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(71) Iapunos Illomaxman Cadaposuu (TJ); Paxmonos
Paxmon OxonoBud (TJ)

(72) Wlapunos llomaxman Cadaposuu (TJ); PaxmoHOB
Paxmon  OxonoBuu (TJ); Cadapo  Baxpymio
@aizynoesuy (TJ); OmomoB Xacan Caugosuu (TJ);
XomukoB Maxmanynno @aitzanuesuu (TJ); Toupzoma
Mycrapo Axmuamun (TJ); ['ymmaxmamzoma 3adap
F'ymvmaxman (TJ); T'ymmaxmamzoma Bobomkxorn 3adap
(TJ)

(73) Hlapumnos lomaxman Cadaposuu (TJ); Paxmonos
Paxmon Oxonosud (TJ)

(54) 8-METHWJI-2-(I1-TOJIAT)-6H-
NMMUNIA30][1',2':4,5][1,3,4| THAIUA30JIO|3,
2-AJIUPUMUJIUH-6-OH, OBJIA JAIOIIEN
(57) U3zobpereHre OTHOCHTHCS K OOJACTH CHHTE3a
OUOJOTUYECKU AKTUBHBIX COCIUHEHHMU, MPOSBISIFOLIINX
AHTUMHUKPOOHYIO ~ aKTHBHOCTh 110  OTHOLICHHIO K
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OakTepuaIbHBIM KyJbTYpaMm: CTaMIIOKOKK,
CHHETHOWHAs IaJoYKa, KHIIeYHas Majoyka, IacTepelia
u rpubok rpymmsl Candidaalbicans, BbiaeneHHbix u3
JKUBOTHBIX C PECIIUPATOPHBIM 3a00JICBaHHEM.

3asBrsieMoe COSANHEHHE PECTaBIACT CO00M
8-meruin-2-(n-Tonmn)-6H-
umupaazo[1',2":4,5][1,3,4]tnaguazomno[3,2-a|nupuMuIuH-
6-0H, OTHOCAIIEeCS K TPYINE KOHACHCHPOBAHHBIX
OUIMKIMYECKUX T'€TEPOIUKIIOB Kiacca mmuaaszo[2,1-b]-
[1,3,4]TannazomnoB odei GpopMyIb:

oOaaromen MIPOTHBOMHUKPOOHOM

AKTUBHOCTBIO
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M3o0peTeHne OTHOCUTHCS K OOJIACTH CHHTE3a
OHMOJIOTUYECKH aKTHUBHBIX COCJUHEHHUH, MPOSBISIONINX
AHTUMHUKPOOHBIE ~ CBOMCTBA O  OTHOIICHHIO K
OaKTepHaIbHBIM KYJIbTYpaM, TAKHM Kak CTa(HIOKOKK,
CHHETHOMHAs MaJ0YKa, KHIIEYHAs Mal0yKa, MacTepeia
u rpubok rpynmsl Candidaalbicans, BeimeneHHBIX 13
YKUBOTHBIX C PECIIMPATOPHBIM 3a00JIEBAHUEM.

[poroTunom 3asIBIICHHOTO
n300peTeHus SIBIIICTCA 2-¢hropo-6-n-hrop-
¢benmnmumuaso[2,1-b]-[1,3,4]tuaguazon oOmeit
(bopmMyIIbL:

N
/
F /L
-‘.\-H""\-;__
5 N
obmagaromuii  Kak  OGaKTepHOCTATHYECKOW, Tak u
OaKkTepULUAHON AKTHBHOCTBIO [Bhoomendra

A.Bhongade, SirajunisaTalath ,Ravikiran A. Gadad,
Andanappa K. Gadad.Biological activities of
imidazo[2,1-b][1,3,4]- thiadiazole derivatives: A review
[/l Journal of Saudi Chemical Society. 2016.Ne 20, S463—
S475].

Henocrarox JAHHOTO COCMHEHNUS
3aKJTIOYaeTcsl B HEyHOOCTBE €ro CHHTE3a, MOCKOJIBKY
MOJIEKYJISIPHBIH (DTOp SIBJISIETCS SIOBUTHIM BELIECTBOM U
pu paboTe ¢ HUM BO3HUKAIOT HEKOTOPBIC OIACHOCTH, B
TOM YHCIIE ¥ BO3MOXKHOCTb OTPABIICHUS.

Llenbto W300peTeHUs! SIBISETCS MONydYeHHE
TaKOro COE/IMHEHUS psina umuaasol2,1-b]-
[1,3,4]tnagnazona, KOTOpoE€ TO  CPaBHEHHUIO C
W3BECTHBIMH COEIMHEHUSIMH OTOro psiia, obiagaer
Oosiee  BBICOKMM aHTHOAKTepUaJbHbIM  CBOWHCTBOM,
ABIACTCA DKOHOMHUYECKU BBITOAHBIM B IOJYYEHUU U
JIETKO CHHTE3UPYeTCsl.

[ocraBnennas LeNb JOCTUTAeTCS
COCIMHECHUEM 8-meTmin-2-(m-Toswn)-6H-
nmugaszo[1',2":4,5](1,3,4tuaguazonol3,2-a|nupuMuuH-
6-oH 00mmeit popMyITBI:

0 H
CHs

3asBisieMoe COeIMHEHNE TIPEICTaBISAET COOO0M
8-meTnn-2-(m-roswn)-6h-
nmupaszo[1',2":4,5][1,3,4]tuaguazonol3,2-a|nupuMuIuH-
6-0H, OTHOCsIIeeCsT K TPYIIE KOHICHCUPOBAHHBIX
OMIMKINYECKUX TeTepOLMKIOB Kiacca mMmuaaszo[2,1-b]-
[1,3,4]tnaguaszonos.

3asBIEHHOE  COEIMHEHWE  NOIy4YaloT B
pe3yibTaTe peakluy IUKIU3AIUH TIPH B3aUMOACHCTBUH
2-amuHO-7-mMetmi-5H-[1,3,4]tnaauasono[3,2-
a|mupuMUIUH-5-0He ¢ 2-6pomo-1-(m-Tonmn)eran-1-oH B
MIPUCYTCTBUU OyTaHONA.

Peakumio  ocymecTBIsIIOT  1o0aBIeHUEM
OyTaHoJia TIPY KOMHATHOW TemIiepaTyphl B TeUeHHUE 5-
5,5 4acos.
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B  xoHmueckyro koia0y ¢  MarHMTHOM
memankon momemator 1,81 rp. (0.01 mMomns) 2-amuHO-7-
Metmin-5H-[1,3,4]tnagnazono[3,2-a|nupuMuInH-5-0He,
pactBopsitor B 30 Mur OyraHone, mpubOaBisioT 2,13Tp.
(0.01 momp) 2-6pomo-1-(m-Tonmm)eran-1-oH M KADATST
IIPU TIOCTOSTHHOM IIepeMeIInBaHuM B TedueHue 6 4. 30
MuHYT. OXJIaJMB, paCTBOPHUTEIH BHIIAPHBAIOT JI0CyXa HA
poropHoM ucnaputene. Ocanok HelTpanusytot ¢ 0,82rp
(0,0lmom) ameraroM HaTpus, TPOMBIBAIOT BOJOH
(3x70MI1), BBICYIIMBAIOT M MEPEKPHUCTATIIN30BBIBAIOT U3
STUJIOBOTO cnupTa. Beixoa npoaykra cocrasnser -1,57 ©
(87%).

Pe3ynbTathl 371€MEHTHOTO aHANIH3A.

Haiineno B %: C-58,75%, H-3,89%

Beruncneno ans CisHipONGS %: C 60.8%, H
4.054%

B Tabmume 1 mpuBeneHsI (U3UYECKUE CBOWCTBA cOOOM
8-meTun-2-(m-Touin)-6h-
umuaazo[1',2":4,5][1,3,4]tnaguazomno[3,2-a|nupuMuIuH-
6-oH.

IIpenmyiiecTBOM 3asBICHHOTO COEIMHEHUS
SBJISIETCS  JIOCTYITHOCTh ~ WCXOJHBIX COCAMHEHUH 2-
amuHoO-7-mMeTwi-5H-[1,3,4]tnaguazomno|3,2-
ajmupuMuanH-5-0H¢ W 2-Opomo-1-(m-Tommi)etan-1-on
13 KOTOPBIX MOIYYaloT 3asSBJICHHOTO COCIMHCHUE.

Crpoenue 8-meTnin-2-(m-Tomwmr)-6H
nmupaaszo[1',2":4,5][1,3,4tuaguazono(3,2-a|nupuMuIuH-
6-0H TOKa3aHO METOJOM SICPHO-MarHUTHOTO Pe30HAHCA
CICKTPOCKOIIMH, a YHCTOTa MpPOBEpEeHa METOIOM
AHAJTUTHYCCKON TOHKOCIOHHON XpoMoTorpaduu.

AHTHOAKTEpHANBHYIO AKTUBHOCTb
COCMHCHUsI Onpenessuty INVitro aucko-muddy3noHHBIM
METOJIOM IO OTHOLICHUIO K TIOJEBBIM KYyJIbTYpam:

CcTapUIOKOKKA, CHHETHOMHON TMAaJO4YKH, KHIICYHOU
MAJIOYKH, TacTepeutbl, W TpuOka rpynmbl Candidose
BBIJICTICHHBIX u3 00JIBHBIX pecrpaTopHbIM
3aboJIeBaHNEM KHUBOTHBIX. Hns CpaBHEHUS

OMOJIOTMYECKON aKTUBHOCTH, TAK)K€ OBLIO HCCIIEI0BAHO
M HUCXOOHOE  COEOWHEHHE  2-aMHUHO-/-MeTHiI-5H-
[1,3,4]tnagnazomno|3,2-a] nupuMuanH-5-0He.

OnbITH IPOBOIMIN TPEXKPATHO.

B Tabmuie 2 mOpeAaCcTaBiCHO — 3asBICHHOE
COCIMHEHNE, KOTOpOe TMPOSBISAET  3HAYHUTEIBHBINA
MPOTHBOMHUKPOOHEIH  3¢ddexkr  2-ammHO-7-MeTHn-5H-

[1,3,4]tnagnazono[3,2-aJnupuMUInH-5-0HE o
CPaBHEHHIO c 8-merun-2-(napa-ronmn)-6H
nmupgaszo[1',2":4,5][1,3,4]tuaguazono(3,2-a|nupuMuInH-
6-oH. K JEeUCTBUIO rpruOKOBOTO mraMmma
Candidaalbicans(CA) (ATCC 10231) 9300
BOCIIPUUMYHMBO HWHTHOMpyemas 30Ha COeIuHeHHs |
JUAMETPOM 35MM JIJIsl COSMHEHHS 2 TUaMeTpoM 38MM.
B cirydae GaxTepraIbHBIX IITaMMOB,
Escherichiacoli(EC) (ATCC 11229) uarubupyemas 30Ha
coenuHeHus: 1 muamerpom 50MM, Uil coeawHeHUEe 2 B
mamerpe 56mM, k Staphylococcusaureus(SA) (ATCC
6538) mHrHOMpyeMas 30Ha OKa3alloCh BOCIIPHUMYHUBHIM
coenuHenue 1 B nuamerpe 40Mm, uis coeAMHEHUs 2
S54mm. Bocnpuumuusocts K OakrepusiM
Pseudomonasaeruginosa(PA)(ATCC 15442)
nHruOupyemas 3oHa coeanHenue 1 nuamerpom 30Mm,
IS COCJIMHCHUS 2, 34mm, a K
Pasteurellamultocida(PM) (ATCC 43137)
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nHTHOMpyeMas 30Ha coeAwHeHus 1 B muameTpe 35Mm BOCIIPHMMYHWBBIM ~ TIpW  KOHIeHTpanuu  10Mr
i coequaenns 2 40MM. B KadecTBe cTaHmapTHBIX Candidaalbicans u Pasteurellamultocida, mo 15 mm «
AHTHOMOTHKOB TUTS CpaBHEHHSA pe3yIBTaToOB Escherichiacoli u Staphylococcusaureus, 20 MM X
MCIIOIhb30BAIM AMITUIIWIUIMH HATpUs ¥ amdoTepuuus B. Pseudomonasaeruginosa cooTBETCTBEHHO.

BMmecte ¢ TEM, HCXOODHOC COCOAMHCHHUEC OKas3aJ0oCh

Dopmyia u3o0pereHust

8-meTun-2-(n-rommn)-6H- o0agaromeit TIPOTHBOMHUKPOOHOM
nmunaso[1',2":4,5][1,3,4]tnaguazono[ 3,2-a|mupumMuaiH- AKTUBHOCTBIO
6-or oOmmeit popMyIBI:
O H

Tabauua 1. duznyeckue cBOlicTBa 8-merui-2-(n-rosmin)-6h-

umugaszo[1',2":4,5][1,3,4]tuaguazomnol 3,2-aJnupumMu 1uH-6-0H

Borumc- Haiineno, % | bpyrTo-
Coennnenue X O JIeHHO, % dopmyaa
= °©
¢ | C H C H
| =
2 =
==} =
8-metni-2-(n- Benoe Kpucrai- | 87 197 | 60.8 4.054 | 58.75 3.89 C1sH1oON,S
Tommun)-6h- JIMYECKOE BEII-BO C -
' 1.
nmuzaso[ 1',2":4,5 JKEJITOBATHIM 197
1[1,3,4]Tnaguazo
HO[3 2_ OTTCHKOM
a|mMpUMUINH-6-
OH
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Ta6uuma 2. Anrumukpoonsrii rect (Holemethod)
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Awmmurun- | 10 5 15 20 20 15 15
JIMH
HATpUst
Amdorepu | 10 5 15 20 20 15 15
uvH B
1 50 20 35 50 40 30 35
2 50 20 38 56 54 34 40
Kommerotepuslii Habop: ['a3ueB M.
3aka3 Tupax IoanucHoe
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