ai O(CHz);0Me SO,Me
1283 |ClI O(CH;);0Me SO,E
1284 |Cl O(CH;),0Me SO;Me
1285 |cl O(CH;):0Me SO,E
1286 |Cl gggi;’xan‘z'yl' SO:Me
1287 |cl I[Illéﬂiiyoxan'z'yl‘ SOEt
1-288 Cl OCH,(CO)NMe» SO,Me
1289 |cl OCH,(CO)NMe; SO,Et
1200 |cl SMe SO:Me
1291 |al SOMe SO;Me
1292 |Br OMe Br
1293 |Br O(CH;),0Me Br
1294 |Br O(CH),0Me SO;Me
1295 |Br O(CHz),0Me SOEt
1296 |Br O(CHz);0Me SO;Me
1297 |Br O(CH;):0Me SO,Et
1298 |Br O(CH2):OMe SOMe
1299 |Br O(CH2):OMe SOE
1-300  |Br E;‘gi;’xan'z'yl' SO,Me
1301 |Br g:giiy"xan'z'yl' SO,E
1302 I O(CH;),0Me SO;Me
1303 |1 O(CHz),0Me SO,E
1304 |1 O(CH;);0Me SO,Me
1305 |1 O(CH2);0Me SO,Et
1306 |1 O(CHz):OMe SO;Me
1307 I O(CH2):OMe SO,E
1308 |I g’e‘giiyoxan'z'yl' SO,Me
1309 |1 I[;é‘t‘gig’xan‘z'yl' SO,E
1310 |OMe SMe CF,
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s % - 7 D liéu vat ly
(*H NMR, DMSO-ds, 400 MHz)
1-311 OMe SOMe CF;
1-312 |OMe SOMe CF;
1-313 OMe SOEt CF;
1-314 |OMe SO,Et CF3
1-315 |OMe S(CH,),OMe CF;
1-316 |OMe SO(CH2).OMe CF3
1-317 |OMe SO,(CH;).OMe CF3
1-318 OMe SMe Cl
1-319 |OMe SOMe Cl
1-320 |OMe SO.Me Cl
1-321 OMe SEt Cl
1-322  |OMe SOEt Cl
1-323 OMe SO2Et Cl
1-324 OMe S(CH),OMe Cl
1-325 OMe SO(CH3).OMe Cl
1-326  |OMe SO,(CH2),OMe Cl
1-327  |OCHac-Pr SMe CF3
1-328 OCHzc-Pr SOMe CF;
1-329  |OCHzc-Pr SO,Me CF3
1-330  |OCHzc-Pr SEt CFs
1-331 OCHzc-Pr SOEt CF;
1-332  |OCHac-Pr SO,Et CF;
1-333 OCHxc-Pr S(CH,),OMe CF;
1-334  |OCHxc-Pr SO(CH).OMe CF;
1-335 OCH;c-Pr SO,(CH,),OMe CF;
1-336  |OCHac-Pr SMe Cl
1-337  |OCHac-Pr SOMe Cl
1-338 OCHyc-Pr SO,Me Cl
1-339  |OCHac-Pr SEt Cl
1-340  |OCHac-Pr SOEt Cl
1-341 OCHac-Pr SO,Et Cl
1-342  |OCHac-Pr S(CH2);OMe Cl
1-343 OCHuc-Pr SO(CH,),OMe Cl
1-344  |OCHac-Pr SO,(CH,),OMe Cl
1-345 OCHac-Pr SMe SO Me
1-346  |OCHac-Pr SOMe SO,Me
1-347  |OCHac-Pr SOMe SO,Me
1-348  |OCHac-Pr SEt SO,Me
1-349  |OCHac-Pr SOEt SO,Me
1-350  |OCHac-Pr SO,Et SO,Me
1-351 OCHac-Pr S(CH2),OMe SO, Me
1-352  |OCHac-Pr SO(CH,)>.OMe SO,Me
1-353 OCHac-Pr SO,(CH,),OMe SO, Me
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sé X v 7 Dit liu vét ly
(*H NMR, DMSO-ds, 400 MHz)
1-354 SO, Me F CF3
1-355 SO.Me NH; CF;
1-356 SO:Me NHEt Cl
1-357 SMe SEt F
1-358 SMe SMe F
1-359 Cl SMe CF;
1-360 Cl S(O)Me CF3
1-361 Cl CF3 CF;
1-362 Cl CF; CF;
Bang 2: Hop chét c¢6 cong thic chung (I) theo sang ché, trong d6 A 1a CY va R 1a
metyl
0 X
N—N Y
AL D
] Dit liéu vat ly
So X Y Z
(*H NMR, DMSO-d¢ 400 MHz)

2-1 F H Cl
2-2 F H SOMe
2-3 F H SO2Et
2-4 F H CF;
2-5 F H NO,
2-6 Cl H Br
2-7 Cl H SMe
2-8 Cl H SOMe
2-9 Cl H SO,Me
2-10 Cl H SO,CH,Cl
2-11 Cl H SEt
2-12 Cl H SO,Et
2-13 Cl H CF;
2-14 Cl H NO:
2-15 Cl H pyrazol-1-yl
2-16 Cl H 1H-1,2,4-triazol-1-yl
2-17 Br H Cl
2-18 Br H Br
2-19 Br H SO,Me
2-20 Br H SO,Et
2-21 Br H CF3
2-22 SO,Me H Cl
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S6 x v 7 Dir li¢u vat ly
(*H NMR, DMSO-d¢, 400 MHz)

2-23 SO;Me H Br
2-24 SO.Me H SMe
2-25 SO,Me H SOMe
2-26 SO,Me H SO,Me
2-27 SO,Me H SO,Et
2-28 SO,Me H CF3
2-29 SO2Et H Cl

2-30 SOEt H Br

2-31 SOEt H SMe
2-32 SOEt H SOMe
2-33 SOEt H SO, Me
2-34 SOzEt H CF;
2-35 NO, H F

2-36 NO; H Cl

2-37 NO, H Br
2-38 NO; H I

2-39 NO, H CN
2-40 NO, H SO,Me
2-41 NO, H SO,Et
2-42 NO; H CF3
2-43 Me H Cl

2-44 Me H Br
2-45 Me H SMe
2-46 Me H SO, Me
2-47 Me H SO,CH,Cl
2-48 Me H SEt
2-49 Me H SO,Et
2-50 Me H CFs
2-51 CH,SO:Me |H CF;
2-52 Et H Cl

2-53 Et H Br
2-54 Et H SMe
2-55 Et H SO,Me
2-56 Et H SO,CH,Cl
2-57 Et H SEt
2-58 Et H SO,Et
2-59 Et H CFs
2-60 CFs H Cl

2-61 CFs H Br
2-62 CF; H SO.Me
2-63 CF; H SO,Et
2-64 CF3 H CF3
2-65 NO, NH; F
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Dit liéu vat ly

86 X Y z
(*HNMR, DMSO-d¢ 400 MHz)
2-66 NO, NHMe F
2-67 NO: NMe, F
2-68 NO, Me Cl
2-69 NO, NH; Cl
2-70 NO, NHMe Cl
2-71 NO, NMe, Cl
2-72 NO, NH, Br
2-73 NO, NHMe Br
2-74 NO, NMe, Br
2-75 NO; NH; CF;
2-76 NO, NMe; CF;
2-77 NO, NH; SO,Me
2-78 NO, NH, SO,Et
2-79 NO, NHMe SO,Me
2-80 NO, NMe, SO,Me
2-81 NO, NMe, SO,Et
2-82 NO., NH» 1H-1,2,4-triazol-1-yl
2-83 NO; NHMe 1H-1,2,4-triazol-1-y1
2-84 NO; NMe, 1H-1,2,4-triazol-1-yl
2-85 Me SMe H
2-86 Me SOMe H
2-87 Me SO.Me H
2-88 Me SEt H
2-89 Me SOEt H
2-90 Me SO,Et H
2-91 Me S(CH,),OMe H
2-92 Me SO(CH).OMe H
2-93 Me SO,(CH,),OMe H
2-94 Me F F
2-95 Me F Cl
2-96 Me SEt
2-97 Me SOEt F
2-98 Me SO.Et F
2-99 Me Me Cl
12,08 (bs, 1H), 7,56 (dd, 1H),
2-100 |Me F Cl 7,43 (d, 1H), 2,44 (s, 3H), 2,32
(s, 3H)
2-101 Me Cl Cl
2-102  |Me NH» Cl
2-103 Me NHMe Cl
2-104 |Me NMe, Cl
2-105 Me O(CHz).OMe Cl
2-106 |Me O(CH,);0Me Cl
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sé X v 7 Dit ligu vat Ly
(*H NMR, DMSO-ds 400 MHz)
2-107  |Me O(CH)sOMe Cl
2-108  |Me OCH,CONMe, Cl
2-109  |Me 1(311(\252)2 €O Cl
2110 |Me Sg%gz)NMez cl
Z-1L - Me %{C(PC%NHCOZB cl
2-112  |Me ggggﬁ%e Cl
2-113  |Me O-CH,-NHSOcPr |Cl
O(CHy)  -5-2,4-
2114 |Me ?1%635.%’:1-1,2, .
triazol-3-on
O(CHy)-3,5-
2-115 Me dimetyl-1,2- Cl
oxazol-4-yl
2-116  |Me SMe Cl
2-117  |Me SOMe Cl
2-118 Me SO;Me Cl
2-119 |Me SEt Cl
2-120 |Me SOEt Cl
2-121  |Me SO,Et Cl
2-122  |Me S(CHz),OMe Cl
2-123  |Me SO(CH;),OMe Cl
2-124  |Me SOy(CH;),OMe  |CI
2-125  |Me NH; Br
2-126 Me NHMe Br
2-127  |Me NMe; Br
2-128  |Me O(CH2)CONEt,  |Br
2-129  |Me S;gﬁé)if_'z_on Br
2-130  |Me SMe Br
2-131 Me SOMe Br
2-132  |Me SO,Me Br
2-133  |Me SEt Br
2-134  |Me SOEt Br
2-135  |Me SO,Et Br
2-136  |Me SMe I
2-137  |Me SOMe I
2-138  |Me SO,Me I
2-139  |Me SEt I
2-140  |Me SOEt I
2-141  |Me SO.Et I
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s6 X v z Dit liéu vat ly
('H NMR, DMSO-ds, 400 MHz)
2-142  |Me Cl CF;
12,11 (bs, 1H), 7,77 (d, 1H),
2-143 Me SMe CFs 7,69 (d, 1H), 2,65 (s, 3H), 2,31
(s, 3H)
2-144  |Me SOMe CF3
12,31 (bs, 1H), 8,02 (d, 1H),
2-145  |Me SO.Me CF3 7,97 (d, 1H), 3,42 (s, 3H), 2,71
. (s, 3H)
2-146  |Me SEt CF3
2-147 |Me SOEt CF;
2-148 |Me SO,Et CF;
2-149  |Me S(CH,),OMe CF;
2-150 |Me SO(CH):OMe CF;
2-151 Me SO,(CH2),0Me CF;
2-152 |Me Me SO, Me
2-153  |Me jszgllhgdyrl"lz SO:Me
2154 |Me iﬁ:iﬁ?;gg'hz' SO.Bt
5-xyanometyl- 4,5-
2-155 Me dihydro-1,2- SO.Me
oxazol-3-yl
5-xyanometyl- 4,5-
2-156  |Me dihydro-1,2- SO,Et
oxazol-3-yl
2-157  |Me NH, SO.Me
2-158 |Me NHMe SO.Me
2-159  |Me NMe, SO, Me
2-160 |Me NH(CH2),OMe SO,Me
2-161 Me pyrazol-1-yl SO.Me
2-162 Me OH SOMe
2-163 Me OMe SO,Me
2-164  |Me OMe SOEt
2-165 |Me OFEt SOMe
2-166  |Me OEt SO.Et
2-167 Me OiPr SO.Me
2-168 |Me OiPr SO.Et
2-169 Me O(CH,),OMe SO, Me
2-170  |Me O(CH2):OMe SO,Et
2-171 Me O(CH,);0Me SO,Me
2-172 |Me O(CH:);:OMe SO,Et
2-173  |Me O(CH2)4sOMe SO, Me
2-174 |Me O(CH)sOMe SO.Et
2-175 |Me O(CH2):2NHSO2Me |SO:Me
2-176 Me O(CH2):NHSO2Me |[SO;Et
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Sé X v 7 Dt liéu vat ly
("H NMR, DMSO-ds, 400 MHz)

2-177  |Me OCH,(CO)NMe;  |SO;Me

2-178  |Me OCHz(CO)NMe, |SO,Et

2179 |Me I[Ii:t‘(])ii;xan'z'yl' SO.Me

2180 |Me g’e‘t‘gii;xa“'z'yl' SOEt

O(CHz)2-0-(3,5-
2181 \Me ii;toxypyrimidin- SO;Me
2-yl)

2-182 Me Cl SO, Me

2-183  |Me SMe SO,Me

2-184  |Me SOMe SO,Me
12,36 (bs, 1H), 8,27 (d, 1H),

2-185  |Me SO;Me SO,Me 8,02(d, 1H), 3,59 (s, 3H), 3,56
(s, 3H), 2,68 (s, 3H)

2-186  |Me SO;Me SO,Et

2-187 |Me SEt SO;Me

2-188  |Me SOEt SOMe

2-189  |Me SO.Ft SO,Me

2-190  |Me S(CH;),OMe SO,Me

2-191  |Me SO(CH,),OMe SO,Me

2-192  |Me SO,(CH,),OMe  |SO2Me

2-193  |CH,SMe OMe SO,Me

2-194 |CH,OMe OMe SO,Me

2-195 g}l\l/fg(cm)z NH(CH2),0Et SO,Me

2-196 SPI\I/IZS(CHZ)Z NH(CH,:OEt  |SO:Me

2-197 (C)II\{AZS(CHZ” OMe SO,Me

2-198 8&23((}12)2 NH(CH.),OMe SO,Me

2-199 8}1\1423(0}12)2 NH(CH2):0Me  |SO:Me

2-200 |Et SMe Cl

2-201  |[Et SO,Me Cl

2-202 |Et SMe CF;

2-203  |Et SO;Me CF;

2-204 |Et F SO,Me

2-205 |Et NH(CH2):0OMe SO,Me

2-206 iPr SO,Me CF;

2-207 cPr SO.Me CF;

2-208 |CF; O(CH2),OMe F

2-209 |CF3 O(CH,);0Me F

2210  |CFs OCH,CONMe,  |F
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sé X v 7 Dit ligu vét ly
("H NMR, DMSO-ds, 400 MHz)

2211  |CFs géﬂfy"xan'z'yl' F

2212 |CFs O(CHy),0Me cl

2213 |CFs O(CHz);0Me cl

2214 |CF;s OCH,CONMe,  |Cl

2215 |CFs Eéﬂiiyc’xan'z'yl' cl

2216 |CF;s O(CH,),0Me Br

2217 |CFs O(CHp);0Me Br

2218 |CFs OCH,CONMe,  |Br

2219 |CFs I[Iié‘t‘giiy"xan'z'yl' Br

2220 |CFs O(CH,),0Me I

2221  |CF;s O(CH,):0Me I

2222 |CFs OCH,CONMe, |1

2223 |CF; E;ﬂi;’xan'z'yl' I

2224 |CFs F SO,Me

2225 |CFs F SO,Et

2226 |CFs O(CH,),0Me SOMe

2227 |CFs O(CH,),0Me SO,Et

2228 |CF; O(CH;):0Me SO;Me

2229  |CFs O(CH,);OMe SO,Et

2230  |CFs OCH,CONMe,  |SO.Me

{2231 |cPs OCH,CONMe,  |SOqEt

2232 |CFs Eggﬁ;”‘a“'z'yl' SO,Me

2233 |CFs Eggiiyoxan'z'yl' SO,Et

2234 |F SMe CF;

2235 |F SOMe CF;

2236 |Cl Me cl

2237 |cl OCH,CHCH, cl

2238 |Cl OCH,CHF, cl

2239 |cl O(CHy),0Me cl
13,63 (bs, 1H), 7,58 (2d, 2H),

2240 |Cl OCH,(CO)NMe,  |CI 4,70 (s, 2H), 3,00 (s, 3H), 2,86
(s, 3H)

2241 |CI gy(r(éﬁé)ufzon cl

2242 |cl SMe cl

2243 |cl SOMe cl

2244 |Cl SO;Me cl

2245 |l F SMe

2246 |Cl cl SO;Me 12,48 (bs,1H), 8,13 (s, 1H), 7,89
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p Dir liéu vat ly
So X Y Z
(*H NMR, DMSO-ds, 400 MHz)
(d, 1H), 3,30 (s, 3H)
2-247 |Cl COOMe SO.Me
2-248 |Cl CONMe, SO.Me
2-249 |Cl CONMe(OMe) SO,Me
2-250 |Cl CH,OMe SO,Me
2-251 Cl CH,OMe SO,Et
2-252  |Cl CH,OEt SO,Me
2-253 Cl CH,OEt SO,Et
2-254 |Cl CH,0CH,CHF, SO, Me
; 8,12 (d, 1H), 7,92 (d, 1H), 5,24
2-255 |Cl CH,OCH,CF3 SO;Me (s, 2H), 430 (q, 2H)
2-256 |Cl CH,OCH,CF; SO,Et
2-257 |C] CH20CH2CF,CHF2 |SO;Me
2-258 |Cl CH;OcPentyl SO,Me
2-259 |Cl CH,PO(OMe), SOMe
2260 |Cl 45-dihydro-1.2- e
oxazol-3-yl
2261 |cl 45-dihydro-1,2- g0 Me
oxazol-3-yl
2262 |cl 43-dihydro-1.2- g gy
oxazol-3-yl
5-xyanometyl-4,5-
2-263 Cl dihydro-1,2- SO,Me
oxazol-3-yl
8,01 (d,1H), 7,92 (d, 1H), 5,19-
5-xyanometyl-4,5-
. 5,13 (m, 1H), 3,64-3,54 (m, 1H),
2-264|Cl dihydro-1,2- SOzt 339 (g, 2H), 3,12 (dd, 1H),
4 3,05-2,96 (m, 3H), 1,15 (t, 3H)
5-(metoxymetyl)-
2-265 |Cl 4,5-dihydro-1,2-  |SO2Et
oxazol-3-yl
5-(metoxymetyl)-
S-metyl-4,5-
2-266  |Cl dihydro-1.2- SO,Et
oxazol-3-yl
CH,0O-
2-267 Cl tetrahydrofuran-3- |SO;Me
yl
CH,0-
2-268 |CI tetrahydrofuran-3- |SO,Et
yl
CH,OCHa-
2-269 Cl tetrahydrofuran-2- |SO,Me
yl
CH,OCH-
2-270 Cl tetrahydrofuran-2- |SO.Et
yl
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sé X v 7 Dit ligu vat ly
(‘"H NMR, DMSO-ds, 400 MHz)
CH,OCH,-
2-271 Cl tetrahydrofuran-3- |SO,Me
yl
CH,OCH,-
2-272 Cl tetrahydrofuran-3- |SO,Et
yl
2273 |cl OMe SO,Me
2274 |cl OMe SO,Et
2275 |cl OEt SO,Me
2276  |Cl OEt SO,Et
2277 |l OiPr SO,Me
2278 |Cl OiPr SO,Et
2279 |Cl O(CHz),0Me SO,Me
2-280 |Cl O(CHz)«OMe SO,Me
2281 |Cl O(CH,)sOMe SO,Et
2282 |cl O(CHa);0Me SO,Me
2283 |l O(CH);0Me SO,Et
2-284 |Cl O(CHz),0Me SO,Me
2285 |l O(CH),0Me SO,Et
228 |Cl Erlléétlc])i?xan-}yl- SO,Me
2287 |l I[;::(])i?xan-z-yl- SO,Et
2288 |Cl OCH,(CO)NMe,  [SO,Me
2289 |cl OCH,(CO)NMe,  |SO5Et
2290 |l SMe SO;Me O T, 7.8 (6 T, 3.7
22291 |Cl SOMe SO;Me
2292 |Br OMe Br
2-293  |Br O(CH;),0Me Br
2294 |Br O(CH;),0Me SO.Me
2-295  |Br O(CH,),0Me SO,Et
2296  |Br O(CH,);0Me SO;Me
2297 |Br O(CHz);0Me SO,Et
12298  |Br O(CH,)sOMe SO;Me
2299  |Br O(CH2)sOMe SO,Et
2-300  |Br gé‘g‘j{iyoxan‘z"yl' SO:Me
2301  |Br I[Ii;‘t‘(])ii;xa“'z'yl' SO.Et
2302 |1 O(CH,),0Me SO;Me
2-303 I O(CHz),0Me SO,Et
2-304 |1 O(CH,);0Me SO:Me
2-305 I O(CHy);0Me SO,Et
2-306 |1 O(CH,);OMe SO;Me
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Sé X v 7 Dit liéu vét ly
(‘"H NMR, DMSO-dg, 400 MHz)
2307 |I O(CH;):0Me SO.Et
2308 I Eéﬂg’xan'z Y lso,Me
2309 |1 I[;jc‘t‘iiiyoxan'z'yl' SOLEt
2310 |OMe SMe CFs
2311  |OMe SOMe CF;
2312 |OMe SO,Me CFs
2313 |OMe SOEt CFs
2-314 |OMe SO,Et CFs
2315 |OMe S(CH,).0Me CFs
2-316 |OMe SO(CH,,0Me  |CFs
2317 |OMe SOA(CH;);,OMe  |CFs
2318 |OMe SMe cl
2319 |OMe SOMe cl
2-320 OMe SO,Me Cl
2321 |OMe SEt cl
2322 |OMe SOEt cl
2323 |OMe SO2Et cl
2324 |OMe S(CH2),OMe cl
2325 |OMe SO(CH,,0Me  |Cl
2326 |OMe SOA(CH),0Me  |Cl
2327 |OCHxe-Pr  |SMe CFs
2328 |OCHxc-Pr  |SOMe CF;
2329 |OCHx-Pr  |SO:Me CF;
2330 |OCHac-Pr  |SEt CFs
2331 |OCHxe-Pr  |SOEt CFs
2332 |OCHxe-Pr  |SOEt CFs
2-333  |OCHaxe-Pr  |S(CH,).0Me CFs
2334 |OCHae-Pr  |SO(CH,OMe  |CFs
2335 |OCHxc-Pr  |SOo(CH2):OMe  |CFs
2336 |OCHxc-Pr  |SMe cl
2337 |OCHaxc-Pr  |SOMe cl
2-338  |OCHxc-Pr  |SOMe cl
2339  |OCHxe-Pr  |SEt cl
2340 |OCHac-Pr  |SOEt cl
2341 |OCHxe-Pr  |SOEt cl
2342 |OCHxe-Pr  |S(CH.)0Me cl
2-343  |OCHaxc-Pr  |SO(CH,,0OMe  |Cl
2344 |OCHxc-Pr  |SO(CH2):0Me  |Cl
2-345 |OCHxc-Pr  |SMe SO,Me
2346 |OCHxc-Pr  |SOMe SO,Me
2-347 OCHjc-Pr SO, Me SO,Me
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sé X v 7 Dir liéu vat ly
('H NMR, DMSO-ds, 400 MHZ)
2-348  |OCHyc-Pr  |SEt SO;Me
2349 |OCHye-Pr  |SOEt SOMe
2350 |OCHye-Pr  |SOuE SO;Me
2-351 |OCHae-Pr  |S(CH2),0Me SO;Me
2352 |OCHxc-Pr  |SO(CH;),OMe  |SO:Me
2-353  |OCHye-Pr  |SOCH»),OMe  |SO,Me
2354 |SOMe F CF;
2355 |SOMe NH; CF;
2356  |SO.Me NHEt cl
2357  |SMe SE F
2358 |SMe SMe F
2359 |cl SMe CF; ZSS;H()S 1H), 7,68 (d, 1H), 2,40
2360 |Cl S(0)Me CF;
2361 |cCl SO,Me CF;
12,55 (bs, 1H), 8,35 (s, 1H), 8,21
2362 |l SO,Me SO;Me gci,DlH), 3,66 (s, 3H), 3,56 (s,

Bang 3: Hop chit c6 cong thirc chung (I) theo sang ché, trong ¢6 A 14 CY vaR la etyl

o X
N—N Y
Et/« »\N
0 N ,

. Dit liéu vat ly
So X Y V4
("HNMR, DMSO-dg, 400 MHz)
3-1 F H Cl
3-2 F H SO:Me
3-3 F H SO2Et
34 F H CF;
3-5 F H NO,
3-6 Cl H Br
3-7 Cl H SMe
3-8 Cl H SOMe
12,55 (bs, 1H), 8,12 (s, 1H), 8,01
3-9 Cl H SO,Me (d, 1H), 7,92 (d, 1H), 3,35 (s, 3H),
2,84 (q, 2H), 1,26 (t, 3H)
3-10 Cl H SO,CH,Cl
3-11 Cl H SEt
3-12 Cl H SOzEt
3-13 Cl H CF;
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Sé X Y 7 Dit liéu vét Iy
("H NMR, DMSO-ds, 400 MHz)

3-14  |Cl H NO,

3-15 Cl H pyrazol-1-yl

3-16 Cl H }1}{-1—1,2,4-triazol-l-

3-17  |Br H cl

3-18 Br H Br

3-19 Br H SO,Me

320  |Br H SOEt

321 |Br H CF;

322 [SOMe H al

3-23 SO,Me H Br

3-24 SO, Me H SMe

325 [SOMe H SOMe

3-26  |SO.Me H SO,Me

3-27  |SOMe H SOLE

3-28 SO,Me H CFs 21;1421)3 %51}(2,’ 51%6 gsz ilé)37H§7 @,

3-29 SO;Et H cl

3-30  |SOEt H Br

3-31 SO,Et H SMe

3-32  |SOEt H SOMe

3-33 SO,Et H SO,Me

3-34  |SOEt H CF;

3-35  |NO; H F

3-36  |NO; H cl

3-37  |NO H Br

3-38  |NO H I

339 |NO; H CN

3-40  |NO; H SO,Me

3-41  |NO H SOLE

342 INO; H CF; ?1151)3 583%)1 3}21)9 (1(,1531 I({t)BgH(;g @

3-43 Me H cl

3-44  |Me H Br

3-45  |Me H SMe

346 |Me H SO,Me

3-47  |Me H SO,CH,Cl

3-48  |Me H SEt

3-49 Me H SO,Et

3-50 |Me H CFs

3-51 CH,SO;Me |H CF;

3-52  |Et H 1

3-53  |Et H Br
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S X v 7 Dit lidu vat ly
('H NMR, DMSO0-dg, 400 MHz)

3-54  |Et H SMe

3-55 Et H SO;Me

3-56  |Et H SO.CHLC

3-57  |Et H SEt

3-58  |Et H SOJEL

3-59  |Et H CF.

3-60  |CFs H Cl

3-61 CF; H Br

3-62 CFs H SO, Me

3-63  |CFs H SOJEL

3-64 CF; H CF;

3-65 NO, NH, F

3-66  |NO, NHMe F

3-67 NO, NMe; F

3-68 NO; Me Cl

3-69 NO; NH, cl

3-70 |NO, NHMe cl

3-71 NO, NMe; Cl

3712 NO; NH, Br

3-73 NO; NHMe Br

374 [NO, NMe, Br

375 |NO2 NH, CF,

3-76 NO; NMe, CFs

3-77 NO, NH, SO,Me

3-78 NO; NH; SO,Et

3-79 NO; NHMe SO,Me

3-80 NO; NMe, SO,Me

3-81  |NO; NMe;, SO,Et

3-82 NO, NH, )l/{-l-l,2,4-triazol-l-

3-83 NO; NHMe 31/1H-1,2,4-triazol-l-

3-84 NO, NMe, 1H-1,2,4-triazol-1-

3-85 Me SMe H

3-86 Me SOMe H

3-87 Me SO,Me H

3-88  |Me SEt =

3-89 Me SOEt H

390  |Me SO,Et =

391 |Me S(CH:),0Me H

3-92 Me SO(CH).OMe H

3-93 Me SO,(CH,),OMe H

o
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sé X v 7 Dir liéu vat ly
(*H NMR, DMSO-ds, 400 MHz)
3-94 Me F F
3-95 Me F Cl
3-96 Me SEt F
3-97 Me SOEt F
3-98 Me SO.Et F
3-99 Me Me Cl
3-100 Me F Cl
3-101  |Me Cl Cl
3-102 |Me NH, Cl
3-103 Me NHMe Cl
3-104 Me NMe; Cl
3-105 |Me O(CH,),0Me cl
3-106 Me O(CH3);0Me Cl
3-107  |Me O(CH;):OMe cl
3-108 Me OCH,CONMe, Cl
3-109 Me O(CH,),-CONMe; Cl
3-110  |Me I?I;IC(EZC)JZ)NMez Cl
-1 |Me I?Ig:(IgZC));NHCOzEt cl
3-112  |Me O(CH,),NHCO:Me  |CI
3-113 Me OCH;NHSOcPr Cl
O(CHy)-5-2,4-di-
3-114 Me metyl-2,4-dihydro-3H- |Cl
1,2,4-triazol-3-on
3115 |[Me ?gcgfgzz f f;?letyl cl
3-116 Me SMe Cl
3-117 Me SOMe Cl
3-118 |Me SO,Me Cl
3-119 Me SEt Cl
3-120 Me SOEt Cl
3-121 Me SO,Et Cl
3-122 |Me S(CH2),OMe Cl
3-123  |Me SO(CH,);0Me cl
3-124  |Me SO,(CH,),OMe cl
3-125 Me NH, Br
3-126 Me NHMe Br
3-127 Me NMe, Br
3-128 Me OCH,CONMe, Br
3129 |Me (())éCHz)—S-pyrolidin-Z- Br
3-130 [Me SMe Br
3-131 Me SOMe Br
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Dit liéu vét ly

Sé X Y z
(*H NMR, DMSO-dg, 400 MHz)
3-132 Me SO,Me Br
3-133 [Me SEt Br
3-134 |Me SOEt Br
3-135 Me SOEt Br
3-136  |Me SMe I
3-137  |Me SOMe 1
3-138 |Me SO, Me I
3-139  [Me SEt I
3-140 |Me SOEt I
3-141 |[Me SO,Et I
3-142 |Me Cl CF;
11,84 (s, 1H), 7,99 (d, 1H), 7,87
3-143  [Me SMe CF3 (d, 1H), 3,30 (q, 2H), 2,94 (s,
3H), 2,44 (s, 3H), 1,09 (t, 3H)

3-144  |Me SOMe CF3
3-145  |Me SO,Me CF; Z&?ng’z,%?)(’s,33%6),(?,233}2: 32H7)0
3-146  [Me SEt CF;3
3-147 |Me SOEt CF3
3-148 [Me SO,Et CF3
3-149  |Me S(CH;),OMe CF3
3-150 [Me SO(CH2),OMe CF;
3-151  |Me SO,(CH).OMe CF3
3-152  |Me Me SO, Me
3153 |Me Sy [soame
3154 |Me i i SOBt

5-xyanometyl-4,5-
3-155 Me dihydro-1,2-oxazol-3- |SO:Me

yl

5-xyanometyl-4,5-
3-156 |Me dihydro-1,2-oxazol-3- |SO,Et

yl
3-157 |Me NH; SO Me
3-158 Me NHMe SO,Me
3-159 [Me NMe; SO Me
3-160 |Me NH(CH;),OMe SO, Me
3-161 Me pyrazol-1-yl SO,Me
3-162 Me OH SO;Me
3-163  |Me OMe SO, Me
3-164 Me OMe SO,Et
3-165 |Me OEt SO, Me
3-166 |Me OEt SO,Et
3-167 |Me OiPr SO, Me
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Dit liéu vat Iy

Sé X Y V4
('H NMR, DMSO-dg 400 MH?7)

3168 |Me OiPr SOEt

3169 |Me O(CH,),0Me SO.Me

3170 |Me O(CH;),0Me SOEt

3171 |Me O(CH,);0Me SO;Me

3172 |Me O(CH;);0Me SO,Et

3173 |Me O(CH,):OMe SO;Me

3174 |Me O(CH;):0Me SOLEt

3175 |Me O(CH,);NHSO2Me __|SO,Me

3176 |Me O(CH,),NHSO2Me _|SO,Et

3177 |[Me OCH,(CO)NMe; SO;Me

3178 |Me OCH,(CO)NMe; SOLEt

3179 |Me I[;é‘t‘(])iiyoxan'z'yl' SO;Me

3180 |Me I[rll;‘t‘(])fy"xa“'z'yl' SO,Et

O(CH)2-0-G3,5-
3-181 Me dimetoxypyrimidin-2- |SO.Me
yl)

3182 |Me cl SO,Me

3183 |Me SMe SO;Me

3184 |Me SOMe SO,Me
12,30 (bs, 1H), 8,24 (d, 1H), 8,03

3-185  |Me SO:Me SO:Me (2"1;; 5”2 :2*}51? (2563812 2}51? (15236H()t
3H)

3186 |Me SO,Me SOEt

3187 |Me SEt SO,Me

3188 |Me SOEt SO,Me

3189 |Me SOEt SO;Me

3-190 |Me S(CH,),OMe SO,Me

3191 |Me SO(CH,);0Me SO;Me

3192 |Me SO,(CH,),0Me SO2Me

3193 |CH;SMe  |OMe SO.Me

3194 |CH,OMe  |OMe SO,Me

3195 | CeOCHR: - INp(CHy)OR: SO:Me

3-196 8}1\142?(%2)2 NH(CH,);OEt SO;Me

3-197 g}ﬁS(CHm OMe SO,Me

3-198 SPI\I/IZS(CHZ)Z NH(CH,),0Me SO,Me

3-199 8}1\1/[22(0}12)2 NH(CH,);0Me SO,Me

3200 |Et SMe cl

3201 |Et SO,Me cl
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sé X v 7 Dii liéu vat ly
(*H NMR, DMSO-ds, 400 MHz)
3202 |Et SMe CFs
3203 |Et SO.Me CF;
3204 |Et F SO.Me
3205 |Et NH(CH2),0Me SO,Me
3206 |iPr SO,Me CF;
3-207 cPr SO.Me CF;
3-208 CF; O(CH3),OMe F
3209 |CFs O(CHy);0Me
3210 |CFs OCH,CONMe; F
3211 |CFs Eéﬂi?xan'z'yl' F
3-212 CF3 O(CH2)OMe Cl
3213 |CFs O(CH2);0Me cl
3214 |CF; OCH,CONMe; cl
3215 |CFs Erllé‘t‘giiy"xan'z'yl' cl
3216 |CFs O(CH2),0Me Br
3217 |CFs O(CHz);0Me Br
3218 |CFs OCH,CONMe, Br
3219 |CFs L2yt e
3220 |CFs O(CH;),0Me I
3221 |CFs O(CH2);0Me I
3222 |CFs OCH,CONMe, I
3223 |CFs géﬂfy"xan'z'yl‘ I
3224 |CF; F SO.Me
3225 |CFs F SO4Et
3226 |CFs O(CH2),0Me SO,Me
3227 |CFs O(CH»),0Me SO,Et
3228 |CFs O(CH2);:0Me SO,Me
3229 |CFs O(CH2);0Me SOLEt
3230 |CFs OCH,CONMe; SO,Me
3231 |CFs OCH,CONMe; SOLEt
3232 |CFs I[;é‘gi;’xan'z'yl' SO,Me
3233 |CFs Séﬂiiyoxa“'z'yl‘ SO,Et
3234 |F SMe CF;
3235 |F SOMe CF; 3}11)5 (1(,16 jl({t);}f)j (d 1H), 2,18 (q,
3236 |Cl Me cl
3237 |cl OCH,CHCH, cl
3238 |cl OCH,CHF, cl
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A Dit ligu vat ly
So X Y Z
('H NMR, DMSO-ds 400 MHz)
3-239 Cl O(CH2).OMe Cl
3-240 |Cl OCH(CO)NMe, Cl
3041 |l O(CHy)-5-pyrolidin-2- al
on
3-242 Cl SMe Cl
3-243 Cl SOMe Cl
3-244 |Cl SO,Me Cl
3-245 Cl F SMe
] 8,12 (d, 1H), 7,89 (s, 1H), 3,47 (s,
3246 |Cl Cl SO,Me 3H), 2,84 (o, 21), 1.26 (& 380
3-247 Cl COOMe SO.Me
3-248 Cl CONMe, SO,Me
3249 |Cl CONMe(OMe) SO;Me
3-250 |Cl CH,OMe SOMe
3-251 Cl CH,OMe SO,Et
3-252 Cl CH,OEt SO,Me
3-253 Cl CH,OEt SO,Et
3-254  |Cl CH,OCH,CHF, SOMe
8,16 (d, 1H), 7,66 (d, 1H), 5,36 (s,
3255 |l CH,OCH,CF; SO,Me 2H), 4,04 (q, 2H), 3,22 (s, 3H),
2,58 (s, 2H), 1,22 (t, 3H)
3-256 |Cl CH,0CH,CF; SOzEt
3-257 Cl CH,OCH,CF.CHF, SO.Me
3-258 Cl CH,OcPentyl SO,Me
3259 |Cl CH,PO(OMe), SO,Me
3260 |Cl 4,5-dihydro-1,2- SMe
oxazol-3-yl
3261 |cl 45-dihydro-1,2- SO:Me
oxazol-3-yl
3262 [Cl 45-dihydro-1,2- SOzEt
oxazol-3-yl
S5-xyanometyl-  4,5-
3-263 |Cl dihydro-1,2-oxazol-3- |SO:Me
yl
8,08 (d, 1H), 8,02 (d, 1H), 5,10-
5-xyanometyl-  4,5- ’ ?
a . 1 A 5,20 (m, 1H), 3,39 (g, 3H), 3,14
3264 |Cl dihydro 1,2-oxazol-3- |SOzEt (dd, 1H), 3,02-2.97 (m, 2H), 2.82
y (q, 2H), 1,24 (¢, 3H), 1,15 (t, 3H)
5-(metoxymetyl)-4,5-
3-265 Cl dihydro-1,2-oxazol-3- |SOEt
yl
5-(metoxymetyl)-5-
3266 |Cl metyl-4,5-dihydro-1,2- |SO.Et
oxazol-3-yl
CH,O-
3-267 |C tetrahydrofuran-3-yl SO:Me
3268 |Cl CHO- SOEt

tetrahydrofuran-3-yl
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Dit liu vat ly

Sé X Y Z
(‘H NMR, DMSO-ds, 400 MHz)
3269 |Cl gﬂ;gycdfgﬁnan_z_yl SO,Me
3270 |Cl gg;gy%?;ﬁmn_z_yl SO;Et
3271 |cl tig;gycdlfgﬁuan_3_yl SO;Me
30712 |cl gg;gycd?;ﬁmn_3_yl SO,E
3-273 Cl OMe SO.Me
3274 |Cl OMe SO,Et
3275 |l OEt SO,Me
3276 |Cl OEt SO,Et
3277 |Cl OiPr SO,Me
3278 |Cl OiPr SO,Et
3279 |cl O(CH2);0Me SO,Me
3280 |Cl O(CH,):OMe SO,Me
3281 |Cl O(CH;):OMe SO,Et
3282 |l O(CH,);0Me SO,Me
3283 |Cl O(CH;);0Me SO,Et
3284 |Cl O(CH;);0Me SO;Me
3-285 |[ClI O(CH2).OMe SO,Et
3286 |Cl Erllé‘t‘(])ii;xan'z'yl' SO.Me
3287 |cl I[rllé‘t‘gi;”‘an'z'yl' SO,E
3-288 |Cl OCH,(CO)NMe; SO,Me
3-289 |Cl OCH,(CO)NMe; SO,Et
12,43 (bs, 1H), 8,11 (d, 1H), 7,89
3290 |Cl SMe SO;Me (d, 1H), 3,57 (s, 3H), 2,86 (g, 2H),
1,26 (t, 3H)
3291 |Cl SOMe SO,Me
3-292 Br OMe Br
3293 |Br O(CH,),0Me Br
3-294 |Br O(CH,),0Me SO,Me
3-295  |Br O(CH;);0Me SO.Et -
3-296  |Br O(CH,);0Me SO;Me
3-297 |Br O(CH,);0Me SO,Et
3-298 |Br O(CH,):OMe SO;Me
3299  |Br O(CH,):0Me SO,Et
3300 |Br I[Illé‘t‘(])iiyoxan'z'yl' SO:Me
3-301  |Br Eé‘:giiy"xan'z'yl' SO.Et
3-302 |1 O(CH,);0Me SO;Me
3-303 |1 O(CH,),0Me SO,Et
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s < N , Dit liéu vét Iy
("H NMR, DMSO-d, 400 MHz)
3304 |1 O(CH,);:0Me SO,Me
3-305 |1 O(CH,);0Me SO,Et
3306 |1 O(CH,)sOMe SO;Me
3307 |1 O(CH,)sOMe SOEt
3308 |1 r[;g(])ii;xan-}yl- SOMe
3309 |1 géﬂf;xan'z'yl' SO.Et
3310  |OMe SMe CFs
3311  |OMe SOMe CFs
3312 |OMe SO;Me CFs
3313  |OMe SOEt CF;
3-314 |OMe SO,Et CF;
3315 |OMe S(CH,),0Me CFs
3316 |OMe SO(CH,),0Me CF;
3317 |OMe SO,(CH),OMe CF;
3-318 |OMe SMe cl
3319 |OMe SOMe cl
3320 |OMe SO,Me cl
3321 |OMe SEt cl
3322 |OMe SOEt cl
3323 |OMe SO2Et cl
3324  |OMe S(CH,);OMe cl
3325 |OMe SO(CH,),0Me cl
3326  |OMe SO2(CH,),0Me cl
3327 |OCHy-Pr  [SMe CF;
3328 |OCHy-Pr  |SOMe CF;
3329  |OCHye-Pr  [SOMe CF;
3-330 |OCH,c-Pr  |SEt CF;
3331 |OCHyc-Pr  [SOEt CF;
3332 |OCHyc-Pr  |SOEt CF;
3333 |OCHye-Pr  |S(CH,),0Me CF;
3334  |OCHpe-Pr  |SO(CH,),OMe CF;
3335 |OCHye-Pr  |SOy(CH,),0Me CF;
3336 |OCHxc-Pr  |SMe cl
3-337 |OCHxc-Pr  |SOMe cl
3338 |OCHxe-Pr  [SO:Me cl
3339 |OCHxc-Pr  |SEt cl
3-340 |OCH,c-Pr  |SOEt cl
3341 |OCHxc-Pr  |SOEt cl
3342 |OCHxc-Pr  |S(CH,):0OMe cl
3343 |OCHyc-Pr  |SO(CHy),OMe cl
3.344 |OCHyc-Pr  |SOy(CH,),0Me cl
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sé X v 7 Dt ligu vat ly
(*H NMR, DMSO-ds, 400 MHz)
3-345  |OCHac-Pr SMe SO,Me
3-346  |OCHac-Pr SOMe SO,Me
3-347  |OCHzc-Pr SO.Me SO,Me
3-348 OCHzc-Pr SEt SO,Me
3-349  |OCHac-Pr SOEt SO,Me
3-350 |OCHac-Pr SO,Et SO,Me
3-351 OCHzc-Pr S(CH,).OMe SO,Me
3-352  |OCHac-Pr SO(CH3),OMe SO,Me
3-353  |OCHac-Pr SO,(CH,),OMe SO.Me
3-354 |SO:Me F CF;
3-355 |SO.Me NH, CF;
3-356 |SO.Me NHEt Cl
3-357 |SMe SEt F
3-358 |SMe SMe F
3359 |cl SMe CF3 @356 (ot sty
3-360 |Cl S(O)Me CF;
12,54 (bs, 1H), 8,17 (d, 1H), 8,15
3-361 Cl SO, Me CF; (d, 1H), 3,52 (s, 3H), 2,85 (q, 2H),
1,27 (t, 3H)
3-362 |Cl SO,Me SO,Me

Bang 4: Hop chét c¢6 cong thire chung (I) theo sang ché, trong @6 A 1a CY vaR 14

triflometyl
X
N-N Y

F%/« »\

i o N i}
6 X v 7 Dt ligu vat Iy

(‘H NMR, DMSO-ds, 400 MHz)

4-1 F H cl :
42 F H SO:Me
4-3 F H SO,Et
4-4 F H CFs
4-5 F H NO,
4-6 cl H Br
47 cl H SMe
4-8 cl H SOMe
49 |a H SO,Me (13212H§b§91§12d811§) (s, 1H), 8,04
4-10 |cl H SO,CH,Cl
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Dit lidu vat Iy

S6 X Y 7
(*H NMR, DMSO-ds, 400 MHz)

4-11 Cl H SEt

4-12 Cl H SO,Et

4-13 Cl H CF;

4-14 Cl H NO,

4-15 Cl H pyrazol-1-yl
4-16 Cl H )1/{1-1,2,4-triazol-l-
4-17 Br H cl

4-18 Br H Br

4-19 Br H SO,Me

4-20 Br H SO,Et

4-21 Br H CFs

4-22 SO, Me H cl

4-23 SO,Me H Br

4-24 SO.Me H SMe

4-25 SO, Me H SOMe

4-26 SO.Me H SO,Me
4-27 SO.Me H SO,Et

428  |SO:Me H CF; ?d%l éc)i 31;16),(5,?; )(s, 1H), 8,06
4-29 SO,Et H cl

4-30 SOzEt H Br

4-31 SOzEt H SMe

4-32 SO,Et H SOMe

4-33 SOzEt H SO,Me
4-34 SO,Et H CF;

4-35 NO; H F

4-36 NO; H Cl

4-37 NO, H Br

4-38 NO; H I

4-39 NO» H CN

4-40 NO; H SO.Me

4-41 NO» H SO,Et

4-42 NO; H CFs

4-43 Me H cl

4-44 Me H Br

4-45 Me H SMe

4-46 Me H SO,Me
4-47 Me H SO,CHCl
4-48 Me H SEt

4-49 Me H SO,Et

4-50 Me H CF;

4-51 CH,SO;Me |H CF3
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Dit liéu vat ly

Sb X Y 7
(*H NMR, DMSO-ds, 400 MHz)

4-52 Et H Cl

4-53 Et H Br

4-54 Et H SMe

4-55 Et H SO,Me

4-56 Et H SO,CH,Cl

4-57 Et H SEt

4-58 Et H SO,Et

4-59 Et H CF;

4-60 CF; H cl

4-61 CF3 H Br

4-62 CF3 H SO,Me

4-63 CF3 H SO,Et

4-64 CFs H CF;

4-65 NO, NH, F

4-66 NO, NHMe F

4-67 NO, NMe, F

4-68 NO, Me cl

4-69 NO, NH, cl

4-70 NO: NHMe Cl

4-71 NO, NMe, cl

4-72 NO, NH, Br

4-73 NO, NHMe Br

4-74 NO, NMe, Br

4-75 NO, NH, CFs

4-76 NO, NMe, CF;

471 |NG NH, SO:Me

4-78 NO; NH, SO,Et

4-79 NO: NHMe SO,Me

4-80  [NO2 NMe, SO,Me

4-81 NO, NMe, SO,Et

4-82 NO; NH, }1]{‘1-1,2,4-triazol-1-
4-83 NO, NHMe }1,1H-1,2,4-triazol-l-
4-84 NO, NMe, ]} H-1,2,4-triazol-1-
4-85 Me SMe H

4-86 Me SOMe

4-87 Me SO,Me H

4-88 Me SEt H

4-89 Me SOEt H

4-90 Me SO,Et H

491  |Me S(CH2)20Me H
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sé X v 7 Dit liéu vat ly
(*H NMR, DMSO-ds, 400 MHz)
4-92 Me SO(CH2),OMe H
4-93 Me SO,(CH,),OMe H
4-94 Me F F
4-95 Me F Cl
4-96 Me SEt F
4-97 Me SOEt
4-98 Me SO,Et F
4-99 Me Me Cl
4-100 |Me F Cl
4-101 |Me Cl Cl
4-102 |Me NH, Cl
4-103 |Me NHMe Cl
4-104 |Me NMe; Cl
4-105 |Me O(CH2).OMe Cl
4-106 |Me O(CH);OMe Cl
4-107 |Me O(CH;)sOMe Cl
4-108 |Me OCH,CONMe, Cl
4-109 |Me O(CH2),-CO-NMe, Cl
4-110 [Me O(CH;).-NH(CO)NMe; Cl
11 \Me NH(CONHCOR: ¢l
4-112  |Me O(CHz),-NHCO;Me Cl
4-113  |Me OCH,-NHSO,cPr Cl
O(CHy)-5-2,4-dimetyl-
4-114 |Me 2,4-dihydro-3H-1,2,4- Cl
triazol-3-on
4115 |Me oy el ey
4-116 |Me SMe Cl
4-117 |Me SOMe Cl
4-118 |Me SO;Me Cl
4-119 |Me SEt Cl
4-120 |Me SOEt Cl
4-121 |Me SO,Et Cl
4-122  |Me S(CH,).0Me Cl
4-123 |Me SO(CH2).OMe Cl
4-124 |Me SO,(CH,),OMe Cl
4-125 |Me NH, Br
4-126 |Me NHMe Br
4-127 |Me NMe, Br
4-128 |Me OCH»(CO)NMe, Br
4-129 |Me O(CHy)-5-pyrolidin-2-on  |Br
4-130 |Me SMe Br
4-131 |Me SOMe Br
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Dit liu vét ly

sé X Y Z
("HNMR, DMSO-ds, 400 MHz)

4-132 |Me SO,Me Br

4-133  |Me SEt Br

4-134 |Me SOEt Br

4-135 |Me SO.Et Br

4-136 |Me SMe I

4-137 |Me SOMe I

4-138 |Me SO,Me I

4-139 |Me SEt I

4-140 |Me SOEt I

4-141 |Me SO,Et I

4-142 |Me Cl CFs

4-143  |Me SMe CF; Z;Eéi ’2{%)’(57’5;)((1’ 1H), 2,67

4-144  |Me SOMe CFs 25821{()(12155)(57251 )(d» 1H), 3,05
13,11 (bs, 1H), 8,05 (d, 1H), 7,99

4-145 |Me SO,Me CF3 (d, 1H), 3,43 (s, 3H), 2,73 (s,
3H)

4-146 |Me SEt CF;

4-147 |Me SOEt CF;

4-148 |Me SO,Et CF;

4-149 |Me S(CH,),OMe CF;

4-150 |Me SO(CH,),0Me CF;

4-151 |Me SO,(CH),OMe CF3

4-152  |Me Me SO,Me

4153 |Me ;,S-dmydro-l,}oxazol-’a’- SO,Me

4-154  |Me ;l/iS-dihydro-l,2~oxa201-3- SO,E

4155 |Mo Sadron syl |SOMe

4156 |Me 352z§§??222;1§ZL3-y1 SO:EL

4-157 |Me NH; SO, Me

4-158 |Me NHMe SO,Me

4-159 |Me NMe, SO, Me

4-160 |Me NH(CH2)OMe SO,Me

4-161 |Me pyrazol-1-yl SO;Me

4-162 |Me OH SO.Me

4-163. |Me OMe SO,Me

4-164 |Me OMe SO.Et

4-165 |Me OEt SO.Me

4-166 |Me OEt SO,Et

4-167 |Me OiPr SO, Me

4-168 |Me OiPr SO,Et
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D ligu vat ly

Sé X Y Z

(*H NMR, DMSO-ds, 400 MHZ)
4169 |Me O(CH;),0Me SOMe
4170 |Me O(CH;),0Me SO,Et
4171 |Me O(CHz);0Me SO,Me
4172 |Me O(CHz);0Me SOE
4173 |Me O(CH2):OMe SO;Me
4174 |Me O(CHz):OMe SO,Et
4175 |Me O(CH;),NHSO2Me SO,Me
4176 |Me O(CH,);NHSO2Me SO,Et
4177 |Me OCH,(CO)NMe; SO,Me
4178 |Me OCH,(CO)NMe; SO,E
4-179 |Me [1,4]dioxan-2-yl-metoxy  [SO:Me
4-180 [Me [1,4]dioxan-2-yl-metoxy  [SO2Et
4-181 \Me ggfizy);_y?iﬁiﬁiz-yl) SO:Me

13,09 (bs, 1H), 8,05 (d, 1H), 7,77
4182 |[Me cl SO,Me (A 1H), 3,44 (s, 3H), 247 G,

3H)
4183 |Me SMe SO;Me
4184 |Me SOMe SO,Me
4-185 |Me SO,Me SO;Me
4-186 |Me SO;Me SOEt
4-187 |Me SEt SO,Me
4-188  |Me SOEt SO;Me
4189 |Me SOEt SO;Me
4190 |Me S(CH,),0Me SO;Me
4191 |Me SO(CH,),0Me SO;Me
4192 |Me SO,(CHz),0Me SO2Me
4193 |CHSMe  |OMe SO;Me
4-194 |CHOMe |OMe SO,Me
4195 | SO INn(CH)08: SO:Me
4-196 %‘1\242@{2) NH(CH,);OEt SO,Me
4-197 %Ihjfe)(CHZ) OMe SO,Me
4-198 %{I\ZE(CHZ) NH(CH,),0Me SO;Me
4-199 fgﬁg(CHZ) NH(CH,);0Me SO;Me
4200 |Et SMe cl
4201 |Et SO;Me cl
4202 |Et SMe CFs
4203 |Et SO,Me CF;
4204 |Et F SO;Me
4205 |Et NH(CHz),0Me SO;Me
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Dit liéu vat ly

Sé X Y z
(*H NMR, DMSO-ds, 400 MHz)
4-206  |iPr SO;Me CFs3
4-207 |cPr SO,Me CF;
4-208 |CF; O(CH).OMe F
4-209 |CF3 O(CH2);0Me F
4-210 |CF3 OCH,CONMe, F
4211 |CF;3 [1,4]dioxan-2-yl-metoxy |F
4212  |CF; O(CH2).OMe Cl
4-213 |CF;3 O(CH2);:0Me Cl
4214 |CF; OCH,CONMe, Cl
4215 |CFs [1,4]dioxan-2-yl-metoxy |Cl
4216 |CF; O(CH,),0OMe Br
4217 |CF3 O(CH2);0Me Br
4-218 |CF; OCH,CONMe, Br
4-219 |CF; [1,4]dioxan-2-yl-metoxy |Br
4-220 |CF; O(CH).OMe I
4-221 |CF;3 O(CH;);:OMe I
4-222  |CF3 OCH,;CONMe; 1
4-223 |CF; [1,4]dioxan-2-yl-metoxy |1
4-224 |CF; F SO, Me
4-225 |CF; F SO,Et
4-226 |CF3 O(CH2),OMe SO.Me
4-227 |CF; O(CH2).0Me SO,Et
4-228 |CF; O(CH,);0Me SOMe
4-229 |CF; O(CH2);0Me SO,Et
4-230 |CF; OCH,CONMe, SO,Me
4-231 |CF3 OCH,CONMe, SO,Et
4-232  |CF; [1,4]dioxan-2-yl-metoxy |SO:Me
4-233  |CF; [1,4]dioxan-2-yl-metoxy |SOzEt
4-234 |F SMe CF3
4-235 |F SOMe CF;
4-236 |Cl Me Cl
4-237 |Cl OCH,CHCH, Cl
4-238 <l OCH,CHF, c
4-239 |Cl O(CH):0OMe Cl
13,08 (bs, 1H), 7,67 (d, 1H), 7,48
4-240 |Cl OCH,;CONMe, Cl (d, 1H), 4,74 (s, 2H), 3,01 (s,
3H), 2,87 (s, 3H)
4241 |Cl O(CH,)-5-pyrolidin-2-on  |ClI
4242 |Cl SMe Cl
4-243 |Cl SOMe Cl
4244 |Cl SO.Me Cl
4-245 |Cl F SMe
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Dit liéu vét ly

S6 X Y z
("H NMR, DMSO-ds, 400 MHz)
} 13,29 (bs, 1H), 8,18 (d, 1H), 7,91
4-246 |Cl Cl SO,Me (d, 1H), 3,49 (5, 3H)
4-247 |Cl - COOMe SO,Me
4-248 |Cl CONMe; SO Me
4-249 |Cl CONMe(OMe) SO.Me
4-250 |Cl CH,OMe SO:Me
4-251 |Cl CH,OMe SO,Et
4-252  |Cl CH,OEt SO,Me
4-253 |Cl CH,OEt SO.Et
4-254 |Cl CH,OCH,CHF, SO.Me
13,21 (bs, 1H), 8,11 (d, 1H),
4-255 |ClI CH,OCH-CF3 SOMe 7,95 (d, 1H), 5,25 (s, 2H), 4,29
(g, 2H),
12,98 (bs, 1H), 7,64 (d, 1H),
4256 |Cl CH,OCH,CF; SMe 7,44 (d, 1H), 4,90 (s, 2H), 4,18
(q, 2H), 2,57 (s, 3H)
4257 |Cl CH,0CH,CF3 SOzEt
4-258 |Cl CH>OCH,CF,CHF, SOMe
4-259 |CI CH,OcPentyl SO,Me
4260 |Cl CH,PO(OMe), SO,Me
4261 |ci ;t/iS-dlhydro- 1,2-oxazol-3- SMe
1060 a1 315-d1hydro-l,2-oxazol-3- SO,Me
4263 |ci ;,5-dﬂ1ydro-1,2-oxazol-3- SOLEt
5-xyanometyl- 4,5-
4264 | Cl dihydro-1,2-oxazol-3-yl SO0;Me
5-xyanometyl- 4,5-
4265 |Cl dihydro-1,2-oxazol-3-yl SOEt
5-(metoxymetyl)-4,5-
4266 | Cl dihydro-1,2-oxazol-3-yl SOEt
5-(metoxymetyl)-5-metyl-
4267 |Cl 4,5-dihydro-1,2-oxazol-3- |{SO,Et
yl
4068 Cl }(,21H2O-tetrahydrofuran-3- SO,Me
4269 |Cl )(IlleO-tetrahydroﬁxranS " |SO,Et
13,24 (bs, 1H), 8,11 (d, 1H), 7,91
(d, 1H), 5,09 (dd, 2H), 4,02-3,93
CH,OCH,- (m, 1H), 3,72 (dd, 1H), 3,62 (dd,
4270 \Cl tetrahydrofuran-2-yl SO;Me 1H), 3,59-3,52 (m, 3H), 1,03
1,86 (m, 1H), 1,83-1,75 (m, 2H),
1,59-1,51 (m, 1H)
CH,OCH>-
4271 |l tetrahydrofuran-2-yl SOEt
4272 |Cl CH,OCH,- SO,Me
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Dir lidu vat ly

Sé X Y z
(*H NMR, DMSO-ds, 400 MHz)
tetrahydrofuran-3-yl

4273 |l gg;gfﬁ&mn&wl SO.Et
4274 Cl OMe SO,Me
4275 |Cl OMe SOEt
4276 |Cl OEt SO,Me
4-277 |Cl OEt SO,Et
4-278 |Cl OiPr SOMe
4279 |Cl OiPr SO,Et
4-280 |C] O(CH2),0OMe SO.Me
4-281 |Cl O(CH,)4OMe SO:Me
4-282 |Cl O(CHz):OMe SOEt
4-283 |Cl O(CH);:0Me SO,Me
4-284 |Cl O(CH3);0Me SO,Et
4-285 |Cl O(CH2).OMe SO,Me
4-286 |Cl O(CHz),0OMe SO,Et
4-287 |Cl [1,4]dioxan-2-yl-metoxy |SO.Me
4-288 |Cl [1,4]dioxan-2-yl-metoxy |SOEt
4-289 |Cl OCH,(CO)NMe, SO,Me
4-290 |Cl OCH(CO)NMe, SO,Et
4201 |cl SMe SO;Me gzlegbz 51512;’83’1};‘)@’ 1H), 7,91
4-292 |Cl SOMe SO,Me
4-293  |Br OMe Br
4294 |Br O(CH,),0Me Br
4-295 |Br O(CH2),OMe SO,Me
4-296 |Br O(CH,),OMe SO,Et
4-297 |Br O(CH2);0Me SO,Me
4-298 |Br O(CH,);0Me SO,Et
4299 |Br O(CH2):OMe SO,Me
4-300 |Br O(CH2)4sOMe SOEt
4-301 |Br [1,4]dioxan-2-yl-metoxy |SO.Me
4-302 |Br [1,4]dioxan-2-yl-metoxy [SO2Et
4-303 |1 O(CH2),OMe SO.Me
4-304 |1 O(CH2).0Me SO,Et
4-305 |1 O(CH,);0Me SO,Me
4-306 |1 O(CH:);OMe SO,Et
4-307 |1 O(CH;):OMe SO,Me
4-308 |1 O(CH2)sOMe SOEt
4-309 |1 [1,4]dioxan-2-yl-metoxy |SO.Me
4-310 |I [1,4]dioxan-2-yl-metoxy |SO2Et
4-311 |OMe SMe CF;
4-312 |OMe SOMe CF3
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sé < v 7 Dt liéu vat ly
(*H NMR, DMSO-ds, 400 MHz)
4-313  |OMe SO.Me CF3
4-314 |OMe SOEt CF3
4-315 |OMe SO.Et CF;
4-316 |OMe S(CH,),OMe CF;
4-317 |OMe SO(CH2),OMe CF3
4-318 |OMe SO,(CH):OMe CF3
4-319 |OMe SMe Cl
4-320 |OMe SOMe Cl
4-321 |OMe SO.Me Cl
4-322  |OMe SEt Cl
4-323 |OMe SOEt Cl
4-324  |OMe SO2Et Cl
4-325 |OMe S(CH2),OMe Cl
4-326 |OMe SO(CH),OMe Cl
4-327 |OMe SO,(CH)OMe Cl
4-328 |OCHac-Pr |SMe CF3
4-329 |OCHzc-Pr |SOMe CF3
4-330 |OCHzc-Pr [SO;Me CF;3
4-331 |OCHzc-Pr [SEt CFs
4-332  |OCHac-Pr |SOEt CF3
4-333 |OCHac-Pr  [SO2Et CF3
4-334 |OCHazc-Pr  [S(CH2).OMe CF3
4-335 |OCHac-Pr  |SO(CH)OMe CF3
4-336  |OCHac-Pr  |SO2(CH2):OMe CF3
4-337 |OCHac-Pr |SMe Cl
4-338 |OCHac-Pr |SOMe Cl
4-339  |OCHazc-Pr |SO.Me Cl
4-340 |OCHzc-Pr |SEt Cl
4-341 |OCHac-Pr  |SOEt Cl
4-342  |OCHazc-Pr  |SOsEt Cl
4-343  |OCHzc-Pr  [S(CH2).0OMe Cl
4-344 |OCHzc-Pr |SO(CH2):OMe Cl
4-345 |OCHac-Pr  |SO,(CH2).OMe Cl
4-346 |OCHac-Pr |SMe SO,Me
4-347 |OCHac-Pr |SOMe SO,Me
4-348 |OCHyc-Pr  [SO.Me SO, Me
4-349 |OCHac-Pr  |SEt SO,Me
4-350 |OCHzc-Pr |SOEt SO,Me
4-351 |OCHac-Pr  [SO2Et SO,Me
4-352  |OCHzc-Pr  |S(CH2),OMe SO,Me
| 4-353  |OCHac-Pr  |SO(CH;),OMe SO,Me
4-354 |OCHazc-Pr  |SO2(CH;).OMe SO,Me
4-355 |SO.Me F CF;
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S6 X v 7 Dif liéu vét ly
(*H NMR, DMSO-dg, 400 MHz)
4-356  |SOMe NH, CF3
4-357 |SOMe NHEt Cl
4-358 [SMe SEt F
‘| 4-359 |SMe SMe F
4-360 |Cl SMe CFs
4-361 |Cl S(O)Me CF;
4-362 |Cl SO.Me CF;
4-363 |Cl SO,Me SO,;Me

Bang 5: Hop chit c¢6 cong thirc chung (I) theo sing ché, trong d6 A 1a CY va R 1a

- CH2OMe

N—N o Y
Hsc/o\/do»\u
z

. Dit liéu vat ly
So X Y Z
(*HNMR, DMSO-ds, 400 MHz)

5-1 F H Cl

5-2 F H SO,Me

5-3 F H SO.Et

5-4 F H CFs

5-5 F H NO,

5-6 Cl H Br

5-7 Cl H SMe

5-8 Cl H SOMe

5-9 Cl H SO,Me

5-10 (CI H SO,CHCl

5-11 |Cl H SEt

5-12 |Cl H SO,Et

5-13 |Cl H CF3

5-14 |Cl H NO;

5-15 |Cl H pyrazol-1-yl

5-16 |Cl H 1H-1,2,4-triazol-1-yl
5-17 |Br H Cl

5-18 |Br H Br

5-19 |[Br H SO,Me

5-20 |Br H SO,Et

5-21 |Br H CFs

5-22  {SOMe H Cl
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Dit liéu vét ly

Sé X Y z
(*H NMR, DMSO-ds, 400 MHz)

523 [SO.Me H Br

524 |SO,Me H SMe

525 |SO,Me H SOMe

526 |SO.Me H SO,Me

527 |SO.Me H SO.Et
IH NMR, CDCls, 400 MHz

528 |SO,Me H CF; 8,02 (t, 1H), 7,97 (d, 1H), 7,88
(d, 1H), 4,57 (s, 2H), 3,43 (s,
3H)

5-29 |SOEt H Cl

5-30 |SO.Et H Br

5-31 [SO,Et H SMe

5-32  |SO,Et H SOMe

5-33  |SO,Et H SO,Me

5-34 |SO,Et H CF;

5-35 |NO;, H F

5-36  |NO, H Cl
'H NMR, DMSO-ds, 400 MHz

537 |NO, H Br 8,39 (d, 1H), 8,09 (d, 1H), 7,80
(m, 1H), 4,60 (s, 2H), 3,34 (s,
3H)

5-38 |NO, H I

5-39  |NO, H CN

5-40 |NO, H SO,Me

5-41 |NO; H SO.Et

5-42  |NO, H CF;

5-43 |Me H Cl

5-44 |Me H Br

5-45 |Me H SMe

5-46 |Me H SO,Me

5-47 |Me H SO,CH,CI

5-48 |Me H SEt

5-49  |Me H SO.Et

5-50 |Me H CF;
'H NMR, DMSO-ds, 400 MHz

5-51 |CH,SOMe |H CF; 12,50 (bs, 1H), 7,95 (m, 3H),
4,93 (s, 2H), 4,11 (s, 2H), 3,36
(s, 3H), 2,98 (s, 3H)

5-52 (Bt H Cl

5-53 |Et H Br

5-54 |Bt H SMe

5-55 |Et H SO;Me

5-56 |Et H SO,CH,Cl

5-57 |Et H SEt
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56 % ¥ 7 Dit ligu vat ly
(*HNMR, DMSO-ds, 400 MHz)
5-58 |Et H SO,Et
5-59 |Et H CF3
5-60 |CF; H Cl
5-61 |CF; H Br
5-62 |CF; H SO,Me
5-63 |CF; H SO,Et
5-64 |CF; H CF3
5-65 [NO; NH; F
5-66 |NO, NHMe F
5-67 [NO; NMe,
5-68 [NO, Me Cl
5-69 [NO; NH» Cl
5-70 |NO; NHMe Cl
5-71 |NO, NMe, Cl
5-72  |NO, NH, Br
5-73 |NO, NHMe Br
5-74 |NO, NMe, Br
5-75 |NO, NH, CF3
5-76 |NO, NMe, CF3
5-77 |NO; NH, SO,Me
5-78 |NO, NH, SO,Et
5-79 |NO, NHMe SO, Me
5-80 |NO; NMe, SO,Me
5-81 |NO, NMe, SO,Et
5-82 |NO, NH, 1H-1,2,4-triazol-1-yl
5-83 |NO, NHMe 1H-1,2,4-triazol-1-y1
5-84 [NO, NMe; 1H-1,2,4-triazol-1-yl1
5-85 |Me SMe H
5-86 |Me SOMe H
5-87 |Me SO;Me H
5-88 |Me SEt H
5-89 |Me SOEt H
5-90 |Me SO,Et H
5-91 [Me S(CH,).OMe H
5-92 [Me SO(CH).OMe H
5-93 |[Me SO,(CH,),OMe H
5-94 |Me F F
5-95 |Me F Cl
5-96 |Me SEt F
5-97 |Me SOEt F
5-98 |Me SO,Et F
5-99 |Me Me Cl
5-100 |Me F Cl
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Dit liéu vét ly

Sé X Y z
("H NMR, DMSO-ds, 400 MHz)
5-101 |Me Cl Cl
5-102 |Me NH, Cl
5-103 |Me NHMe Cl
5-104 |Me NMe, Cl
5-105 [Me O(CH2),0Me Cl
5-106 [Me O(CH>);0Me Cl
5-107 (Me O(CH2)«OMe Cl
5-108 (Me OCH2CONMe; Cl
5-109 |Me O(CH2),-CO-NMe; Cl
5-110 (Me O(CHz),-NH(CO)NMe, Cl
SH1 |Me NHCONHCOE  |C
5-112 |Me O(CH),-NHCO:Me Cl
5-113 |Me OCH2-NHSO,cPr Cl
O(CHy)-5-2,4-dimetyl-2 4-
5-114 |Me dihydro-3H-1,2 4-triazol- |Cl
3-on
5-115 [Me 8S§32ijdmwwkhz' cl
5-116 (Me SMe Cl
5-117 |Me SOMe Cl
5-118 [Me SO.Me Cl
5-119 |Me SEt Cl
5-120 |Me SOEt Cl
5-121 |Me SO.Et Cl
5-122 |Me S(CH2).0OMe Cl
5-123 (Me SO(CHz),OMe Cl
5-124 (Me SO,(CH,),OMe Cl
5-125 |Me NH, Br
5-126 |Me NHMe Br
5-127 |Me NMe; Br
5-128 |Me OCH>(CO)NMe, Br
5-129 |Me O(CHy)-5-pyrolidin-2-on  |Br
5-130 [Me SMe Br
5-131 |Me SOMe Br
5-132 |Me SO,Me Br
5-133 [Me SEt Br
5-134 |Me SOEt Br
5-135 |Me SO,Et Br
5-136 |Me SMe I
5-137 |Me SOMe I
5-138 |Me SO.Me I
5-139 |Me SEt I
Me SOEt I

5-140
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o N z Dit liu vat Iy
('H NMR, DMSO-ds, 400 MHz)
5-141 |Me SO,Et I
5-142 |Me Cl CF3;
1233 (s, 1H), 7,78 (d, 1H),
5-143 |Me SMe CF; Zsﬂs}(g 121?6)’6 4(’56,23(;’),22’)5;’ ?56
3H)
5-144 |Me SOMe CF3
5-145 |Me SO,Me CF; Zssgégszzglgé%{()s 2H), 3,31
5-146 |Me SEt CF3
5-147 |Me SOEt CF;
5-148 |Me SOEt CF;
5-149 |Me S(CH,),0Me CF;
5-150 |Me SO(CH,),OMe CF3
5-151 |Me SO(CH,);0Me CF;
5-152 |Me Me SO, Me
5153 |Me ;,S-dihydro-l,Z-oxazolJ- SO,Me
5.154 |Me ;iS-dihydro-l,Z-oxazolﬁ- SO,Et
>-135 |Me fﬁﬁica{‘rng-mlzt-yc}xazolﬂ -yf’s S0:Me
>-156 |Me ilg?i?gf ,ezt-yc}xazolé -yf’s SOEt
5-157 |Me NH- SO,Me
5-158 |Me NHMe SO,Me
5-159 |Me NMe, SO,Me
12,27 (bs, 1H), 7,64 (d, 1H),
5-160 |Me NH(CH;),0Me SO,Me 28’}921%, 13}’{5); 5(219 (5‘;1{)21;)2;‘?3
3H)
5-161 |Me pyrazol-1-yl SO,Me
5-162 |Me OH SO.Me
5-163 |Me OMe SO Me
5-164 |Me OMe SO,Et
5-165 |Me OEt SO.Me
5-166 |Me OEt SO,Et
5-167 |Me OiPr SO,Me
5-168 |Me OiPr SO;Et
5-169 |Me O(CH),.OMe SO.Me
5-170 (Me O(CH2),0OMe SO,Et
5171 |Me O(CH2);0Me SOMe
5-172 |Me O(CHy);0Me SO,Et
5-173 |Me O(CH2)sOMe SO,Me
5-174 |Me O(CH»)sOMe SO,Et
5-175 |Me O(CH,),NHSO2Me SO,Me
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. Dii liéu vét ly

s§ Ix Y z
("H NMR, DMSO-dg 400 MHz)

5-176 |Me O(CH,);NHSO2Me SO,Et

5-177 |Me OCH,(CO)NMe; SO;Me

5-178 |Me OCH,(CO)NMe; SO;Et

5-179 |Me [1,4]dioxan-2-yl-metoxy  [SO,Me

5-180 |Me [1,4]dioxan-2-yl-metoxy  |SOEt

5-181 |Me gg?g{zy);'y?iﬁiﬁ;yb SO;Me

5182 |Me cl SO;Me

5-183 |Me SMe SO,Me

5184 |Me SOMe SO,Me |
8.24 (4,1H), 8,04 (d, 1H), 4,62

5-185 |Me SO,Me SO;Me (s, 2H), 3.60 (s, 3H), 3.55 (s,
3H), 3,33 (s, 3H), 2,67 (s, 3H)

5186 |Me SO,Me SOE

5-187 |Me SEt SO;Me

5-188 |Me SOEt SO;Me

5-189 |Me SO,E SO,Me

5-190 |Me S(CH,);0Me SO;Me

5-191 |Me SO(CH2):0Me SO;Me

5-192 |Me SO,(CH;),0Me SO2Me

5-193 |CH.SMe OMe SO;Me

5-194 |CH,OMe  |OMe SO;Me

5-195 SPI\I,IZS(CHZ)Z NH(CH,),0Et SO;Me

5196 |Sh2OCHE - \NH(CH, 0B SO;Me

5197 |SEOCH: Jowe SO:Me

s-198 |CF2OCHY - |Npcr,0Me SO;Me

5-199 gﬁS(CHZ)Z NH(CH,):0Me SO;Me

5200 |Et SMe cl

5201 |Et SO,Me cl

5202 |Et SMe CF;

5203 |Et SO,Me CF,

5204 |Et F SO;Me

5205 |Et NH(CH,),0Me SO;Me

5206 |iPr SO,Me CF,s

5-207 |cPr SO,Me CF;

5208 |CF, O(CH;),0Me F

5209 |CF; O(CH,);0Me F

5210 |CFs OCH,CONMe; F

5-211 |CF3 [1,4]dioxan-2-yl-metoxy |F

5212 |CFs O(CH;),0Me cl
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Dii liéu vat ly

Sé X Y z
(*H NMR, DMSO-ds, 400 MHz)
5-213 |CF3 O(CH2);0Me Cl
5-214 |CF; OCH;CONMe, Cl
5-215 |CF3 [1,4]dioxan-2-yl-metoxy  |Cl
5-216 |CF3 O(CH).OMe Br
5-217 |CF3 O(CH;);OMe Br
5-218 |CF3 OCH,CONMe, Br
5-219 |CF3 [1,4]dioxan-2-yl-metoxy Br
5-220 |CF3 O(CH,).OMe I
5-221 |CF3 O(CH;);:0Me I
5-222 |CF3 OCH;CONMe, I
5-223 |CF3 [1,4]dioxan-2-yl-metoxy |1
5-224 |CF3 F SOMe
5-225 |CF; F SO,Et
5-226 |CF; O(CH»);:OMe SO,Me
5-227 |CF; O(CH2),OMe SO.Et
5-228 |CF; O(CH>);0Me SO,Me
5-229 |CF; O(CH,);0Me SO,Et
5-230 |CF; OCH,CONMe; SO, Me
5-231 |CF; OCH;CONMe, SO,Et
5-232 |CF; [1,4]dioxan-2-yl-metoxy  |SO.Me
5-233 |CF; [1,4]dioxan-2-yl-metoxy SO,Et
7,86 (d, 1H), 7,78 (d, 1H), 4,63
5-234 |F SMe CF3 (s, 2H), 4,18 (s, 3H), 3,40 (s,
3H)
235 [p sowe cr, 87 @ 10, 782 (& 18), 46
5-236 |Cl Me Cl
5-237 |Cl OCH,CHCH, Cl
5-238 cl OCH,CHF, c
5-239 |Cl O(CH),OMe Cl
7,65 (d, 1H), 7,48 (d, 1H), 4,70
5-240 |Cl OCH,CONMe; Cl (s, 2H), 3,43-3,24 (m, 5H), 3,0
(s, 3H), 2,86 (s, 3H)
5-241 |Cl O(CHa)-5-pyrolidin-2-on  |Cl
7,72 (d, 1H), 7,63 (d, 1H), 4,61
5-242 |Cl SMe Cl (s, 2H), 3,35 (s, 3H), 2,44 (s,
3H)
5-243 |Cl SOMe Cl
5-244 |Cl SO;Me Cl
5-245 |Cl F SMe
8,0 (d, 1H), 7,67 (d, 1H), 4,46
5-246 |Cl Cl SO.Me (s, 2H), 3,43 (s, 3H), 3,36 (s,
3H)
5-247 |Cl COOMe SO.Me
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Dit liéu vat ly

Sé X Y z
(*H NMR, DMSO-dg, 400 MHz)
5-248 |Cl CONMe, SO, Me
5-249 |Cl CONMe(OMe) SO,Me
5-250 |Cl CH;OMe SO.Me
5-251 |Cl CH,OMe SO,Et
5-252 |Cl CH:OEt SO.Me
5-253 |Cl CH,OEt SO,Et
5-254 |Cl CH,OCH,CHF, SO.Me
5-255 |Cl CH,OCH,CF; SO.Me
5-256 |Cl CH,OCH,CF3 SO.Et
5-257 |Cl CH20CH2CF2CHF2 SOzMG
5-258 |Cl CH>OcPentyl SO, Me
5-259 |Cl CH,PO(OMe), SO.Me
5960 |1 iiS-dlhydro- 1,2-oxazol-3- SMe
5261 |1 315-d1hydro- 1,2-oxazol-3- SO,Me
5962 |Cl ;,S-dlhydro- 1,2-oxazol-3- SO,Et
5963 |cl 5-xyanometyl-4,5-dihydro- SO,Me
1,2-oxazol-3-yl
5064 |Cl 5-xyanometyl-4,5-dihydro- SO,Et
1,2-oxazol-3-yl
5-(metoxymetyl)-4,5-
5-265 |Cl dihydro-1,2-0xazol-3-yl SO:Et
5-(metoxymetyl)-5-metyl-
5-266 |Cl 4,5-dihydro-1,2-oxazol-3- |[SO,Et
yl
Cl
5-267 CH;O-tetrahydrofuran-3-yl |SO,Me
5-268 |Cl CH,O-tetrahydrofuran-3-yl |SO,Et
CH,OCH,-
3-269 \Cl tetrahydrofuran-2-yl SO;Me
12,68 (bs, 1H), 8,09 (d, 1H),
7,91 (d, 1H), 5,12 (d, 2H), 5,06
(s, 2H), 4,62 (s, 2H), 3,97 (m,
5270 |ClI o SOaEt 1H), 3,72 (q, 1H), 3,62 (q, 1H),
Y 4 3,37 (s, 3H), 1,94-1,85 (m, 1H),
1,83-1,73 (m, 2H), 1,59-1,48
(m, 1H)
CH,OCH,-
5271 1€l tetrahydrofuran-3-yl SO:Me
CH,OCH,-
5-272 |Cl tetrahydrofuran-3-yl SOEt
5-273 |Cl OMe SO.Me
5-274 |Cl OMe SO,Et
5-275 |Cl OEt SO,Me
5-276 |Cl OEt SO.Et

-75-




222176

Dt ligu vat ly

Sé X Y zZ

(*H NMR, DMSO-ds, 400 MHz)
5-277 |C1 OiPr SO.Me
5-278 |Cl. OiPr SOzEt
5-279 |Cl O(CH),OMe SO.Me
5-280 |ClI O(CH2)sOMe SO,Me
5-281 |Cl O(CH2)sOMe SO,Et
5-282 |Cl O(CH2);0Me SO.Me
5-283 |Cl O(CH);0Me SO,Et
5-284 |Cl O(CH2).OMe SO.Me
5-285 |Cl O(CH2):0Me SO,Et
5-286 |Cl [1,4]dioxan-2-yl-metoxy SO.Me
5-287 |Cl [1,4]dioxan-2-yl-metoxy  |SO.Et
5-288 |ClI OCH»(CO)NMe; SO,Me
5-289 |Cl OCH2(CO)NMe, SO,Et

8,12 (d, 1H), 7,91 (d, 1H), 4,62
5-290 |Cl SMe SO,Me (s, 2H), 3,57 (s, 3H), 3,40 (s,

3H)
5-291 |Cl SOMe SO.Me
5-292 |Br OMe Br
5-293 |Br O(CH,).0OMe Br
5-294 |Br O(CH,),OMe SO,Me
5-295 |Br O(CH2).OMe SOzEt
5-296 |Br O(CH,);0Me SO,Me
5-297 |Br O(CH,);0Me SO.Et
5-298 |Br O(CH2)sOMe SO,Me
5-299 |Br O(CH)sOMe SO,Et
5-300 (Br [1,4]dioxan-2-yl-metoxy SO, Me
5-301 |Br [1,4]dioxan-2-yl-metoxy  |SO.Et
5-302 |I O(CH,).0Me SO.Me
5-303 |I O(CH,),0OMe SO,Et
5-304 |1 O(CH,);0Me SO.Me
5-305 |1 O(CH,);0Me SO,Et
5-306 |I O(CH,):OMe SO,Me
5-307 |1 O(CH2).OMe SO.Et
5-308 |I [1,4]dioxan-2-yl-metoxy SO, Me
5-309 |I [1,4]dioxan-2-yl-metoxy SO,Et
5-310 |OMe SMe CF3
5-311 |OMe SOMe CF3
5-312 |OMe SO,Me CF3
5-313 |OMe SOEt CFs
5-314 |OMe SO,Et CF3
5-315 |OMe S(CH2),OMe CF3
5-316 |{OMe SO(CH2).OMe CF;
5-317 |OMe SO,(CH2),OMe CF3
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Dit lidu vét Iy

S6 X Y Z

(*H NMR, DMSO-ds, 400 MHz)
5-318 |OMe SMe cl
5-319 |OMe SOMe Cl
5-320 |OMe SO,Me cl
5-321 |OMe SEt cl
5-322 |OMe SOEt cl
5-323 |OMe SO2Et Cl
5-324 |OMe S(CH2).0Me cl
5-325 |OMe SO(CH,),0Me cl
5-326 |OMe SO2(CH;),0Me Cl
5-327 |OMe H S0:Me Zs7§1§31;?(s7§11{)(d 2H), 4,62
5-328 |OCHy-c-Pr  |SMe CF;
5-329 |OCHz-c-Pr  |SOMe CF;
5-330 |OCHa-c-Pr  |SO,Me CF;
5-331 |OCHy-c-Pr  |SEt CF;
5-332 |OCHz-c-Pr  |SOEt CF;
5-333 |OCHz-c-Pr  |SO,Et CF;
5-334 |OCHy-c-Pr  |S(CH,),0Me CF;
5-335 |OCHz-c-Pr  |SO(CH,);OMe CF;
5-336 |OCHz-c-Pr  [SO,(CH,),OMe CF;
5-337 |OCH;-c-Pr SMe Cl
5-338 |OCHz-c-Pr  [SOMe cl
5-339 |OCHy-c-Pr  |SO:Me Cl
5-340 |OCHz-c-Pr  |SEt cl
5-341 |OCH-c-Pr  [SOEt Cl
5-342 |OCH-c-Pr  [SO,Et Cl
5-343 |OCHy-c-Pr  |S(CH;),OMe Cl
5-344 |OCHz-c-Pr  |SO(CH,);0OMe cl
5-345 |OCHz-c-Pr  |SO»(CH,);OMe cl
5-346 |OCH;-c-Pr SMe SO:Me
5-347 |OCHz-c-Pr  [SOMe SO,Me
5-348 |OCHy-c-Pr  |SO,Me SO;Me
5-349 |OCHp-c-Pr  |SEt SO,Me
5-350 |OCHz-c-Pr  |SOEt SO;Me
5-351 |OCHz-c-Pr  [SO,Et SO,Me
5-352 |OCHz-c-Pr  |S(CH,),OMe SO;Me
5-353 |OCH-c-Pr  |SO(CH,),OMe SO,Me
5-354 |OCHz-c-Pr  |SO2(CH,);OMe SO,Me
5-355 |SO;Me F CF;
5-356 |SO,Me NH, CF;
5-357 |SO,Me NHEt Cl
5-358 |SMe SEt F
5-359 |SMe SMe F
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B Dt liéu vat ly
So X Y Z
(*HNMR, DMSO-d¢, 400 MHz)
5-360 |F SO,Me CF;
12,58 (bs, 1H), 7,94 (d, 1H),
5-361 |Cl SMe CF3 7,87 (d, 1H), 4,63 (s, 2H), 2,44
(s, 3H)
12,70 (bs, 1H), 8,04 (d, 1H),
5-362 |Cl S(O)Me CF3 8,01 (d, 1H), 4,63 (s, 2H), 3,57
(s, 3H), 3,15 (s, 3H)
12,75 (bs, 1H), 8,19 (d, 1H),
5-363 |Cl SO, Me CF3 8,17 (d, 1H), 4,63 (s, 2H), 3,52
(s, 3H), 3,32 (s, 3H)
5-364 |Cl SO;Me SO, Me

Bang 6: Hop chét c6 cong thirc chung (I) theo sang ché, trong d6 A 1a CY

X
NN S Y
BN
O z

Sé R X Y Z Dit liéu vét Iy

6-1 c-Pr NO, H SO, Me

6-2 c-Pr Cl H SO,Me

6-3 c-Pr SO, Me H CF3

6-4 c-Pr NO; H OMe

6-5 c-Pr NO; H Br

6-6 c-Pr NO; H Cl

6-7 c-Pr NO, H CF3

6-8 c-Pr NO, H NO;

6-9 c-Pr NO; H Me

6-10 c-Pr NO: H F

6-11 c-Pr OMe H SO, Me

6-12 c-Pr CF3 H NO,
'H NMR, DMSO-d¢, 400 MHz

6-13 c-Pr CF; H cl 12,32 (bs, 1H), 7,97 (s, 1H), 7{90
(d, 1H), 7,80 (d, 1H), 2,19 (m,
1H), 1,09 (m, 2H), 0,96 (m, 2H)

6-14 c-Pr CH.SO:Me | H Br
'H NMR, DMSO-dg, 400 MHz
8,09 (d, 1H), 7,91 (d, 1H), 5,22

6-15 c-Pr Cl CH,OCH,CF; SO,Me (s, 2H), 4,29 (q, 2H), 3,40 (s,
3H), 2,20 (m, 1H), 1,15-0,86 (m,
4H)

6-16 c-Pr Cl CH,OCH,CF; SMe

617 | cPr cl fhﬁ;/gf:‘?ztyl 43 | 50,8t
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oxazol-3-yl
618 | c-Pr cl 45-dibydro-12- | g by
oxazol-3-yl
'H NMR, DMSO-dg, 400 MHz
12,24 (bs, 1H), 8,17 (d, 1H),
8,13 (d, 1H), 5,13 (s, 2H), 4,01-
cl CH,OCHy- 3,93 (m, 1H), 3,72 (dd, 1H),
6-19 c-Pr tetrahydrofuran-2- | SO,Me 3,64-3,53 (m, 3H), 3,40 (s, 2H),
yl 2,0-1,92 (m, 1H), 1,92-1,86 (m,
1H), 1,82-1,73 (m, 2H), 1,58-
1,49 (m, 1H), 1,13-1,07 (m, 1H),
0,98-0,88 (m, 4H)
6-20 c-Pr Cl SMe Cl
'H NMR, DMSO-ds, 400 MHz
Cl
6-21 c-Pr SMe SO,Me 8,09 (d, 1H), 7,88 (d, 1H), 3,57
(s, 3H), 2,20 (m, 1H), 1,11 (m,
2H), 0,97 (m, 2H)
| 6-22 c-Pr Cl Me SOzEt
6-23 c-Pr Cl O(CH2),OMe Cl
6-24 c-Pr Cl OCH;-xyclopropyl | Cl
6-25 c-Pr Cl OMe Cl
6-26 c-Pr Cl NHAc Cl
6-27 c-Pr Cl OCH,C(O)NMe, Cl
'"H NMR, DMSO-ds, 400 MHz
12,48 (bs, 1H), 8,12 (d, 1H),
6-28 c-Pr Cl Cl SO:Me 7,88 (d, 1H), 3,49 (s, 3H), 2,21-
2,17 (m, 1H), 1,14-1,09 (m, 2H),
1,02- 0,92 (m, 2H)
6-29 c-Pr Cl pyrazol-1-yl SO.Me
630 | c-Pr cl ‘I‘zﬁemxy'pyraz"l' SO;Me
6-31 c-Pr Cl 1,2,3-triazol-1-yl SO, Me
6-32 c-Pr Cl 1,2,3-triazol-2-yl SO,Me
6-33 c-Pr Cl F SO,Me
6-34 c-Pr Me SO,Me SO, Me
6-35 c-Pr Me SO,Me CF;
6-36 c-Pr Me NMe, SO.Me
'"H NMR, DMSO-ds, 400 MHz
12,23 (bs, 1H), 7,83 (2d, 2H),
6-37 c-Pr Me S(O)Me CF; 3,05 (s, 3H), 2,82 (s, 3H), 2,23-
2,15 (m, 1H), 1,16-1,07 (m, 2H),
1,0-0,92 (m, 2H)
'H NMR, DMSO-ds, 400 MHz
11,02 (bs, 1H), 7,79 (d, 1H),
6-38 c-Pr Me SMe CF; 7,74 (d, 1H), 2,67 (s, 3H), 2,30
(s, 3H), 1,23-1,09 (m, 2H), 0,98-
0,92 (m, 2H)
6-39 c-Pr Me SO,CH,CH,OMe | CF3
6-40 c-Pr Me pyrazol-1-yl SO, Me
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641 | cPr Me j‘:;’;eto"y'pyraz°l' SO.Me

6-42 c-Pr Me 1,2,3-triazol-1-yl SO,Me

6-43 c-Pr Me 1,2,3-triazol-2-yl SO;Me

6-44 c-Pr Me Cl SO.Me

6-45 c-Pr Me Me SO;Me
'H NMR, DMSO-ds, 400 MHz

: 12,07 (bs, 1H), 7,59 (dd, 1H),

6-46 c-Pr Me F Cl 7,43 (d, 1H), 2,31 (s, 3H), 2,18
(m, 1H), 1,10 (m, 2H), 0,95 (m,
2H)

6-47 c-Pr Me SO,Me Cl

6-48 c-Pr Me NMe, SO, Me

6-49 c-Pr Me NH(CH,),OMe SO,Me

6-50 c-Pr CF; F SO,CHjs

6-51 c-Pr CF3 SMe SO,CHj3

6-52 c-Pr CF; SEt SO,CHj3

6-53 c-Pr CF3 S(O)Et SO,CH;s

6-54 c-Pr CF; SO,CHj3 SO,CHj3

6-55 c-Pr CF; OCH,CH,OMe SO,CHj3

6-56 c-Pr CF3 OCH,(CO)NMe, SO2Me

CH,O-
6-57 c-Pr CF3 tetrahydrofuran-2- | SO,Et
yl

6-58 c-Pr SMe SMe F

6-59 c-Pr SMe SEt F

6-60 c-Pr SO,CHj F Cl

6-61 c-Pr F S(O)Me CF;

6-62 c-Pr F SMe CF;

6-63 COqEt NO, H SO, Me
'H NMR, CDCl;, 400 MHz

6-64 CO,Et Cl H SO,Me 13,03 (s, 1H), 8,14 (d, 1H), 8,02
(dd, 1H), 7,95 (d, 1H), 4,42 (q,
2H), 3,38 (s, 3H), 1,34 (t, 3H)
'H NMR, CDCl;, 400 MHz

6-65 COzEt SOzMe H CF3 8,0 (d, 1H), 7,52 (m, 1H), 6,82
(d, 1H), 4,49 (q, 2H), 3,38 (s,
3H), 1,44 (t, 3H)
'H NMR, DMSO-ds, 400 MHz

6-66 | COEt | NO, H OMe 12,87 (bs, 1H), 7,80 (d, 1H),
7,66 (s, 1H), 7,41 (d, 1H), 4,41
(q, 2H), 3,92 (s, 3H), 1,32 (t, 3H)
'H NMR, DMSO-ds, 400 MHz

6-67 CO,Ft NO, H Br 13,03 (bS, 1H), 8,44 (S, IH), 8,14
(d, 1H), 7,79 (d, 1H), 4,40 (q,
2H), 1,32 (t, 3H)

6-68 CO,Et NO, H CF;

6-69 CO,Et NO, H NO;
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'H NMR, DMSO-ds, 400 MHz
6-70 CO,Et NOz H Cl 13,02 (bS, 1H), 8,33 (S, 1H), 8,03
(d, 1H), 7,88 (d, 1H), 4,40 (q,
2H), 1,33 (t, 3H)
'"H NMR, DMSO-ds, 400 MHz
6-71 COzEt N02 H Me 12,91 (bS, 1H), 8,04 (S, 1H), 7,72
(dd, 2H), 4,41 (q, 2H), 1,33 (4,
3H)
'"H NMR, DMSO-ds, 400 MHz
6-72 CO,Et NO, H F 13,01 (bS, 1H), 8,18 (d, 1H),
7,94 (m, 1H), 7,83 (m, 1H), 4,41
(g, 2H), 1,33 (t, 3H)
6-73 CO,Et OMe H SO,Me
6-74 COEt CF3 H NO,
6-75 CO;Et |CH.SOMe | H Br
'H NMR, CDCls, 400 MHz
11,21 (bs, 1H), 8,16 (d, 1H),
6-76 CO,Et Cl CH,OCH,CF3 SO, Me 7,79 (d, 1H), 5,34 (s, 2H), 4,49
(q, 2H), 4,02 (q, 2H), 3,23 (s,
3H), 1,43 (t, 3H)
'H NMR, DMSO-ds, 400 MHz
12,76 (s, 1H), 7,64 (d, 1H), 7,43
6-77 CO,Et Cl CH,0OCH,CF3 SMe (d, 1H), 4,90 (s, 2H), 4,42 (q,
2H), 4,17 (q, 2H), 2,56 (s, 3H),
1,34 (t, 3H)
'H NMR, CDCl;, 400 MHz
5-xyanometyl-4,5- 8,13 (d, 1H), 7,96 (d, 1H), 5,21-
678 | COEt | cCl dihydro-1,2- SO,Et 5,12 (m, 1H), 4,52 (q, 2H), 3,80-
' oxazol-3-yl 3,71 (m, 1H), 3,42-3,24 (m, 3H),
2,98-2,83 (m, 2H), 1,47 (t, 3H),
1,29 (t, 3H)
679 | COEt |l 45-dibydro-1.2- 1 g0 g
oxazol-3-yl
Cl CH,OCH;-
6-80 CO;Et tetrahydrofuran-2- | SO.Me
yl
6-81 COzEt Cl SMe Cl
'H NMR, DMSO-ds, 400 MHz
o2 |comt | SMe SO;Me 13,01 (bs, 1H), 813 (d, 1H),
7,92 (d, 1H), 4,42 (q, 2H), 3,58
(s, 3H), 1,34 (t, 3H)
6-83 COEt Cl Me SO,Et
6-84 CO.Et Cl O(CH2).OMe Cl
6-85 COEt Cl OCHz-xyclopropyl | CI
6-86 CO3Et Cl OMe Cl
6-87 CO2Et Cl NHAc Cl
6-88 CO,Et Cl OCH,C(O)NMe, Cl
6-89 COqEt Cl Cl SOMe
6-90 COzEt Cl pyrazol-1-yl SO,Me
6-91 CO3Et Cl 4-metoxy-pyrazol- | SO:Me
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1-yl
6-92 CO,Et Cl 1,2,3-triazol-1-yl SO,Me
6-93 CO,Et Cl 1,2,3-triazol-2-yl SO,Me
6-94 COEt Cl F SO,Me
6-95 CO;Et Me SO, Me SO,Me
'H NMR, DMSO-ds, 400 MHz
6-96 | COEt | Me SO,Me CFs 12,93 (bs, 1H), 7,79 (d, 1H),
7,72 (d, 1H), 4,42 (q, 2H), 2,67
(s, 3H), 2,32 (s, 3H), 1,34 (t, 3H)
6-97 CO.Et Me NMe; SO, Me
6-98 | COEt | Me S(O)Me CF;
'H NMR, DMSO-ds, 400 MHz
6-99 COzEt Me SMe CF3 12,76 (bS, IH), 8,04 (d, 1H),
8,00 (d, 1H), 4,42 (q, 2H), 3,42
(s, 3H), 2,72 (s, 3H), 1,34 (t, 3H)
6-100 COZEt Me S0O,CH,CH,OMe CF3
6-101 | COJEt Me pyrazol-1-yl SO,Me
6102 | COEt | Me ‘;:ﬁetoxy'pyrazol' SO:Me
6-103 COLEt Me 1,2,3-triazol-1-yl SO;Me
6-104 COzEt Me 1,2,3-triazol-2-yl SO, Me
'H NMR, DMSO-ds, 400 MHz
12,89 (bs, 1H), 8,03 (d, 1H),
6-105 | COEt | Me cl SO,Me 7,77 (4, 1H), 4,41 (g, 2H), 3,42
(s, 3H), 1,33 (t, 3H)
'H NMR, DMSO-ds, 400 MHz
6-106 | COEt | Me Me SO;Me 7,78 (d, 1H), 7.4 (d, 1H), 4,35
(g, 2H), 3,22 (s, 3H), 2,57 (s,
3H), 2,34 (s, 3H), 1,31 (t, 3H)
6-107 CO2Et Me Me SMe
6-108 CO.Et Me SO.Me Cl
6-109 CO,Et Me NMe, SO, Me
6-110 COEt Me NH(CH,),OMe SO, Me
'H NMR, DMSO-ds, 400 MHz
13,22 (bs, 1H), 8,30 (dd, 1H),
6-111 CO,Et CF; F SO,CHj3 7,86 (d,1H), 4,41 (q, 2H), 3,84
(m, 2H), 3,41 (s, 3H), 3,49 (s,
3H), 1,34 (t, 3H)
6-112 CO,Et CFs SMe SO,CHj3
6-113 CO,Et CF; SEt SO,CHj3
6-114 | CO.Et CF3 S(O)Et SO,CH;
6-115 COzEt CF3 SO,CH3 SO,CHj3
6-116 CO,Et CF3 OCH,CH,OMe SO,CH;3
6-117 COqEt CF; OCH,(CO)NMe, SO2Me
CH,0O-
6-118 | COzEt CF; tetrahydrofuran-2- | SO,Et
yl

-82-




222176

Sé R X Y V4 Dit liéu vat ly
6-119 | COEt SMe SMe F
6-120 | COsEt SMe SEt F
'H NMR, DMSO-ds, 400 MHz
6-121 | COEt | SO,CHs |F cl 12,92 (bs, 1H), 8,12 (dd, 1H),
7,58 (d,1H), 4,41 (q, 2H), 3,44
(s, 3H), 1,33 (t, 3H)
6-122 | COEt |F S(0)Me CF;
6-123 | COEt |F SMe CF;
6-124 | CO;Me | NO, H SO;Me
6-125 | COMe | Cl H SO;Me
6-126 | CO.Me | SO,Me H CF;
6-127 | CO;Me | NO, H OMe
6-128 | COMe | NO, H Br
6-129 | COMe | NO, H CF;
6-130 | CO;Me | NO, H NO;
6-131 | CO;Me | NO, H Cl
6-132 | COMe | NO;, H Me
6-133 | CO;Me | NO, H F
6-134 | CO;Me | OMe H SO,Me
6-135 | CO;Me | CF; H NO,
6-136 | CO,Me [(CH.SOMe | H Br
6-137 | COMe | Cl CH;OCH,CFs3 SO,Me
6-138 | COMe | Cl CH,OCH,CFs; SMe
5-xyanometyl-4,5-
6-139 | COMe | CI dihydro-1,2- SO.Et
oxazol-3-yl
6-140 | COMe | Cl g:azdcﬁl%d;‘l’” SO;E
cl CH,OCH,-
6-141 | COMe tetrahydrofuran-2- | SO,Me
yl
6-142 | COMe | Cl SMe Cl
6-143 | COMe | Cl SMe SO,Me
6-144 | COMe | Cl Me SOsEt
6-145 | COMe | Cl O(CH;),0Me Cl
6-146 | COMe Cl OCHaz-xyclopropyl | Cl
6-147 | COMe | Cl OMe Cl
6-148 | COMe | Cl NHAc Cl
6-149 | COMe | Cl OCH,C(O)NMe, | Cl
6-150 | COMe | Cl Cl SO;Me
6-151 | COMe Cl pyrazol-1-yl SO,Me
6-152 | COMe | Cl ‘I‘:Iy‘iemxy'pyraz"l' SO,Me
6-153 | COMe | Cl 1,2,3-triazol-1-yl | SO,Me
6-154 | COMe | Cl 1,2,3-triazol-2-yl | SO,Me
6-155 | COMe | Cl F SO;Me

-83-




222176

Sé R X Y Z Dit lidu vat ly

6-156 | COMe Me SO,Me SO Me

6-157 | COMe Me SO,Me CF3

6-158 | COMe Me NMe, SO,Me

6-159 | COMe Me S(O)Me CF;

6-160 | COMe Me SMe CF;

6-161 | COMe Me SO,CH,CH,OMe | CF3

6-162 | COMe Me pyrazol-1-yl SO,Me

6-163 | COMe | Me ‘f:;riet"xy'pyraz"l' SO:Me

6-164 | COMe Me 1,2,3-triazol-1-yl SO,Me

6-165 | COMe Me 1,2,3-triazol-2-yl SO;Me

6-166 | COMe Me Cl SO Me

6-167 | COMe Me Me SO,Me

6-168 | COMe Me Me SMe

6-169 | COMe Me SO, Me Cl

6-170 | COMe Me NMe, SO,Me

6-171 | COMe Me NH(CH2),OMe SO, Me

6-172 | COMe CF3 F SO,CH;

6-173 | COMe CF3 SMe SO,CH3;

6-174 | COMe CF; SEt SO,CH3

6-175 | COMe CF3 S(O)Et SO,CHs

6-176 | COMe CF; SO,CHj3 SO,CHj3

6-177 | CO.Me CF3 OCH,CH,OMe SO,CHj3

6-178 | COMe CF3 OCH,(CO)NMe, SO2Me

CH,0-
6-179 | COMe CF3 tetrahydrofuran-2- | SO,Et
yl

6-180 | COMe SMe SMe F

6-181 | COMe SMe SEt F

6-182 | COMe SO,CH; F Cl

6-183 | COMe F S(O)Me CF;

6-184 | COMe F SMe CF;

6-185 | benzyl NO, H SO,Me

6-186 | benzyl Cl H SO,Me

6-187 | benzyl SO;Me H CF3

6-188 | benzyl NO, H OMe
"HNMR, CDCl;, 400 MHz

6-189 | benzyl NO2 H Br 7,93 (s, 1H), 7,72 (m, 2H), 7,41-
7,28 (m, 5H), 4,09 (s, 2H)

6-190 | benzyl NO; H CF3

6-191 | benzyl NO; H NO;
"H NMR, CDCls, 400 MHz

6-192 | benzyl NO, H Cl 7,85-8,73 (m, 2H), 7,59 (dd,

1H), 7,39-7,23 (m, S5H), 4,09 (s,

2H)
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6-193 | benzyl NO, H Me
6-194 | benzyl NO, H F
6-195 | benzyl OMe H SO,Me
6-196 | benzyl CF3 H NO;
'"H NMR, DMSO-ds, 400 MHz
6-197 | benzyl [CH,SO.Me |H Br 7,83-7,72 (m, 2H), 7,68 (m, 1H),
7,40-7,37 (m, 5H), 4,83 (s, 2H),
4,28 (s, 2H), 2,91 (s, 3H)
'"H NMR, DMSO-ds, 400 MHz
12,49 (s, 1H), 8,08 (d, 1H), 7,92
6-198 | benzyl Cl CH,OCH,CF3 SO,Me (d, 1H), 7,39-7,24 (m, 5H), 5,23
(s, 2H), 4,27 (q, 2H), 3,39 (s,
3H)
'H NMR, DMSO-ds, 400 MHz
12,18 (s, 1H), 7,59 (d, 1H), 7,40-
6-199 | benzyl Cl CH,OCH,CF3 SMe 7,28 (m, 6H), 4,89 (s, 2H), 4,25
(s, 2H), 4,16 (g, 2H), 2,56 (s,
3H)
'"H NMR, CDCl;, 400 MHz
5-xyanometyl-4,5- 8,04 (d, 1H), 7,98 (d, 1H), 7,41-
6-200 | benzyl | Cl dihydro-1,2- SO,Et 7,24 (m, S5H), 5,19-5,09 (m, 1H),
oxazol-3-yl 3,78-3,69 (m, 1H), 3,36 (q, 2H),
3,28-3,18 (m, 1H), 2,98-2,78 (m,
2H), 1,28 (m, SH)
6201 |benzgl | ClI 4,5-dihydro-1,2- | 0y gy
oxazol-3-yl
'H NMR, CDCl;, 400 MHz
8,09 (d, 1H), 7,72 (d, 1H), 7,40-
cl CH,OCH,- 7,29 (m, SH), 5,27 (S, 2H), 4,13
6202 | benzyl tetrahydrofuran-2- | SO,Me (s, 2H), 4,10-4,02 (m, 1H), 3,79
yl (q, 1H), 3,71 (q, 1H), 3,68-3,57
(m, 2H), 3,28 (s, 3H), 2,01-1,90
(m, 1H), 1,90-1,81 (m, 2H),
1,62-1,51 (m, 1H)
6-203 | benzyl Cl SMe Cl
6-204 | benzyl = | Cl SMe SO,Me
6-205 | benzyl Cl Me SO,Et
6-206 | benzyl Cl O(CH,),OMe Cl
6-207 | benzyl Cl OCHa-xyclopropyl | Cl
6-208 | benzyl Cl OMe Cl
6-209 | benzyl Cl NHAc Cl
6-210 | benzyl Cl OCH2C(O)NMe, Cl
6-211 | benzyl Cl Cl SO,Me
6-212 | benzyl Cl pyrazol-1-yl SO,Me
6213 |benzyl | Cl TPl | so.me
6-214 | benzyl Cl 1,2,3-triazol-1-yl SO,Me
6-215 | benzyl Cl 1,2,3-triazol-2-yl SO,Me
6-216 | benzyl Cl F SO.Me
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6-217 | benzyl Me SO-Me SO,Me

6-218 | benzyl Me SO, Me CF3

6-219 | benzyl Me NMe; SO,Me

6-220 | benzyl Me S(O)Me CF3

6-221 | benzyl Me SMe CF;

| 6222 | benzyl Me SO,CH,CH,OMe | CF;

6-223 | benzyl Me pyrazol-1-yl SO.Me

6-224 | benzyl Me éll:gietoxy-pyrazol- SO:Me

6-225 | benzyl Me 1,2,3-triazol-1-yl SO.Me

6-226 | benzyl Me 1,2,3-triazol-2-yl SO.Me
'H NMR, DMSO-dg, 400 MHz
12,40 (s, 1H), 7,99 (d, 1H), 7,72

6-227 | benzyl Me Cl SO,Me (d, 1H), 7,40-7,26 (m, 5H), 4,25
(s, 2H), 3,41 (q, 2H), 2,42 (s,
3H)

6-228 | benzyl Me Me SO;Me

6-229 | benzyl Me Me SMe

6-230 | benzyl Me SO,Me Cl

6-231- | benzyl Me NMe, SO;Me

6-232 | benzyl Me NH(CH,),OMe SOMe

6-233 | benzyl CF3 F SO,CH3

6-234 | benzyl CF; SMe SO,CH3

6-235 | benzyl CFs SEt SO,CHj;

6-236 | benzyl CF; S(O)Et SO,CHj3

6-237 benzyl CF; SO,CH3 SO,CH3

6-238 | benzyl CF; OCH,CH,0OMe SO,CH3

6-239 | benzyl CF3 OCH2(CO)NMe, SO2Me

CH,0-
6-240 | benzyl CF3 tetrahydrofuran-2- | SO,Et
yl

'H NMR, CDCls, 400 MHz
10,65 (bs, 1H), 7,73 (m, 1H),

6-241 | benzyl SMe SMe F 7,38-7,28 (m, SH), 7,16 (t, 1H),
4,18 (s, 2H), 2,53 (s, 3H), 2,44
(s, 3H)
'H NMR, CDCls, 400 MHz

6-242 | benzyl SMe SEt F 7,49-7,38 (m, 6H), 7,24 (t, 1H),
4,19 (s, 2H), 2,92 (q, 2H), 1,23
(t, 3H)

6-243 | benzyl SO,CH;3 F Cl
'H NMR, CDCls, 400 MHz

F

6-244 benzyl S(0)Me CF; 8,18 (t, 1H), 8,0 (t, 1H), 7,65 (t,
2H), 7,39-7,21 (m, 3H), 4,17 (s,
2H), 3,11 (s, 3H)

6-245 | benzyl F SMe CF3

6-246 | phenyl NO; H SO,Me 'H NMR, CDCl;, 400 MHz
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9,02 (s, 1H), 8,72 (s, 1H), 8,20
(d, 1H), 7,90 (d, 1H), 7,29-7,18
(m, SH)
6-247 | phenyl Cl H SO,Me
'H NMR, CDCls;, 400 MHz
6-248 phenyl SO, Me H CF; 8,39 (s, 1H), 8,02-7,90 (m, 4H),
7,61-7,48 (m, 3H), 3,47 (s, 3H)
6-249 | phenyl NO: H OMe
6-250 | phenyl NO, H Br
6-251 | phenyl NO; H CF;
6-252 | phenyl NO; H NO;
6-253 | phenyl NO; H Cl
6-254 | phenyl NO; H Me
6-255 | phenyl NO, H F
6-256 | phenyl OMe H SO.Me
6-257 | phenyl CF; H NO2
6-258 ' | phenyl [CH.SO.Me | H Br
'H NMR, CDCls;, 400 MHz
8,19 (d, 1H), 8,01 (d, 2H), 7,91
6-259 | phenyl Cl CH,OCHCF; SO;Me (d, 1H), 7,65-7,50 (m, 3H), 5,39
(s, 2H), 4,04 (q, 2H), 3,22 (s,
3H)
6-260 | phenyl Cl CH,OCH,CF; SMe
'H NMR, CDCls;, 400 MHz
5-xyanometyl-4,5- 8,24 (d, 1H), 8,04-7,97 (m, 3H),
6-261 | phenyl Cl dihydro-1,2- SO,Et 7,66-7,51 Em, 3H), 5,21-5,09 (m,
oxazol-3-yl 1H), 3,81-3,58 (m, 1H), 3,38 (q,
2H), 3,31-3,19 (m, 1H), 2,99-
2,78 (m, 2H), 1,28 (t, 3H)
4,5-dihydro-1,2-
6-262 | phenyl Cl oxazol-3-y] SO,Et
Cl CH,OCH>-
6-263 | phenyl tetrahydrofuran-2- | SO,Me
yl
6-264 | phenyl Cl SMe Cl
6-265 | phenyl | CI SMe SO,Me
6-266 | phenyl Cl Me SO.Et
6-267 | phenyl Cl O(CH;),OMe Cl
6-268 | phenyl Cl OCHz-xyclopropyl | Cl
| 6-269 | phenyl Cl OMe Cl
6-270 | phenyl Cl NHAc Cl
6-271 | phenyl Cl OCH,C(O)NMe, Cl
6-272 | phenyl Cl Cl SO,Me
6-273 | phenyl Cl pyrazol-1-yl SO, Me
6274 | phenyl | Cl ‘l‘fy‘ietoxy'pyraml' SO,Me
6-275 | phenyl Cl 1,2,3-triazol-1-yl SO,Me
6-276 | phenyl Cl 1,2,3-triazol-2-yl SO,;Me
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6-277 | phenyl Cl F SO.Me

6-278 | phenyl Me SO,Me SO, Me
'H NMR, DMSO-dg, 400 MHz

6-279 | phenyl Me SOMe CFs 12,64 (s, 1H), 8,05 (2d, 2H),
7,94 (bs, 2H), 7,64 7,61 (m,
3H), 3,49 (s, 3H), 2,76 (s, 3H)

6-280 | phenyl Me NMe, SO.Me

6-281 | phenyl Me S(O)Me CF3
"H NMR, DMSO-dg, 400 MHz
12,46 (s, 1H), 7,93 (d, 2H), 7,80

6-282 | phenyl | Me SMe CF; (d, 1H), 7,75 (d, 1H), 7,58 — 7,64
(m, 3H), 2,69 (s, 3H), 2,32 (s,
3H)

6-283 | phenyl Me SO,CH,CH,OMe | CF3

6-284 | phenyl Me pyrazol-1-yl SO;Me

6-285 | phenyl | Me ;‘:;‘;etoxy'pym“' SO;Me

6-286 | phenyl Me 1,2,3-triazol-1-yl SO,Me

6-287 | phenyl Me 1,2,3-triazol-2-yl SO,Me

6-288 | phenyl Me Cl SO,Me

6-289 | phenyl Me Me SO, Me

6-290 | phenyl Me Me SMe

‘| 6-291 | phenyl Me SO,Me Cl

6-292 | phenyl Me NMe; SO,Me

6-293 | phenyl Me NH(CH,);OMe SO.Me

6-294 | phenyl CF3 F SO,CH3

6-295 | phenyl CF;3 SMe SO,CH3

6-296 | phenyl CF3 SEt SO,CHjs

6-297 | phenyl CF3 S(O)Et SO,CH3

6-298 | phenyl CF3 SO,CH; SO,CH;

6-299 | phenyl CFs3 OCH,CH,OMe SO,CHj3

6-300 | phenyl CF; OCH,(CO)NMe, | SO2Me

CH,0-
6-301 | phenyl CF; tetrahydrofuran-2- | SO,Et
yl

6-302 | phenyl SMe SMe F

6-303 | phenyl SMe SEt F

6-304 | phenyl SO>CH3 F Cl

6-305 | phenyl F S(O)Me CF;

6-306 | phenyl F SMe CF;

6-307 g?;‘;‘zm' NO; H SO:Me

6-308 g_y;fzm' cl H SO:Me

. 'H NMR, CDCl, 400 MHz
6-309 g{’;fzm' SO:Me H CF; 9,32 (s, 1H), 8,72 (dd, 2H), 8,38

(s, 1H), 8,00 (d, 1H), 7,90 (d,
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1H), 3,40 (s, 3H)
6-310 g_y;f‘zm' NO, H OMe
6311 g?;?zm' NO; H Br
6-312 g?;lazm" NO, H CF;
6313 g?;?zm' NO, H NO,
6-314 g_y;?zm' NO, H cl
6-315 gf’;i’zm' NO, H Me
6-316 gy;?zm- NO, H F
6-317 gf’yrfzm' OMe H SO:Me
6-318 g{’;lazm' CF; H NO,
6-319 gyrazm- CH,SO.M H Br
-yl e
'H NMR, CDCl, 400 MHz
6300 | Pyrazin- | CH,OCH,CF; SO,Me 9,39 (s, 1H), 8,78 (dd, 2H), 8,23
2-yl (d, 1H), 7,90 (d, 1H), 5,39 (m,
2H), 4,05 (q, 2H), 3,23 (s, 3H)
6-321 gf;fzm' cl CH,OCH,CF; SMe
'H NMR, CDCls, 400 MHz
_ 5-xyanometyl-4,5- 9,38 (s, 1H), 8,78 (d, 2H), 8,13
630y |pyrazin- | dihydro-1.2- SOEt (d, 1H), 8,04 (d, 1H), 5,12-5,11
2y oxazol-3-y1 (m, 1H), 3,82-3,71 (m, 1H), 3,39
(g, 2H), 3,33-3,24 (dd, 1H), 3,0-
2,81 (m, 1H), 1,3 (t, 3H)
6-323 pyrazin- al 4,5-dihydro-1,2- SO,Et
2-yl oxazol-3-yl
pyrazin- Cl CHOCH,-
6-324 2oyl tetrahydrofuran-2- | SO,Me
y 1
- | Cl
6-325 g_yyrfzm SMe cl
- | Cl
6-326 g_y;f‘zm SMe SO.Me
pyrazin- | Cl
6327 | 50 Me SO.Et
6-328 g_y;?zm' cl O(CH,);0Me cl
6-329 gg/)rl?zm- Cl OCHga-xyclopropyl | Cl
6-330 g?;f‘zm' cl OMe cl
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6-331 gf’;f‘zm' cl NHAc cl
6-332 g?’;?zm' cl OCH,C(O)NMe, | Cl
6-333 g?;j‘zm' cl cl SO,Me
6.334 | pyrazin- | I -1yl O:M
- 2yl pyrazol-1-y SO,Me
6.335 | pyrazin- | 4-metoxy-pyrazol- SO,Me
2-yl 1-yl
pyrazin- | Cl .
6-336 251 1,2,3-triazol-1-yl SO,Me
6-337 g_y;fzm' cl 1,2,3-triazol-2-yl | SO:Me
6-338 %r?zm- cl F SO:Me
6-339 g}’;‘zm‘ Me SO:Me SO;Me
'H NMR, DMSO-ds, 400 MHz
6-340 pyraZin' Me SO-,Me CF; 12,84 (S, IH), 9,33 (S, 1H), 8,86
2-yl - (2d, 2H), 8,04 (2d, 2H), 3,45 (s,
3H), 2,75 (s, 3H)
6-341 ‘2’?;?2‘“' Me NMe; SO:Me
6-342 g_y;‘zm' Me S(O)Me CF;
6343 | DU Me SMe CF;
| 6-344 g?;f‘zm' Me SO,CH,CH,OMe | CF;
6-345 g?f}rl?zm- Me pyrazol-1-yl SO,Me
6-346 | Pyrazin- |\ o 4-metoxy-pyrazol- SO,Me
2-yl 1-yl
6-347 Iz’f’;f‘zm' Me 1,2,3-triazol-1-yl | SO,Me
6-348 g_yj‘zm' Me 1,2,3-triazol-2-yl | SO,Me
6-349 gfj‘m‘ Me cl SO;Me
6-350 g?’;f‘zm' Me Me SO;Me
6-351 gf;?zm’ Me Me SMe
6-352 g_y;lazm' Me SO:Me cl
6-353 g?;f‘zm' Me NMe; SO:Me
6-354 g?;?zm' Me NH(CH,),OMe SO,Me
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6-355 g_y;f‘zm' CF; SO,CHs
6-356 gf’;i‘zm' CF; SO:CH;
6-357 g?;f‘zm' CF; SO.CH;
6-358 gf’;i‘zm' CF; SO,CHs
6359 |20 | CFs SO:CHs SO,CHj
6-360 %?zm- CF; OCH,CH,OMe S0,CH;
6-361 gf’;i‘zm' CF; OCH,(CO)NMe, | SO2Me
6-362 g{y;fzm' CFs tetrahydrofuran-2- | SO.Et
6-363 g_y;f‘zm' SMe F
6-364 g_y;“zm' SMe F
6-365 g?;lazm' SO2CH; cl
'H NMR, DMSO-ds, 400 MHz
| 6366 | Pyrazin- F S(O)Me CFs 9,35 (s, 1H), 8,88 (s, 2H), 7,90
2-yl (d, 1H), 7,83 (d, 1H), 3,17 (s,
3H), 3,12 (s, 3H)
o | F
6-367 gf’;lazm CF;
6-368 gilOMe' NO; SO.Me
IH NMR, CDCls;, 400 MHz
4-OMe. 12,67 (s, 1H), 8,14 (s, 1H), 8,04
6-369 | py Cl SO, Me d, 1H), 7,97 (4, 1H), 7,87 (4,
2H), 7,15 (d, 2H), 3,85 (s, 3H),
3,36 (5, 3H)
6-370 ;?Me' SO,Me CF;
6-371 gilOMe' NO, OMe
6-372 éhOMe' NO; Br
6-373 ;OMe' NO, CFs
6374 ;OM"" NO, NO,
6-375 gLOMe' NO, cl
6-376 ;OM"" NO, Me
6-377 | 4-OMe- | NO, F
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Ph
6378 | vOME | OMe H SO;Me
6379 | 2OMT | s H NO»
6380 | oMo | SHRSOM gy Br
'H NMR, CDCls, 400 MHz
4-OMe. 8,43 (bs, 1H), 8,02 (d, 1H), 7,66
6-381 Ph Cl CH,OCH,CF3 SO.Me (d, 1H), 7,49 (d, 2H), 6,80 (d,
2H), 5,61 (bs, 1H), 5,40-5,27 (m,
2H), 4,03 (g, 2H), 3,05 (s, 3H)
6382 | oV | CH,OCH,CF; SMe
'H NMR, CDCls, 400 MHz
oM. 5 xyanometyl-4,5- 8,08 (2d, 2H), 7,92 (d, 2H), 7,03
6-383 | oy cl dihydro-1,2- SO.Et (d, 2H), 5,22-5,12 (m, 1H), 3,83-
oxazol-3-y1 3,62 (m, 1H), 3,37 (q, 2H), 3,29-
321 (m, 1H), 3,0-2,91 (dd, 1H),
2,88-2,79 (dd, 1H), 1,27 (¢, 3H)
4-OMe- 4,5-dihydro-1,2-
6384 | o cl snzol 391 SO,Et
e | CH;OCH,-
6385 | g tetrahydrofuran-2- | SO;Me
yl
OMe- | Cl
6-386 ghOMe SMe cl
OMe- | Cl
6-387 ;hOMe SMe SO.Me
OMe- | CI
6-388 4PhOMe Me SO.Et
6380 | OV |l O(CHz):0Me cl
6390 |5V |a OCH,-xyclopropyl | CI
6391 | o | OMe cl
6392 | oM | a NHAc cl
6393 [ 5OM | a OCHC(O)NMe, | CI
6394 | 5OV | a cl SO;Me
OMe- | Cl
6-395 ghOMe pyrazol-1-yl SO, Me
4-OMe- 4-metoxy-pyrazol-
6396 | by cl ol SO:Me
4-OMe- | Cl .
6-397 Ph 1,2,3-triazol-1-yl SO,Me
6-398 | 4-OMe- | Cl 1,2,3-triazol-2-yl | SO,Me
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Ph
4-OMe-
6-399 | oo “ la F SO,Me
'H NMR, DMSO-ds, 400 MHz
6-400 | #-OMe- |\ SO,Me SO,Me 12,54 (s, 1H), 8,02 (2d, 2H),
Ph 7,89 (d, 2H), 7,15 (d, 2H), 3,86
(s, 3H), 3,42 (s, 3H), 2,75 (s, 3H)
6401 | FOMe- | ype SO,Me CF;
Ph
6-402 ;OM‘* Me NMe, SO,Me
6-403 ;OM‘Q" Me S(0)Me CF;
'H NMR, DMSO-ds, 400 MHz
4-OMe. 12,37 (s, 1H), 7,87 (d, 2H), 7,79
6-404 | oy Me SMe CF; (d, 1H), 7,74 (d, 1H), 7,15 (d,
2H), 3,86 (s, 3H), 2,67 (s, 3H),
2,32 (s, 3H)
6-405 ‘lf;;lOMe' Me SO,CH,CH,OMe | CF;
6-406 ;lOMe- Me pyrazol-1-yl SO:Me
4-OMe- 4-metoxy-pyrazol-
6-407 | oy Me 11 SO;Me
6408 | oOM | Me 1,2,3-triazol-1-yl | SO,Me
6409 | 5OV | Me 1,2,3-triazol-2-yl | SOMe
6410 | FOMe- |\ re cl SO.Me
Ph
6-a11 | FOMe- 1 pe Me SO;Me
Ph
4-OMe-
6-412 | o Me Me SMe
6413 | FOMe- |y pe SO,Me cl
Ph
6-414 ;OMG" Me NMe, SO,Me
6-415 EOM"' Me NH(CH,),0Me SO,Me
6-a16 | FOMe | o F SO,CH;
Ph
6-417 ;OM"“' CF; SMe SO,CH;
6-a1g | FOMe | o SEt SO,CH;
Ph
6-419 ;}OMG' CF; S(O)Bt SO,CH;
6-420 4P;10Me' CF; S0,CH; SO,CH;
6-421 | 4-OMe- | CFs OCH,CH,OMe SO,CH;
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Ph
6-422 ‘I;IOMG' CF; OCH,(CO)NMe, | SO,Me
CH,O-
6-423 gilOMe_ CF; tetrahydrofuran-2- | SO,Et
yl
6424 | FOMe- | e SMe F
Ph
4-OMe-
6-425 | pp SMe SEt F
6426 | FOMe oo cm, | F cl
Ph
'H NMR, DMSO-dg, 400 MHz
-OMe- | F
6477 | 4-OMe SO)Me CFy 8,14 (d, 1H), 7,89 (d, 3H), 7,17
Ph (d, 2H), 3,87 (s, 3H), 3,14 (s,
3H)
4-OMe- | F
6-428 | oy SMe CF;
'H NMR, CDCls, 400 MHz
6-429 | 4-Cl-Ph | NO, H SO,Me 8,23 (m, 1H), 8,12 (m, 1H), 7,92
d, 2H), 7,53 (d, 2H), 3,13 (s,
3H)
6-430 |4-Cl-Ph | Cl H SO.Me
'H NMR, CDCls, 400 MHz
6-431 | 4-C1-Ph | SOMe H CF; 8,39 (s, 1H), 7,99 (d, 1H), 7,43-
7,34 (m, 3H), 7,49 (d, 2H), 3,43
(s, 3H)
6-432 | 4-CI-Ph | NO, H OMe
6-433 | 4-CI-Ph | NO, H Br
6-434 | 4-Cl-Ph | NO, H CF;
6-435 | 4-Cl-Ph | NO, H NO,
6-436 | 4-CI-Ph | NO, H cl
6-437 | 4-CI-Ph | NO, H Me
6-438 | 4-CI-Ph | NO, H F
6-439 | 4-C1-Ph | OMe H SO,Me
6-440 | 4-CI-Ph | CF; H NO,
6-441 | 4-CI-Ph | CH:SO.Me | H Br
'H NMR, CDCls, 400 MHz
8,27-8,08 (m, 2H), 7,99-7,81 (m,
6-442 | 4-Cl-Ph | CI CH,OCH,CF; SO.Me 2H), 7,57-7,43 (m, 2H), 5,48-
5,29 (m, 2H), 4,12-3,98 (m, 2H),
3,22 (m, 3H)
6-443 |4-Cl.Ph | Cl CH,OCH,CF; SMe
'H NMR, CDCls, 400 MHz
5-xyanometyl-4,5- 8,16 (d, 1H), 8,01 (d, 1H), 7,96
6-444 | 4-Cl-Ph | CI dihydro-1,2- SO.Et (d, 2H), 7,53 (4, 2H), 5,20-5,09
oxazol-3-71 (m, 1H), 3,80-3,69 (m, 1H), 3,39

(g, 2H), 3,31-3,19 (dd, 1H),
2,98-2,77 (m, 2H), 1,29 (t, 3H)
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6-445 | 4-Cl-Ph | CI ‘;faj(ﬁ%d;‘f” SO,E
a1 CH,OCH,-
6-446 | 4-Cl-Ph tetrahydrofuran-2- | SO,Me
yl

6-447 |4-Cl-Ph | Cl SMe cl

6-448 |4-Cl-Ph | Cl SMe SOMe

6-449 | 4-Cl-Ph | Cl Me SO,Et

6-450 |4-Cl-Ph | Cl O(CH;),0Me cl

6-451 |4-Cl-Ph | Cl OCH,-xyclopropyl | Cl

6-452 | 4-Cl-Ph | Cl OMe cl

6-453 | 4-Cl1-Ph | CI NHAc cl

6-454 |4-Cl-Ph | Cl OCH,C(O)NMe, | Cl

6-455 | 4-Cl-Ph | CI cl SO,Me

6-456 | 4-CI-Ph | CI pyrazol-1-yl SO,Me

6-457 | 4-CPh | CI T PRl | soame

6-458 | 4-Cl-Ph | Cl 1,2,3-triazol-1-yl | SO.Me

6-459 |4-Cl.Ph | Cl 1,2,3-triazol-2-yl | SOMe

6-460 | 4-Cl-Ph | Cl F SO,Me

6-461 | 4-Cl-Ph | Me SO;Me SO,Me
'H NMR, CDCls, 400 MHz

6-462 | 4-CI-Ph | Me SO.Me CFs 7,98-7,87 (dd, 4H), 7,51 (d, 2H),
3,26 (s, 3H), 2,87 (s, 3H)

6-463 | 4-Cl-Ph | Me NMe, SO,Me

6-464 | 4-Cl-Ph | Me S(O)Me CF;
'H NMR, CDCls, 400 MHz

6-465 | 4-CLPh | Me SMe CF; 12,50 (s, 1), 7,95 (d, 2H), 7,80
d, 1H), 7,74 (d, 1H), 7,69 (d,
2H), 2,69 (s, 3H), 2,32 (s, 3H)

6-466 | 4-CI-Ph | Me SO,CH,CH,0OMe | CF;

6-467 | 4-ClI-Ph | Me pyrazol-1-yl SO-Me

6-468 | 4-CLPh | Me ‘;:;‘iet"xy'pyraz"l' SO,Me

6-469 | 4-CI-Ph | Me 1,2,3-triazol-1-yl | SO,Me

6-470 | 4-Cl-Ph | Me 1,2,3-triazol-2-yl | SO;Me
'H NMR, DMSO-ds, 400 MHz

6-471 | 4-Cl-Ph | Me cl SO:Me 12,64 (bs, 1H), 8,04 (d, 1H),
7,97 (d, 2H), 7,80 (d, 1H), 7,70
(d, 2H), 3,44 (s, 3H)

6-472 | 4-Cl-Ph | Me Me SO;Me

6-473 | 4-Cl-Ph | Me Me SMe

6-474 | 4-Cl-Ph | Me SO:Me cl

6-475 | 4-Cl-Ph | Me NMe; SO,Me

6-476 | 4-Cl-Ph | Me NH(CH,),0Me SO,Me
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6:477 | 4-C1-Ph | CFs F SO,CH;

6-478 | 4-Cl-Ph | CFs SMe SO,CH;s

6-479 | 4-Cl-Ph | CFs SEt SO,CH;

6-480 | 4-Cl-Ph | CFs S(O)Et SO,CH;

6-481 | 4-Cl-Ph | CFs SO:CH; SO.CH;

6-482 | 4-CI-Ph | CF; OCH,CH,0OMe SO,CH;

6-483 | 4-Cl-Ph | CF; OCH,(CO)NMe, | SO2Me

CH,0-
6-484 | 4-Cl-Ph | CF; tetrahydrofuran-2- | SO,Et
yl

6-485 | 4-C1-Ph | SMe SMe F

6-486 | 4-Cl-Ph | SMe SEt F

6-487 | 4-Cl-Ph | SO,CHs F Cl
'H NMR, DMSO-ds, 400 MHz

F

6-488 | 4-Cl-Ph S(0)Me CFs 12,90 (bs, 1H), 8,14 (m, 1H),
7,97 (d, 2H), 7,91 (d, 1H), 7,69
(d, 2H), 3,14 (s, 3H)

6-489. | 4-Cl-Ph | F SMe CF;

6-490 | tert-butyl | NO, H SO,Me
'H NMR, DMSO-ds, 400 MHz

6-491 | tert-butyl | Cl H SO;Me 12,49 (bs, 1H), 8,12 (s, 1H), 8,0
(d, 1H), 7,94 (d, 1H), 1,34 (s,
9H)
'H NMR, DMSO-ds, 400 MHz

6-492 | tert-butyl | SO.Me H CF3 8,28 (m, 1H), 8,17 (d, 1H), 7,90
(m, 1H), 1,24 (s, 9H)

6-493 | tert-butyl | NO, H OMe
'H NMR, CDCls, 400 MHz

6-494 | tert-butyl | NO, H Br 7,92 (s, 1H), 7,83 (dd, 1H), 7,76
(dd, 1H), 1,39 (s, 9H)
H NMR, CDCls, 400 MHz

6-495 | tert-butyl | NO, H CFs 8,11 (s, 1H), 8,02 (d, 1H), 7,89
(d, 1H), 1,41 (s, 9H)
IH NMR, CDCls, 400 MHz

6-496 | tert-butyl | NO; H NO; 8,68 (s, 1H), 8,48 (d, 1H), 8,09
(d, 1H), 1,42 (s, 9H)

6-497 | tert-butyl | NO, H cl
IH NMR, CDCls, 400 MHz

6498 | tert-butyl | NO, H Me 7,92 (s, 1H), 7,57 (2d, 2H), 6,59
(bs, 2H), 2,53 (s, 3H), 1,17 (s,
9H)

6-499 | tert-butyl | NO, H F

6-500 | tert-butyl | OMe H SO.Me

6-501 | tert-butyl | CFs H NO,

6-502 tert-butyl | CH2SO:Me | H Br

6-503 | tert-butyl | Cl CH,OCH,CFs5 SO,Me

6-504 | tert-butyl | Cl CH,OCH,CFs; SMe 'H NMR, DMSO-ds, 400 MHz
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12,18 (bs, 1H), 7,61 (d, 1H),
741 (d, 1H), 4,89 (s, 2H), 4,17
(g, 2H), 2,55 (s, 3H), 1,33 (bs,
9H)
'H NMR, DMSO-ds, 400 MHz
5-xyanometyl-4,5- 12,51 (bs, 1H), 8,08 (dd, 2H),
6-505 | tert-butyl | Cl dihydro-1,2- SO4Et 5,23-5,13 (m, 1H), 3,66-3,55 (m,
oxazol-3-y1 1H), 3,41 (q, 2H), 3,19-3,10 (dd,
1H), 3,03-2,98 (m, 2H), 1,33 (bs,
9H), 1,14 (t, 3H)
4,5-dihydro-1,2-
6-506 | tert-butyl | Cl oxazol-3y1 SO,Et
'"H NMR, CDCls, 400 MHz
8,12 (d, 1H), 7,30 (d, 1H), 5,22
cl CH,OCHy- (s, 2H), 4,14-4,04 (m, 1H), 3,82
6-507 | tert-butyl tetrahydrofuran-2- | SO,Me (q, 1H), 3,64 (q, 1H), 3,69-3,60
yl (m, 2H), 3,30 (s, 3H), 2,0-1,91
(m, 1H), 1,91-1,79 (m, 2H),
1,65-1,56 (m, 1H), 1,41 (s, 9H)
6-508 tert-butyl | Cl SMe Cl
'H NMR, DMSO-ds, 400 MHz
Cl
6-509 | tert-butyl SMe SO,Me 12,47 (bs, 1H), 8,10 (d, 1H),
7,90 (d, 1H), 3,57 (s, 3H), 1,31
(bs, 9H)
6-510 | tert-butyl | ClI Me SO,Et
6-511 | tert-butyl | Cl O(CH,),OMe Cl
6-512 | tert-butyl | Cl OCH;-xyclopropyl | ClI
6-513 tert-butyl | Cl OMe Cl
6-514 | tert-butyl | Cl NHAc Cl
6-515 | tert-butyl | Cl OCH,C(O)NMe, | Cl
6-516 | tert-butyl | Cl Cl SOMe
6-517 | tert-butyl | Cl pyrazol-1-yl SO,Me
6-518 | tert-butyl | CI ‘I‘fy‘}et°"y'pyrazc’1' SO:Me
6-519 | tert-butyl | Cl 1,2,3-triazol-1-yl SOMe
6-520 | tert-butyl | Cl 1,2,3-triazol-2-yl SO;Me
6-521 | tert-butyl | Cl F SO.Me
6-522 | tert-butyl | Me SO.Me SO,Me
'H NMR, CDCl;, 400 MHz
6-523 tert-butyl | Me SO Me CF; 7,97-7,85 (m, 2H), 3,25 (s, 3H),
2,87 (s, 3H), 1,42 (s, 9H)
6-524 | tert-butyl | Me NMe, SO Me
6-525 | tert-butyl | Me S(0)Me CF;
'"H NMR, CDCls, 400 MHz
6-526 | tert-butyl | Me SMe CF; 12,16 (s, 1H), 7,76 (d, 1H), 7,70
(d, 1H), 2,65 (s, 3H), 2,31 (s,
3H), 1,33 (s, 9H)
6-527 | tert-butyl | Me SO,CH,CH,OMe CF;
6-528 | tert-butyl | Me pyrazol-1-yl SO Me
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| 6-529 | tert-butyl | Me ‘l‘ﬁet""y‘pyraz"l' SO:Me

6-530 | tert-butyl | Me 1,2,3-triazol-1-yl SO Me

6-531 | tert-butyl | Me 1,2,3-triazol-2-yl SO,Me

6-532 | tert-butyl | Me Cl SO, Me

6-533 | tert-butyl | Me Me SOMe

6-534 | tert-butyl | Me Me SMe

6-535 | tert-butyl | Me SO:Me Cl

6-536 | tert-butyl | Me NMe, SO,Me

6-537 | tert-butyl | Me NH(CH,),0Me SO,Me

6-538 | tert-butyl | CF; F SO,CHj

6-539 | tert-butyl | CF; SMe SO,CHs

6-540 | tert-butyl | CFs SEt SO,CH;

6-541 | tert-butyl | CF; S(O)Et SO,CHs

6-542 | tert-butyl | CF; SO,CH; SO,CHs

6-543 | tert-butyl | CFs OCH,CH,OMe SO,CH;

6-544 | tert-butyl | CF; OCH(CO)NMe, | SO2Me

CH,0-
6-545 | tert-butyl | CF3 tetrahydrofuran-2- | SO2Et
yl

6-546 | tert-butyl | SMe SMe F

6-547 | tert-butyl | SMe SEt F

6-548 | tert-butyl | SO,CH; | F cl
'H NMR, CDCl;, 400 MHz

F

6-549 | tert-butyl S(0)Me CF; 9,61 (bs, 1H), 7,69 (d, 1H), 7,63
(d, 1H), 3,13 (s, 3H), 1,42 (s,
9H)

F

6-550 | tert-butyl SMe CFs

6-551 ;‘fa“'z' NO; H SO,Me

6-552 g‘fan‘z' cl H SO,Me

6-553 Sra“'z' SO.Me H CFs

6-554 ;‘fan'z' NO, H OMe

6555 | wran-2- | o H Br

yl

6-556 ;uan-z- NO, H CFs

6-557 ;‘f'a“'z' NO, H NO,

6-558 ;i;ran'z' NO, H cl

6-559 ;‘1“3“'2' NO, H Me
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6-560 i‘l‘ra""z' NO; H F
6-561 31““'2' OMe H SO,Me
6-562 ;uan-z- CFs H NO,
6-563 furan-2- CHzSOzM H Br
_ yl e
'H NMR, DMSO-ds, 400 MHz
furana. 8,12 (dd, 1H), 8,04 (d, 1H), 7,96
6564 | ) an cl CH,OCH;CF; SO,Me (d, 1H), 7,27 (bs, 1H), 6,79 (m,
1H), 5,25 (s, 3H), 4,28 (q, 2H),
3,42 (s, 3H)
6-565 }f/‘fan'z' cl CH,OCH,CF; SMe
Py 5-xyanometyl-4,5-
6566 | 2 dihydro-1,2- SO,Et
y oxazol-3-yl
6-567 furan-2- cl 4,5-dihydro-1,2- SO,Et
yl oxazol-3-yl
'H NMR, DMSO-ds, 400 MHz,
12,75 (bs, 1H), 8,10 (d, 1H),
cl CH,OCH,- 8,05 (S, IH), 7,92 (d, 1H), 7,27
6-568 ﬁ;ran-z- tetrahydrofuran-2- | SO,Me (bs, 1H), 6,79 (m, 1H), 5,09 (s,
y il 2H), 4,01-3,93 (m, 1H), 3,72 (q,
1H), 3,63-3,53 (m, 3H), 3,40 (d,
3H), 1,92-1,84 (m, 1H), 1,82-
1,85 (m, 2H), 1,59-1,48 (m, 1H)
o |al
6-569 ;“an 2 SMe cl
o lal
6-570 ;nan 2 SMe SO,Me
5. lc
6-571 }f/‘;ra“ 2 Me SO,Et
6-572 ;‘l‘ran'z' cl O(CHz),0Me cl
6-573 ;f]lllran-,?- Cl OCH,-xyclopropyl | Cl
6-574 ;‘fan'z' cl OMe cl
6-575 f/‘l“an'z' cl NHAc cl
6-576 ;‘fan'z' cl OCH,C(O)NMe, | CI
'H NMR, DMSO-ds, 400 MHz
furana. 12,82 (bs, 1H), 8,15 (d, 1H),
6-577 yl Cl Cl SO;Me 8,05 (s, 1H), 7,93 (d, 1H), 7,28
(bd, 1H), 6,80 (m, 1H), 3,48 (s,
3H)
o |al
6-578 ;‘I‘Ya“ 2 pyrazol-1-yl SO;Me
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6-579 furan-2- cl 4-metoxy-pyrazol- SO,Me
yl 1-yl
2. |cl
6-580 ;‘I‘Ian 2 1,2,3-triazol-1-yl | SO;Me
6-581 giran-Z- cl 1,2,3-triazol-2-yl | SO,Me
6-582 5‘1‘”‘1'2' cl F SO,Me
6-583 ;nan-z- Me SO,Me SO,Me
'H NMR, DMSO-ds, 400 MHz
6osgq | aran2- | SOMe CF, 12,63 (bs, 1H), 8,04 (m, 3H),
yl 7,28 (bs, 1H), 6,80 (m, 1H), 3,43
(s, 3H), 2,74 (s, 3H)
6-585 Bf;‘;ran'z' Me NMe; SO:Me
'H NMR, DMSO-ds, 400 MHz
furan-- 12,39 (bs, 1H), 8,16 (d, 1H),
6-586 vl Me S(O)Me CF3 8,05 (s, 1H), 7,98 (d, 1H), 7,59
(bs, 1H), 6,77 (m, 1H), 3,11 (s,
3H), 3,09 (s, 3H)
'H NMR, DMSO-ds, 400 MHz
furan-2- 12,47 (bs, 1H), 8,04 (d, 1H),
6387 | Me SMe CFs 7,79 (d, 1H), 7,73 (d, 1H), 7,26
(bs, 1H), 6,79 (m, 1H), 2,68 (s,
3H), 2,32 (s, 3H)
6-588 ;‘;m'z' Me SO,CH,CH,OMe | CF;
6-589 ;nan-z- Me pyrazol-1-yl SO,Me
6-590 furan-2- Me 4-metoxy-pyrazol- SO,Me
yl 1-yl
6-591 ;“an'z' Me 1,2,3-triazol-1-yl | SOMe
6-592 ;‘fan'z' Me 1,2,3-triazol-2-yl | SO,Me
6-593 Siran'z' Me cl SO,Me
6-594 )f/‘;ran'z' Me Me SO,Me
6-595 Sra“'z' Me Me SMe
6-596 ;‘1‘”“'2' Me SO.Me cl
6-597 ;‘l‘ra“'} Me NMe, SO,Me
6-598 Sran-} Me NH(CH;,0Me | SO,Me
6-599 ;‘ran'z' CF; F SO,CH;
6-600 | furan-2- | CFs SMe SO,CHs
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6-601 ;“an'z' CF; SEt SO,CH;
6-602 ;fl‘l“an'z' CF;s S(O)Et SO,CH;
6603 | ™ | SO;CH SO:CH
6-604 5‘1‘“‘“‘2' CFs OCH,CH,0Me SO,CH;
6-605 i‘fran'z' CF; OCHx(CO)NMe, | SO2Me
CH,0-
6606 | M2 | cry tetrahydrofuran- 2- | SOEt
y i
6607 | 1| sMe SMe F
6-608 ﬁran'z' SMe SEt P
6-609 g‘fan'z' SO.CH; | F cl
o | F
6-610 ;‘fan 2 S(O)Me CF
2. | F
6-611 | luran-2 SMe CFs
yl
6-612 jisopropyl | NO, H SO, Me
'H NMR, DMSO-ds, 400 MHz
_ 12,43 (bs, 1H), 8,12 (s, 1H), 8,0
6-613 jisopropyl | Cl H SO, Me d, 1H), 7,93 (d, 1H), 3,35 (s,
3H), 3,21-3,16 (m, 1H), 1,30 (d,
6H) ,
'H NMR, DMSO-ds, 400 MHz
6-614 fisopropyl | SOMe H CF; 8,29 (dd, 2H), 8,06 (s, 1H), 3,47
(s, 3H), 3,08 (m, 1H), 1,30 (d,
6H)
6-615 lisopropyl | NO, H OMe
6-616 jisopropyl | NO2 H Br
6-617 fisopropyl | NO, H CF;
6-618 fisopropyl | NO2 H NO,
6-619 lisopropyl | NO; H Cl
6-620 lisopropyl | NO2 H Me -
6-621 fisopropyl | NO, H F
6-622 jisopropyl | OMe H SO,Me
6-623 fisopropyl | CF3 H NO;
6-624 fisopropyl | CH.SO-Me | H Br
'H NMR, DMSO-dg, 400 MHz
‘ 12,46 (bs, 1H), 8,09 (d, 1H),
6-625 lisopropyl | Cl CH,OCH,CF3 SO,Me 7,93 (d, 1H), 5,24 (s, 2H), 4,28
(q, 2H), 3,36 (s, 3H), 3,20-3,12
(m, 1H), 1,34-1,21 (m, 6H)
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6-626 [isopropyl | Cl CH,OCH,CF3 SMe
'H NMR, DMSO-dg, 400 MHz
5-xyanometyl-4,5- 7,92 (d, 1H), 7,78 (d, 1H), 5,18-
6-627 lfisopropyl | Cl dihydro-1,2- SO.Et 5,11 (m, 1H), 3,63-3,52 (m, 1H),
oxazol-3-yl 3,41-3,32 (m, 2H), 3,17-3,07 (m,
1H), 3,03-2,94 (m, 2H), 1,31-
1,19 (m, 6H), 1,10 (t, 3H)
. 4,5-dihydro-1,2-
6-628 isopropyl | Cl oxazol-3-yl SOEt
'H NMR, DMSO-dg, 400 MHz
12,44 (bs, 1H), 8,07 (d, 1H),
7,89 (d, 1H), 5,08 (m, 2H), 4,0-
Cl CHOCH.- 3,92 (m, 1H), 3,72 (q, 1H), 3,61
6-629 lisopropyl tetrahydrofuran-2- | SO;Me (q, 1H), 3,58-3,52 (m, 2H), 3,39
yl (s, 3H), 3,20-3,11 (m, 1H), 1,93-
1,84 (m, 1H), 1,81-1,72 (m, 2H),
1,58-1,48 (m, 1H), 1,33-1,21 (m,
6H)
6-630 isopropyl | Cl SMe Cl
TH NMR, DMSO-ds, 400 MHz
Cl
6-631 fisopropyl SMe SO,Me 12,52 (bs, 1H), 8,10 (d, 1H),
7,89 (d, 1H), 3,57 (s, 3H), 3,19-
3,16 (m, 1H), 1,30-1,28 (d, 6H)
6-632 fisopropyl | Cl Me SO,Et
6-633 jisopropyl | Cl O(CH;).OMe Cl
6-634 fisopropyl | Cl OCHz-xyclopropyl | Cl
6-635 isopropyl | Cl OMe Cl
6-636 isopropyl | Cl NHAc Cl
6-637 fisopropyl | Cl OCH,C(O)NMe, Cl
'H NMR, DMSO-d¢, 400 MHz
6-638 fisopropyl | Cl cl SO:Me 12,52 (bs, 1H), 8,12 (d, 1H),
7,90 (d, 1H), 3,47 (s, 3H), 3,19-
3,16 (m, 1H), 1,29 (d, 6H)
6-639 isopropyl | Cl pyrazol-1-yl SO,Me
6-640 fisopropyl | Cl éll:;r}etoxy-pyrazol- SO,Me
6-641 isopropyl | Cl 1,2,3-triazol-1-yl SO;Me
6-642 lisopropyl | Cl 1,2,3-triazol-2-yl SO,Me
6-643 fisopropyl | Cl F SO:Me
6-644 jisopropyl | Me SO,Me SOMe
'"H NMR, DMSO-ds, 400 MHz
6-645 fisopropyl | Me SO;Me CF; 12,33 (bs, 1H), 8,0 (dd, 2H),
3,42 (s, 3H), 3,17 (m, 1H), 2,71
(s, 3H), 1,37-1,24 (d, 6H)
6-646 jisopropyl | Me NMe; SOMe
6-647 lisopropyl | Me S(O)Me CF;
'"H NMR, DMSO-ds, 400 MHz
6-648 isopropyl | Me SMe CF3 12,29 (bs, 1H), 7,77 (d, 1H),
7,70 (d, 1H), 3,17 (m, 1H), 2,67
(s, 3H), 2,31 (s, 3H), 1,29 (d,
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6H)

6-649 lisopropyl | Me SO,CH,CH,OMe | CF;

6-650 fisopropyl | Me pyrazol-1-yl SO:Me

6-651 fisopropyl | Me éll:yletoxy-p yrazol- SO:Me

6-652 (isopropyl | Me 1,2,3-triazol-1-yl SO,Me

6-653 lisopropyl | Me 1,2,3-triazol-2-yl SO,Me
"H NMR, DMSO-ds, 400 MHz
12,32 (bs, 1H), 8,01 (d, 1H),

6-654 lisopropyl | Me Cl SO;Me 7,75 (d, 1H), 3,43 (s, 3H), 3,17
(m, 1H), 2,46 (s, 3H), 1,30 (d,
6H)

6-655 fisopropyl | Me Me SO;Me
'H NMR, DMSO-ds, 400 MHz

6-656 fisopropyl | Me F cl 12,10 (bs, 1H), 7,56 (dd, 1H),
7,44 (d, 1H), 3,17 (m, 1H), 1,30
(d, 6H)

6-657 lisopropyl | Me SO,Me Cl

6-658 jisopropyl | Me NMe, SO.Me

6-659 lisopropyl | Me NH(CH),OMe SO.Me

6-660 fisopropyl | CF; F SO,CH;3

6-661 fsopropyl | CF; SMe SO,CHj3

6-662 jisopropyl | CFs SEt SO,CHj3

6-663 fisopropyl | CF; S(O)Et SO,CH3

6-664 fisopropyl | CF; SO,CH; SO,CH;

6-665 (fisopropyl | CF; OCH,CH,OMe SO,CH3

6-666 lisopropyl | CF; OCH2(CO)NMe, SO2Me

CH,0-
6-667 lisopropyl | CF; tetrahydrofuran-2- | SO;Et
yl

6-668 jisopropyl | SMe SMe F

6-669 [isopropyl | SMe SEt F

6-670 jisopropyl | SO,CH; F Cl

6-671 [isopropyl | F S(O)Me CF3

6-672 fisopropyl | F SMe CF;

6673 | o2t | No, H SO:Me

6674 | S g H SO:Me

6675 | i I soMe | H CF;

6-676 SISZSHZ NO, H OMe

6677 | 2 | No, H Br

6678 | o2 I No, CF;

6-679 | CH,CH, | NO; NO,

-103-




222176

sé R X Y z Dit liéu vat Iy
OMe
CH,CH,
6-680 | T\ NO, H Cl
CH,CH,
6-681 | T\ NO;, H Me
CH,CH,
6-682 | o NO; H F
CH,CH;
6-683 | Sy OMe H SO;Me
CH,CH,
6-684 OMe CF3 H NO,
6-685 g\%sz CH2SO:Me | H Br
'H NMR, DMSO-ds, 400 MHz
CH,CH, 12,48 (s, 1H), 8,11 (d, 1H), 7,93
6-686 | Sy Cl CH,OCH,CF; SO;Me (d, 1H), 523 (s, 2H), 4,32-4.21
(m, 2H), 3,72-3,62 (m, 3H), 3,44
(s, 3H), 3,14-3,03 (m, 2H),
CH.
6-687 811342‘3 2 1l CH,OCH,CF; SMe
'H NMR, DMSO-ds, 400 MHz
8,03 (d, 1H), 7,95 (d, 1H), 5,32~
5-xyanometyl-4,5- > ’
6-688 | CCH2 | ) dihydro-1,2- SO,E 5,22 (m, 1H), 3,67 (m, 2H),
OMe oxazol-3-y1 3,61-3,53 (m, 1H), 3,38 (q, 2H),
3,12 (dd, 1H), 3,08-2,98 (m,
5H), 1,20-1,09 (m, 5H)
CH,CH, 4,5-dihydro-1,2-
6-689 | OMe cl oxazol-3-yl SOE
'H NMR, DMSO-ds, 400 MHz
12,46 (bs, 1H), 8,08 (d, 1H),
7,90 (d, 1H), 5,09 (dd, 2H), 4,02-
Cl CH20CH2- 2
6-600 | CH2CH tetrahydrofuran-2- | SO,Me 3,92 (m, 1H), 3,76-3,66 (m, 3H),
OMe J1 3,66-3,52 (m, 3H), 3,39 (s, 3H),
3,27 (s, 3H), 3,14-3,03 (m, 2H),
1,98-1,83 (m, 1H), 1,82-1,74 (m,
2H), 1,58-1,48 (m, 1H)
CH,CH, | Cl
6-691 | Jpro SMe Cl
CH,CH, | ClI
6-692 | J1ro SMe SO,Me
CH,CH, | Cl
6693 | Shie Me SO,Et
CH,CH,
6694 | Jhio Cl O(CH,),OMe Cl
CH,CH
6-695 OMZe S Ne| OCH,-xyclopropyl | Cl
CH,CH,
6696 | Svie Cl OMe Cl
CH,CH,
6697 | Ove Cl NHAc Cl
6-698 | CH,CH, | Cl OCH,C(O)NMe, | Cl 'H NMR, DMSO-dg, 400 MHz
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OMe 7,64 (d, 1H), 7,46 (d, 1H), 4,72
(s, 2H), 3,68 (t, 2H), 3,26 (s,
3H), 3,07 (t, 2H), 3,0 (s, 3H),
2,87 (s, 3H)
'H NMR, DMSO-ds, 400 MHz
12,53 (bs, 1H), 8,13 (d, 1H)
CH,CH ’ > >
6-699 0M2e 2 |l Cl SO.Me 7,90 (d, 1H), 3,69 (m, 2H), 3,47
(s, 3H), 3,26 (s, 3H), 3,08 (m,
2H)
6700 | SHLCH: cl azol-1-yl SO,Me
OMe pyr y 2
CH,CH, 4-metoxy-pyrazol-
6-701 | S\ Cl Iyl SO,Me
CH,CH, |Cl .
6-702 OMe 1,2,3-triazol-1-yl SO,Me
CH,CH, .
6-703 OMe Cl 1,2,3-triazol-2-yl SO, Me
CH,CH,
6704 | Svie Cl F SO,Me
'H NMR, DMSO-ds, 400 MHz
6705 | CH2CH2 |0 SO,Me SO,Me 8,15 (d, 1H), 7,91 (d, 1H), 3,66
OMe (m, 2H), 3,57 (s, 3H), 3,53 (s,
3H), 3,24 (s, 3H),
CH,CH,
6706 | Shfe Me SO,Me CF3
CH. .
6-707 811342 2 | Me NMe; SO,Me
CH,CH,
6-708 | Jhre Me S(0)Me CF;
CH,CH,
6709 | Ove Me SMe CF;
CH.
6-710 gl\ffe 2 | Me SO,CH,CH,OMe | CF;
CH,CH,
6-711 OMe Me pyrazol-1-yl SOMe
) CH.CH, 4-metoxy-pyrazol-
6-712 OMe Me 1yl SO, Me
CH,CH, .
6-713 OMe Me 1,2,3-triazol-1-yl SO, Me
CH,CH, .
6-714 OMe Me 1,2,3-triazol-2-yl SO, Me
CH,CH,
6-715 OMe Me Cl SO,Me
, CH,CH,
6-716 OMe Me Me SO, Me
CH,CH,
6717 | OMe Me Me SMe
CH,CH,
6718 | Mo Me SO,Me Cl
CH,CH
6-719 01\/12e > | Me NMe, SO,Me
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6-720 gszngz Me NH(CH;),OMe | SO:Me
6-721 SPI\EIZSHZ CF; F SO,CH;
6-722 | CHCH2 | g, SMe SO,CH;
OMe
6-723 gID{/IfHZ CF; SEt SO.CH;
6-724 81;4251{2 CFs S(O)Et SO,CH;
6-725 g}l\ffsz CF; SO,CH; SO,CHs
6-726 SID%CHZ CF; OCH,CH;OMe | SO,CH;
e
6-727 | CHCH2 | g OCH,(CO)NMe, | SO2Me
OMe
CH,0-
6-728 | CHCH CF; tetrahydrofuran-2- | SO,Et
OMe
yl
’ CH,CH,
6729 | g SMe SMe F
CH,CH,
6730 | i SMe SEt F
CH,CH,
6731 | ol SO.CH; | F cl
CH,CH, | F
6732 | g S(O)Me CF;
CH,CH, | F
6733 | ghs SMe CF;
6-734 | CHLCF, | NO, H SO,Me
6-735 CH,CFs Cl H SO,Me
6-736 | CH,CF; | SO.Me | H CFs
6-737 | CH,CF; | NO, o OMe
6-738 | CHLCF; | NO, H Br
6-739 CH,CF; NO, H CF;
6-740 | CH,CF; | NO, H NO;
6-741 | CH,CF; | NO, H cl
6742 | CH,CF; | NO, H Me
6-743 CH,CF; NO, H F
6-744 | CHLCF; | OMe H SO.Me
6-745 | CH,CF; | CFs H NO,
6-746 | CH,CF; [CH,SO,Me | H Br
6747 | CILCF; | Cl CH,OCH,CF; SO.Me
6-748 | CILCF, | CI CH,OCH,CF, SMe
'H NMR, DMSO-de, 400 MHz
5-xyanometyl-4,5- ‘
6-749 | CH,CF; | Cl dihydro-1,2- SO,Et 12,78 (bs, 1H), 8,10 (2d, 2H),
OXaZ01-3-y1 5319 (mz IH): 4:33 (qa 2H)a 3161

(m, 1H), 3,44 (q, 2H), 3,16 (dd,
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1H), 3,08 (d, 2H), 1,16 (t, 3H)
6-750 | CH,CF; | Cl 4,3-dihydro-1,2- | gy by
oxazol-3-yl
CI CHZOCHZ'
6-751 CH,CF; tetrahydrofuran-2- | SO, Me
yl
cl
6-752 | CH,CF; SMe Cl
al 'H NMR, DMSO-ds, 400 MHz
6-753 | CHzCF; SMe SO.Me 8,21 (d, 1H), 8,16 (d, 1H), 3,74
(q, 2H), 3,60 (s, 3H)
cl
6-754 | CHaCF; Me SOEt
6-755 | CH.CF; | Cl O(CH;),OMe Cl
6-756 | CH2CFs; | Cl OCH_-xyclopropyl | Cl
6-757 | CH.CF; | Cl OMe Cl
6-758 | CH.CF; | Cl NHAc Cl
6-759 | CH.CF; | Cl OCH,C(O)NMe, | ClI
6-760 | CH.CF; | Cl cl SO.Me
cl
6-761 | CH,CF3 pyrazol-1-yl SO;Me
6762 | CH,CF; | CI Tap POl | so,Me
Cl ,
6-763 | CH,CF; 1,2,3-triazol-1-yl | SO.Me
6-764 | CH.CF; | Cl 1,2,3-triazol-2-yl | SO.Me
6-765 | CH.CF; | Cl F SO,Me
6-766 | CH.CF; | Me SO,Me SO,Me
IH NMR, DMSO-ds, 400 MHz
6767 | CHiCFs | Me SO;:Me CF; 12,62 (bs, 1H), 8,02 (dd, 2H),
4,31 (q, 2H), 3,43 (s, 3H), 2,62 (s,
3H)
6-768 | CHoCFs | Me NMe;, SO,Me
6-769 | CH,CF; | Me S(O)Me CF;
'H NMR, DMSO-ds, 400 MHz
6-770 | CH,CF; | Me SMe CF; 12,41 (bs, 1H), 7,78 (d, 1H),
7,32 (d, 1H), 4,31 (q, 2H), 2,67
(s, 3H), 2,31 (s, 3H)
6-771 CHzCFs Me SOzCHzCHzOMe CF3
6-772 | CH.CF3 | Me pyrazol-1-yl SO,Me
6-773 | CHiCF; | Me ;‘:;}emxy'pyraz"l' SO;Me
6-774 | CHoCFs | Me 1,2,3-triazol-1-yl | SO,Me
6-775 | CH.CF; | Me 1,2,3-triazol-2-yl | SO,Me
6-776 | CH.CF; | Me cl SOMe
6-777 | CH.CFs | Me Me SOMe
6-778 | CH.CF; | Me Me SMe
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6779 | CH,CFs | Me SO;Me cl
6-780 | CH,CFs | Me NMe, SO;Me
6-781 | CH,CF; | Me NH(CH,,0Me | SO:Me
6-782 | CH,CFs | CFs F SO,CH;
6-783 | CH,CF; | CFs SMe SO,CHs
6-784 | CH,CF; | CF; SEt SO;CHs
6785 | CH.CF; | CF S(O)Et SO:CHs
6-786 | CH,CFs | CFs SO,CH; SO.CH;
6-787 | CH,CF; | CFs OCH,CH:OMe | SO,CH;
6-788 | CH,CF; | CF; OCH,(CO)NMe, | SO2Me
CH,0-
6-789 | CH,CFs | CF3 tetrahydrofuran-2- | SO,Et
yl
6-790 | CH,CF; | SMe SMe F
6-791 | CH,CFs | SMe SEt F
6792 | CH,CFs | SO,CH; | F Cl
6793 | CH,CF; |F S(O)Me CF;
6794 | CH,CF; |F SMe CF;
tetra-
6795 | DA I No, H SO:Me
yl
tetra-
6-796 Efr‘;rrfz cl H SO:Me
vl
tetra-
6797 | 4O Isome | H CFs
yl
tetra-
6798 | 4o I No, H OMe
yl
tetra-
6-799 %ifz NO, H Br
yl
tetra-
6800 | 29O I NoO, H CFs
yl
tetra-
6801 | WO o, H NO,
yl
tetra-
6802 | WO I No, H cl
yl
6-803 |tetra- | NO, H Me
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hydro-
furan-2-
yl

6-804

tetra-
hydro-
furan-2-
yl

NO.

6-805

tetra-
hydro-
furan-2-
yl

OMe

SOzMC

6-806

tetra-
hydro-
furan-2-
yl

CF;

NO»

6-807

tetra-
hydro-
furan-2-
yl

CH,SO.M

Br

6-808

tetra-
hydro-
furan-2-
yl

Cl

CH,OCHCF3

SOMe

6-809

tetra-
hydro-
furan-2-
yl

Cl

CH,OCH,CF3

SMe

6-810

tetra-
hydro-
furan-2-
yl

Cl

5-xyanometyl-4,5-
dihydro-1,2-
oxazol-3-yl

SOzEt

6-811

tetra-
hydro-
furan-2-
yl

Cl

4,5-dihydro-1,2-
oxazol-3-yl

‘SO,Et

6-812

tetra-
hydro-
furan-2-
yl

Cl

CH,OCH:-
tetrahydrofuran-2-
yl

SO,Me

'H NMR, DMSO-dg, 400 MHz
12,60 (bs, 1H), 8,08 (d, 1H),
7,89 (d, 1H), 5,10 (m, 2H), 3,97
(m, 1H), 3,38 (s, 3H),

6-813

tetra-
hydro-
furan-2-
yl

Cl

SMe

Cl

6-814

tetra-
hydro-
furan-2-
yl

Cl

SMe

SOMe

'"H NMR, DMSO-ds, 400 MHz

12,60 (bs, 1H), 8,11 (d, 1H),
7,90 (d, 1H), 5,11 (m, 1H), 3,84
(m, 2H), 3,58 (s, 3H), 2,26 (m,
2H), 1,98 (m, 2H)

6-815

tetra-
hydro-
furan-2-
yl

Cl

SOzEt

6-816

tetra-
hydro-
furan-2-

Cl

O(CHz)zoMe

Cl
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yl

tetra-
hydro-
furan-2-
yl

6-817 Cl OCHz-xyclopropyl | Cl

tetra-
hydro-
furan-2-
yl

6-818 Cl OMe Cl

tetra-
hydro-
furan-2-
yl

6-819 Cl NHAc Cl

TH NMR, DMSO-ds, 400 MHz
tetra- 12,44 (bs, 1H), 7,64 (d, 1HD),
6820 | ydro- | OCH,C(O)NMe, | Cl 7,47 (4, 1H), 5,11 (dd, 1H), 4,72

furan-2- (s, 2H), 3.84 (& 2H), 3,01 (s,
yl 30), 2,87 (s, 3H), 2,32-221 (m,
2H), 2,04-1,95 (m, 2H)

tetra-
hydro-
furan-2-
yl

6-821 Cl Cl SO,Me

tetra-
hydro- Cl
furan-2-
yl

6-822 pyrazol-1-yl SO.Me

tetra-
hydro- cl 4-metoxy-pyrazol-
furan-2- 1-yl

yl

6-823 SOMe

tetra-
hydro- Cl
furan-2-
yl

6-824 1,2,3-triazol-1-yl SO Me

tetra-
hydro-
furan-2-
yl

6-825 Cl 1,2,3-triazol-2-yl SO,Me

tetra-
hydro-
furan-2-
yl

6-826 Cl F SO;Me

tetra-
hydro-
furan-2-
yl

6-827 Me SOMe SO, Me

'H NMR, DMSO-ds, 400 MHz
tetra-

hydro- 12,5 (bs, 1H), 7,99 (dd, 2H),

furan2- | Me SO;Me CF3 5,11 (m, 1H), 3,84 (m, 2H), 3,41

vl (s, 3H), 2,71 (s, 3H), 2,32-2,21
(m, 2H), 2,04-1,93 (m, 2H)

6-828

tetra- :
6-829 hydro- Me NMe; SO,Me
furan-2-
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yl

tetra-
hydro-
furan-2-
yl

6-830 Me S(0)Me CF;

'H NMR, DMSO-ds, 400 MHz

tetra- 12,31 (bs, 1H), 7,77 (d, 1H),
6.g31 | hydro- Me SMe CFs 7,70 (d, 1H), 5,11 (dd, 1H), 3,84

furan-2- (dd, 2H), 2,67 (s, 3H), 2,28 (s,
yl 3H), 2,37-2,20 (m, 2H), 2,07-
1,95 (m, 2H)

tetra-
hydro-
furan-2-
yl

6-832 Me SO,CH,CH,OMe | CF3

tetra-
hydro-
furan-2-
yl

6-833 Me pyrazol-1-yl SO.Me

tetra-
hydro- Me 4-metoxy-pyrazol-
furan-2- 1-yl

yl

6-834 SO:Me

tetra-
hydro-
furan-2-
yl

6-835 Me 1,2,3-triazol-1-yl SO,Me

tetra-
hydro-
furan-2-
yl

6-836 Me 1,2,3-triazol-2-yl SO.Me

tetra-
hydro-
furan-2-
yl

6-837 Me Cl SO,Me

tetra-
hydro-
furan-2-
yl

6-838 Me Me SO,Me

tetra-
hydro-
furan-2-
yl

6-839 Me Me SMe

tetra-
hydro-
furan-2-
yl

6-840 Me SO.Me Cl

tetra-
hydro-
furan-2-
yl

6-341 Me NMe, SOMe

tetra-
hydro-
furan-2-
yl

6-842 Me NH(CH):OMe SO,Me
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6-843

tetra-
hydro-
furan-2-
yl

CF3

SO,CH3

6-844

tetra-
hydro-
furan-2-
yl

CFs

SMe

SO,CH3

6-845

tetra-
hydro-
furan-2-
yl

CFs

SEt

SO,CHs

6-846

tetra-
hydro-
furan-2-
yl

CFs

S(O)Et

SO,CHj;

6-847

tetra-
hydro-
furan-2-
yl

CFs

SO,CHs

SO,CH3

6-848

tetra-
hydro-
furan-2-
yl

CF3

OCHzCHzOMe

SO,CH;

6-849

tetra-
hydro-
furan-2-
yl

CF;

OCH,(CO)NMe;,

SO2Me

6-850

tetra-
hydro-
furan-2-
yl

CFs

CH,0O-
tetrahydrofuran-2-
yl

SOzEt

6-851

tetra-
hydro-
furan-2-
yl

SMe

SMe

6-852

tetra-
hydro-
furan-2-
yl

SMe

SEt

6-853

tetra-
hydro-
furan-2-
yl

SO.CHs

Cl

6-854

tetra-
hydro-
furan-2-
yl

S(O)Me

CFs

6-855

tetra-
hydro-
furan-2-
yl

SMe

CF;

6-856

n-Pr

NO2

SOMe

6-857

n-Pr

Cl

SO.Me

'H NMR, DMSO-ds, 400 MHz
12,41 (s, 1H), 8,11 (d, 1H), 7,97
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(dd, 1H), 7,93 (d, 1H), 3,38 (s,
3H), 2,80 (t, 2H), 1,70 (m, 2H),
0,92 (t, 3H)
'H NMR, DMSO-ds, 400 MHz
6-858 n-Pr SOzMC H CF3 8,27 (dd, ZH), 8,04 (S, lH), 3,48
(s, 3H), 2,80 (m, 2H), 1,72 (m,
2H), 0,97 (m, 3H)
6-859 | n-Pr NO, H OMe
6-860 | n-Pr NO, H Br
6-861 | n-Pr NO, H Cl
6-862 | n-Pr NO, H CF3
6-863 | n-Pr NO, H NO,
6-864 | n-Pr NO, H Me
6-865 | n-Pr NO, H F
6-866 | n-Pr OMe H SO,Me
6-867 | n-Pr CF3 H NO,
6-868 | n-Pr CH,SO.Me | H Br
6-869 | n-Pr Cl CH,OCH,CF3 SO,Me
'H NMR, DMSO-ds, 400 MHz
11,34 (bs, 1H), 7,63 (d, 1H),
6-870 | n-Pr Cl CH,OCH,CF3 SMe 7,45 (d, 1H), 4,92 (s, 2H), 4,20
(g, 2H), 2,78 (t, 2H), 1,71 (m,
2H), 0,94 (t, 3H)
5-xyanometyl-4,5-
6-871 | n-Pr Cl dihydro-1,2- SOEt
oxazol-3-yl
6-872 | n-Pr cl 43-dihydro-1,2- ) g0 gy
oxazol-3-yl
'H NMR, DMSO-ds, 400 MHz
12,46 (bs, 1H), 8,08 (d, 1H),
7,89 (d, 1H), 5,07 (d, 2H), 3,97
cl CH:0CH,- (m, 1H), 3,72 (q, 1H), 3,62 (q,
6-873 | n-Pr tetrahydrofuran-2- | SO,Me 1H), 3,56 (m, 2H), 3,39 (s, 3H),
yl 2,81 (t, 2H), 1,96-1,87 (m, 1H),
1,83-1,76 (m, 2H), 1,76-1,66 (m,
2H), 1,58-1,49 (m, 1H), 0,96 (t,
3H)
6-874 | n-Pr Cl SMe Cl
'H NMR, DMSO-ds, 400 MHz
Cl 12,45 (bs, 1H), 8,10 (d, 1H),
6-875 | n-Pr SMe SO:Me 7,89 (d, 1H), 3,57 (s, 3H), 2,80
(t, 2H), 1,70 (m, 2H), 0,95 (4,
3H)
6-876 | n-Pr Cl Me SO,Et
6-877 | n-Pr Cl O(CH2).OMe Cl
6-878 | n-Pr Cl OCH,-xyclopropyl | Cl
6-879 | n-Pr Cl OMe Cl
6-880 | n-Pr Cl NHAc Cl
'H NMR, DMSO-ds, 400 MH
6-881 | n-Pr cl OCH,C(O)NMe, | Cl , DMSO-ds, z
12,29 (bs, 1H), 7,62 (d, 1H),
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7,46 (d, 1H), 4,72 (s, 2H), 3,01
(s, 3H), 2,87 (s, 3H), 2,80 (t,
2H), 1,71 (m, 2H), 0,96 (t, 3H)

6-882 | n-Pr Cl Cl SO.Me

6-883 | n-Pr Cl pyrazol-1-yl SO;Me

6-884 | n-Pr cl ‘;:Iy’ietoxy'pyraz"l' SO,Me

6-885 | n-Pr Cl 1,2,3-triazol-1-yl SO:Me

6-886 | n-Pr Cl 1,2,3-triazol-2-yl SO,Me

6-887 | n-Pr Cl F SO, Me

6-888 | n-Pr Me SO;Me SO,Me
'H NMR, DMSO-ds, 400 MHz
12,35 (bs, 1H), 8,0 (dd, 2H),

6-889 | n-Pr Me SO;Me CFs 3,42 (s, 3H), 2,81-2,75 (m, 2H),
2,71 (s, 3H), 1,78-1,64 (m, 2H),
0,96 (t, 3H)

6-890 | n-Pr Me NMe; SO, Me

6-891 | n-Pr Me S(O)Me CF3
'H NMR, DMSO-ds, 400 MHz
12,20 (bs, 1H), 7,77 (d, 1H),

6-892 | n-Pr Me SMe CFs 7,69 (d, 1H), 2,80 (t, 2H), 2,67
(s, 3H), 2,33 (s, 3H), 1,73-1,68
(m, 2H), 0,96 (t, 3H)

6-893 | n-Pr Me SO,CH,CH,OMe | CF3

6-894 | n-Pr Me pyrazol-1-yl SO.Me

6-895 | n-Pr Me ‘I‘:E;et"xy'pyrazol' SO;Me

6-896 | n-Pr Me 1,2,3-triazol-1-yl SO;Me

6-897 | n-Pr Me 1,2,3-triazol-2-yl SO,Me

6-898 | n-Pr Me Cl SO, Me

6-899 | n-Pr Me Me SO,Me

6-900 | n-Pr Me Me SMe

6-901 | n-Pr Me SO,Me Cl

6-902 | n-Pr Me NMe, SO,Me

6-903 | n-Pr Me NH(CH,),OMe SO,Me

6-904 | n-Pr CF3 F SO,CHj3

6-905 | n-Pr CF3 SMe SO,CHs

6-906 | n-Pr CF3 SEt SO,CHj3

6-907 | n-Pr CF3 S(O)Et SO,CHj3

6-908 | n-Pr CF3 SO,CHj; SO,CH3

6-909 | n-Pr CF3 OCH,CH,OMe SO,CHj3

6-910 | n-Pr CF3 OCH,(CO)NMe, SO2Me

CH,0O-
6-911 | n-Pr CF3 tetrahydrofuran-2- | SO.Et
yl
6-912 | n-Pr SMe SMe F
6-913 | n-Pr SMe SEt F
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6-914 | n-Pr SO,CH; | F cl
6-915 | n-Pr F S(O)Me CF;
6-916 | n-Pr F SMe CF;
6917 | CH,OEt | NO, H SO;Me
6-918 | CH,OEt | Cl H SO:Me
6-919 | CH,OEt | SO;Me H CF;
6-920 | CHOEt | NO, H OMe
6-921 | CHOEt | NO, H Br
6-922 | CHOEt | NO, H CF;
6-923 | CH,OEt | NO, H NO;,
6-924 | CH,OEt | NO, H cl
6-925 | CH,OEt | NO, H Me
6-926 | CH,OEt | NO, H F
6-927 | CH,OEt | OMe H SO:Me
6-928 | CH,OEt | CF; H NO,
6-929 | CH,OEt [CH.SOMe |H Br
'H NMR, DMSO-ds, 400 MHz
12,63 (bs, 1H), 8,11 (d, 1H),
6-930 | CH.OEt | CI CH,OCH,CFs SO.Me 7,96 (d, 1H), 5,24 (s, 2H), 4,66
(s, 2H), 4,29 (q, 2H), 3,55 (q,
2H), 1,15 (t, 3H)
6-931 | CH,OEt | Cl CH,OCH,CF;3 SMe
| 'H NMR, DMSO-ds, 400 MHz
5-xyanometyl-4,5- 12,69 (bs, 1H), 8,11 (d, 1H),
6-932 | CH,OEt | Cl dihydro-1,2- SO,Et 8,08 (d, 1H), 5,21 — 5,17 (m,
oxazol-3-y1 1H), 4,66 (s, 2H), 3,64 — 3,52
(m, 4H), 3,42 (q, 2H), 3,16 (dd,
1H), 3,02 (m, 2H), 1,16 (2t, 6H)
6-933 | CH0Bt | CI ooy | soaEt
cl CH,OCH,-
6-934 | CH,OEt tetrahydrofuran-2- | SO.Me
yl
6-935 | CH,OEt | Cl SMe cl
6-936 | CH,OEt | Cl SMe SO,Me
6-937 | CH,OEt | Cl Me SO,Et
6-938 | CH,OEt | Cl O(CH2),0OMe cl
6-939 | CH.OEt | Cl OCH,-xyclopropyl | Cl
6-940 | CH,OEt | Cl OMe cl
6-941 | CH,OEt |Cl NHAc Cl
6-942 | CH,OEt | Cl OCH,C(O)NMe, | CI
6-943 | CH,OEt | Cl cl SO;Me
6-944 | CH,OEt | Cl pyrazol-1-yl SO;Me
6-945 | CH,OEt | Cl ‘l‘zﬁetoxy'pyraz"l' SO,Me
6-946 CH;OEt | Cl 1,2,3-triazol-1-yl SO,Me
6-947 CH,OEt | Cl 1,2,3-triazol-2-yl SO,Me
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6-948 | CHOEt | Cl F SO,Me
'H NMR, DMSO-ds, 400 MHz
12,58 (bs, 1H), 8,24 (d, 1H),

6-949 | CH,OEt | Me SO:Me SO Me 8,06 (d, 1H), 4,66 (s, 2H), 3,60
(s, 3H), 3,55 (s, 3H), 2,69 (s,
3H), 1,16 (t, 3H)
'H NMR, DMSO-ds, 400 MHz
12,50 (bs, 1H), 8,03 (d, 1H),

6-950 | CHOEt | Me SO,Me CFs 8,00 (d, 1H), 4,66 (s, 2H), 3,56
(q, 2H), 3,42 (s, 3H), 2,72 (s,
3H), 1,16 (t, 3H)

6-951 | CH,OEt | Me NMe, SO,Me

6-952 | CH;OEt | Me S(0)Me CF;

6-953 | CH,OEt | Me SMe CF;

6-954 | CH;OEt | Me SO,CH,CH,OMe | CF;

6-955 | CH,OEt | Me pyrazol-1-yl SO, Me

6-956 | CHLOEt | Me ‘I‘fy‘ft‘”‘y’pyraz"l' SO;Me

6-957 CH,OEt | Me 1,2,3-triazol-1-yl SO,Me

6-958 | CH,OEt | Me 1,2,3-triazol-2-yl | SO;Me

6-959 | CH,OEt | Me cl SO,Me

6-960 | CH,OEt | Me Me SO,Me

6-961 | CH,OEt | Me Me SMe

6-962 | CH,OEt | Me SO,Me cl

6-963 | CH,OEt | Me NMe, SO,Me

6-964 | CH,OEt | Me NH(CH,);OMe SO,Me

6-965 | CH,OEt | CF; F SO,CH;

6-966 | CH,OEt | CF; SMe SO,CHs

6-967 | CH,OEt | CF; SEt SO,CH;

6-968 | CH,OEt | CF; S(O)Et SO.CH3

6-969 | CH,OEt | CF; SO,CH; SO,CH;

6-970 | CH,OEt | CF; OCH,CH,;OMe SO,CH;

6-971 | CH;OEt | CF; OCH(CO)NMe, | SO2Me

CH,0-
6-972 | CH,OEt | CF; tetrahydrofuran-2- | SOEt
yl

6-973 | CH,OEt | SMe SMe F

6-974 | CH;OEt | SMe SEt F

6-975 | CH,OEt | SO,CH; F Cl

6-976 | CHOEt |F S(O)Me CF;

6-977 | CH;OEt |F SMe CF;

6-978 ;{"’]"b‘“ NO, H SO:Me

6-979 ’y‘ly"l"b‘“ cl H SO,Me
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6-980 ﬁ"’l"b“t SO,Me H CF;
6-981 ;i/"bb“t NO» H OMe
6-982 ;{CIOb“t NO» o Br
'H NMR, DMSO-ds, 400 MHz
xvclobut 12,19 (bs, 1H), 7,91 (bs, 1H),
6-983 yf SMe H CF; 7,64 (d, 1H), 7,61 (d, 1H), 3,77-
3,69 (m, 1H), 2,54 (s, 3H), 2,40-
2,22 (m, 4H), 2,10-1,85 (m, 2H)
6-984 ;ly"l"b“t NO» H NO,
6-985 ’;{Cbbut NO; H cl
6-986 ;{’CI"b‘“ NO» H Me
6-987 ;i/"l"b“t NO, H F
6-988 §1y°l°b“t OMe H SO,Me
6-989 ;i’cl"b“t CF; H NO»
6-990 ;{Cl"b‘“ CH,SO:Me | H Br
'H NMR, DMSO-ds, 400 MHz
12,49 (s, 1H), 8,09 (d, 1H), 7,93
6991 | Xyelobut | o CH,OCH,CF; SO,Me (d, 1H), 5,24 (s, 2H), 4,28 (q,
yl 2H), 3,72 (m, 1H), 3,34 (s, 3H),
2,40 — 2,22 (m, 4H), 2,10 — 2,02
(m, 1H), 1,98 — 1,89 (m, 1H)
6-992 ;lyd"b“t cl CH,OCH,CF; SMe
5-xyanometyl-4,5-
6-093 | yelobut | oy dihydro-1,2- SO.Et
yl
oxazol-3-yl
6-994 xyclobut al 4,5-dihydro-1,2- SO,Et
yl oxazol-3-yl
'H NMR, DMSO-ds, 400 MHz
12,45 (s, 1H), 8,09 (d, 1H), 7,88
xyclobut | Cl CH0CH,- (d, 1H), 5,07 (s, 2H), 3,96 (m,
6-995 vl tetrahydrofuran-2- | SO.Me 1H), 3,71 (m, 2H), 3,66-3,51 (m,
yl 3H), 3,48 (s, 3H), 2,40 — 2,25
(m, 4H), 2,10 — 1,71 (m, SH),
1,59- 1,49 (m, 1H)
cl
6-996 ;f’d"b“t SMe cl
'H NMR, DMSO-dg, 400 MHz
<elobut | Cl 12,43 (s, 1H), 8,10 (d, 1H), 7,89
6-997 yly SMe SO,Me (4, 1H), 3,73 (t, 1H), 3,57 (s,
3H), 2,40 — 2,25 (m, 4H), 2,10 —
2,02 (m, 1H), 1,98 — 1,88 (m,
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6-998 ;ly"l"b“t Me SOEt
xyclobut
6999 | 3 cl O(CH,),0Me cl
xyclobut
6-1000 y1 Cl OCH,-xyclopropyl | Cl
6-1001 i{dOb“t cl OMe cl
6-1002 ;{"1"1’“‘ cl NHAc cl
6-1003 ;yd"b“t cl OCH,C(O)NMe, | CI
6-1004 ;ly"l"b“t cl cl SO,Me
cl
6-1005 ;i/clobut pyrazol-1-yl SO,Me
6-1006 ﬁ/clobut cl éll:gietoxy-pyrazol- SO,Me
6-1007 ;lyd"b“t cl 1,2,3-triazol-1-yl | SO;Me
6-1008 ;1y°1°b“t cl 1,2,3-triazol-2-yl | SO.Me
6-1009 ’y‘lyd"b“t cl F SO.Me
6-1010 ;lycl"b“t Me SO;Me SO,Me
'H NMR, DMSO-ds, 400 MHz
12,37 (s, 1H), 8,01 (d, 1H), 7,97
6-1011 | Xyelobut |\ o SO,Me CF; (d, 1H), 3,73 (t, 1H), 3,40 (s,
yl 3H), 2,70 (s, 3H), 2,39 — 2,24
(m, 4H), 2,09 — 2,02 (m, 1H),
1,98 — 1,86 (m, 1H)
6-1012 ;lyd"but Me NMe, SO,Me
6-1013 ;{Cl"b“t Me S(0)Me CF;
6-1014 ;yd"b“t Me SMe CF;
6-1015 ﬁ’d"b‘“ Me SO,CH,CH,0OMe | CFs
xyclobut
6-1016 yi Me pyrazol-1-yl SO,Me
6-1017 ﬁlclobut Me L{::;r;etoxy-pyrazol- SO,Me
6-1018 ’y‘i’d"but Me 1,2,3-triazol-1-y1 | SOMe
6-1019 ;y"k’b“t Me 1,2,3-triazol-2yl | SO,Me
6-1020 xyclobut Me Cl SO;Me
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6-1021 ;{dOb“t Me Me SO,Me
6-1022 ;{°1°b“t Me Me SMe
6-1023 ;{Cl"b‘“ Me SO.Me cl
xyclobut
61024 | Me NMe, SO,Me
| 6-1025 ;fd"b“t Me NH(CH;,OMe | SO:Me
6-1026 ;{Cl"b‘“ CFs F SO,CHs
6-1027 ’y‘lyd°b“t CFs SMe SO,CH;
xyclobut
6-1028 | 7 CF; SEt SO,CHs
xyclobut
6-1029 | CF; S(O)Et SO,CHs
xyclobut
6-1030 | 7 CF; SO,CH; SO,CHs
6-1031 ’y‘ly"k’b“t CF; OCH,CH,OMe SO,CH;
6-1032 ’y‘lyd"b“t CF; OCHx(CO)NMe; | SO2Me
‘ xyclobut CH0-
6-1033 1 CF; tetrahydrofuran-2- | SO,Et
y il
6-1034 ;ly"l"b“t SMe SMe F
6-1035 ;¥d°b“t SMe SEt F
6-1036 ;ly"l"b“‘ SO.CH; | F cl
F
6-1037 ’y‘lyd"b“t S(0)Me CF;
F
6-1038 ;deb“t SMe CF;
6-1039 i‘yyl"l"pe“ NO, H SO,Me
6-1040 f}ﬂ"lopem cl H SO;Me
6-1041 fyyfl"pen SO,Me H CFs
6-1042 fy’fk’pen NO, H OMe
6-1043 | Xyelopen |\, H Br
tyl
1 )
61044 xylclopen Mo i CF, H NMR, DMSO-dg, 400 MHz
ty 12,16 (bs, 1H), 7,83 (bs, 1H),
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7,64 (d, 1H), 7,61 (d, 1H), 2,56
(s, 3H), 2,09-1,97 (m, 2H), 1,87-
75 (m, 2H), 1,72-1,60 (m, 4H)
6-1045 g’fk’peﬂ NO, H NO,
6-1046 ’t‘yyfbpen NO, H al
6-1047 ’t;yl‘:l"pen NO, H Me
6-1048 Xtyy1°1°pen NO» H F
6-1049 i‘;’l"l"pm OMe H SO,Me
6-1050 i‘yylcl"pe“ CF; H NO,
6-1051 i{;/lclopen SHZSOZM H Br
'H NMR, DMSO-ds, 400 MHz
xyclopen 12,47 (s, 1H), 8,09 (d, 1H), 7,92
6-1052 tyl Cl CH,OCH,CF; SO.Me (d, 1H), 5,24 (s, 2H), 4,28 (q,
2H), 3,39 (s, 3H), 207 — 1,96 (m,
2H), 1,85 — 1,56 (m, 6H)
6-1053 fyyl"l"pen cl CH,OCH,CF; SMe
'H NMR, DMSO-de, 400 MHz
12,45 (s, 1H), 8,09 (d, 1H), 8,06
xyclopen 5-xyanometyl-4,5- (d, 1H), 5,22-5,15 (m, 1H), 3,59
6-1054 1 Cl dihydro-1,2- SO,Et (dd, 1H), 3,42 (q, 2H), 3,14 (dd,
oxazol-3-yl 1H), 3,02 (m, 2H), 2,09- 1,97
(m, 2H), 1,87-1,60 (m, 6H), 1,16
(t, 3H)
_ xyclopen 4,5-dihydro-1,2-
6-1055 | ) cl ool 3-y1 SOLEt
'H NMR, DMSO-d¢, 400 MHz
cl CHZOCH?_- 12,45 (S, IH), 8,07 (d, IH), 7,88
6-1056 | *yclopen tetrahydrofuran-2- | SO,Me (d, 1H), 5,07 (dd, 2H), 3,98 (m,
tyl y1 1H), 3,71 (dd, 1H), 3,64-3,51
(m, 3H), 3,49 (s, 3H), 2,08— 1,47
(m, 12H),
cl
6-1057 ’t;yl"l"pe“ SMe cl
IH NMR, DMSO-dg, 400 MHz
welopen | C1 12,42 (s, 1H), 8,10 (d, 1H), 7,88
6-1058 tyyl P SMe SO;Me @ 1H), 3,57 (s, 3H), 2,55 (s,
3H), 2,07 — 1,96 (m, 2H), 1,88 —
1,46 (m, 6H)
cl
6-1059 ’gld"pe“ Me SOsEt
6-1060 i‘yyfl"pen cl O(CH,),OMe cl
6-1061 ’t‘yﬁ"l"p"n cl OCH,-xyclopropyl | Cl
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) R X Y z Dit liéu vét Iy
6-1062 | eloPen | OMe cl
tyl
6-1063 ’t;};d"pen cl NHAc cl
'H NMR, DMSO-ds, 400 MHz
12,23 (s, 1H), 7,62 (d, 1H), 7,45
6-1064 | YoloPen | OCH,C(O)NMe, | Cl (d, 1H), 4,72 (s, 3H), 2,99 (s,
tyl 3H), 2,86 (s, 3H), 2,08 — 1, 98
(m, 2H), 1,82 — 1,73 (m, 2H),
1,70- 1,49 (m, 4H)
6-1065 | Yelopen | o cl SO,Me
tyl
cl
6-1066 xty)iclopen pyrazol-1-yl SO,Me
} xyclopen 4-metoxy-pyrazol-
6-1067 | 1 cl 1 SO:Me
xyclopen | Cl .
6-1068 | 1,2,3-triazol-1-yl | SO,Me
6-1069 ’t;yfbpen cl 1,2,3-triazol-2-yl | SO:Me
6-1070 | yclopen | F SO;Me
tyl
6-1071 ’t‘y-‘yld"pe“ Me SO;Me SO;Me
6-1072 ’t‘yyfk’pe“ Me SO,Me CFs
6-1073 fyyld"pen Me NMe, SO,Me
'H NMR, CDCls, 400 MHz
10,85 (s, 1H), 8,18 (dd, 2H),
xyclopen >
6-1074 | ST | Me S(0)Me CF; 7,63 (d, 2H), 7,39 (dd, 2H), 7,05
(dd, 1H), 5,30 (s, 2H), 4,32 (q,
2H), 3,39 (s, 3H)
6-1075 i‘yyl“lope“ Me SMe CFs
6-1076 fyyl"l"pe“ Me SO,CH,CH.OMe | CFs
6-1077 i‘yyl"l‘)pen Me pyrazol-1-yl SO:Me
6-1078 xyclopen Me 4-metoxy-pyrazol- SO,Me
tyl 1-yl
6-1079 fyyl"k’pen Me 1,2,3-triazol-1-yl | SO:Me
6-1080 ’t‘yyl"l"pe“ Me 1,2,3-triazol-2-yl | SO.Me
6-1081 i‘yﬁd"pen Me cl SO.Me
6-1082 ’t‘yyl"l"p"n Me Me SO,Me
6-1083 ’gld"pen Me Me SMe
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Sé R X Y V4 Dit lidu vat 1y
6-1084 ’t‘yyl"l"pe“ Me SO,Me cl
6-1085 ’t‘yyl"l"pe“ Me NMe, SO:Me
6-1086 fy’icmpen Me NH(CH;);OMe SO,Me
6-1087 ?yyfl"pen CFs F SO,CH;
6-1088 ’t‘yyl"l"pen CF; SMe SO,CH;
6-1089 ’t;yl"bpen CF; SEt SO:CH;
6-1090 :‘;’l"l"pen CFs S(O)Et SO,CH;
6-1091 Xtyy1°1°pen CFs SO,CH SO,CHs
6-1092 i‘}fid"pen CF; OCH,CH,OMe SO,CH;
6-1093 ’t‘yyld"pe“ CF; OCH,(CO)NMe, | SO2Me

CH,0-
6-1094 Xyl"l"pen CF; tetrahydrofuran-2- | SO,Et
ty vl
6-1095 i‘yyld"pen SMe SMe F
6-1096 i‘yyld"pen SMe SEt F
6-1097 i‘yyl"l"pe“ SO.CH; | F cl
F
6-1098 Xtyylcl"pen S(0)Me CF;
F
6-1099 fyylcl"pen SMe CF;
6-1100 | MesN NO, H SO.Me
6-1101 | Me;N cl H SOMe
6-1102 MCzN SOzMe H CF3
6-1103 | Me:N NO, H OMe
6-1104 | Me;N NO, H Br
6-1105 | Me;N NO, H CF;
6-1106 | Me:N NO; H NO,
6-1107 | Me:N NO; H cl
6-1108 | MeN NO, H Me
6-1109 | Me;N NO; H F
6-1110 | MesN OMe H SO,Me
6-1111 | Me:N CF; H NO,
6-1112 | Me;N (CHSOMe | H Br
6-1113 | Me;N cl CH,OCH,CF; SO,Me
6-1114 | Me;N cl CH,OCH,CF; SMe
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Sé R X Y z Dit lidu vat Iy
5-xyanometyl-4,5-
6-1115 | MeoN Cl dihydro-1,2- SOzEt
oxazol-3-yl
6-1116 | Me:N | Cl f»fazd(ﬁl%d;‘l’” SO,E
cl CH,0CHz-
6-1117 | Mex2N tetrahydrofuran-2- | SO.Me
yl
6-1118 | Me:N Cl SMe Cl
6-1119 | MexN Cl SMe SO, Me
6-1120 | MeaN Cl Me SOzEt
6-1121 | MeoN Cl O(CH;).OMe Cl
6-1122 | MeaN Cl OCHz-xyclopropyl | Cl
6-1123 | MeoN Cl OMe Cl
6-1124 | MesN Cl NHAc Cl
6-1125 | MeoN Cl OCH,C(O)NMe, | Cl
6-1126 | MeoN Cl Cl SO.Me
6-1127 | Me;N Cl pyrazol-1-yl SO;Me
6-1128 | MeN | CI ‘tryrietoxy'pym"l' SO,Me
6-1129 | MexN Cl 1,2,3-triazol-1-yl SO, Me
6-1130 | Me;N Cl 1,2,3-triazol-2-yl SO.Me
6-1131 | MeoN Cl F SO.Me
6-1132 | MeaN Me SO, Me SO,Me
6-1133 | MeoN Me SO,Me CF3
6-1134 | MexN Me NMe, SO, Me
6-1135 | MexN Me S(O)Me CF;
6-1136 | MeoN Me SMe CF;

1 6-1137 | Mex2N Me SO,CH,CH,OMe | CF3
6-1138 | MexN Me pyrazol-1-yl SO,Me
6-1139 | Me:N | Me ‘f:‘y‘}et"xy'pyraz"l' SO,Me
6-1140 | MeoN Me 1,2,3-triazol-1-yl SO.Me
6-1141 | MeaN Me 1,2,3-triazol-2-yl SO,Me
6-1142 | MexN Me Cl SO:Me
6-1143 | MeaN Me Me SO;Me
6-1144 | MeoN Me Me SMe
6-1145 | MexN Me SO, Me Cl
6-1146 | Me;N Me NMe, SO, Me
6-1147 | MexN Me NH(CH2),OMe SO, Me
6-1148 | MexN CF; F SO,CH3
6-1149 | Me:N CF; SMe SO,CHj3
6-1150 | MeoN CF; SEt SO,CHs
6-1151 | MexN CF; S(O)Et SO,CH;3
6-1152 | MexN CF3 SO,CHj3 SO,CHj3
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S6 R X Y V4 Dit liéu vat Iy
6-1153 | Me:N CF; OCH,CH;0Me SO,CH;
6-1154 | Me;N CF; OCH,(CO)NMe, | SO2Me
CH,0-
6-1155 | MexN CF; tetrahydrofuran-2- | SO,Et
yl
6-1156 | Me;N SMe SMe F
6-1157 | Me;N SMe SEt F
6-1158 | Me;N SO,CH; F Cl
6-1159 | Me;N F S(O)Me CF;
6-1160 | Me;N F | SMe CF;
6-1161 | Ph-NH | NO, H SO.Me
6-1162 | Ph-NH | Cl H SO.Me
6-1163 | Ph-NH | SO;Me H CF;
6-1164 | Ph-NH | NO, H OMe
6-1165 | Ph-NH | NO, H Br
6-1166 | Ph-NH | NO, H CF;
6-1167 | Ph-NH | NO; H NO,
16-1168 | Ph-NH | NO, H cl
6-1169 | Ph-NH | NO; H Me
6-1170 | Ph-NH | NO, H F
6-1171 | Ph-NH | OMe H SO;Me
6-1172 | Ph-NH | CF; H NO;
6-1173 | Ph-NH  |CH,SO.Me | H Br
'H NMR, DMSO-ds, 400 MHz
6-1174 | PA-NH | CI CH,0CH,CF; SO,.Me 9,58 (bs, 1H), 8,04 (d, 1F), 7,55
(d, 1H), 5,22 (s, 2H), 4,25 (q,
2H), 2,67 (s, 3H)
6-1175 | Ph-NH | CI CH,OCH;CF; SMe
5-xyanometyl-4,5-
6-1176 | Ph-NH | Cl dihydro-1,2- SO.Et
oxazol-3-yl
6-1177 | PANH | Cl ifajﬁéd;?lz SOzEt
cl CH,OCH;,-
6-1178 | Ph-NH tetrahydrofuran-2- | SO,Me
6-1179 | Ph-NH | Cl SMe Cl
6-1180 | Ph-NH | Cl SMe SO;Me
6-1181 | Ph-NH | Cl Me SO,Et
6-1182 | Ph-NH | CI O(CH2):0Me Cl
6-1183 | Ph-NH Cl OCH;-xyclopropyl | Cl
6-1184 | Ph-NH | Cl OMe Cl
6-1185 | Ph-NH | Cl NHAc Cl
6-1186 | Ph-NH | CI OCH,C(O)NMe, | Cl
6-1187 | Ph-NH | Cl Cl SO.Me
6-1188 | Ph-NH Cl pyrazol-1-yl SO,Me
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Sé R X Y Z Dit liéu vat Iy
6-1189 | Ph-NH | Cl ‘f:ryrietoxy'pyraz"l' SO:Me
6-1190 | Ph-NH | CI 1,23riazol-1yl | SO;Me
6-1191 | PhNH | ClI 1.23-triazol2-yl | SO:Me
6-1192 | PANH | ClI F SO;Me
6-1193 | PhNH | Me SO;Me SO,Me
6-1194 | Ph-NH | Me SO,Me CF,
6-1195 | PhNH | Me NMe, SO;Me
6-1196 | Ph-NH | Me S(O)Me CF;
6-1197 | Ph-NH | Me SMe CF,
6-1198 | PhNH | Me SO,CH,CH,0Me | CFs
6-1199 | PhNH | Me pyrazol-1-y1 SO;Me
6-1200 | Ph.NH | Me ‘f:g}emxy‘pyraz"l‘ SO;Me
6-1201 | PhNH | Me |.23triazol-1-yl | SO;Me
6-1202 | PhNH | Me 1.23triazol-2-yl | SO:Me
6-1203 | Ph.NH | Me cl SO;Me
6-1204 | PhNH | Me Me SO;Me
6-1205 | PhNH | Me Me SMe
6-1206 | Ph.NH | Me SO,Me cl
6-1207 | Ph-NH Me NMe; SOMe
6-1208 | Ph-NH | Me NH(CH),OMe | SO;Me
6-1209 | PhNH | CF; F SO,CH;
6-1210 | Ph-NH | CF; SMe SO;CH;
6-1211 | Ph.NH | CF5 SEt SO;CH;
6-1212 | Ph-NH | CF; S(O)Et SO;CH;
6-1213 | Ph-NH | CF;s SO,CH; SO,CH,
6-1214 | PhNH | CFs OCH,CH,OMe | SO,CH;
6-1215 | Ph-NH | CF3 OCH,(CO)NMe, | SO2Me
CH;0-
6-1216 | Ph-NH | CF; tetrahydrofuran-2- | SOEt
yl
61217 | Ph-NH | SMe SMe F
61218 | Ph-NH | SMe SEt F
6-1219 | PhNH | SO.CH; | F cl
6-1220 | PhNH | F S(O)Me CF,
6-1221 | PhNH | F SMe CF,
61222 | Pt | o, H SOMe
6-1223 nm_‘ifgll“’“ cl H SO;Me
6-1224 L‘i‘ifg}l“’“ SO:Me H CFs
6-1225 ﬁiﬂmﬁ NO, OMe
6-1226 morpholi NO, Br
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Sé R X Y V4 Dir lidu vat ly
n-1-yl
6-1227 | morpholi | o) H CF;
n-1-yl
6-1228 | morpholi | o) H NO,
n-1-yl
6-1229 | morpholi |y H cl
n-1-yl
6-1230 | morpholi |\ H Me
n-1-yl
6-1231 | morpholi | o) H F
n-1-yl
6-1232 | morpholi |y o H SO,Me
n-1-yl
6-1233 | morpholi | op H NO,
n-1-yl
6-1234 | Mool {rpy oo Me | H Br
n-1-yl
'H NMR, DMSO-ds, 400 MHz
6-1235 | momholi | ¢ CH;OCH,CF; SO:Me 9,58 (bs, 1H), 8,04 (d, 1H), 7,55
n-1-yl (d, 1H), 522 (s, 2H), 4,26 (q,
2H), 3,70-2,94 (m, 11H)
6-1236 | morpholi | CH,OCH,CF; SMe
n-1-yl
. 5-xyanometyl-4,5-
6-1237 | mOPholi | ¢y dihydro-1,2- SO,Et
n-1-yl
oxazol-3-yl
6-1238 morpholi cl 4,5-dihydro-1,2- SO,E
n-1-yl oxazol-3-yl
| CH,OCHs-
6-1239 | morpholi tetrahydrofuran-2- | SO:Me
n-1-yl
yl
e
6-1240 | morpholi SMe cl
n-1-yl
| al
6-1241 | morpholi SMe SO:Me
n-1-yl
|l
6-124 | morpholi Me SO,Et
n-1-yl
6-1243 | morpholi | oy O(CH,),OMe cl
n-1-yl
6-1244 | morpholi | OCH,-xyclopropyl | Cl
n-1-yl
6-1245 | morpholi | OMe cl
n-1-yl
6-1246 | morpholi | NHAc cl
n-1-yl
6-1247 L‘f‘{f‘y’ﬁ“’h al OCH,C(O)NMe> | Cl
6-1248 | morpholi | cl SO,Me
n-1-yl
6-1249 | morpholi | Cl pyrazol-1-yl SO,Me
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sé R X Y Z Dit ligu vat ly
n-1-yl

) morpholi 4-metoxy-pyrazol-

61250 | M) cl 11 SO,Me

6-1251 | morpholi cl 12,3-triazol-1-yl | SO,M
n-1-yl ,2,3-triazol-1-y >Me

6-1252 | morpholi | oy 12,3-triazol-2-yl | SO;Me
n-1-yl

6-1253 | morpholi | F SO,Me
n-1-yl

6-1254 | morpholi |y o SO,Me SO,Me
n-1-yl

6-1255 | morpholi |y o SO,Me CF;

. n-1-yl

6-1256 | morpholi |y o NMe» SO:Me
n-1-yl

6-1257 | morpholi |y o S(0)Me CFs
n-1-yl

6-1258 | morpholi |y o SMe CF;
n-1-yl

6-1259 L‘f‘f_‘;l“’h Me SO,CH,CH,OMe | CF;

6-1260 | mOPROlL | s pyrazol-1-yl SO,Me
n-1-yl

6-1261 morpholi Me 4-metoxy-pyrazol- SO,Me
n-1-yl 1-yl

6-1262 | mOPROlL |y pe 1,2,3-triazol-1-yl | SO,Me
n-1-yl

6-1263 | morPholi |y pe 1,2,3-triazol-2-yl | SO:Me
n-1-yl

6-1264 | morpholi |y o cl SO,Me
n-1-yl

6-1265 | morpholi |y o Me SO,Me
n-1-yl

6-1266 | morpholi |y o Me SMe
n-1-yl

6-1267 | morpholi |y ro SO,Me cl
n-1-yl

6-1268 | morpholi |y o NMe, SO,Me
n-1-yl

6-1269 nm_‘iff_"/ll“’h Me NH(CH,),OMe | SO:Me

6-1270 | morpholi | -p F SO,CH;
n-1-yl

6-1271 | morpholi | op SMe SO,CH;
n-1-yl

6-1272 | morpholi | op SEt SO,CHj
n-1-yl

6-1273 | morPholi | oy S(O)Et SO,CH;
n-1-yl

6-1274 morpholi CFs SOzCH3 SOzCH3
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) R X Y Z Dit liéu vat ly
n-1-yl
6-1275 gﬁ‘i{fy’}l“’li CF; OCH;CH,OMe | SO:CH;
6-1276 112?{1;111011 CF; OCH»(CO)NMe, | SO2Me
morpholi CH0-
6-1277 n-1-yl CF3 tetrahydrofuran-2- | SO2Et
yl
6-1278 nm_‘;‘:l;lll"“ SMe SMe F
6-1279 ‘If_‘;f‘;ll“’ﬁ SMe SEt F
6-1280 Ef‘l’fl;ll“’h SO,CH; | F cl
6-1281 ;‘f‘i‘};ﬁ“’h F S(0)Me CFs
6-1282 ‘i‘it‘;“’ﬁ F SMe CF;
6-1283 | sec-Bu NO; H SO,Me
6-1284 | sec-Bu Cl H SO,Me
6-1285 | sec-Bu SO,Me H CF;
6-1286 | sec-Bu NO; H OMe
6-1287 | sec-Bu NO: H Br
6-1288 | sec-Bu NO, H CF;
6-1289 | sec-Bu NO; H NO,
6-1290 | sec-Bu NO: H Cl
6-1291 | sec-Bu NO; H Me
6-1292 | sec-Bu NO, H F
6-1293 | sec-Bu OMe H SO,Me
6-1294 | sec-Bu CFs H NO;
6-1295 | sec-Bu  |CH.SO.Me | H Br
6-1296 | sec-Bu Cl CH,0OCH,CF3 SO,Me
6-1297 | sec-Bu Cl CH,OCH,CF; SMe
5-xyanometyl-4,5-
6-1298 | sec-Bu Cl dihydro-1,2- SO,Et
oxazol-3-yl
6-1299 | sec-Bu | Cl ‘;}faj;%d;‘f” SOzEt
cl CH,OCH,-
6-1300 | sec-Bu tetrahydrofuran-2- | SO,Me
yl
6-1301 | sec-Bu Cl SMe Cl
6-1302 | sec-Bu Cl SMe SO, Me
6-1303 | sec-Bu Cl Me SO,Et
6-1304 | sec-Bu Cl O(CH»):OMe Cl
6-1305 | sec-Bu Cl OCHz-xyclopropyl | Cl
6-1306 | sec-Bu Cl OMe Cl
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Sé R X Y Z Dit lidu vat ly
6-1307 | sec-Bu Cl NHAc Cl
6-1308 | sec-Bu Cl OCH;C(O)NMe, Cl
6-1309 | sec-Bu Cl Cl SO,Me
6-1310 | sec-Bu Cl pyrazol-1-yl SO,Me
6-1311 | sec-Bu | Cl i‘:ry‘}et"xy'pyraz"l' S0:Me
6-1312 | sec-Bu Cl 1,2,3-triazol-1-yl SO,Me
6-1313 | sec-Bu Cl 1,2,3-triazol-2-yl SO,Me
6-1314 | sec-Bu Cl F SO,Me
6-1315 | sec-Bu Me SO.Me SO,Me
6-1316 | sec-Bu Me SO;Me CF;
6-1317 | sec-Bu Me NMe, SO,Me
6-1318 | sec-Bu Me S(O)Me CF;
6-1319 | sec-Bu Me SMe CF3
6-1320 | sec-Bu Me SO,CH,CH,OMe | CF3
6-1321 | sec-Bu Me pyrazol-1-yl SO,Me
6-1322 | sec-Bu Me éll:ﬁetoxy-pyrazol- SO.Me
6-1323 | sec-Bu Me 1,2,3-triazol-1-yl SO;Me
6-1324 | sec-Bu Me 1,2,3-triazol-2-yl SO Me
6-1325 | sec-Bu Me Cl SO,Me
6-1326 | sec-Bu Me Me SO.Me
6-1327 | sec-Bu Me Me SMe
6-1328 | sec-Bu Me SO,Me Cl
6-1329 | sec-Bu Me NMe, SO.Me
6-1330 | sec-Bu Me NH(CH;),OMe SO,Me
6-1331 | sec-Bu CF3 F SO,CHj3
6-1332 | sec-Bu CF; SMe SO,CHj3
6-1333 | sec-Bu CF; SEt SO,CHj3
6-1334 | sec-Bu CF; S(O)Et SO,CH3
6-1335 | sec-Bu CF; SO,CHj3 SO,CHjs
6-1336 | sec-Bu CFs OCH,CH,0OMe SO,CH3
6-1337 | sec-Bu CF; OCH,(CO)NMe: SO2Me
CH,O-
6-1338 | sec-Bu CF3 tetrahydrofuran-2- | SOEt
yl
6-1339 | sec-Bu SMe SMe F
6-1340 | sec-Bu SMe SEt F
6-1341 | sec-Bu SO,CHj3 F Cl
6-1342 | sec-Bu F S(O)Me CF;
6-1343 | sec-Bu F SMe CF;
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Bang 7: Hop chét c6 cong thiic chung (1) theo sang ché, trong d6 A 1a nito

Dt liéu vét Iy
s |R X z
(*H NMR, DMSO-ds, 400 MHz)
71 |H cl CFs
] 12,59 (bs, 1), 8,48 (d, 1H), 8,12
'H NMR, DMSO-ds, 400 MHz
73 | Et cl CFs 12,59 (bs, 1H), 8,49 (d, 1H), 8,11
(d, 1H), 2.85 (q, 2H), 1,28 (t, 3H)
74 | CFs cl CF,
75 | CH,OMe Cl CF,
7-6 c-Pr Cl CF3
13.14 (bs, 1H), 8,50 (d, 1H), 8,17
77 | COEt Cl CFs (d, 1H), 4,42 (¢, 2H), 1,33 (¢, 3H)
78 | COMe Cl CFs
$.46 (d, 1H), 8,10 (d, 1H), 7,41-
79 | benzyl cl CFs 728 (m, 3H), 7,17 (bs, 2H), 4,25
(s, 2H)
| 12.88 (bs, 1H), 8,51 (d, 1H), 8,17
7-10 | phenyl cl CFs (d, 1H), 7,94 (bs, 2H), 7,67-1,57
(m, 3H)
. 13.10 (bs, 1H), 9,36 (s, 1H), 8,88
7-11 | pyrazin-2-yl cl CFs (m, 2H), 8,54 (d, 1H), 8,17 (d, 1H)
12,78 (bs, 1H), 8,51 (d, 1H), 8,16
7-12 | 4-OMe-Ph cl CF; (d, 1H), 7,38 (d, 2H), 7,17 (d, 2H),
3.84 (s, 3H)
12,90 (bs, 1H), 8,51 (d, 1H), 8,18
7-13 | 4-Cl-Ph Cl CFs (d, 1H), 7,94 (d, 2H), 7,69 (d, 2H)
12,60 (bs, 1H), 8,48 (d, 1H), 8,12
7-14 | t-Bu cl CFs (@D 132 (b, oFD
12,83 (bs, 1H), 8,51 (d, 1H), 8,17
7-15 | furan-2-yl cl CFs (d. 1H), 8,06 (s, 1H), 7,29 (s, 1H),
6,80 (m, 1H)
12.26 (bs, 1H), 8,31 (d, 1H), 8,02
7-16 | i-Pr cl CFs (d. 1H), 472 (s, 2H), 3,25 (s, 3H),
3.19 (m, 1H), 1,30 (d, 6H)
12,61 (bs, 1H), 8,48 (d, 1H), 8,12
7-17 | CH.CH,OMe | Cl CFs (d, 1H), 3,69 (t, 2H), 3,09 (t, 2H)
12,82 (bs, 1H), 8,50 (d, 1H), 8,16
7'18 CHZCF3 Cl CF3 (d, ].H), 4’33 (q’ 2H)
] 12,73 (bs, 1H), 8,48 (d, 1H), 8,15
7-19 tze_“f‘hydr"f“ran cl CF;s (d. 1H), 5,11 (t, 1H), 3.84 (t, 2H),
y 2,31-2,18 (m, 2H), 2,0 (q, 2H)
720 | n-Pr cl CFs 12,61 (bs, 1H), 8,48 (d, 1H), 8,12
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” R < , Dit liéu vét Iy
('H NMR, DMSO-ds, 400 MHz)
(d, 1H), 2,81 (t, 2H), 1,71 (q, 2H),
0,96 (t, 3H)
7-21 CH,OEt Cl CF3
12,62 (bs, 1H), 8,47 (d, 1H), 8,13
722 | xyclobutyl cl CFs (d, 1H), 3,76-3,72 (m, 1H), 2,41-
2,22 (m, 4H)
12,65 (bs, 1H), 8,47 (d, 1H), 8,13
723 | xyclopentyl cl CF; gln 12%)) 31?;%%”713 1(1}111)2:;1;8117917
1,61 (m, 6H)
7-24 Me,N Cl CF;
7-25 Ph-NH Cl CF3
7-26 | morpholin-1-yl | Cl CF3 55’948’, 31’12())’ (ri’,le()d’ 15), 3,67
7-27 H Cl Cl
7-28 Me Cl Cl
7-29 Et Cl Cl
730 | CR, ol al gi%iég 1H), 8,23 (d, 1H), 7,78
7-31 CH,OMe Cl Cl
7-32 c-Pr Cl Cl
7-33 COEt Cl Cl
7-34 COMe Cl Cl
7-35 benzyl Cl Cl
7-36 phenyl Cl Cl
7-37 pyrazin-2-yl Cl Cl
7-38 4-OMe-Ph Cl Cl
7-39 4-CI-Ph Cl Cl
7-40 t-Bu Cl Cl
7-41 furan-2-yl Cl Cl
7-42 i-Pr Cl Cl
7-43 CH,CH,OMe Cl Cl
7-44 CH2CF3 Cl Cl
7.45 tze_t;fhyd“’f‘“an' al cl
7-46 n-Pr Cl Cl
7-47 CH,OEt Cl Cl
7-48 xyclobutyl Cl Cl
7-49 xyclopentyl Cl Cl
7-50 MeoN Cl Cl
7-51 Ph-NH Cl Cl
7-52 morpholin-1-yl | Cl Cl
7-53 H Me Cl
7-54 Me Me Cl
=2 e a 1 e S 1 1
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sé R X 7 Dit liéu vat ly
(*H NMR, DMSO-d¢ 400 MHz)
1,27 (t, 3H)

7-56 CF3 Me Cl
7-57 CH,OMe Me Cl
7-58 c-Pr Me Cl
7-59 CO,Et Me Cl
7-60 COMe Me Cl
7-61 benzyl Me Cl
7-62 phenyl Me Cl
7-63 pyrazin-2-yl Me Cl
7-64 4-OMe-Ph Me Cl
7-65 4-Cl-Ph Me Cl
7-66 t-Bu Me Cl
7-67 furan-2-yl Me Cl
7-68 i-Pr Me Cl
7-69 CH,CH,OMe Me Cl
7-70 CH,CF; Me Cl
771 ;e_t;f‘hyd“’furan' Me cl
7-72 n-Pr Me Cl
7-73 CH,OEt Me Cl
7-74 xyclobutyl Me Cl
7-75 xyclopentyl Me Cl
7-76 Me:N Me Cl
7-77 Ph-NH Me Cl
7-78 morpholin-1-yl | Me Cl
7-79 H Cl SMe
7-80 Me Cl SMe
7-81 Et Cl SMe
7-82 CFs Cl SMe
7-83 CH,OMe Cl SMe
7-84 c-Pr Cl SMe
7-85 CO,Et Cl SMe
7-86 COMe Cl SMe
7-87 benzyl Cl SMe
7-88 phenyl Cl SMe
7-89 pyrazin-2-yl Cl SMe
7-90 4-OMe-Ph Cl SMe
7-91 4-Cl-Ph Cl SMe
7-92 t-Bu Cl SMe
7-93 furan-2-yl Cl SMe
7-94 i-Pr Cl SMe
7-95 CH,CH,OMe Cl SMe
7-96 CH,CF3 Cl SMe
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sé R X 7 Dit liéu vt ly
(*H NMR, DMSO-ds, 400 MHz)
797 tze_t;f‘hydmfuran' cl SMe
7-98 n-Pr Cl SMe
7-99 CH,0Et Cl SMe
7-100 | xyclobutyl Cl SMe
7-101 | xyclopentyl Cl SMe
7-102 | MexN Cl SMe
7-103 | Ph-NH Cl SMe
7-104 | morpholin-1-yl | Cl SMe
7-105 | H Cl SO.Me
7-106 | Me Cl SO.Me
7-107 | Et Cl SO.Me
7-108 | CFs Cl SO.Me
7-109 | CH,OMe Cl SO.Me
7-110 | c-Pr Cl SO, Me
7-111 | COzEt Cl SO.Me
7-112 | COMe Cl SO,Me
7-113 | benzyl Cl SO.Me
7-114 | phenyl Cl SO:Me
7-115 | pyrazin-2-yl Cl SO,Me
7-116 | 4-OMe-Ph Cl SO.Me
7-117 | 4-Cl-Ph Cl SO.Me
7-118 | t-Bu Cl SOMe
7-119 | furan-2-yl Cl SO.Me
7-120 | i-Pr Cl SO.Me
7-121 | CH,CH.OMe Cl SO,Me
7-122 | CH,CFs Cl SO.Me
7-123 tze_t;i‘hyd“’f‘“an' cl SO.Me
7-124 | n-Pr Cl SO.Me
7-125 | CH,OEt Cl SO,Me
7-126 | xyclobutyl Cl SO,Me
7-127 | xyclopentyl Cl SO, Me
7-128 | MexN Cl SO,Me
7-129 | Ph-NH Cl SO.Me
7-130 | morpholin-1-yl | Cl SO.Me
7-131 | H Me CF;
7-132 | Me Me CF3
7-133 | Et Me CF;
e | om e cr, 1306 G, 19, 526 6, 10, 752
7-135 | CH,OMe Me CF;
7-136 | c-Pr Me CF; (13”3 ?}gis’;é?’ (85’,22}(1‘)1: 1;;[1)5 7(15;7
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A Dit liéu vat Iy
6 |R X z
(*H NMR, DMSO-ds, 400 MHz)
TH), 1,10 (m, 2H), 0,96 (m, 2H)
7-137 | COE Me CF;
7-138 | COMe Me CF,
7-139 | benzyl Me CF;
7-140 | phenyl Me CF3
7-141 | pyrazin-2-yl Me CF;
12,50 (bs, 1H), 8,30 (d, 1H), 7,90
7-142 | 4-OMe-Ph Me CF; (d, 1H), 7,89 (d, 2H), 7,17 (d, 2H),
3.86 (s, 3H), 2,69 (s, 3H)
7-143 | 4-CL-Ph Me CFs
] ] 12.29 (bs, 1H), 8,28 (d, 1H), 7,87
7-144 | +Bu Me CFs (d. 1H), 2,66 (s, 3H), 1,35 (s, 9H)
7-145 | furan-2-yl Me CFs
12,33 (bs, 1H), 8,26 (d, 1H), 7,88
7-146 | i-Pr Me CF; @ 1H), 3,17 (m, 1H), 2,66 (s,
3H), 1,30 (d, 6H)
7-147 | CH,CH,OMe | Me CFs
7-148 | CH:CF; Me CF;
7-149 tetrahydrofuran- Me CF;
2-yl
12,30 (bs, 1H), 8,26 (d, 1H), 7,88
7-150 | n-Pr Me CF; (d, 1H), 2,81 (s, 2H), 2,65 (s, 3H),
1,71 (m, 2H), 0,97 (t, 3H)
7-151 | CH,OEt Me CFs
12,32 (bs, 1H), 8,26 (d, 1H), 7,89
(d, 1H), 3,76-3,70 (m, 1H), 2,66
7-152 | xyclobutyl Me CFs s, 3H), 2,41-2,22 (m, 4H), 2,12-
2.00 (m, 1H), 1,98-1,91 (m, 1H)
12.28 (bs, 1H), 8,30 (d, 1H), 7,87
A 1H), 3,37 (m, 1H), 2,65 (s,
7-153 | xyclopentyl Me CFs 3H), 2,09-1,98 (m, 2H), 1,88-1,76
(m, 2H), 1,75-1,69 (m, 4H)
7-154 MezN Me CF3
10,81 (s, 1H), 841 (d, 1H), 7,96
7-155 | Ph-NH Me CF; d, 1H), 7,64 (d, 2H), 7,39 (dd,
2H), 7,05 (dd, 1H), 2,93 (s, 3H)
7-156 | morpholin-1-yl | Me CF3
7-157 | H CH,0Me CFs
12,26 (bs, 1H), 8,30 (d, 1H), 8,02
7158 | Me CHOMe CFs (d, 1H), 471 (s, 2H), 3,25 (s, 3H)
12,28 (bs, 1H), 831 (d, 1H), 8,02
7-159 | Et CH;OMe CF; (d, 1H), 4,72 (s, 2H), 3,25 (s, 3H),
2,86 (q, 2H), 1,26 (t, 3H)
13.03 (bs, 1H), 8,32 (d, 1H), 8,06
7160 | CFs CH:0Me CF; (d. 1H), 472 (s, 2H), 3,25 (s, 3H)
12,41 (bs, 1H), 8,32 (d, 1H), 8,03
7-161 | CH,OMe CH;OMe CFs (d. 1H), 4,72 (s, 2H), 4,63 (s, 2H),
3,36 (s, 3H), 3,25 (s, 3H)
7-162 | c-Pr CH;OMe CF;
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B Dit liéu vat ly
So R X Z
- (‘"H NMR, DMSO-ds, 400 MHz)
7-163 | CO.Et CH,OMe CF;
7-164 | COMe CH,OMe CF;
7-165 | benzyl CH,OMe CFs
7-166 | phenyl CH,OMe CF;
7-167 | pyrazin-2-yl CH,OMe CF;
7-168 | 4-OMe-Ph CH,0Me CF;
7-169 | 4-CI-Ph CH,OMe CF;
7-170 | t-Bu CH,OMe CF;
7-171 | furan-2-yl CH,OMe CF;
12,26 (s, 1H), 8,31 (d, 1H), 8,02
7-172 | i-Pr CH,OMe CF; (d, 1H), 4,72 (s, 2H), 3,23 (s, 3H),
3,18 (m, 1H), 1,29 (d, 6H)
12,28 (s, 1H), 8,31 (d, 1H), 8,02
] (d, 1H), 5,07 (dd, 2H), 4,71 (s,
7-173 CHzCHzOMe CH:OMC CF3 2H), 3,70 (t, 2H), 3,25 (25’ 6H),
3,07 (¢, 2H)
7-174 CH2CF3 CHZOMe CF3
12,41 (s, 1H), 8,31 (d, 1H), 8,02
(d, 1H), 5,11 (dd, 1H), 4,71 (s,
7-175 tze_trf‘hyd“’furan' CH,0Me CF; 2H), 3.84 (t, 2H), 342 (s, 3H),
y 2,32-2,14 (m, 2H), 2,06-1,90 (m,
2H)
12,22 (s, 1H), 8,31 (d, 1H), 8,01
(d, 1H), 4,70 (s, 2H), 3,23 (s, 3H),
7-176 | n-Pr CH:0Me CFs 2,80 (t, 2H), 1,60 (m, 2H), 0,94 (t,
3H)
7-177 | CH,OEt CH,OMe CFs
12,26 (s, 1H), 8,31 (d, 1H), 8,01
(d, 1H), 4,72 (s, 2H), 3,78-3,70
7-178 | xyclobutyl CH,OMe CF; (m, 1H), 3,23 (s, 3H), 2,40 — 2,22
(m, 4H), 2,10 — 1,88 (m, 1H), 1,97
1,88 (m, 1H)
12,32 (s, 1H), 8,31 (d, 1H), 8,01
(d, 1H), 4,71 (s, 2H), 3,25 (s, 3H),
7-179 | xyclopentyl CH,OMe CF3 2.09 — 1,98 (m, 2H), 1,88 — 1,60
(m, 6H)
7-180 | Me;N CH,0Me CF;
7-181 | Ph-NH CH,0Me CF;
'17-182 | morpholin-1-yl | CH2OMe CF;
7-183 | H CH,SMe CF;
7-184 | Me CH,SMe CF;
7-185 | Et CH,SMe CFs
7-186 | CFs CH,SMe CF;
7-187 | CH,OMe CH,SMe CF;
7-188 | c-Pr CH,SMe CF;
7-189 | COsEt CH,SMe CF;
7-190 | CO.Me CH,SMe CF;
7-191 benzyl CH,SMe CF3
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sé R X 7 Dir ligu vt ly
(*H NMR, DMSO-ds, 400 MHz)
7-192 | phenyl CH.SMe CFs
7-193 | pyrazin-2-yl CH>SMe CF3
7-194 | 4-OMe-Ph CH,SMe CF;
7-195 | 4-Cl-Ph CH.SMe CF;
7-196 | t-Bu CH,SMe CF;
7-197 | furan-2-yl CH,SMe CFs
7-198 | i-Pr CH,SMe CF;
7-199 | CH,CH,OMe CH,SMe CF3
7-200 | CH2CF; CH.SMe CF;
7-201 tze_t;fhydmﬁ“a“' CH;SMe CF;
7-202 | n-Pr CH,SMe CF3
7-203 | CH,OEt CHa,SMe CF;
7-204 | xyclobutyl CH,SMe CF3
7-205 | xyclopentyl CH,SMe CFs
7-206 | MeaN CH.SMe CF3
7-207 | Ph-NH CH,SMe CF;
7-208 | morpholin-1-yl | CH,SMe CF;
7-209 | H CH2SO;Me CF;
7-210 | Me CH,SO;Me CF;
7-211 | Et CH,SO:Me CF;
7-212 | CFs CH,SOMe CF;
7-213 | CH,OMe CH,SO;Me CF;
7-214 | c-Pr CH,SO,Me CF;
7-215 | COzEt CH,SO;Me CF;
7-216 | COMe CH,SO:Me CF;
7-217 | benzyl CH,SO:Me CF;
7-218 | phenyl CH,SO:Me CF3
7-219 | pyrazin-2-yl CH.SO;Me CF;
7-220 | 4-OMe-Ph CH,SO;Me CF;
7-221 | 4-Cl-Ph CH,SO:Me CF;
7-222 | t-Bu CH,SO:Me CF;
7-223 | furan-2-yl CH,SO;Me CF;3
7-224 | i-Pr CH,SO;Me CF;
7-225 | CH.CH,OMe CH,SO;Me CF;
7-226 | CHyCF3 CH,SOMe CF;
7-227 tﬁeltrr:f:yzdry‘{ CH,S0:Me CFs
7-228 | n-Pr CH,SO:Me CF;
7-229 | CH20OEt CH,SO:Me CF;
7-230 | xyclobutyl CH2SOMe CF;
7-231 xyclopentyl CH,SO,Me CF;
7-232 | MexN CH,SO:Me CF;
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6 R X 7 Dii lidu vat ly
('H NMR, DMSO-ds, 400 MHz)
7233 | Ph-NH CH,SO;Me CF;
7234 | morpholin-1-yl | CH,SO,Me CF;
7235 |H CH,0C;H,OMe | CF;
7236 | Me CH,0C;H:OMe | CF;
7237 | Et CH,0C;H;OMe | CF;
7238 | CFs CH,0C;H:OMe | CF;
7239 | CH,OMe CH,0C;H:OMe | CF;
7240 | c-Pr CH,0C;H:OMe | CF;
7241 | COsEt CH,0C;H:OMe | CF;
7242 | COMe CH,0C;H:OMe | CF;
7243 | benzyl CH,0C;H:OMe | CF;
7244 | phenyl CH,0C;H:OMe | CF;
7-245 | pyrazin-2-yl CH,OC,H4sOMe CF3
7246 | 4-OMe-Ph CH,0C;H,OMe | CF;
7247 | 4-CL-Ph CH,OC;H:OMe | CF;
7248 | t-Bu CH,0C;H:OMe | CF;
7-249 | furan-2-yl CH,OC,H4sOMe CF;
7250 | i-Pr CH,0C;H,OMe | CF;
7251 | CH,CH,0OMe | CH,OC;H:OMe | CF;
7252 | CH,CF; CH,0C;H:OMe | CF;
7253 Ef:‘rll’yzd;‘; CH,0CH,OMe | CF;
7254 | nPr CH,0C;H:OMe | CF;
7255 | CH,OEt CH,0C;H:OMe | CF;
7256 | xyclobutyl CH,0C;H:OMe | CF;
7-257 | xyclopentyl CH,0C,HsOMe CF3
7258 | Me:N CH,0C;H:OMe | CF;
7259 | Ph-NH CH,0C;H:OMe | CFs
7-260 | morpholin-1-yl | CH,OC,H4sOMe CFs3
OCHa-tetrahydro-
7261 |H CF;
furan-2-yl
7262 | Me gf;ﬁfyfahydm CFs
7263 | Et ?ufaﬁfztfyt{ahydm CF;s
7264 | CF3 ggﬁfﬁah—‘/dro CF;
72265 | CH,OMe glf;f;fyt{ahydm' CF,
7-266 | c-Pr gf:fj';f’yt{ahydm' CFs
7-267 | COsEt gfaan'zt_"’ytiahydm' CFs
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% |r « , Dit ligu vat Iy
(‘H NMR, DMSO-ds, 400 MH7)
7-268 | COMe ?uf;flff;{ahydm' CF;
7-269 | benzyl f?lf;fg_ey”{ahydm' CFs
7-270 | phenyl glfﬁf-zt?;{ahydro- CF;
7271 | pyrazin-2-yl glfif;_e;;ahydm' CF;
7272 | 4-OMe-Ph glfﬁf'zt_e;‘l'ahydm' CF;
7273 | 4-Cl-Ph gfif;_e;ahydm' CFs
7-274 | t-Bu glf;ffyt{ahydm' CF;
7-275 | furan-2-yl gfgf'zt_e;;ahydm' CF;
7276 | i-Pr glf;f'zt_eyt;ahydm' CFs
7277 | CHCHOMe | PO BN | op,
7-278 | CH,CFs gfiff;ahydr‘" CF;
7-280 | n-Pr gf:fj'ztfyt{ahydm' CF;
7-281 | CH,0Bt oy e | cry
7-282 | xyclobutyl ?uf;ffyt;ahydm' CF;
7-283 | xyclopentyl gf;f;?;{ahydm_ CF;
7284 | Me:N e | cp,
7-285 | Ph-NH a4 | cr
7-286 | morpholin-1-yl giffytiahydm' CFs
(1,1-dioxido-1,2-
7287 | H thiadiazolidin-1- | CFs
yDmetyl
sl R
(1,1-dioxido-1,2-
7-289 | Et thiadiazolidin-1- | CF3
yDmetyl
7290 | cr, ;%):;Mlimlf cr, 832 1), 506 4, 1) 448
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X

Dit ligu vat Iy
("H NMR, DMSO-ds, 400 MHz)

7-291

CH,OMe

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF;

7-292

c-Pr

(1,1-dioxido-1,2-
thiadiazolidin-1-
ylmetyl

CF3

7-293

COzEt

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CFs;

7-294

COzMe

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF;

7-295

benzyl

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF;

7-296

phenyl

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF3

7-297

pyrazin-2-yl

(1,1-dioxido-1,2-
thiadiazolidin-1-
yl)metyl

CF;

7-298

4-OMe-Ph

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF3

7-299

4-Cl-Ph

(1,1-dioxido-1,2-
thiadiazolidin-1-
yhmetyl

CFs

7-300

t-Bu

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF;

7-301

furan-2-yl

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF3

7-302

i-Pr

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF3

7-303

CH,CH,OMe

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF3

12,34 (bs, 1H), 8,33 (d, 1H), 8,02
(d, 1H), 4,50 (s, 2H), 3,67 (t, 2H),
3.27 (s, 3H), 3,21 (m, 4H), 3,09 (1,
2H), 2,18 (m, 2H)

7-304

CH,CF;

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CFs

12,59 (bs, 1H), 8,33 (d, 1H), 8,03
(d, 1H), 4,48 (s, 2H), 4,32 (q, 2H),
3,17 (m, 4H), 2,17 (m, 2H)

7-305

tetrahydro-
furan-2-yl

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF;

7-306

n-Pr

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CFs

7-307

CH,OEt

(1,1-dioxido-1,2-
thiadiazolidin-1-
yl)metyl

CF;
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X

Dit lidu vat Iy
("H NMR, DMSO-ds, 400 MHz)

7-308

xyclobutyl

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF;

7-309

xyclopentyl

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF;

7-310

Me,N

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF;

7-311

Ph-NH

(1,1-dioxido-1,2-
thiadiazolidin-1-
yDmetyl

CF;3

7-312

morpholin-1-yl

(1,1-dioxido-1,2-
thiadiazolidin-1-
yl)metyl

CF;

7-313

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CF;

7-314

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CF;

7-315

Et

(3-metyl-2-
oxoimidazolidin-
1-yl)metyl

CFs

7-316

CFs

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CF;

7-317

CH,OMe

(3-metyl-2-
oxoimidazolidin-
1-y)metyl

CF;

7-318

c-Pr

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CFs

7-319

CO2Et

(3-metyl-2-
oxoimidazolidin-
1-yl)metyl

CF;

7-320

CO;Me

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CF;

7-321

benzyl

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CFs

7-322

phenyl

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CF;

7-323

pyrazin-2-yl

(3-metyl-2-
oxoimidazolidin-
1-yl)metyl

CF;

7-324

4-OMe-Ph

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CFs

7-325

4-Cl-Ph

(3-metyl-2-

CFs
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X

Dit lidu vat Iy
("H NMR, DMSO-ds 400 MHz)

oxoimidazolidin-
1-yDmetyl

7-326

t-Bu

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CFs

7-327

furan-2-yl

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CFs

7-328

i-Pr

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CF;

7-329

CHzCHzOMe

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CF;3

7-330

CH,CF3

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CFs

7-331

tetrahydro-
furan-2-yl

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CF3

7-332

n-Pr

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CFs

7-333

CH,OEt

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CFs

7-334

xyclobutyl

(3-metyl-2-
oxoimidazolidin-
1-yD)metyl

CF;

7-335

xyclopentyl

(3-metyl-2-
oxoimidazolidin-
1-yl)metyl

CFs

7-336

Me,N

(3-metyl-2-
oxoimidazolidin-
1-yl)mety]

CFs

7-337

Ph-NH

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CF;

7-338

morpholin-1-yl

(3-metyl-2-
oxoimidazolidin-
1-yDmetyl

CF;

7-339

(3-metoxy-4-
metyl-5-ox0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

7-340

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

7-341

Et

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF3
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X

Dit ligu vat Iy
(‘H NMR, DMSO-ds, 400 MHz)

7-342

CFs

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yDmetyl

CF3

7-343

CH,OMe

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CFs

7-344

c-Pr

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yD)metyl

CF3

7-345

CO.Et

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CFs

7-346

CO:Me

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CFs

7-347

benzyl

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CFs

7-348

phenyl

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

7-349

pyrazin-2-yl

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

7-350

4-OMe-Ph

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

7-351

4-Cl-Ph

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;3

7-352

t-Bu

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

7-353

furan-2-yl

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4~
triazol-1-yl)metyl

CFs

7-354

i-Pr

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

7-355

CHzCHzOMe

(3-metoxy-4-
metyl-5-0x0-4,5-

CF3
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X

Dit lidu vét Iy

(*H NMR, DMSO-ds, 400 MHz)

dihydro-1H-1,2,4-
triazol-1-yl)metyl

7-356

CH,CF;

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yD)metyl

CFs

7-357

tetrahydro-
furan-2-yl

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CFs

7-358

n-Pr

(3-metoxy-4-
metyl-5-ox0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

7-359

CH,OEt

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

7-360

xyclobutyl

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yD)metyl

CF;

7-361

xyclopentyl

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yDmetyl

CFs

7-362

Me,N

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yD)metyl

CF3

7-363

Ph-NH

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

7-364

morpholin-1-yl

(3-metoxy-4-
metyl-5-0x0-4,5-
dihydro-1H-1,2,4-
triazol-1-yl)metyl

CF;

11,36 (s, 1H), 8,03 (d, 1H), 7,45

7365 | i-Pr cl Me (d, 1H), 3,25 (m, 1H), 1,31 (t, 3H)

B. Vi du diéu ché

a) San phim tao bui thu dugc bang cach tron 10 phén trong lwgng ctia hop chit
c6 cong thire (I) va/hodc mudi cia n6 va 90 phin trong lwong bot talc lam chét tro va

nghién hén hop trong may nghién bua.

b) Bot thAm w6t phén tén trong nude dé dang thu dugce bing céach trén 25 phan

trong lugng hop chit c6 cong thie (I) va/hodc mudi cta né, 64 phan trong lwong thach
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anh chira cao lanh 1am chét tro, 10 phan trong lwong kali lignosulfonat va 1 phén trong
lugng natri oleylmetyltaurat lam chét 1am w6t va chét phan tan va nghién hén hop

trong méy nghién dia dia chét.

¢) Thé dic phén tén cb thé phéan tan trong nudc d& dang thu duoc bang céch
tron 20 phan trong lugng hop chét c6 cong thire (I) va/hodc mudi ciia n6 véi 6 phan
trong luong alkylphenol polyglycol ete (®Triton X 207), 3 phin trong lugng
isotridecanol polyglycol ete (8EO) va 71 phan trong lugng diu khoang parafin
(khoang so6i vi du nim trong khoang tir 255 dén 16n hon 277°C) va nghién hdn hop

trong may nghién hinh cau dén min nho 5 micron.

d) Thé dic nhii hoa duge thu duge tir 15 phén trong lugng hop chét c6 cong
thire (I) va/hodc mudi ctia n6, 75 phan trong lugng xyclohexanon lam dung moi va 10

phan trong lugng nonylphenol dugc etoxyl hoa lam chét nhii hoa.

e¢) Hat c6 thé phén tan trong nude thu duge bang céach tron

75 phan trong lugng hop chét c6 cong thire (I) va/hodc mudi cia no,
10 phan trong lugng canxi lignosulfonat,

5 phan trong lugng natri laurylsulfat,

3 phan trong lugng rugu polyvinyl va

7 phén trong lugng caolanh,

nghién hdn hop nay trong may nghién dia chdt va nghién bot theo kiéu ting sbi

bang cach phun trén nudc lam chét 16ng tao hat.

f) Hat c6 thé phan tén trong nudc ciing thu duge bang cach tao dbng nhit va

nghién trudc

25 phan trong lugng hop chét c6 cong thire (T) va/hodc mudi ctia né,
5 phén trong lugng natri 2,2'-dinaphthylmetan-6,6'-disulfonat,

2 phén trong lugng natri oleylmetyltaurat,

1 phén trong Iuong rugu polyvinyl,

17 phén trong lugng canxi carbonat va

50 phan trong lugng nude

-144-



222176

trong may nghién dang keo, sau dé nghién hdn hop niy trong may nghién tao
hat va nghién nhé va lam khd huyén phu thu dugc trong thdp phun bing cac phuong

tién voi mot chat.
C. Vi du sinh hoc
1. Tac dung diét ¢6 trude khi ndy mam diét thuc vat gay hai

Hat cua thuc vat dang cd dai c6 mot 14 mam va c6 hai 14 mim va cdy trong
duoc dic vao cac chau soi gd trong dét sét tron cat va dugc phu dét. Sau d6, 4p dung
hop chét theo sang ché dugc diu ché & dang bot thAm w6t (WP) hoiic thé dic nhil hoa
(EC) 1én bé mit ctia d4t pht nhu huyén phil trong nuéc hodc nhil trong & ty 18 ap dung
nude nam trong khoang tir 600 dén 800 I/ha (duge bién ddi) kém bd sung chét 1am w6t
0,2%. Sau khi xt ly, ddt cdc chiu ndy vao nha kinh va giit trong céc didu kién phat
trién t6t dbi voi cac thuc vat thir nghiém. Dénh gia tdn hai dbi vai thuc vat thir nghiém
bing mét thudng sau thoi gian thi nghiém 3 tudn bang cach so sanh véi thuc vat dbi
ching khong dugc xt ly (hoat tinh diét ¢6 theo phan trim (%): 100% téc dung = thyc
vt bi chét, 0% tac dung = twong tu thuc vt ddi chirng). Vi du, mdi hop chét sb 6-028,
6-767, 6-889 va 6-627 & ty 1& dp dung 320g/ha thé hién higu qua it nhit 80% diét
Amaranthus retroflexus va Veronica persica. Mdi hop chéit sb 3-264, 3-145, 4-145, 4-
144, 2-264 vi 3-264 & ty 1& 4p dung 320g/ha thé hién hiéu qua it nhit 80% diét
Abutilon theophrasti va Matricaria inodora. MOi hop chit s6 6-645 va 2-255 & ty 1€ ap
dung 320g/ha thé hién hiéu qua it nhét 80% diét Setaria viridis va Viola tricolor. Moi
hop chét s& 6-705, 4-255 va 2-246 & ty 18 4p dung 320g/ha thé hién hi¢u qua it nhat

80% diét Amaranthus retroflexus va Matricaria inodora.
2. Tac dung diét co sau nay mam diét thuc vat gy hai

Hat cua co dai c6 mot 14 mim va c6 hai 14 mim va cay trdng duoc dit vao dat
sét tron cat trong chau sgi gd, phu bang dit va cy trong nha kinh trong céc didu kién
phat trién t6t. Tir 2 dén 3 tudn sau khi gieo hat, thuc vat thit nghiém dugc xir ly ¢ giai
doan mot 14. Sau d6, phun hgp chét theo séng ché duoc didu ché & dang bot thAm w6t
(WP) hodc thé dic nhii hoa (EC) Ién cac phan xanh ctia thyc vat nh huyén phil trong

nudc hodc nhil twong & ty 1€ dp dung trong nudc nam trong khoang tir 600 dén 8001/ha
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(dwgc bién dbi) kém bd sung chat lam w6t 0,2%. Sau khi thuc vét thir nghiém dugc dé
ding yén trong nha kinh trong cac diéu kién phat trién t8i wu trong khoang 3 tuén,
danh gia tac dung ctia ché phim bing mit thudng khi so véi thuc vat dbi ching khéng
duge xi Iy (tic dung diét cd theo phan trim (%): 100% tic dung = thyc vat bi chét, 0%

tdc dung = tuong tu thyc vat dbi ching).

Vi du, mdi hop chét sb 7-3, 6-584, 6-645, 2-240, 2-246 va 3-264 & ty 1¢ dp dung
80g/ha thé hién hidu qua it nhit 80% diét Echinochloa crus galli va Pharbitis
purpureum. Mdi hop chét sd 2-255, 4-144, 2-246, 3-264 va 5-290 & ty 1¢ ap dung 80
g/ha thé hién hiéu qua it nhit 80% diét Abutilon theophrasti va Amaranthus
retroflexus. M3i hop chit sb 4-145, 6-767, 6-889 va 2-264 & ty 1& dp dung 80g/ha thé
hién hidu qua it nhit 80% diét Viola tricolor. Mdi hop chét s6 4-255, 6-699, 6-028, 6-
625 va 6-688 o ty 1¢ ap dung 80g/ha thé hién hiéu qua it nhat 80% diét Stellaria media.
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YEU CAU BAO HO

1. Hop chat N-(1,3,4-oxadiazol-2-yl)arylcarboxamit ¢6 tac dung diét cd c6 cong thirc

(I) va/hoc mudi cia hop chit nay

@

trong d6 cac phan tir thé dugc xac dinh nhu sau:

A 1a N hoac CY;

X 1a Cl hoac Me;

Y 1a OCH2(CO)NMe,, Cl, CH,OCH,CF3, di vong, SO2Me, SOMe hodc SMe;
Z 14 Cl, SOsalkyl, hoéc CFs; va

R 14 alkyl, CF3, alkylOCH3, hoac xyclo-alkyl.

2. Ché pham diét cd, chira lugng 6 hoat tinh diét c6 cua it nhét mot hop chét c¢6 cong

there (I) va/hodc mudi ctia n6 theo diém 1.

3. Ché phém diét co theo diém 2, trong d6 ché phdm nay nim trong hbn hop vai it nhét

mot chit phu tro phéi ché.

4. Ché phim diét c6 theo diém 2, trong d6 ché phdm nay chira it nhit mot hoat chét c6
tac dung diét sinh vat gdy hai khac tir nhom gdm chét diét con tring, chit trir nhén,

chét diét o, chét diét ndm, chit an toan va chit didu hoa sinh trudng.
5. Ché phim diét c6 theo diém 4, trong d6 ché phdm nay chira chét an toan.

6. Ché phdm diét c6 theo diém 5, trong d6 ché phdm nay chira cyprosulfamit,

cloquintocet-mexyl, mefenpyr-dietyl va’hodc isoxadifen-etyl.
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7. Ché phdm diét c6 theo diém 4, trong d6 ché phdm nay chira chit diét co khac.

8. Phuong phap phong trtr thuc vat khong mong mudn, phuong phép nay bao gdm
budc dua lugng hitu hi€u cuia it nhat mot hop chét c6 cong thire (I) va/hoac mubi cia

n6 theo diém 1, 1én thuc vat va/hodc vi tri ctia thuc vat khong mong mubn.

9. Phwong phép theo diém 8, trong d6 hop chét ¢6 cong thire (I) duge ding dé phong

trir thue vét khong mong mubn trong tap hop cac thue vat ¢ ich.
10. Phuong phap theo diém 9, trong d6 thuc vit c6 ich 14 cay chuyén gen.

11. Phuong phép phong trir thuc vat khong mong mudn, phuong phép nay bao gém
budc dua lugng hitu hiéu ché phém diét co theo diém 2, 18n thuc vat va/hodc vi tri ciia

thyc vat khong mong mudn.

12. Hop chét N-(1,3,4-oxadiazol-2-yl)arylcarboxamit c6 tac dung diét cé theo diém 1,
trong d6 A 1a CY.

13. Hop chét N-(1,3,4-oxadiazol-2-yl)arylcarboxamit c¢6 tac dung diét cé theo diém 1,
trong d6 A 1a N.

14. Hop chét N-(1,3,4-oxadiazol-2-yl)arylcarboxamit c6 tac dung diét cd theo diém 1,
trong d6 X 1a ClL.

15. Hop chét N-(1,3,4-oxadiazol-2-yl)arylcarboxamit c6 tdc dung diét c6 theo diém 1,
trong d6 Y 1a SOoMe, SOMe, hodc SMe.

16. Hop chét N-(1,3,4-oxadiazol-2-yl)arylcarboxamit c6 téc duhg diét c6 theo diém 1,
trong d6 Z 1a Cl hodc CFs.

17. Hop chét N-(1,3,4-oxadiazol-2-yl)arylcarboxamit c6 téc dung diét c6 theo diém 1,
trong do R 1a alkyl, CF3, hodc alkylOCHs.

18. Hop chét N-(1,3,4-oxadiazol-2-yl)arylcarboxamit c6 téc dung diét c6 theo diém 1,
trong d6 X 1a Me. |

19. Hop chét N-(1,3,4-oxadiazol-2-yl)arylcarboxamit c6 tdc dung diét co theo diém 1,
trong d6 Y 1a di vong.
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