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CUHTES3 5-MEPKANTO-3-®EHWU-1,3,4-
TUAQUASO0J1-2-TUOHA N BSAMMOAENCTBUE
C N-HUTPODEHUJIOKCUPAHOM*

AHHOTaumsA. AkTyansHocTb 6opb0Obl ¢ TYGEepKyne3om 1 HOBLIMU BUAAMU BUPYC-
HbIX 3aboneBaHUi Bbi3Bana MHTEpPEeC CMeLuarnucToB K cepocoepkallium co-
€VHEeHNsIM BCNeACTBUE LUMPOKOrO CNeKTpa aHTMbaKkTepuanbHbIX CBOWCTB U
MeHbLUEero Bpeaa ans opraHmama. CoeanHenus ¢ 1,3,4-TuagmasonoBbiMu dpar-
MEHTaMW MPOYHO BOLUMKM B apceHan fekapCTBEHHbIX CPeACTB COBPEMEHHON
MEZWLMHbI B Ka4eCTBE aHTUMUKPOOHbLIX, MPOTUBOTYOEPKYNE3HbIX U APYruX npe-
napatoB. Cpeau npoussogHblx 1,3,4-Tuagnasona WUPoOKo NpeacTaBreHbl dyH-
rmumnasl, repouunasl, acduumasl, perynatopbl pocrta pacTeHuin, aHTubakTepu-
aneHble npenapaTsl, ONOTALUOHHBIE U aHanUTUYeckue peareHTsl U ap. CuHTe-
3UpOBaHO HOBOE coefiMHeHMe 5-MepkanTo-3-ceHun-1,3,4-Tnagnason-2-TuoH
W OCYLLECTBIIEHO €ro B3aWMOAENCTBME C N-HUTpOeHunoKkenpaHom. Pesynkbra-
Tbl 3TUX MCCreaoBaHWi ByayT cnocobcTBOBaTL YCTAHOBMNEHUIO DyHAAMEHTalb-
HbIX 3aKOHOMEPHOCTEN B3aWMOCBSA3U MeXAy XMMWUYECKOW CTPYKTYpPOW Belle-
cTBa U ero 6noakTuBHOCTLIO. lNpakTuyeckass 3HAYMMOCTb UCCIeJoBaHUA 3ak-
noYaeTcs B NOMYYEHWM HOBBIX COEAUHEHWN, coaepXallMxX B OOHON MoIekyne
cpasy HeckonbKko hapMakoOpHbIX FPYMM, YTO MOXET NPUBECTU K YCUIEHMUIO KX
hapmakonormyeckoro AencTBUs UK NOSIBNEHUIO HOBLIX BUOOB BMoNornyeckom
akTuBHOCTW.MMpn paboTe ObINM UCMOMB3OBaHbI Kraccuyeckne MeToAbl OpraHu-
Yyeckoro cuHtesa. VaeHtndukauno n naydeHme drU3MKoO-XMMUYECKUX CBONCTB

*Paboma bbinia 8bINO/IHEHA 8 PaMKax 8bIMOoMHeHUss duccepmayuoHHolU pabome!
Ha couckaHue y4YeHol cmeneHu kaHOudama XUMUYECKUX Hayk npu VIHcmumyme opaa-
HUYecKo20 cuHme3sa u yenexumuu PK, 2. KapazaHobl.
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nposoAunu nNpy NOMOLLK Xpomarorpaduyeckux, cnektpanbHblx (MK, AMP 1H-
CMEKTPOCKOMUA) METOAOB M AAHHLIMW 3NIEMEHTHOrO aHanusa.

Knio4yeBble cnoBa: 5 mepkanto-3-ceHun-1,3,4-Tnagnason-2-TMoH; Thagnasorn,
N-HUTPOEHUTOKCUPaH.

V/4

Tyningeme. Kasipri 3amaHyan meauumHarnblk yaksTTa aHTUMUKPOOThI, Tybep-
Kynesare kapchbl xxaHe Ae backa Aa Jspigspmek kacay KonpaHbicka eHyze.
OcblfaH GannaHbICTbl ©3iHiH KacueTiHe TeH gapinik Guonoruanblk GenceHai
3aTTap any eTe MaHbl3gbl. XyMbIcTbiH MakcaTbl 1,3,4-Taanason-2-TUOHHbIH,
HeriziHge KOMOWHaUWANbIK CMHTE3 apkbinbl XXaHa KyKipTKypamabl 3atTtapibl
i3gecTipy MeH GafbiTTanFaH cuHTe3aey xongapbiH i3gecTipy. buonoruaneik 6en-
ceHfj 3aT any konaapblH isgecTipy 6apbicbiHAa TMaguasonapiH XaHa TyblHObI-
cbl 5-mepkanTo-1,3,4-Tuagnason-2-TUOH CUHTE3AeAIN XaHe N HUTPOEHUNOK-
cuUpaHMeH spekeTTecyi 3epTTrengi. byn 3epTTeynepiH KOPTbIHAICHIHbIH, HaTE-
XKEeCi OHbIH XUMUSNBIK KYPbINbIMbI MeH Guonorusanblik 6enceHainik apacbiHaarbl
e3apa KapbIM-KaTblHacTapAblH ipreni 3aHaapbiH KypyblHa akenyi MyMKiH. Kymbic
GapbicbiHAa opraHukanblk CUHTE3AiH Knaccukanbslk agicTepi kongaHbingsl. CuH-
Te3feniHin anblHFaH 3aTtTapAblH GUONOrUANLIK KacueTTepiHiH MaHbl3AbIbIfFb
Jepinik 3aTTapapl i3AecTipy MeH xacay kesiHge aHTUOuoTuKTep,repbuumaTep
peTiHge kongaHbic Tabybl MyMkiH. 5 mepkanTo-3-ceHun-1,3,4-Tnagmason-2-
TUOHHbLIH aKpWn KblWKbINbIHBIH 3MUpnepiMeH, akpunaMmua xaHe oHblH N-
anMackaH aHanortapbiMeH, COHbIMEH kaTap kapanaibiM BUHUNALI 3dupnep-
MEH apeKeTTecy peakuusichkl 3epTTefi.dNeMeHTTi danengey MeH duankanbik-
XUMUSTNbIK KacueTTepiH aHblkTay xpomaTorpadusinblk, CnekTprik (CNekTpocko-
nusa IR, 1TH AMP) 3epTTey saicimeH xy3ere acbipbingbl.

Tyninai cespep: 5 mepkanto-3-cbeHnn-1,3,4-TMagnason-2-TMoH; Tnagmason;
aKkpun KblWKbILI, adupnep, akpunamug,.

V/4

Abstract. Nowadays, struggle against tuberculosis is one of the most topical
problems, especially in case of new types of viruses. So, the interest to sulfur
compounds, demonstrated by specialists, is based on wide range of their
antibacterial antibacterial properties and less harmful impact.Compounds
containing 1,3,4-thiadiazole fragments are treated now as one of contemporary
medicine achievements as anti-microbics, TB drugs etc. There are fungicides,
weedkillers, aphicides, growth-regulating chemicals, antibacterial properties,
flotation and analytical reagents etc. Practical importance of research consists
in receiving new connections containing several pharma-cological groups in
one molecule that is followed by strengthening of their pharmacological action
or emergence of new types of biological activi-ty. Identification and
studyingofphysical and chemical properties werecarriedouton the basis of
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chromatografical,spectral(IK,anuclearmagneticresonance1H-
spectroscopy)methodsanddataoftheelementanalysis. New compound 5-
merkapto-3-phenyl-1,3,4-thiadiazole-2-thione was synthesized; and its
interaction with p-nitrophenylacetate was analyzed. It is shown that the
disclosure of exira-new ring goes the stereo and regioselective accession on
the ?-carbon atom of the oxirane ring is studied cycle. The results of these
studies may lead to the estab-lishment of fundamental for-comerota the
relationship between the chemical structure of the substance and its bioactivity.
Key words: 5-mercapto-3-phenyl-1,3,4-thiadiazole-2-thione;p-nitrophenyloxirane.

BBegeHune. Tvaguason v ero npousBogHble NpUHAZNexaT K
TEM reTepounKriamM, KOTOpble UrparoT 3HAYMTEINBHYO POSfb BO MHO-
rMX Npoueccax XuHeoesaTenbHOCTU. VIMeHHO aTuM cakToMm obbsc-
HSI€TCSA NOBBIWEHHBIA MHTEPEC K COeQMHEHUsIM Tuaguasona B noc-
nepHue pecatunetusa. Pe3dynbraTel MCCnefoBaHUM Tuaguasona u
€ro Npou3BOAHLIX MOTYT NPUBECTU K YCTAHOBMNEHUIO byHOAAMEHTaNb-
HbIX 3aKOHOMEPHOCTEN B3aMMOCBS3W MeXOY XMMWUYECKOW CTPYKTY-
poW BelecTBa U ero GUOaKTUBHOCTLIO.

BaxHOCTb uccrnefoBaHus TMAAMasona U ero Npou3BOAHbIX CO-
CTOWUT B BO3MOXHOCTW MOMyYeHWUs1 HOBLIX COEAWMHEHWH, COAepXKaLlnx
B O4HOM MOMEKyne cpasy HEeCKOSbKO papMakodOpHBIX IPynm, YTo
MOXeT BbI3BaTb ycuneHue ux apmMakoriormyeckoro AencTBus Unu
NOsIBNIEHWE HOBbLIX BUAOB BUOMOrMHYecKon akTMBHOCTU. B cBA3M ¢ ak-
TyanbHOCTbIO 60pbObLI ¢ TyOEepkyne3om M HOBbIMWU BUOAMWU BUPYC-
HbiX 3aboneBaHuin (aTMNMYHas NHEBMOHUS, NTuuni rpunn, CMWL)
WHTEpeC CneunanunucToB K CepoCOLepKalluM COoeaMHEHUsIM BCce 6o-
Nee BO3pacTaeT BCMeACTBUE UX LUMPOKOrO ChnekTpa aHTubakrtepu-
anbHBIX CBOWCTB U MeHbLLEero Bpefa Ans opraHu3Ma. B uenom paH-
Has npobnema akTUBHO UCCreayeTcs B MOCMeHee Bpemsl, YTO Tak-
Xe CBUAEeTenbCTBYET 0O akTyanbHOCTM M3OpaHHOro HamMu Hanpas-
neHns. Tak, kak ykassiBawoT BhoomendraA. Bhongade, SirajunisaTa-
latha, RavikiranA. Gadad, AndanappaK. Gadad, 1,3,4 retepouunkn-
TMaga3o0na UHTEHCUBHO NMPOBOAUNMCH HavmHasa ¢ 1950-x . C Tex
nop, Kak OTMEYEHO B LMTUPYEMOM MCCNeaoBaHuK, Bbino HangeHo
MHOXXECTBO HOBBIX MPOM3BOAHbLIX, KOTOPLIE U3y4anuchb C NO3ULMA KX
AHTUMUKPOOHLIX, NPOTUBOTPUOKOBLIX, NPOTUBOPAKOBLIX, NPOTUBOCY-
OOPOXKHBIX, aHanbresupyLwmx cBorcTB [1]. Ha gaHHbIN MOMEHT yxe
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3anateHToBaH cuHte3 [1,3,4] TMagmasona-kapOOHOBbLIX KMCMOT, KO-
Topble B fanbHehwem ObinM Mcnonb3oBaHbl ANS NPUTOTOBNEHMUS
repouUMOHBIX KOMMNO3ULMIA, COAEPXaLlMX YKa3aHHble COeaUHEeHus,
a Takke paspaboTaH cnocob 6opbOblI C HEeXenaTenbHbIM POCTOM
pacTeHMin NocpeacTBOM UCMOMb30BaHUA 3TUX COeduMHeHur. B Hayu-
HOW NuTepaTtype, NOCBSILLEHHOW OaHHOW npobneme, coobliaeTcs u
0 NONbITKAX CUHTE3a NPOTUBOTYOEPKYNEe3HbIX NpenapaTtoB Ha AaH-
Hoi ocHoBe (Deepak Swarnkar, RakshitAmeta, and Ritu Vyas//
Microwave-Assisted Synthesis of Some 1,3,4-Oxadiazole Derivatives
and Evaluation of Their Antibacterial and Antifungal Activity. Hindawi
Publishing Corporation, Organic Chemistry International.-Volume
2014, Article 1D 694060, 6 pages) [3].

B cBol ouvepenb, OTMEYAETCS, YTO CO BPEMEHMW OTKPbLITUS nep-
BOrO aHTMOMOTMKA — NMEHULUNNMHA U ero BHeAPEeHUs B MeauuMHC-
Kyl NMpakTUKy HabnwgaeTcs nocTeneHHas agantauns NaTOreHHbIX
OaKkTepuin K HOBbIM NEKapCTBEHHbIM cpeacTBaMm. Mo MHEHUIO uccne-
pgosatenen, 1,3,4-oxadiazole; 1,3,4-thiadiazole; 1,2,4-triazole n He-
KOTOpble MX NPOM3BOLHbIE TAKXKE WUCMOMb3YHTCA B CO34aHWUM HOBbBIX
Mogucmkaumn [2]. E.A. Oanunnoson, T.B. Menenuyk, O.H. TpyxuHoun
n M.K. NcnsmknHblM NpoBeAeHO MOAENUpOBaHNe MexaHuama obpa-
3oBaHusa 3,5-anamuuo-1,2,4-tmnagnasona ¢ NoMoOLLbIO MeTOA0B KBaH-
TOBOW XMMWM, OCHOBAHHBLIX Ha Teopun dyHkunoHana [3].0 paspa-
0OTKke HOBOrO MeTo4a CUMHTE3a NMPOU3BOAHbLIX B-3TuUnkapbokcunar-
1,3,4-magunasono-[3,2]-nupumuanHa nuwyt Takke P.Mopagu, KO.Xoga-
xuboes, P.O.PaxmoroB, M.A.KykaHues [4].

N3 nutepaTypHbIX AaHHbIX M3BECTHO, YTO BELLECTBA, COOepXa-
wume B CBOEW CTpykType ¢hparmeHTt 1,3,4-Tvagmasona, obnagawT
BbICOKON (pn3MON0OrM4eckon akTMBHOCTBLIO [5]. 2,5-[In3amelLeHHble
1,3,4-TMaguna3zonbl U3BECTHbI KaK aHTUMUKPOOHbIE areHTbl, Tak auub-
Hble Npou3BoAHble 2-amuHo-1,3,4-Tnagmasona obnagatoT aHTuan-
Nepruyeckon akTMBHOCTBIO [6] M ABNAKTCA NecTuuMgammn, Takke
NecTUUMOHON akTUBHOCTbI obnagarwT 2,5-ansamelleHHble aduphbl
1,3,4-magunasona docduHoBor 1 cdocdopHon kucnot [7]. B cBasm ¢
3TUM 5-mepkanto-3-cpeHun-1,3,4-tnagnason-2-TMOH Bbi3biBA€T WH-
TEpec B NNaHe ero CTPYKTYpPHOW Moaudukaumm ¢ LEeNbo NonyYeHus
HOBbIX MOTEHLUMaNbHO OMONMOTMYECKN aKTUBHbBIX BELLEeCTB.
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MeTogbl nccnegoBaHus. [pu BoiNOMHeHUM paboTel BbINKU Uc-
Nonb30BaHbI KllacCuyeckne MeToAbl OpPraHUMYeckoro cuHtesa. Noex-
TUUKaUMIO N n3ydeHne PUanKo-XMmMn4eCckux CBOMCTB NPOBOAUMAN NP
nomoLn xpomatorpacuyeckux, cnektpanbHoix (MK, AMP 1H-cnekT-
poCcKoNusi) METOA0B U AaHHbIMW dnemMeHTHoro aHanusa. UK-cnektp
3anucaH Ha cnektpomeTpe AVATAR-320 B Tabnetkax KBr.CnekTp
AMP 1H 3anucaH Ha cnektpomeTpe Tesla-587 c pabouel yactoTon
80 MI'y npu komHaTHOM TemnepaType B pactBopax CDCI3 oTHock-
TeNbHO BHYyTpeHHero ctaHgapta (TMOC) (norpewHocTb M3MepeHuin
0,1-0,2 m.4.).

PesynbTaThbl nccnegoBaHusA. 3KCNnepuMeHTanbHas 4acTb:
5 mepkanTo-3-cpennn-1,3,4-tnagnason-2-tmod (4). K pacteopy 1,07 r
(0,01 monb) cbeHnnrmagpasuHa u 1,14 r (0,02 monb) rMapokcmaa Ka-
ausa B 30 MmN AMCTUNNMPOBAHHOM BOAbl Npu Temnepartype 1012 °C
mMegneHHo gobasunm 1,6 r (0,02 monb) cepoyrnepona. Peakumnon-
HYI Maccy nepeMelLnBanv A0 MOSIHOTO PacTBOPEHUS Cepoyrnepo-
ba. 3arem nepemewmBanu npu Temnepatype 4015 °C B TeueHne 2-
3 4. PeakuunoHHy cmecb oxnagunu o 10 °C n npm nepemewmsa-
HUM MELJIEHHO MpuKananu KOHUEHTPUPOBEHHbLIA PacTBOP CONSIHOW
kucnotbl 4o pH 3-4. MNonyunnu ceBeTno-kéntble KpUCTansbl C BbIXO-
aom 73 %.

5-(2-rugpokcu-2-n-HuTpodbeHUnaITUNTNO )-3-cbeHun-1,3,4-tua-
anason-2-tuoH (6). B nepemewmnBaembin pacteop 1, 65 r (0,01 monb)
N-HUTPOOEHUNOKCUPaHA MeLNIEHHO NpUKananMcnMpTOBLIA pacTBoOp
2,26 r (0,01 monb) 1,3,4-Tvagnasona. MNMocne 3Toro nepemelumMeanu
npy Hebonbwom HarpesaHumn (40-50 °C) B TeueHue 2 4. Monyunnu
Genbln KpucTananyeckuin ocagok ¢ 1.nn. 117-118 °C. Beixog 93,%.

CuHTe3MpoBaHO HOBOe MPOU3BOAHOE TMaguasona — 5 mepkan-
T0-3-cbenun-1,3,4-tnagmnason-2-TmoHa, B3aumonencTenem eHun-
rmgpasuHa (1) c cepoyrnepogoM B LLENOYHON cpefe, C Nocnenyto-
LWMM nogkucneHMemM obpasytowerocs gutuokapbamarta (2) gns ero
UMKNM3aunn No Criefyllel CXeMme:
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HCl
Qmm + 0y FOH DN—I“E_S o
(1 Sﬂ<31-;s :

02

3] (#)

MepBas cTtagus — B3aumogencTemne cenmnrugpasuda (1) c ce-
POYrnepoLoM NPOXOAUT B CUMBHOLLENOYHON cpeae ANst MOMHOro npu-
coeMHeHns cepoyrnepona no oboum atomam asoTta. MonyyeHHbIN
OBOVHON aunTuokapbamat kanus (2) NogKUCNSN COMSTHON KUCIOTON
no pH 3-4. Ob6pasywouwasca npy 3ToM AMTUOKapbaMuHOBas Kucnora
(3) cpasy xe paspyliaeTcs C BblAeIeHMEM CepoBOaopoaa C LUMKIU-
3aumnen gO KOHEeYHOro npoaykta 5 mepkanto-3-cpenun-1,3,4-tmagn-
ason-2-tnoHa (4). LUleneson npoaykt (4) npeactaBnsiet cobon kpuc-
TannMyeckoe BELLECTBO XEenToro upeta co cnabbim cneunduyec-
KMM 3anaxom.

O6cyxaeHve pesynbratoB. 5 Mepkanto-3-cpeHun-1,3,4-Tua-
[Mas30-2-TUOH BbI3bIBAET MHTEPEC B MIaHe ero CTPYKTYPHOW mMoau-
dukauun ¢ Uenblo NoflyvYeHWs HOBbIX MOTEHUManbHO Buonoruyecku
aKTMBHbLIX BELLECTB, TaK Kak aHanu3 NuTepaTypHbIX AaHHbBIX Nokasan,
YTO NPOU3BOAHLIE HA €ro OCHOBE He U3ydeHbl. [03ToMy Lenb Hawunx
NCCNEegoBaHUM — CUHTE3 U U3yYeHue OAHHOro Kiacca CoeguHEeHUN.

CoueTaHue B monekyne cybcrpata Heckonbkux chapmakodop-
HbIX hparMeHTOB — HUTPOMEHUNBHOW, CIMPTOBON, CEPO- U a30TCOo-
AepXallnx rpynn, 4acTo OTBETCTBEHHBIX 3a MposiBNeHue aHTubak-
TepuarnbHbIX CBOWCTB, MOXET MPUBECTU K YCUINEHUI WUnuv nossre-
HWIO HOBBIX BUAOB BMONOIMYECKON aKTUBHOCTW.

UmeeTtcsa psg pabot [5, 6], NOCBALWEHHbIX PacKpbITUIO OKCUpa-
HOBOrO LMKMa PasfuyHblMK  HykneodunbHbIMKU peareHTamu. Heko-
TOpblIE aBTOPbI YKa3blBAlOT HA BO3MOXHOCTb @aHUMOTPOMHOro 3ame-
LLleHNss aToOMa KMCNopoaa B OKCMPaAHOBOM LIMKIE aTOMOM Cepbl, Npu-
BOASILLEro K obpasoBaHuio TUpaHoB [6, 7].
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Peakuunio npoeognnu B pasnuuHbIX cpefax (3TUnoBbIi, U30npo-
nunoBbii cnupTel, AM®PA) npu pasnuyHbix TeMmnepaTypax cpegbl
(0+80 °C). Ha ocHoBaHWM aHanus3a cnekTpanbHbIX OAHHbLIX YCTAHOB-
JNIEHO, YTO peakuus NpoTeKaeT PeruocenekTMBHO, NPUBOAS K Lerne-
BbIM NPOAYKTaM C BbIXoAoM A0 94 %. Hanbonblwmin BeIxog Habnwaa-
eTca B cpene dTaHona, No-BMOUMOMY, B J@HHOM criyyae, Ans N-HWUT-
podeHuoKCupaHa peanusyeTcs MexaHu3m obLLero KMCMOTHOro Ka-
Tanusa [8].

BbiBogbl. C Uenbio NOUCKa HOBLIX BUOMOMMYECKN akTUBHBIX Be-
LLEeCTB cpean Npou3BOLHbIX 5-mepkanTto-3-denun-1,3,4-tnagnason-
2-TuoHa (4) OCyLLEeCTBMEHO ero B3auMOLEWCTBUE C M-HUTpOdheHun-
nokcupaHom (5), CTPYKTYpPHbIN chparMeHT KOTOpPOro BecbMa nepc-
NEKTUBEH B CUHTE3ax Pasnu4YHbIX BUMONOrMYeckn akTUBHBIX BELLECTB -
aHTMOMOTUKOB, COCYLOPACLLMPSLLNX CPEeaACcTB, repbuumnaos n ap.

B WMK-cnekTpe coeguHeHusi B obnactn 3490-3470 cm™ npucyT-
CTBYET LUMpOKad nonoca, xapakrepHas and rpynnel OH. BaneHTHble
konebanua NO, rpynnel npossnsTcs B obnactn 1375-1365 cm™.
B o6nactu 690-680 cm” umeercs cnabas nonoca nornoweHus C=S
rpynnel.

B cnektpax AMP 'H coeguHeHuin HabnogaloTcs XapakTepHble
curHanel peHUNbLHON rpynnbl B BUAE MYMbTUNNETA C LEHTPOM npu
7,42 m.4., npoToHbl S-CH_-rpynnbl pesonupytoT B Buae aybnerta B
obnactu 2,96-3,5 m.4., npotoH CHOH-rpynnbl nposiBNsieTcs B BUAE
CNOXHOro mynerennetra B obnactu 3,57-3,92 m.g. MpoTOHbI HUTpPO-
hEHUNBHOrO KOMbLA Pe3CHUPYIT B BUAE OBYX OYNNETOB C LEeHTpa-
MU npu 7,6 n 8,4 m.g.
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