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(57) N3006peTeHne OTHOCHTRCS K 00JTACTH CHHTE3a OMOJOTMYECKH aKTHBHBIX COCTHHEHHM, POSBIISIONINX
AHTUMUKPOOHYIO aKTUBHOCTh 1O OTHOIICHUIO K MOJEBBIM KyIbTypaMm: (cTapHIOKOKKA, CHHETHONHOM
NaJOYKH, KHUIICYHOH MallouKH, TacTapeiuibl, u rpubka rpymnnsl Candida albicans BeineneHHbIX U3
JKUBOTHBIX 3200JICBIIMM PECITHPATOPHBIM 3a00JIEBAHUEM ).

3asgBiIseMOe COSAMHEHHE TPEICTaBIsIeT coOol 2-mumepuanH-SH-6-mapa- 6pombennmmnmuaazof2,1-
b]-[1,3,4]tTnangnazomna, OTHOCSIIEeCs K rpyIe
KOHJICHCUPOBAaHHBIX OWITUKIMUYECKHUX T'eTePOLMKIOB Kiacca nmMuzaas3o[2,1-b]- [1,3,4]tuanuaszonos oOriei
(dhopMmyIIoii:
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obnaaronee aHTHOAKTEpUATbHOM aKTHBHOCTBIO/



N300peTeHre OTHOCHTHCS K 00JIaCTH CHHTE3a OHOIOTMYECKH aKTUBHBIX COEANHEHHH, TIPOSBIISFOIIIAX
AQHTUMUKPOOHBIC CBOWCTBA 110 OTHOIMIEHHUIO K MMOJIEBBIM KYJIbTypaM, a UMEHHO: CTaQHUIIOKOKK, CHHETHOMNHAS
majiouka, KWIeyHas IaJo4ka, macrapeiuia, W rpubok rpymmel Candida albicans seimeneHHBIX 13
JKMBOTHBIX 3a00JIEBIIMX PECTIUPATOPHBIMH 3a00JICBAHMSMHU.

[IporoTuoM 3asBICHHOTO H300peTeHus sBisgercs 2-Ppropo-6-m-drop- denunumuaaszo[2,1-b]-
[1,3,4]Tannazon oOrie hopMyIIbL:
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o0aaroHii Kak 6aKTepUOCTATHYECKOM, TaK 1 OaKTepHIUIHON akTHBHOCTRIO [Bhoomendra A. Bhongade,
Sirajunisa Talath , Ravikiran A. Gadad, Andanappa K. Gadad. Biological activities of imidazo[2,1-b][l,3,4]-
thiadiazole derivatives: A review // Journal of Saudi Chemical Society. 2016. Ne 20, S463-S475],

Hemocratok naHHOTO COCTUHEHUWS] 3aKIIOYaeTCss B HEYJOOCTBE €ro CHHTE3a, MOCKOJIBKY
MOJICKYJISIPHBIA (TOp SIBISIETCS SIOBHUTHIM BEHICCTBOM W TPU pabOTe C HUM BO3HUKAIOT HEKOTOPHIC
OIMaCHOCTH, B TOM YUCJIC 1 BO3SMOKXHOCTb OTPABJICHU.

Lenpto wu300peTeHUs ABISICTCS IMOJIyYCHUE TAKOrO COCOUHECHHMsS psga  umumaszo[2,1-  b]-
[1,3,4]THanmnazona, KOTOPOE MO CPaBHEHWIO C M3BECTHBIMH COCIMHEHHSMH JTOTO psijaa, oOmamaer Ooiee
BBICOKUMH aHTHOAKTEpUALHBIMH CBOWCTBAMHU, U B TO K€ BPEMs SBJSICTCS SYKOHOMHYECKH BBITOJHBIM B
MOJIY4YCHHUHU U JICTKO CUHTC3UPYCTCA.

[locTraBneHHas eTb JOCTUTAETCS COEAMHEHUEM 2-TiunepuanH-SH-6-nmapa- 6pomdernmmummnazo[2,1-
b]-[1,3,4]tnagna3zomna ¢ obIeit GopMyIIHL:

3asBiseMoe COeIMHEHUE MPeICcTaBisieT coboii 2-nmunepuaud-SH-6-napa-

opomdpenmmummnnazol2,1-b]-[1,3,4|tnannazomna, OTHOCSAILIEECS K rpymme

KOHJICHCHPOBaHHBIX OUITUKIMUECKUX FETEPOLUKIIOB Kilacca uMuaaso[2,1-b]- [ 1,3,4]tuaanasonos.

3asBICHHOE COCOUHEHHE MOXKET OBITh HCIIOJB30BAHO JUIS CHHTE3a HOBBIX AHTHOAKTEPHAIBbHBIX
MpenapaToB, TaK Kak CEIEKTUBHOCTb 3TUX COCAMHEHHUI K IPOKapHOTHYECKMM MeMOpaHam Obuta B 1000 pa3
BBIIIIE, YEM K 3YKAPHUOTHIECKUM.

JlaHHOE CoOeJMHEHHWE TONYyYaloT B pe3yJbTaTe peakluu HYKICODWILHOTO 3aMelleHUs TpU
B3aUMOJICHCTBIM mHIepuanHa ¢ 2-0pom-5SH-6-mapa- Opomdpenmnumunasol2,1-b]-[1,3,4]tnannazona B
MPUCYTCTBUH OyTaHONA.

Peakiuro ocymiecTBIsIIOT qo0aBieHreM OyTaHOJa NMPU KOMHATHOM TemIiepaType B Teuenue 2-2.5
4acoB.

B konudeckyro xon0y ¢ MarHuTHOW Memankoi nomemniarot 3,59 rp. (0.01 monp) 2- nubpom-6-11-
opombenmmumuaaszof2,1 -b] -[ 1,3,4]-tuaauazona, pacrsopstotr B 30 M1 OyTaHoite, MpUOABIIAIOT 10 KAILIsSM
1.7 rp. (0.02 Moyb) NHUIIEPUANH M KUIIATAT IPU TOCTOSHHOM NE€pPEeMEIINBaHUK B TedeHue 2 4. 30 MUHYT.
OxJy1aguB, pacTBOPUTENH BBIIAPUBAIOT Ha POTOPHOM Hcmaputene gocyxa. Ocalok MpOMBIBalOT BOxOH (3
x70MI1), BBICYIIMBAIOT Ha BO3AyXE U MEPEKPUCTAITU30BHIBAIOT U3 CMECH JMOKcaH-xjopodopma (15:3).
Brixon nmpoaykra: 3,2 r (88%).

Pe3ynbrathl 2;1€MEHTHOIO aHAIM3A.



Haiigeno B %: C-49.65, H-4.16

Brrancieno g CiaH14BrNsS %: C 49.89, H 4.13%

B Tabmie 1 MIPUBEIACHBI (duznueckue CBOMCTBa 2-nunepuauH-5SH-6-napa-
opomodenmnmumunazo[2,1 -b]-[ 1,3,4]tnaguazona.

Tabauna 1. ®u3ndeckne cBoMcTBA 2-nunepuaud-5H-6-mapa-
opomobenmmumuaaszo[2,1 -b]-[ 1,3,4]tuaanazona

Beruuciieno, Haiigeno, % |bpyrro-
%

(popmyia
Coe/IMHEHHE

Boixon, %
T.m1.,2 |2

2-nunepuaun-5H-6-  (benoe kpuctan (88 161 49.89 4.13 49.65 4.16 C1sHisN4SBr
n-0pom-(penni-
umuaaso[2,1-bl-
[1,3,4]THaAHA30

TMYecKoe BeII-BO C
PKEIITOBATHIM 162

OTTCHKOM

[TpenMymiecTBOM 3asiBICHHOTO COCIMHEHHS SIBISCTCS IOCTYIHOCTh HMCXOJHBIX COSIUHEHHH -2-
amMuHo-5-0pom-1,3,4-Tranua3ona u OpOMHUCTHIN TapaOpOMQPEHAUIOM U3 KOTOPBIX MOJYYaIOT 3asBJICHHOTO
COeIMHEHHE.

CrpocHue 2-miuniepuauH-5SH-6-mapa-opomdennmmmunaso[ 2,1 -b]-

[1,3,4]tnamuasona JOKa3aHO METOJOM SIEPHO-MarHUTHOI'O PE30HAHCAa CIEKTPOCKOIUH, a YHCTOTa
MpoBEpeHa METOIOM aHATUTUYECKOH TOHKOCIOWHOW XpOMOTOTpaghHH.

AHTHOAKTepHAIBHYIO0 aKTUBHOCTh COCAMHEHHSI OTPEACIISUIH iN Vitro auckoanddy3noHHbIM METOIOM
[0 OTHOIICHHIO K IOJIEBBIM KyJbTypam: (CTaMIOKOKKA, CHHETHOWHOH MAaJOYKH, KHIICYHOW MaJOyYKH,
nacrapeiuibl, 1 rpudka rpynnsl Candidose BbigeneHHBIX OT OOJIBHBIX PECUPATOPHBIM 3a00JIeBaHHEM
KHUBOTHBIX. [yl cpaBHEHMS OHMOJIOTHYECKOH aKTHBHOCTH, Takke OBUIO HCCIEIOBAaHO M HCXOIHOE
coeMHeHue 2- 6pomMo-6-napa-6pom- hermmumuaaso [2,1 -b] - [ 1,3,4] tuamuaso .

OmBITH TPOBOMIIH TPEXKPATHO.

B Tabmume 2 mnpeacTaBiIeHO 3asBICHHOE COEIMHEHHE, KOTOPOE MpPOSBISET 3HAYMTEIBHBIN
MPOTUBOMHUKPOOHBI 3¢ ¢eKkT 1o cpaBHEeHWIO C 2-OpomMo-6-mapa- Opom- deHmmMuaaszo[2,1-b]-
[1,3,4]tnamnazonom. K nmefictBuio rpubkosoro mramma Candida albicans (CA) (ATCC 10231) 6sin
BOCIPUMMYHKB B Jauana3zone 1o 35 mM. B ciydae GakrepuanbHbix mrTammoB, Escherichia coli (EC)
(ATCC 11229) B mmamasone mo 50 mm, x Staphylococcus aureus (SA) (ATCC 6538) oxkasaics
BOCIPUMMYMBUM B jauamnazone 10 40 mm. BocnpuumuuBocts k Oaktepusm Pseudomonas aeruginoss
(PA )(ATCC 15442) obuio B muamasone ot 30 mm, a k Pasterulla mutocida (PM) (ATCC 43137)
OKazajoch B Juana3oHe OT 35 MM. B kauecTBe CTaHAAapTHBIX AHTHOMOTUKOB JUIS CpPaBHEHHS
pEe3yJIbTaTOB HCIOJIB30BAJIM aMIMIWLIMH HaTpus W amdotepuunH B. Bmecre ¢ Tem, ucxoanoe
COeIIMHEHNEe 0Ka3aJ0Ch BOCIPHMMYHMBEIM B auamaszonax g0 10 mm x Candida albicans u Pasterulla
mutocida, mo 15 mm x Escherichiacoli u Staphylococcus aureus, 20 mm k Pseudomonas aeruginoss
COOTBETCTBEHHO.



Tab6anua 2. AuTndakrepuaibnblii Tect (Hole method
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Awmnuiu JIMH Hatpus 10 5 14 17
Awmnuiu JIMH Hatpus 5 19 18
Amphot ericin B 5 20 15
1 50 20 10 15 15 20 10
2 50 20 35 50 40 30 35

®opmyJia H300peTeHUs

2-nunepuauH-5SH-6-n-6pombennnmunasol2,1-b]-[1,3,4]tuaguazon obmeit Gopmysr:
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o0naaronii aHTUMUKPOOHOM aKTUBHOCTHIO.



