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(54) HOP CHAT DI VONG NITO VA N-AXYL HOA BAO HOA CO TAC DUNG
LAM TANG HOAT TINH CUA CHAT KHANG SINH CO HOAT TINH bOI VOI
MYCOBACTERIA

(57) Sang ché dé cap dén hop chit c6 cong thitc chung (I):

)
trong d6 n = 0 hodc 1, R1 1a chudi alkyl tiy ¥ dugc thé, cu thé 1a chudi alkyl
duoc thé, cu thé 1a dugc thé bang flo, X duoc chon tir N va CH, va R2 dugc chon
tlr phenyl va benzyl tuy ¥ duoc thé, trong d6 cac di vong c6 6 dinh chita mot, hai
hodc ba nguyén tir nitd. Hop chat theo sdng ché duoc dung lam thudc, & dang két
hop véi chat khéng sinh c6 hoat tinh doi v6i vi khuédn va/hodc mycobacteria, hop
chét theo sdng ché€ lam ting hoat tinh clia chat khang sinh nay, cu thé 1a trong

diéu tri bénh do nhiém vi khudn va mycobacteria chiang han nhu bénh lao.
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Linh vwe ky thuit dwge dé cap

Séng ché d& cap dén hop chét ding dé didu trj bénh do nhiém khuin va nhidm
mycobacteria, chdng han nhu bénh lao, bénh phong va bénh do nhiém mycobacteria
khéng dién hinh.

Sang ché ciing d& cap dén céc hop chit m&i ma c6 thé duoc st dung 1am thudce,
cu thé 13 1am thudc trong diéu trj bénh do nhidm khun va nhidm mycobacteria ching

han nhu, bénh lao, bénh phong va bénh do nhiém mycobacteria khéng dién hinh.

Sang ché ciling dé cip dén cac duoc phim chira, it nhit mot trong s cac hop chét
dugc dé cip & trén va tiy y chit khéng sinh c¢é hoat tinh chéng lai vi khuin va/hodc
mycobacteria, 1am thanh phan hoat tinh, d#c biét 14 khéng sinh c6 thé kich hoat thong
qua con duong EthA, dic biét hon 1a chét khang sinh dugc chon tir ho thioamit, vi du

ethionamit hodc prothionamit.

Sang ché ciing dé& cap dén céc san phdm (cac kit) chita it nhét mdt trong s6 cac
hop chét duoc @ cip & trén va it nhat mot khang sinh c6 hoat tinh chéng lai vi khun
va/hodc mycobacteria, dic biét 1a chat khang sinh c6 thé kich hoat thong qua con dudng
EthA, dic biét hon 1a chét khang sinh dugc chon tir ho thioamit, vi du ethionamit hoic
prothionamit, 1am san phdm két hop dé sir dung ddng thoi, riéng biét hodc phan bé theo
thoi gian, trong trj liéu bénh lao, bénh phong hodc bénh do nhiém mycobacteria thong

thuong.

Tinh trang k¥ thuit clia sing ché

Bénh lao giét chét 2 tridu ngudi mdi ndm trén thé giéi. Dich bénh AIDS va su
xuét hién cac ching da khang déi véi chét khéng sinh gép phan 1am trAm trong thém cin
bénh nay, dugc td chirc y t& thé giéi xem nhw nguyén nhéan cua dich bénh ngay cang

nguy hiém trén toan thé gioi va tinh trang strc khde nguy cép trén quy md toan cu.
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BDM_ 70666

'H NMR (CD,CL) § 7,27-7,20 (m, 2H), 7,16-7,03 (m, 2H), 4,79-4,73 (m, 1H),
3,98-3,93 (m, 1H), 3,24-3,08 (m, 2H), 2,74-2,48 (m, SH), 1,95-1,86 (m, 2H), 1,74-1,63
(m, 2H).

MS [M + H]'m/z 304.

BDM_70531

'H NMR (CD,CL) & 7,27-7,20 (m, 2H), 7,16-7,02 (m, 2H), 4,79-4,74 (m, 1H),
3,99-3,94 (m, 1H), 3,24-3,09 (m, 2H), 2,75-2,49 (m, 5H), 1,95-1,86 (m, 2H), 1,75-1,59
(m, 2H).

MS [M + H]"'m/z 304.

BDM_44751

'H NMR (CD,CL,) & 7,33-7,19 (m, 2H), 7,06-7,00 (m, 2H), 4,77-4,72 (m, 1H),
3,98-3,92 (m, 1H), 3,21-3,11 (m, 1H), 2,83-2,49 (m, 6H), 1,94-1,86 (m, 2H), 1,68-1,46
(m, 2H).

3C NMR (CD,Cly) & 167,64, 161,45 (d, T = 244 Hz), 141,20, 127,42 (q, J = 274
Hz), 128,16 (d, J = 8 Hz), 115,11 (d, J = 21 Hz), 45,83, 42,40, 41,91, 33,81, 32,96,
29,53 (q, J = 29 Hz), 25,79. MS [M + H]"'m/z 304.
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