CYYACHA ®APMAIIIA: ICTOPIA, PEAJII TA MTEPCIIEKTUBU PO3BUTKY
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PobGora € po3BUTKOM i/1ei CHHTE3y TeTEPOIUKIIYHUX CHOJYK JIAKTAMHOI MPUPOAH MUISIXOM
aIMI0XPOMHOI KOHJCHCAIlli aMiIiB OEH3UIIOBOT KHCIOTH. B Takuii crmocid Oyno oxepxkaHOo 11 SITH-
IIECTU- Ta CEMUWICHHI OCEH30JaKTaMH, MOCITIKyBanach OIOJIOTIYHA i CHHTE30BAaHHUX CIIOJYK.
Hamu Bmepire 6yino mokazano [1] MOXIIHMBICTh YTBOPEHHS Ti€HOJIAKTamMy 2 MPH BUKOPUCTaHHI 3-
TieH1T aminy OeH3uoBoi kucnotu 1.
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[{ikaBUM € MOXJIMBICTh OJAIIBIIOT MOIU(IKAII] €CTEPHOTO YIPYIOBAHHS B CKJIaJli MOJIEKY-
au 1H-tieno-[3,4-bJmipony 2. I'igpomi3oM i MOJANbIIO aKTHBAIIE KapOOKCHIBLHOI rpymu Oyi1o
CHHTE30BaHO cepito amifiB 4. [y oxepkaHUX MOXIAHUX OyJ0 MPOBEICHO CKPUHIHTOBI JOCIIIKEH-
HS 1100 HAasBHOCTI aHTHUTIMOKCHYHOI aKTHBHOCTI [2] Ta 3p00JIEHO OIIHKY MCHXOCTUMYJIFOIYO1
akTUBHOCTI [3]. Bysio BcTaHOBIICHO, IO MOXIiAHI 4 € TOCUTh MEPCIIEKTUBHUMH CIOJIYKaMHU JUISI T0-
ITyKY HOBHUX JIIKAPChKUX 3aco0iB. B iHmMIA crioci6 Oyiio nmpoBeaeHo MoarQIKaIli0 eCTEPHOI TPYIH
— CHHTE30BaHO rifpasua 2-okco-3,3-1udenin-2,3-nuriapo-1H-rieno[3,4-b]nipon-6-kapbonoBoi
KHCIIOTH O.
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R=H (6.1, 7.1); R=3-OCH,, 4-OH (6.2, 7.2); R=4-OCH, (6.3, 7.3); R=3,4,5-(OCH,), (6.4, 7.4);
R=2,5-(OCH,),, 4-SCH; (6.5, 7.5); R=4-N(CHS,), (6.6, 7.6); R=4-CI (6.7, 7.7); R=4-NO, (6.8, 7.8)

Ha ocHoBi rigpazuay 1 psay OeH3anbaeriaiB 6 CHHTE30BaHO 3 BHCOKUMHU BUXOJaMH Psizi OeH-
3imifeHiB 7. OCcTaHHIM YacoM 3HAYHO 3pic IHTEepEC 10 BUBUYCHHS aHTUMIKPOOHOT Jii alluiriapa3oHis,
SIKI MICTATHh TeTepOIMKIIYHNN PparmeHT. Llel ¢akT cmoHykaB HAac 10 MPOBEICHHS BiAMOBIIHHUX
nocmikenb. [loxinHi 2-okco-3,3-mudenin-2,3-muriapo-1H-tieno[3,4-bJnipon-6-kapboHoBOT KuC-
aotu (2, 5) Ta uineosi N'-apumigenu (7.1-7.8 nposiBUIN HIMPOKHIA CIIECKTP aHTHUMIKPOOHOI aKTHB-
HOCTI. YCi JOCHIKYBalbHI MIKPOOPTraHi3MHM €TAaJOHHHX IITaMiB 13 THIIOBOI KOJIEKLIi KYyJIbTYp:
Staphylococcus aureusTCC 25923, Escherichicoli ATCC 25922, Pseudomonas aeruginosa
ATCC 27853, Bacillus subtilisa TCC 6633, Proteus vulgaris ATCC 4636, Candida albieh6€C
885/653BusBUIIN YYTIMBICTH IO CHHTE30BAHUX CIONYK [4]. 3Baykaroun Ha BUKOPHCTAHHS OpraHid-
HUX CIIOJIYK JJISi CTBOPEHHS PI3HHUX JIKapChKUX (OPM, aKTYaIbHICTh CUHTE3Y HOBHX OpraHiuHHX
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CEKIIIS 1

CIOJIYK TE€TEPOLMKIIYHOI MPUPOAH, BCTAHOBJICHHS 3BA3KIB «XiMiYyHa CTPYKTypa — Ol0JIOTi4Ha aisg»
MU TIPOJOBXKWIIM IIi TOCHiKeHHsS 1 oOpasm N-retapwiinen-2-okco-3,3-nudenin-2,3-auriapo-1H-
tieHo[3,4-b]nipon-6-kapoorigpazuau 9.
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Het=2-thienyl (8.1, 9.1); Het=2-furyl (8.2, 9.2); Het=5-nitro-2-furyl (8.3, 9.3); Het=N-methyl-2-pyrryl (8.4, 9.4);
Het=3-indolyl (8.5, 9.5); Het=1-Ph-3-COOEt-4-pyrazolyl (8.6, 9.6); Het=-pyridyl (8.7, 9.7); Het=y-pyridyl (8.8, 9.8)
JlocniKkyBaH1 CIIONYKH OJIepKaHi 3 BUCOKUMHU BUXOJIaMH, € KPUCTAIYHUMHU PEUYOBUHAMH 3
YITKUMHU TEMIEpaTypaMu IJIaBJICHHS, OyIOBY SIKUX JOBEIEHO 3a Jornomoror meroni Y-, SIMP-
CHEKTPOCKOIIIi, a IHAUBIIyaIbHICTh Ta YUCTOTa — 3a nonomoroio LC MS-cniektpomerpiero.
Jnist oeprkaHuX MOXiMHUX OYyJI0 MPOBEACHO JOCIIKESHHS MO0 BUSBICHHS aHTUMIKPOOHOT ii.
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AHTUMIKpOOHY aKTHBHICTh CHHTE30BaHHMX PEYOBHH BHBYAJIHM B yMOBax iN Vitro Meromom
mudy3ii B arap y moaudikamii xkomoaa3is. OTpuMaHi JaHHI CBiIYaTh MPO MEPCHEKTUBHICTD O/€Ep-
YKaHUX PEUOBUH SIK MOTEHIIMHUX aHTUMIKPOOHUX areHTiB. HalO1abI1 akTMBHOIO BUSIBUJIACS CIIOJTY-
ka 9.4,110 MiCTUTB Yy cBOeMY ckiiafi pparment N-metunmipodmy.
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