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3anponoHoBaHO MeTOJ oAepxkaHHA 1,3-AUTioNiB 3 NPOCTOPOBO €KPAHOBAHUM (PEHOJIb-
HUM 3aMicHUKOM. JlociaigkeHO AHTMMiIKpPOOHi BJIACTHUBOCTI AMTIONIB Ta iX OKHCHEHHSI /10
BiANMOBIAHUX IUTIOIOAIOKCHAIB.

The method for syntesis 1,3-dithioles fused with hindered phenol have been proposed.
Investigate the antimicrobial properties 1,3-dithioles and their oxidation to the corresponding
dithiole-1,3-dioxide.

IlocranoBka npod.aemu i ii 38’5130k 3 BaXKJIMBHMH HAYKOBHMH 3aBJaHHSIMH. PO3BUTOK 1OCIIif-
JKEHb B O0JIaCTi CIIONYK, AKi MICTSATh ()parMeHTH NPOCTOPOBO-YTPYAHEHUX (EeKpaHOBaHMX) (EHOIIB,
OB’ SI3aHUM SIK 31 CBOEPIMHICTIO iX OyIOBH 1 OBEMIHKU B XIMIYHHX IIPOIIECAX, TAK 1 3 MMHUPOKUM CIICKTPOM
ix 3acTocyBaHHA y ©OaraTboxX raiy3fX IPOMHCIOBOCTI Ta TWiJ dYac BHUPINIEHHS Oaratb0X 3aBJIaHb
3a0e3nedeHHs KUTTENIAIBHOCTI 1 310poB's mroaunu [1]. JlocmimkeHHs iX CTPYKTypHUX OCOOIMBOCTEH i
XIMIYHMX TIEPETBOPECHb SBIIsIE OE3CYMHIBHHW IHTEpeC JUIS PO3BUTKY CYy4YacHOi OpraHigyHoi Ximii,
NEPCIEeKTUBY X MPAKTUYHOTO 3aCTOCYBaHHS.

AHaJji3 monepenHix gocaimkeHb i myoOJsikaniii. Crionyku, 34aTHI 3B’sI3yBaTH BUIbHI paJiuKaId,
SIBJIIIOTH IHTEPEC sIK MOTEHIIMHI JIiKapchKi 3acobu. Ha OCHOBI BEJIMKOro €CIEpUMEHTAJILHOTO MaTepiary
OyJ10 TOKa3aHO 3B’A30K MiX JECTPYKTHUBHOIO POJUIF0 KHCHEBHUX AaTOMIB 1 PO3BHUTKOM MAaTOJOTIUHUX
MIPOIIECIB B OpraHi3Mi JIFOJMHYU, TAKUX SK 1IIEMiYHa XBOpoOa cepils, aTepOCKIepo3, IyKpoBuil miader [2].
BynoBa i BmacTHBOCTI MPUPOJHUX AHTHOKCHIAHTIB (0-TOKO(EpodTy, aCKOpOIHOBOI KHCIOTH, P-KapOTHHY,
[IIyTaTiOHy 1 cymepokcuaucMyTaszu) aoope Bimomi. IIpoOykon (1) TpuBanmii yac BBaKaBCS €IWHUM
CUHTETHYHHMM TpENapaToM 3 aHTHOKCHJAHTHUMH BIaCTHUBOCTSMHU [3].
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IlinTBepHKEHO TAKOXK, MO CIPKOBMICHI MOXiAHI 3,5-1H-TpeT-0y TriT-4-0KCHOSH3aIBIETI Ny, a caMe 2-
(3,5-mu-Tper.-0ytnn-4-oxcudenin)1,3-nuriookcunieHTal (2) MPOSBISIOTh AHTHOKCHIAHTHY AKTHBHICTH 1
3/aTHI KaTATITHYHO PYyHHYBAaTH TiIpOIIepoKCHan 0e3 YTBOpPEHHS BITbHUX pamukaiiB [4]. Tomy Ham OyIio
IIKaBO 3MIMCHUTH CHHTE3 HOBHX CTPYKTYp, B SKHX cHoiyka (2) moegHaHa 3 HOCIIMH TIEBHUX
(hapMaKoJIOriYHUX BIACTHBOCTEH.

Meta po0OoTH — pPa3pOOUTH CHUHTETHUYHI MITXOMU 10 OTPUMAHHS II'SSTUWICHHUX CIPKOBMICHHX
TeTEPOIMKIIIB HA OCHOBI MPOCTOPOBO-CKPAHOBAHOTO (PEHOIY, BUBUUTH JEAKI XIMIYHI TIEPETBOPEHHS, a
TaKOXK BUSBHTH CepeJl HUX PEYOBHUHH 3 KOPUCHUMHU TSI IPAKTHYHOTO 3aCTOCYBAHHS BIIACTHBOCTSMHU.

IIpoBeneHHsi ekciepuMeHTy i 00roBopeHHs pe3yiabTaTiB. OZHUM 3 OCHOBHHX METOJIIB CHUHTE3Y

1,3-mutioniB € uukmizamis 1,1-aurionarie, ojepkaHUX peakiiero aucyibdimy Byrmemto (CS,) ta CH-
KHUCJIOTH, 13 BIIIUHALHUMH JUXJIOPUIAMHU B HETIOJIIPHOMY PO3YMHHUKY |5, 6].
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VY miit poboTi Mu BuKOpHCTaiH 2,6-mu-tpeT.-oyTiidenon sk CH-kucnotu, Ta Taki Auxiopumu: 2,3-
Juxiop-1,4-XiHOIHXIHOH, 2,3-nuxinop-1,4-Had TOXiHOH, 2,3-IUXIIOpXiHOKCANIH, 2,3-nuxiop-N-
¢deninmaneimin. HapToxiHOH i XIHONIHXIHOH € IIHPOKO BIiJOMHMH (YHTIUAaMH, a AUTIONAHOHOBE
MOXiIHe XiHOKcaliHy — MopecTaH (3) — Mae akapuITUIHI BIaCTHBOCTI [8].

Jutiomn (5-8) oTpuMmyBaid B3aeMomicro 2,3-muxiop-1,4-XiHOMIHXIHOHY, 2,3-AUXJI0p-XIHOKCAIIHY,
2,3-guxmop-1,4-madToxinony, 2,3-guxiop-N-peHimManeiMiny 3 IUKATE€BOIO CULTIO 2,6-TU-TpeT.-OyTHII-
METHJICHX1HOH-4-TuTiokapOoHOBOI KuCIOTH (4). [{ukamieBy ciib (4) OTpUMaHO B3aEMOIIEIO 2,6-TH-TPET.-
OytundeHOIy 3 CIpKOBYTJICIIEM Ta TiAPOKCHIOM Kallifo B CepemoBUINi aumeTmicynbhorcuay (JAMCO).
Jlo omepkaHOro PO34YMHY MTOCTYIIOBO AOJABAJH il Yac IMepeMilTyBaHHSI PO3YMH BiATIOBIIHOTO JUXIIOPUTY
B JAMCO.
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Opepxani 1,3-gurtionu (5-8) — KpucTaliuHi pe4OBHHU (PiOJIETOBOTO Ta OPAHXKEBOTO 3a0apBICHHS
C1a0Ko PO3YMHHI B OpPraHiYHUX PO3YMHHHUKAX.

IY-cnektp 2-(3,5-mu-Tper.-0y Trn-4-0KCH-IIMKIIoTeKca-2,5-nieHimiaeH )- 1, 3-muria-5-a3a-1pkio-meHrTal b
HadraneH-4,9-niony (5) npeacTaBieHUld cMyraMy BaJCHTHHX KOJMBaHb, IO BiAMOBIAalOTh TAKUM IpyHaM
Ta 38’3kaM: 1592 cm”' (C=0 mermnenxinony), 1656 cm™ 1676 cm”' (C=O nadroxinony), 1548 cm’
(C=C), 1580 cm™' (CN), 632 cm™' (CH apom), 666 cm™' (CH ank). Criektp IIMP y3romkyerses 3 JTaHUMH
[Y-cnexTpockomnii 1 miATBEpAXKYE 3alPONIOHOBAaHY CTPYKTYPY (5) Ta OMHUCY€ETHCS CUHIJIETOM BiCIMHAILSTH

MPOTOHIB MIECTH METHILHUX TPyN JBOX TPeT-OyTHibHUX (parMeHTiB mpu 1,322 M.J. CHHTIETOM JBOX
MPOTOHIB IIUKJIOT€KCalI€HLTIIEHOBOTO 3aMicHHKa Tipu 6,991 M.1., a Takoxk ABOMa ryruieTamu npu 8,497 i
9,090 M.1. Ta MYJBTUIUIETOM IIPH 7,759 M.J. TPHOX aPOMATUYHUX INPOTOHIB HIPUANHOBOTO KiJIBIIS.

Taxk, B [Y-cnextpi 2,6-qu-tpet.-0yTin-4-(1,3-auria-4,9-nia3o-nuknonenralb |aadranen-2-imimiaeH)-
HUKIIoreKca-2,5-ieHony (6) crocTepiralothcst cMyrH komuBaeb mpu 1598 e (C=0), 1498 cm™ (C=C),
1480, 1360, 1120 cm™ (CN), 770 e (CH apom), 594 cm”' (CH ank). Crekrp IIMP ommcyerscs
CHHTJIETOM BICIMHAJISITH TPOTOHIB MIECTH METWJIBHHUX TPYN JBOX TPET-OyTWIBHHUX (parMeHTiB MpH
1,347 M.A. CHHTIIETOM JBOX TMPOTOHIB IMKJIOTEKCAIEHUTIICHOBOTO 3aMicHWKa mpu 7,115 m.ja. mBoma
IYTIIETAMHA YOTHPHOX apOMaTHYHUX MIPOTOHIB XIHOKCATIHOBOTO Kinbig ripu 7,709 ta 7,913 m.1.

B IY-cnextpi 2-(3,5-mu-tper.-0OyTiin-4-okcu-nukiorekca-2,5-gieninigen)-aadro[2,3-d][ 1,3 ] gurion-
4,9-miony (7) cmocrepiraothest miku mpu 1600 cm” (C=0 wmerunenxinony), 1652 oM’ (C=0
Hadroxinony), 1550 em™ (C=C), 704 cm™ (CH apom.), 666 cm™' (CH ank.). Criektp IIMP onmcyerscst
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CHHIJIETOM BICIMHAIISTH MPOTOHIB INECTH METHJIBHHX TPYyH ABOX TpeT-OyTWIBHUX (DparMeHTiB mpu
1,467 M.1. CHHTIICTOM JIBOX IMPOTOHIB ITMKJIOTE€KCAIEHIIIICHOBOTO 3aMicHUKA mpu 7,032 M.J., a TaKoX
JBOMA MYJIbTHIIJIETAMH YOTHPHOX apOMAaTUYHUX MPOTOHIB HadTadiHOBOIrO KinbLs npH 6,920 1 7,770 m.1.

B IY-cnektpi 2-(3,5-au-Tper.-0yTHn-4-oKkcu-IuKiorekca-2,5-nieHinineH)-5-enin-[ 1,3 ] murtiono[4,5-
c]nipon-4,6-mioH (8) crocTepiraloThest Taki cMyrH KoiuBanb: 1620cm™ (C=0 maneiminy), 1600 cm™ (C=0
MeTHnenxinony), 1500 cm™ (C=C), 1410, 1150(C=N). Cniextp [IMP onucyeThcsi CHHIIIETOM BiCiMHAALSATH
MIPOTOHIB IIECTH METHIILHUX IPYH JBOX TPeT-OyTUNbHUX (parMeHTiB rpu 1,467 M.1., a TAKOXK MYJIbTUILIET
IT’SITH TIPOTOHIB OeH301y 1ipu 7,34—7,20 m.11.

st 30inbIIeHHS] PO3YMHHOCTI CHMHTE30BaHUX CIOIYK y BOIi Oyilno HpoBeneHO OKHCHeHHA 1,3-
mutioniB (5-8) o 1,3-mutiomomuokcuniB (9-12) mepokcHaOM BOJHIO B MPUCYTHOCTI aleTaTHOI KUCIOTH.
Opepxani cniodayku ciporo ta Oijmoro xomsopy. B IY-cmekrtpax 1,3-muriomommokcuniB (9-12) crmocre-
piraeThcs HasBHICTH HOBHMX CMyT moriuHaHHs mpu 1320 Ta 1130 cM™', siki MOXKHA BiTHECTH 10 TIOTTHHAHHS

CynbhorpyT.
S H202
— 0
] AcOH
5-8

[lin yac poGorm Oymu IOCHIIKEHI CHHTE30BaHI CIONYKH Ha OaKTepHUWAHY 1 QYHTIOUAHY
AKTUBHICTh. 3TIHO 3 OJepXaHUMU pe3ysibraTamu 1,3-autionu (5-8) He MPOSBISIOTH OAKTEPHUIIMIHOTO
edeKTy, MpoTe MarOTh MOMipHY (QYHTIIMIHY aKTHBHICTb.

ExcnepumenTansna yactuHa. Yucrora Ta iHAMBIAYalbHICTh OTPUMaHHX PEYOBHH, KOHTPOJIb 3a
nepebiroM  peakmii  34IHCHIOBaJM  METOAOM  TOHKOIIApOBOi  XpomaTorpadii Ha  IJIacTUHKax
«Silufol UV-254y. IY-cnektpu 3niManu Ha cnekrpodoromerpi SPECORD M-80 B Tabnerkax KBr; YO-
cnektpu 3HiManmu Ha SPECORD M-40 ta I[IMP-cnektpn — Ha mpwiagi VARIAN VXR-300, po6oua
yacrora — 300 MI', BayTpimniii crangapt — TMC.

3araapHa Metoauka cuHtTedy 1,3-murtioniB (5-8). Ilix gac nmepemimryBans poszuunmwmm 1 r (0,005
MOJIB) 2,6-mu-TpeT-0OyTridenony B 5 v giokcany. Jomamu 0,56 r (0,01 Mosb) moapiOHEHOTO TiIPOKCHITY
kanito. [lepemimyBaiu 5 XB, majii mpu OXOJIOKEeHHI 10 Temreparypu 5 ‘C npukanamu po3unmH 0,3 mi
(0,005 momnb) ciproByriemro B 5 mu JIMCO, peakitiiina Maca craja 3eJIeHyBaTOro Kojibopy. Uepes 5 xB
NepeMIlllyBaHHsl Yy peakiiiiHy Macy mig 4ac oxouiojpkeHHs mnpukamanud 0,005 MoyisspHMiA pO3YMH
BigmoBigHoro muxinopuay B 5 mu IMCO. PeakuiliHy Macy mepemilryBajii IpOTSATOM 2 TOJ, MiCIS 4Oro
BWIWIM Ha JiJ, BiAQUIbTpyBadd, NPOMHIH eTaHoioM, ucymmiad. Opepxkani 1,3-gurionu(5-8)
HEePEKPUCTATTI3yBaIH 3 OCH30ITY.

2-(3,5-nu-TpeT.-0y THIiT-4-0KCU-IUKIIoreKca-2, S-nienunifaeH)- 1,3-quria-5-azanukionenral b -Hadra-
nen-4,9-nioH (5). Buxin 59 %, Anax =672 1M, 432 M. T.mn.=245 °C.

2,6-nmu-Tpet.-0ytnin-4-(1,3-nmuria-4,9-niazo-1muknonenra b |HadaneH-2- U1 IeH)-IIMKIIOTeKca-2, 5-
nieHoH (6). Buxim 62 %, Ana.x =338 HM, 448 M. T.m1.=232 °C.

2-(3,5-nu-TpeT.-0y Trin-4-oKcu-nuKIorekca-2, 5-aieniniaen)-aadro[2,3-d][ 1,3 Jaurion-4,9-nion (7).
Buxig 66 %, Amax =653 uM, 434 am. T.m1.=256 °C.

2-(3,5-nu-TpeT.-0y THIT-4-0KCU-IIUKIIOTeKca-2, S-nieHutiaeH)-5-¢penin-[ 1,3 | auriono[4,5-c]-nipoin-4,6-
nioH (8). Buxinm 68 %, Apa=423 am. T.mn.=228 °C.

3araabHa Metoauka cuntedy 1,3-mutionommoxcuaiB (9-12). o 0,001 mMomsipHOTO pPO3UHHY
BimmoBigHoro 1,3-mutiomy (5-8) B 10 M ameraTHOi KHCJIOTH IIiJ 9ac TEPEeMINTyBaHHS ITOCTYIIOBO
mobapmm 10 mim 30 % mepokcumy BomHO. Peakrifina maca crama 0Oeszbapshoro. Ilicms 1 rox
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nepeMillyBaHHS peakuiiiny macy Buiawian Ha din. Ocan BininbTpyBasid, MPOMHIM XJIOPOGOPMOM,
Bucymmin. Onepxani 1,3-aurionoauokcunu (9-12) nepekpucranizyBaii 3 €TaHOIY.

BucnoBku. Cunrte3oBano 1,3-AUTioNH 3 eKpaHOBaHMM METHWJICHXIHOHOBHM 3aMiCHHKOM Ta I'€Tepo-
OUKJIOM Y CTPYKTYpi, JOCHIPKEHO iXHIO aHTUMIKpOOHYy Ta (QYHTILMAHY aKTUBHICTb, OJEp)KaHO
JUTIONOMIOKCUAA OKUCHEHHAM BIIIIOBIIHAX OUATIONIB.
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