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[Tpu B3aumozneiicTBuM 4-aMUHOOCH30JICYIb(aMHI0-2-THA30]1a C COOTBETCTBYIOLIMMHU 8-0eH30-
JIMOKCAHOBBIMU aJIbJIETHIaMHU ObUIM CHHTE3MPOBAHbI pPaHEE HEM3BECTHBIC a30MeTHHBI. CTpoe-
HUE CUHTE3UpPOBAaHHbIX coequHeHni ycranoBineno Mmerogamu UK n IIMP-cniekrpockonuu. I1o-

Ka3aHo, 4YTO a30MCTUHEI

00IalaloT  BBICOKOM  IPOTUBOTYOEPKYJIE3HOM aKTUBHOCTBIO

97 — 100 % B orromenun H37Rv B konuentpausx 0,2 — 1,5 mr/mi in vitro.

Hcxonst 3 HEOOXOMMMOCTH TPEOIOJICHHUST BO3HUKAIO-
mieil yCTOWYNBOCTH K aHTHONOTHKAaM GopM Oakrepuit My-
cobacterium tuberculosis [1] B HacTosiIIee BpeMsi OIIyIIa-
eTCsl KpUTHUYECKasi MOTpeOHOCTh B 3PPEKTUBHON pa3pa-
0OTKe JKETATeIbHO HEJOPOTHX JICKAPCTBCHHBIX CPCICTB
JUTS JIedeHus Tyoepkynesa. [IponsBonHbie THa30I1a, O1aro-
Japsi CBOUM pa3HO00pa3HBIM XUMHUUECKUM CBOICTBAM, SIB-
JISFOTCST YTOOHBIMA UCXOMHBIMH MPOXYKTAaMH IS (hopMH-
POBaHMST KOMOWHATOPHBIX PSIOB TETEPOITMKINIECKUX CO-
SIUHEHUH U MOJICIUPOBAHUS CTPYKTYPHI OTEHITHATBHBIX
OHMOJIOrMYECKU aKTUBHBIX COCANHCHUI, YTO U OMPEACISICT
BBICOKYIO TPaKTUYECKYI0 3HAUUMOCTH HCCICIOBAaHUN B
JIAaHHOM HarpaBiieHnu [2 — 6]. BappupoBanue 3amecTuTe-
Jeil B mpoaykre KoHjaeHcanuu 4-amuHO-N-1,3-THa3zon-
2-unbensoncynabpamuaa (AT) ¢ 3aMereHHbIMU 8-0eH3 M-
OKCAHOBBIMH aJIbJICTHIAMH MOXET MPUBECTH K OOJIBIIOMY
YHCIy BEUIECTB C MOTEHIUATIbHON OMOJIOrMYECKON aKTHB-
HOCTBIO.

C aroit nenbio npu kouaeHcarmu AT ¢ coOTBETCTBYIO-
omMH 8-0EH30IMOKCAaHOBBIMU aTBICTHIAMH ITyTeM KHUIIS-
YEHHs CIIUPTOBBIX PAaCTBOPOB MCXOAHBIX BEHICCTB B TEUe-
HHE 2 — 3 9acoB OBLIN MOTYYCHBI CICAYIONIHE a30MECTHHBL:
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X: CI (1); NO, (2); COOH (3)

ABOMETHHBI TPEJICTABIISAIOT COO00H MHTEHCHBHO OKpa-
[IEHHBIC, IPEUMYIIIECTBEHHO B )KENTHIN [BET, MEIKOKPHC-
TaJUTMYECKHE BEIEeCTBA, MaJI0O PACTBOPUMBIE B OpraHUYe-
ckux pactBoputessix. CTpoeHUE CHHTE3MPOBAHHBIX COE-
JUHEHW ycraHoBieHo weromamu YO, UK u IIMP
CHEKTPOCKOTHH. YD-CHEKTphl IMOTIIONICHNUST CHHTE3HPO-

8

BaHHBIX COCTMHEHUI XapaKTePU3YIOTCS IIMPOKUMHU MOJI0-
camu mornomeHuss B obmactu 280 — 320 HM cpenHei
WHTEHCUBHOCTH, BO3HHMKAIOLINE Y a30METHHOBBIX I'PYIIIL
B HMK-cnekTpax a30METHHOB MPUCYTCTBYIOT TOJIOCHI MO-
miomenust (NH) B obmactu 3185 — 3215, (C=N) — 1632 —
1645, (Ar) — 1581 — 1605, (SO,) — 1215 - 1254 cm~ 1, a
TaKxe A coeauHenus 2 Haauuue rpyni (NO,) moarsep-
KTACTCS XapaKTEPUCTUYHBIMU TOJIOCAMH TOTIIOIIEHHS B
obmactu 1520 — 1542 ecm~ 1.

B IIMP-cniekrpax azometrnHOB 1 — 2 XapakTepusyeTcs
currasoMm mpotona CH=N-rpynmsl, mposBistomuMcs B
BUJIE CHHIVIETA C XMMUYECKHM CIBUIOM 8,5 M. 1. A mis
a30METHHA 3 CMEIIeHa B CTOPOHY ciiaboro moist Ha 0,2 M.
1., IO CPAaBHEHUIO C €r0 0OBIYHBIM IOJIOKEHUEM OKOJIO 8,5
M. ., OYEBHMJIHO, BCIEICTBHE IOMAJaHUs ero B 00JacTh
9KPAHUPOBaHUS KapOOHWIBHOW IpyMIbl OEH30IMOKCAHO-
Boro ¢parmenTta. CurHaibl 2 NPOTOHOB THA30JILHOTO
(dparMeHTa HaOIIOIAIOTCS B BUIE MYJIBTHILICTOB B JAUaria-
30He 7,5 — 7,8 M. 1. ApoMaTtnieckue MpoToHb! (heHua —
B Buje Mmyistumiera npu 7,0 — 7,9 m. 1. Kpome storo, B
cnekrpax 1 — 3 HabmionaroTcs ymmpeHusle cuareTsl NH
npoToHoB B uHTepBane 11,8 — 12,2 m. 1. Hanuuue apyrux
CUTHAJIOB OMPEACIISETCS XapaKTepOM 3aMeCTUTEIIS.

3KCﬂ€puM€HWl(l}leaﬂ Xumuveckas 4dacnmo

UHCTOTY CUHTE3UPOBAHHBIX COETUHEHUH KOHTPOJIUPO-
Baau MerogoM TCX ma miaactuakax Silufol UV-254
(Merck, I'epmanus), smoeHT — OeH301 — 3TaHon, 9:1.
HK-cnexrps! chuManu Ha npudope Specord IR-75 B obmna-
cri 500 — 4000 cm ~ ! B KBr. YO-CHeKTpbI CHATHI Ha CIIEK-
TpodoTomerpe CD-26, TonmmuHa KIOBETHI 10 MM; KOHIICH-
tparus 0,002 %.

[IMP-criekTpbl peructpupoBasii Ha mpubope Bruker
AC-300 (I'epmanusi) (¢ paboueit wactoror 300 MI'm) B
DMSO-d; B kauecTBe BHyTPEHHETO CTaHIApTa UCIIONIB30-
Banu Me,Si. /laHHBIC AIEMEHTHOTO aHAIIN3a COCIMHCHUH
OTBEYANM BBUHCICHHBIM. Mcxommabie 8-popmun-6-X-
1,3-0cH30IMOKCAaHbl OBLIM IOJYyYCHBI 10 METOIUKAM
OITyOJIMKOBaHHBIM B [7, 8].
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4-{[(6-Xn10p-4H-1,3-06eH301HOKCHH-8-NT)MeTHIeH]-
amuHo}-N-1,3-tuazou-2-uiaden3oicyasponamung  (1).
Cwmech cnimproBoro pactBopa 0,02 moias AT u 0,02 moib
COOTBETCTBYIOIIETO allbJIeTH/Ia HarpeBaJid Ha BOJSHOMN
OaHe ¢ 00paTHBIM XOIOJMILHUKOM B TeueHue 2 4. [locne
OXJIXKJICHHUST PAaCTBOPa OCAJO0K OT(PUIBTPOBBIBAIH, MPO-
MBIBAJM OJTaHOJIOM, CYLIWIH. MENKOKPUCTAIIIMYECKUI
MIOPOIIOK C JKENITOBAaTBIM OTTEHKOM, O€3 3amaxa; BBIXOJ
80 %. T. mm. 237-239°C. R, = 0,55. C,4H,,N;0,S,CI.
YO-cnektp (AM®PA), L., BM (Ig €): 280 (3,72);
UK-criektp (v, oM~ 1): 3185 (NH),1637(CH=N),
1593(Ar), 1235 (SO,), 962 (C-CI). IIMP-cmektp
(AMCO-dg, o, M. 1.): 6,2-6,6 m (3H, 1H apom. u
OCH,0), 6,9 o (1H apom.), 7,0—7,3 m (3H apom.),
7,5-7,7 m (2H apom.), 7,8 o (2H apom.), 8,5 ¢ (1H,
CH=N), 11,8 ymr. c. (1H, NH).

4-{[(6-Hutpo-4H-1,3-0eH301u0KcuH-8-WI)MeTHIeH]-
amMuH0}-N-1,3-Tuazou-2-nndensoncyibponamua  (2).
Boixon 85%. T. mn 241-242° C. R;=0,38.
C,sHuN,O(S,. YD-criexrp (AMDA), A, EM (Ig €): 290
(3,54). UK-criektp (v, em~1): 3215 (NH), 1645 (CH=N),
1605 (Ar), 1542 (NO,), 1254 (SO,). IIMP-cmekrp
(AMCO-d,, 8, m. 1.): 6,0—-6,5 m (3H, 1H apom.), 6,7 1
(1H apom.), 7,1-7,4 m (3H apom.), 7,5-7,7 m (2H
apom.), 7,9 1 (2H apom.), 8,5 ¢ (1H, CH=N), 12,2 ym. c.
(1H, NH).

8-[({4-[(1,3-Tuazou-2-nunamMmuHo)cyipoHu | peHun}-
umuHo)MuTHI|-4H-1,3-0e H30AU0KCMH-6-KapOOHOBas
kuciaora (3). Beixon 74 %. T. . 254 — 255 °C. R, = 0,63.
CoHsN;0¢S,. YD-cnexrp (IMDA), L., HM (Ig €): 320
(3,78). UK-cmextp (v, cm~1): 3320 (OH), 3210 (NH),
1716 (C=0), 1635(CH=N), 1581 (Ar), 1215 (SO,).
[IMP-cniextp (AMCO-d,, o, m. 1.): 6,1 —6,7 m (3H, 1H
apom. 1 OCH,0), 7,0 n (1H apom.), 7,2-74 m (3H
apom.), 7,5—7,8 m (2H apom.), 7,9 n (2H apom.), 8,7 c
(1H, CH=N), 10,3 ¢ (1H, OH), 11,9 ymr. c. (1H, NH).

3KC?Z€puM€Hma]ZbHa}l buonocuyecKkas yacmo

CHUHTE3UpOBAHHBIC BEIICCTBA OBLIM HCCICIOBAHBI in
Vitro Ha IPOTUBOTYOCPKYIIC3HYIO aKTUBHOCTH [0 OTHOIIIC-
Huto Kk M. tuberculosis R37Rv B KOxxHOM Hay4HO-HCCIIe-
noBatenbckoM uHCTHTYTe (CIHIA) mo meroamke pabOTHI
[9].

Pesynbrarhl OMOIOTHYECKOr0 TECTUPOBAHMUS MTOKA3AIIH,
410 coenuHeHus 1 — 3 00maaroT BEICOKOM MPOTHBOTYOEP-

IIporuBoTy0epKy/ie3Hast AKTUBHOCTb CHHTE3UPOBAHHBIX BellleCTB
(1 - 3) B orHomiennu M.tuberculosis H3TRv (in vitro)

MuHnManbHas HHTHOHUpY-

Coenunenne 101128 KOHIEHTpaLus, % WHrubuposanus
mr/mi
1 0,2 100
0,78 97
3 1,56 97

KyJe3HOH akTuBHOCTBIO 97 — 100 % mpotus M. tuberculo-
sis R37Rv npu konnenrpauuu 0,2 — 1,5 mr/mi in vitro.

CpaBHEHUE BO3/ICHCTBHSI CHHTEC3UPOBAHHBIX BEIECTB U
MIPOTUBOTYOCPKYNIE3HONH aKTUBHOCTH U3BECTHBIX aHTHOU-
OTHUKOB I10Ka3ajlo, YTO HCCIlIeAyeMble a3oMeTuHbl 1-—3
MPHUOIMKAIOTCS TIO0 JICHCTBUIO K Hambojee pacmpocTpa-
HEHHBIM aHTHOMOTHKAM, YTO SIBIISICTCS ICPCIIEKTHBHBIM U
MOXKET CITy’KHTh OCHOBAHUEM ]IS HCIIOIB30BAHIS MX B Ka-
YECTBE XMMHUOTEPANICBTHUCCKUX BEIIICCTB.

ABTOp OnmaronapeH corpyaHukaM HO>kHOTO Hay4YHO-HC-
cienoBarenbekoro wHetuTyTa (CHIA) 32 momonis mpu
OTIpEACICHNH TPOTHBOTYOCPKYIC3HOH aKTHBHOCTH CHH-
TE3UPOBAHHBIX COCTMHEHHH.
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SYNTHESIS AND ANTITUBERCULOUS ACTIVITY OF 8-BENZODIOXANE AZOMETHINES

OF 4-AMINOBENZENESULFAMIDO-2-THIAZOLE
R. T. Tlegenov

Karakalpak State University, Nukus, Karakalpak Republic, Uzbekistan
e-mail: rustem t@rambler.ru

The reactions of 4-(aminobenzenesulfoamido)-2-thiazole with appropriate 8-benzodioxane aldehydes were used to synthesize a series of new azomethines.
The proposed structures are confirmed by spectroscopic methods. Is shown that the obtained azomethines exhibit high (97 — 100%) activity against Myco-

bacterium tuberculosis H37Rv at a concentration of 0.2 — 1.5 mg/ml in vitro.
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