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GioNIoriYHO aKTUBHUX CMOJTYK of the biologically active compounds
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CuHTe3 i disnko-xiMmiuHi BnactuBocTi ectepiB 2-((5-(riapokcu(cenin)
meTun)-4-R-1,2,4-tpiazon-3-in)tio)eraHoBux i 3-(((5-(rippokcu(deHin)
meTun)-4-R-1,2,4-tpiazon-3-in)Tio)meTnn)6eH30MHNX KUCNOT

Banopisbkuli depxasHuli meduyHUU yHisepcumem, YkpaiHa

[Iupoxe 3acrocyBanHs moxigHux 1,2,4-Tpia3ony B MeJUYHIN MPAKTHLI MOSCHIOETHCS, HACAMIIEpe I, ABOMA TXHIMH HaWBayKIIUBILIMMH
BJIACTHBOCTSIMM: BHCOKOIO OIOJIOTTYHOK aKTHBHICTIO T4 HU3BKOK TOKCHYHICTIO. BaXKKO NMEpeOLiHUTH BaroMuii BHECOK Y MEIUYHY
MIPAKTHKY, SIKHH 3p0OMIIN JTIKapChKi 3aco0H 1103akoHa30i i 1eTpo30i. ChoromHi 6araro HayKoBIIIB (hapMareBTUIHOI rary3i IPHIUISIOTh
YUMally yBary MouryKy 0ioJIoriqHo akTUBHUX PEYOBHH CEPeJl MOXiJHUX i€l FeTePOINKIIYHOI CHCTEMH.

Meta po00TH — CHHTE3 HOBUX BUCOKOC()EKTHBHUX 1 MaJIOTOKCHYHHUX PEYOBHH cepex moxigaux 2-((5-(rimpoxcu(denin)mernn)-4-R-
1,2,4-tpia3on-3-im)rio)eranoBux i 3-(((5-(rizpoxcu(denim)merwn)-4-R-1,2,4-Tpia3omn-3-11)Tio )MeTHI ) OCH30HHNX KUCIIOT, BCTAHOBICHHS
TXHIX (i3MKO-XIMIYHNX BIaCTHBOCTEHL.

Marepiaiau Ta Meroau. SIK BuXiaHiI pedoBHUHU Bukopuctaimu 2-((5-(rimpoxcu(denin)mernn)-4-R-1,2,4-piazon-3-in)Tio)eTaHoBi Ta
3-(((5-(rimpoxcu-(denim)mermm)-4-R-1,2,4-Tpiazon-3-i1)Tio )MeTHIT ) OEH30HHI KHCIIOTH, III0 OTPUMaHI Ha MONIepeIHii cTamii cuHTe3y.
Ecrepu onmepikani peaxuiero ecrepudikanii 2-((5-(rizpoxcu(penim)mernn)-4-R-1,2,4-tpiazon-3-in)rio)eranoux i 3-(((5-(rizpoxcu(-
¢enim)mernn)-4-R-1,2,4-tpia3on-3-11)Ti0)MeTHIT)0EH30HHUX KUCIIOT Y CEPEIOBHII BIAIOBITHOTO CIIUPTY 3 JOAABAHHSAM KaTaITHYHOT
KUTBKOCTI KOHIICHTPOBAHOI KUCJIOTH CYJIb(aTHOT.

PesyabTaTn. CTpykTypa CHHTE30BaHUX CIIOJIYK MiATBEPAXKEHA BUKOPUCTAHHSIM KOMIUIEKCY CyJacCHUX ()i3MKO-XIMIYHHX METO/IIB aHAi3y.
ExcriepiMeHTaNbHe BU3HAYEHHS €JIEMEHTHOTO CKJIa/ly PEUOBHH, 110 OJIEpIKalH, BiINOBi/Ia€ PO3paxoBaHUM JaHuM. Ha xpomarorpamax
CHHTE30BaHUX €CTEPiB BUSABICHUHN TUTBKU OIMH TIK, IO BiJIIOBiIa€ pO3paxoBaHiil UIs CIIOIYK IIOTO PSITy MOJEKYISpHill Maci m/z".
V IU-criekTpax CHHTE30BaHHX CIIOJIYK MPUCYTHI CMyrH noriuHaHHs C—S-rpyr, CMyry MOIIMHAHHS apOMAaTHYHOTO KUIBIS, @ TAKOXK
XapakTepHi JJIs IIbOTO KJIacy CIOIYK CUMETPHUYHI Ta acuMeTpuuHi cMyru normuHanHsa C—O—C-rpym, mo nepedyBaroTh y Mexax Bij-
TIOBi/THO JI0 HAYKOBHUX JIITEpaTypHUX JaHUX. A pe3yapraru BuBdeHHs 'H SIMP criexTpiB cBif4aTh Mpo HAsSBHICTh Y CTPYKTYPI CIIOIYK
OTPHUMaHHX CUTHAJIIB IPOTOHIB METHIIOBOI T4, 32 HAsIBHOCTI, METHJICHOBUX I'PYII, III0 OCTATOYHO MiATBEPIXKYE Oy10BY OTPHMAHOTO PSITY.

BucnoBku. [1iy1 yac excriepuMeHTaIbHOT POOOTH HaMU PO3pOo0IIeHi eeKTHBHI TabopaTopHi METOAMKH OTprMaHHs ectepiB 2-((5-(rigpok-
cu(penin)-metmn)-4-R-1,2,4-tpiazon-3-im)rio)eranoBux i 3-(((5-(rigpoxcu(denin)mermn)-4-R-1,2,4-Tpiazomn-3-11)Tio )METHI ) OEH30HHIX
KHCIIOT, y pe3yJIbTaTi 40ro CHHTE30BaHO 13 HOBUX CHOJIYK, KOTpI Ha/lalli CTaHyTh 00’ €KTaMu (hapMaKOJIOTIYHUX JI0CIIIKEHb.
Kurouogi ciioBa: 1,2,4-Tpia3on, CMHTE3, XiIMiYHI BIACTHBOCTI, XPOMATO-Mac-CIIEKTPOMETPIsL.
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CuHre3 H (PU3NKO-XMMHUYECKHE CBOICTBA CJI0KHBIX 3¢(pupoB 2-((5-(ruapoxcu(penmin)mernin)-4-R-1,2,4-rpua3oir-3-ui)Tuno)
3TaHoBBIX U 3-(((S-(ruapoxcu(dpenna)merni)-4-R-1,2,4-1pua3o1-3-uj1)THO)MeTHI)0EH30HHBIX KUCTIOT

A. M. Pyos, A. I Kanaaywenxo, 10. M. Kyuepsaeuuii, @adu An 3edan

[Iupokoe mpuMeHEHHE POU3BOIAHBIX 1,2,4-Tprazonia B MEIHIMHCKOW MPAKTUKE, TPEKIE BCETO, OOBSICHICTCS IBYMs BaKHEHITIMU
CBOWCTBaMH, 2 IMEHHO: BBICOKOI OMOJIOrNYeCKOi aKTHBHOCTRIO U HAJTMUMEM [TOKa3aTeel HU3KOH TOKCUYHOCTU. TPy/IHO MEpEeOneHHUTh
BKJIaJ1 B MEUIIMHCKYIO IPAKTUKY, KOTOPBIH CeIalIH JIEKapCTBEHHBIE CPEICTBA TI03aKOHA301I 1 JIeTpo30i1. Ha ceroqusamaumii 1eHp MHOTHE
y4eHbIe (papMaleBTUICCKON OTPACIU YACISIOT OOJBIIOC BHUMAHHUE [TOUCKY OMOJIOTHYECKU aKTHBHBIX BEIIECTB CPEIH IPOU3BOIHBIX
JIAHHOHW TeTePOLIMKINYECKON CUCTEMBI.

Ilenb paGoThI — CHHTE3 HOBBIX BHICOKOA((EKTHBHBIX M MAJIOTOKCHYHBIX BEIIECTB CPEAHU MPOnU3BOAHbIX 2-((5-(rumpokcu(deHnn)MeTn)-
4-R-1,2,4-tpua3zon-3-un)trno)3taHoBbix u 3-(((5-(rugpoxcu(denun)merin)-4-R-1,2,4-1pra3on-3-1i1) THO )METHI ) OCH30HHOM KHUCIIOTHI,
a TaKoKe U3yYeHHe NX (PU3NKO-XUMHYECKUX CBOMCTB.

MarepuaJibl 1 MeTObI. B KauecTBe HCXOMHBIX BEIIECTB HAMHU OBLITH HCTIONB30BaHbI 2-((5-(ruapoken(denmn)mern)-4-R-1,2,4-tpua-
3011-3-11)THO )3TaHoBbIe 1 3-(((5-(runpoxcu-(hermn)mernn)-4-R-1,2,4-Tpua3on-3-1mi)THO )METHIT ) OeH30HHBIE KUCIIOTHI, KOTOPBIE OBLITH
MIOJTy4YeHBI Ha NPyl CTauy CHHTe3a. DPUPEI CHHTE3UPOBAHBI C IIOMOIIBIO peakiyn stepudukanun 2-((5-(ruapoken(denn)
metnn)-4-R-1,2,4-rpuaszon-3-un)tro)sranoBsix u 3-(((S-(rugpoxcu(pennn)merii)-4-R-1,2,4-Tprazomn-3-1i) THO )METHIT ) OCH30HHBIX
KHCIIOT B CPEZIe COOTBETCTBYIOMIETO CIIUPTA C JOOaBICHHEM KaTaINTHIECKOTO KOJTUIECTBA KOHIIGHTPHPOBAHHON KHCIOTHI CEPHON.

Pe3yabTarsl. CTpyKTypa HOIYyYEHHBIX COSIMHCHUH yCTAHOBIICHA C TOMOIIBIO KOMILIEKCA COBPEMEHHBIX (PH3NKO-XUMHUYECKHX METOIOB
aHaJIKM3a. DKCIEPUMEHTAIbHOE ONIpEeIeHUE JIEMEHTHOIO COCTaBa IOJyYEHHBIX BELIECTB COOTBETCTBYET PACCUMTAaHHBIM JaHHbIM. Ha
XpOMaTOrpaMMax CHHTE3MPOBAHHBIX A(pUPOB 0OHAPYKEH JHIIIb ONH MK, COOTBETCTBYIOMINIT pACCUMTAHHOM JJIsl COEANHEHHH TaHHOTO
psina MonekyasipHoi Macce m/z'. B MK-criekTpax CHHTE3MpOBaHHBIX COCAMHEHHH MPUCYTCTBYIOT HOJIOCH! romtomenus C-S-rpymir,
HIOJIOCHI NOIVIOIIEHHS apOMAaTHYECKOTO KOJIbIIA, a TAKXKE XapaKTepHbIEe A JaHHOIO KJacca COCAMHEHUH CUMMETPUYHBIC U aCUMMe-
TpudHbIle Moa0ck! noroneHus C-O-C-rpymr, HaXoAsIIUXCS B IIpefiesiax, KOTOPbIe COOTBETCTBYIOT HAYYHBIM JINTEPATyPHBIM JaHHBIM.
A pesyaprarsl usyuerus 'H SIMP crieKTpoB CBHIETEICTBYIOT O HAIMYUH B CTPYKTYPE MOJIYYCHHBIX COCIMHCHUIT CUTHAIIOB TPOTOHOB
METUJIOBOM M, ITPU HAJIMYHMU, METUIIEHOBBIX I'PYIII, YTO B CBOIO OUEPE/h OKOHUYATEIBHO MOATBEPK/AET CTPOSHUE MOYYEHHOTO psijia.

BeiBoabl. B xone skcnepuMeHTanbHOM paboThl HaMU pa3padoTanbl 3G GEKTHBHBIC JTaOOpAaTOPHBIE METOAUKH TMONydeHHs 3()UupoB
2-((5-(runpoxcn(denmm)mernn)-4-R-1,2,4-tpuazon-3-mi)tro)stanoBeix u 3-(((5-(runpoxcu(dpenun)mermn)-4-R-1,2,4-rpuazon-3-mm)

278 AKTyanbHi MUTaHHA hapMaLeBTUYHOI | MeAVNYHOI Haykm Ta npakTvku. — 2017. — T. 10, Ne3(25) ISSN 2306-8094



CuHme3s i isuko-ximidHi enacmueocmi ecmepie 2-((5-(2idpokcu(gherin)memun)-4-R-1,2,4-mpia3on-3-in)mio)emaHosux i 3-(((5-(2idpokcu...

THO)METHIT)OCH30MHBIX KUCIIOT, B PE3YJIbTATE Yer0 CHHTE3UPOBAHO 13 HOBBIX COCAMHCHUMN, KOTOPBIC CTAaHYT 00BbEKTAMH JaIbHEHIIINX
(hapMaKoJIOrMIECKUX UCCIICIOBAHHA.

KuroueBsie ciioBa: 1,2,4-1prason, CHHTE3, XUMUYECKHE CBOMCTBA, XpOMATO-MaCC-CIIEKTPOMETPHSI.
AKTyaJIbHble BOIIPOCHI (hpapManeBTHYECKONH U MeIUIMHCKONH HaykH U npakTuku. —2017. — T. 10, Ne 3(25). — C. 278-282

Synthesis, physical and chemical properties of esters of 2-((5-(hydroxy(phenyl)methyl)-4-R-1,2,4-triazole-3-yl)thio)ethanoic
and 3-(((5-(hydroxy(phenyl)methyl)-4-R-1,2,4-triazole-3-yl)thio)methyl)benzoic acids

A. M. Rud, A. G. Kaplaushenko, Yu. M. Kucheryavyi, Fadi Al Zedan

The wide use of 1,2,4-triazole derivatives in medical practice is primarily explained by two most important properties: high biological
activity and low toxicity. It is difficult to overestimate the contribution to medical practice, which such medicines as posaconazole and
letrozole have made. Many scientists of the pharmaceutical industry pay attention to the search of biologically active substances among
this heterocyclic system derivatives.

Aim. The aim of our study is purposeful synthesis of new highly effective and low-toxic substances among the derivatives of
2-((5-(hydroxy(phenyl)methyl)-4-R-1,2,4-triazol-3-yl)thio)ethanoic and 3-(((5-(hydroxy(phenyl)methyl)-4-R-1,2,4-triazol-3-yl)thio)
methyl)benzoic acids, the study of their physical and chemical properties.

Materials and methods. The 2-((5-(hydroxy(phenyl)methyl)-4-R-1,2,4-triazol-3-yl)thio)ethanoic and 3-(((5-(hydroxy(phenyl)
methyl)-4-R-1,2,4-triazol-3-yl)thio)methyl) benzoic acids were used as initial substances, which were obtained at the previous stage of
synthesis. The esters were synthesized by the esterification of 2-((5-(hydroxy(phenyl)methyl)-4-R-1,2,4-triazol-3-yl)thio)ethanoic and
3-(((5-(hydroxy(phenyl)methyl)-4-R-1,2,4-triazol-3-yl)thio)methyl)benzoic acids in the appropriate alcohol medium with the addition
of concentrated sulfuric acid in catalytic amoun.

Results. The structure of obtained compounds was established using a complex of modern physical and chemical analysis methods.
The experimental determination of the elemental composition of the obtained substances corresponds to the calculated data. The only
one peak was detected on the chromatograms of synthesized esters, which corresponds to the calculated molecular weight m/z* of series
compound. The IR-spectra of the synthesized compounds have the absorption bands of the C-S groups, absorption bands of the aromatic
ring, symmetric and asymmetric absorption bands of the C-O-C groups and they fit with reference data. The '"H NMR spectra have proton
signals of methyl and methylene groups of the obtained compounds. It ultimately confirms the structure of the synthesized compounds.

Conclusions. We have developed effective laboratory methods for the preparation of esters of 2-((5-(hydroxy(phenyl)methyl)-4-R-1,2,4-
triasole-3-yl)thio)ethanoic and 3-(((5-(hydroxy(phenyl)methyl)-4-R-1,2,4-triazol-3-yl)thio)methyl)benzoic acids during the experimental
work. Thirteen new compounds were synthesized which are now the objects of further pharmacological researches.

Key words: 1,2,4-triazole, synthesis, chemical properties, HPLC-MS.
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I I a OCHOBI OararopiuHoi poOoTH BueHHX 3aropizbkoro  Metmi)-4-R-1,2,4-Tpia3on-3-im)Tio)MeTnin)0eH30HHNX KHC-

JICP)KaBHOTO MEJIMYHOTO YHIBEPCHTETY Ha BITUM3-  JIOT, BCTAHOBJICHHS iXHIX (Di3MKO-XIMIYHHX BIACTUBOCTEH.
HSHOMY BETEPHHAPHOMY Ta (hapMaleBTUIHOMY PHHKAX
BIPOBA/KCHI W IHUPOKO 3aCTOCOBYIOTHCS OPHUTiHAIBHI Marepianu i METOAM AOCAIAKEHHS

3acobu «ABecctumy, «Tiorpiazominy 1 «Tpudyzom» [1,2].
BigzHaunMo, 110 CTBOPEHHS IUX JIIKAPCHKHUX 3aC001B, KOTPI
€ noxigaumu 3-Tio-1,2,4-Tpia3ony, — TIIBKH BEpXiBKa aiic-
Oepra, BeMUe3HO]I Ipalli 3 CHHTE3Y, MiATBEPHKEHHS Oy/10BY,
BHUBYEHHS 01010 YHOT AKTUBHOCTI, TIOITHOIEHHUX TOKIIHIY-
HUX, KITIHIYHUX, XIMIKO-TEXHOJIOTYHUX AOCTIKeHb [3—5].

HesBaxkaroun Ha BEUKY KUTBKICTh ITyOITiKaliif CTOCOBHO
CUHTE3Y, BUBUCHHSI XIMIYHHUX 1 Oi0JIOTIYHUX BIACTUBOCTEH
1,2,4-Tpia30:1iB Ta iXHiX 3-TiOMOXiHUX, HEIOCTATHHO BUBYC-
HUMH € OyJI0Ba X CIOJYK, (i3UKO-XiMiuHi Ta hapmakoso-
TiYHI BMACTUBOCTI. Y 3B’S3KY 3 IIMM BHBYEHHS PEaKIiHHOI
CIPOMOXKHOCTI Ta 3aJIC)KHOCTI 010JIOTIYHOT aKTMBHOCTI Bif
OynoBu HoBUX ectepiB 2-((5-(rizpokcn(penin)mern)-4-R-
1,2,4-tpiazon-3-im)rio)eranoBux i 3-(((5-(rimpoxcu(denin)
meTmn)-4-R-1,2,4-Tpia3on-3-i1)Tio )MeTHT )0 H30HHIX KHC-
JIOT € aKTyaJIbHUM ITUTAHHSIM Cy4acHOT MEJTULIHY, hapMmariii
Ta Ma€ TEOPETUYUHY U MTPAKTUYHY 3HAYYILICTh.

Sk BHXinHI pedoBMHM HamM BHKopucrtaHi 2-((5-(rin-
poxkcu(dpenim)mermn)-4-R-1,2,4-Tpia3on-3-i1)Tio )eTaHOBI
ta 3-(((5-(rigpoxcu(denin)mermn)-4-R-1,2,4-Tpia3o5-3-11)
Tio)MeTun)oensoini kucnoru (R = CH,, C,H,, CH,), mo
OTpUMaHi Ha momepenHiil craxii cuaTe3y. Ectepu 1-13
ofieprkaHi peakmiero ecrepudikamii 2-((5-(rizpoxen(denin)
mertuin)-4-R-1,2,4-tpiazon-3-inm)rio)eranoBux i 3-(((5-(ria-
pokcu(denin)mermn)-4-R-1,2,4-rpiazoi-3-i1)Tio )METHIT)
OCH30MHIX KHCJIOT y CEPEIOBHII BiAIOBIIHOTO CIUPTY 3
JIOMIaBaHHSM KaTaIITHIHOT KUTBKOCTI KOHIIGHTPOBAHOI KUC-
notu cyabharaoi (puc. 1).

Excnepumenmansna cunmemuuna yacmuna. Ecmepu
2-((5-(ciopoxcu(gpenin)memun)-4-R-1,2,4-mpiazon-3-in)
mio)emano-eux ma 3-(((5-(ciopoxcu(ghenin)memun)-4-R-
1,2,4-mpiaszon-3-in)mio)memun)benzotinux kuciom (1—13,
mabn. 1). Cymim 0,01 momp 2-((5-(tigpoxcu-(penim)me-

thn)-4-R-1,2,4-tpiason-3-im)rio)eranosoi (R, = 2,79 1,

Rus = 2,93 1, R, = 3,41 1) um 3-(((5-(rizpoxcu(de-

Mera po6otu HiT)-MeTmn)-4-R-1,2,4-1pia307-3-i1)Tio )METHI ) OCH30HHOT
CHuHTE3 HOBHUX BUCOKOC(PEKTHBHUX 1 MAJOTOKCHUYHUX kucnote (R, = 3,555, R, = 3,695, R .. =4,181) [V,
peuoBuH — ectepiB 2-((5-(rizpokcu(denim)mermn)-4-R- 25 mu BiAMoOBigHOTO cnupty (METHIOBOTO, €THUIOBOTO,

1,2,4-tpiazon-3-im)rio)eranoBux 1 3-(((5-(rizpokcu(penin)  H-IPOIMIJIOBOrO, H-OYTHIOBOrO, H-NMEHTUIOBOTO), 0,5 M
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KOHIIEHTPOBAHOT KUCJIOTH CYJIb(aTHOT KU ITATH TPOTSATOM
12 ToanH, OXONOMKYIOTh, PO3UMHHUK BHITAPIOIOTH, CYMIII
HEHTPaJi3yIOTh BOXHIUM PO3UYMHOM HATpil TiapoKkapOoHary.
Ocan, 1o onepxany, Bi(iIsTPOBYIOTh, TPOMHBAIOTH Ha
¢ineTpi 50 Ma Bomu oummienoi. bimi kpucramivni (1-12)
Ta Oima amopdHa (13) pedoBWHH, HEPO3UUHHI y BOAL Ta
pO3YMHAX JIYTIB 1 KapOOHATIB JTy’KHUX METaJIB, PO3YMHHI B
OpraHiYHUX PO3YMHHUKAX.

Pe3yAbTaTh Ta iX 06roBopeHHs

Temmeparypy IUIaBJIeHHS BU3HAYMIM KallJISIPHUM CIIO-
cobom (2.2.14) na npunazi I1TIT (M). Enementnuii ckian
HOBHX CIIONYK BCTaHOBJICHO Ha €JICMEHTHOMY aHANi3aTopi
ELEMENTAR vario EL cube (cranmapt — cynbhaHimamin).
[Y-criexrpu 3HIMaMCh Ha criektpodoTomerpi Bruker Alpha
B obmacti 7500—400 cm! i3 BuKOpHCTaHHSIM TprcTaBku ATR
(mpsime BBeneHHs pedoBuHH). 'H SIMP-cniektpu peectpyBa-

JIMCh Ha CIIEKTPOPOTOMETPI SIIEPHOTO MAarHITHOTO PE30HAHCY
«Varian VXR-300», pozaunnuk DMSO-D,, na BHyTpinmmii
CTaHAAPT — TETPAMETWICHIIAH 1 PO3MHU(POBYBAIHCH 32 10-
MOMOroro KoM 1oTepHoi nporpamu ADVASP 143,

Mac-cnekTpu peectpyBaiuch Ha mprtani LC MS: Agilent
1260 Infinity HPLC System (merasatop, OiHapHuUii Hacoc,
aBTOCaMIUIEp, TEPMOCTAT KOJOHKH, JTI0AHO-MAaTPHUYHUH
JIETEKTOP; OJIHOKBaPYIOJIBHUI Mac-criekrpomerp Agilent
6120 3 ionizamiero B enexrpocnpei (ESI); OpenLAB CDS
Software. Pe3ynbratn excriepuMeHTaILHOTO BH3HAUCHHS
€JIEMEHTHOTO CKJIaJy OTPUMAaHHX PEYOBHH BiAIOBINAIOTH
po3paxoBaHUM HaHUM (maobn. 1).

[Tig wac xpomarorpadyBaHHs CHHTE30BaHUX €CTEPIB
(1-13, ma6n. 1) BUSABWIN TUTBKU OMH IIIK, IO BiIIOBIIaE
PO3paxoBaHiil I CIIONYK IIBOTO PSAY MOJNEKYISpHiN Maci
m/z" (Mr+1) (mabn. 1).

B IY-cmekrpax cunTe30BaHUX cronyk (1-13, mabn. 2)
HasBHI cMyTH mormuHauHsT C—S-rpym npu 693-658 cm!,

Tabnuusa 1. Pi3nko-ximivHi KOHCTaHTK ecTepiB 2-((5-(riapoken(deHin)metnn)-4-R-1,2,4-Tpia3on-3-in)Tio)eTaHoBKX
i 3-(((5-(riopokecu(derin)metnn)-4-R-1,2,4-tpia3on-3-in)Tio)MeTnn)6eH30MHNX KUCnoT (puc. 1)

CEI(Q) ] . . TG BpyTTo- IBVI- 3HaiigeHo, % BupaxysaHo, % v i

nyk ! ! dopmyna Xin, % C N S c N S
1. CH, | CH,COOCH, | 157-159 | C,H,N,0,S 86 56,27 | 13,29 | 9,74 | 56,06 | 13,07 | 9,98 | 321.39 | 322
2. CH, | CH,COOCH, | 142-144 | C,H,N,0,S 89 57,41 12,64 | 9,71 | 57,29 | 12,53 | 9,56 | 33542 | 336
3. CH, | CH,COOCH, | 155-157 | C,;H,N,O.S 90 60,65 | 11,72 | 9,12 | 60,83 | 11,82 | 9,02 | 355,41 356
4. CH, | CH,COOCH, 73-75 | CH,N,0,S 89 53,23 | 14,32 | 10,93 | 53,04 | 14,44 | 10,77 | 293,34 | 294
5. CH, | CH,COOCH, | 99-101 | C,H,N,O,S 87 57,41 (12,60 | 9,71 | 57,29 | 1253 | 9,56 | 33542 | 336
6. CH, | CH,COOCH,, | 8790 | C,H,N,OS 79 59,57 | 11,32 | 8,91 | 59,48 | 11,56 | 8,82 | 363,48 | 364
7. CH, | CH,-COOCH, | 112-115 | CH,N,O,S 83 64,32 | 10,11 | 7,93 | 64,21 | 10,21 | 7,79 | 411,52 | 412
8. CH, | CH,-COOCH, | 143-145 | C,H,N,O,S 89 66,92 | 9,83 | 7,61 | 66,80 | 9,74 | 7,43 | 431,51 432
9. CH, | CHH,-COOCH, | 86-88 |C,H,N.O,S 87 68,02 | 9,01 | 7,08 | 67.95| 9,14 | 6,98 | 459,56 | 460
10. CH, | CH,-COOCH, | 92-94 | C,H,N.OS 78 68,63 | 8,62 | 6,91 | 68,48 | 8,87 | 6,77 | 473,59 | 474
11. CH, | CH,COOCH, 89-91 C,HN.,0,S 83 56,30 | 13,01 | 10,12 | 56,06 | 13,07 | 9,98 | 321,11 322
12. CH, | CH,COOCH, | 121-123 | CH,N,0O.,S 81 54,94 | 13,41 | 10,21 | 54,71 | 13,67 | 10,43 | 307,36 | 308
13. CH, | CH,COOCH, | 137-139 | CH, N,0O,S 89 53,42 | 14,19 | 11,08 | 53,23 | 14,32 | 10,93 | 293,34 | 294

L, e
F/(N)\s/ \\g
HO ||a
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H/( )\ & OH, [H
c s —H,0
[ ’
HO b
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R =CH,, C,H,, CH

2°'5 Y6 5

R,OH, [H']

R, =CH,, CH

N—N H o
@H/( )\ /C2 \R1
C N S
/ | 0
HO R
(1-6,11-13), 8190 % o

N—N H,
2/4N>\S/C \R1
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Puc. 1. Cxema cuHTedy ectepiB 2-((5-(rinpokcu(deHin)metun)-4-R-1,2,4-tpiason-3-in)tio)eTaHoBux i 3-(((5-(rigpokcn(deHin)meTnn)-4-

R-1,2,4-Tpia3on-3-in)Tio)MeTnn)6eH30MHUX KUCOT.
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CuHme3s i isuko-ximidHi enacmueocmi ecmepie 2-((5-(2idpokcu(gherin)memun)-4-R-1,2,4-mpia3on-3-in)mio)emaHosux i 3-(((5-(2idpokcu...

Tabnuuga 2. Makcumymu nornuHaxHs B |4-cnekTpax ectepiB 2-((5-(rippokcun(dpeHin)meTun)-4-R-1,2,4-Tpiason-3-in)Tio)eTaHoBUX
i 3-(((5-(riopokcu(deHin)metun)-4-R-1,2,4-tpiason-3-in)Tio)MeTnN)6eH30MHNX KNCIOT

Yacrota nornmHanHs, cm!
Cnonyka . " 'H AMP (3, m.u., TMC)
vC=N LK. vC-S vAr VC—O—C VC-O—C
1 1596 658 1482 _ 1231 g:,|(_)|5)(SH, T, -CH,), 1,68 (2H, m, -CH,), 4,02-4,05 (4H, m, -CH,, -S-
2
1,00 (3H, 7, -CH,), 1,45 (2H, m, -CH,), 1,70 (2H, m, -CH,), 4,15 (2H, T,
2. 1595 678 1490 1015 1236 CH,), 4,04 (4H,3c, S-CH,) 2 2
1599 689 1494 1018 1231 3,69 (3H, c, -CH,), 3,99 (2H, ¢, -S-CH,)
4. 1592 658 1482 1012 1233 3,74 (3H, c, -CH,), 3,90 (2H, ¢, -S-CH,)
5. 1596 678 1491 1017 1234 Ossgﬁ;-l T,-CH,), 1,72 (2H, m, -CH,), 4,12 (2H, 1, -CH,), 4,01 (4H, c,
2
1,03 (3H, 7, -CH,), 1,39-1,41 (4H, m, -CH,), 1,66 (2H, m, -CH,), 4,19
6. 1593 689 1496 1018 1233 (2H, 7. -CH,), 4’64 (4H, ¢, -S-CH,) 2 2
7 1591 663 1484 1025 1231 OSQZ:IEIS? T,-CH,), 1,84 (2H, m, -CH,), 4,23 (2H, 1, -CH,), 4,37 (2H, c,
2
8. 1595 675 1495 1011 1238 3,98 (3H, c, -CH,), 4,45 (2H, ¢, -S-CH,)
9 1599 692 1494 1019 1231 1SO1CIE|3;—| T,-CH,), 1,85 (2H, m, -CH,), 4,21 (2H, 1, -CH,), 4,36 (2H, c,
2
0,97 (3H, 1, -CH.), 1,40 (2H, m, -CH,), 1,78 (2H, m, -CH,), 4,26 (2H, T,
10. 1595 669 1482 1028 1229 CH,), 4,48 (4H’SC1 -S-CH,) 2 2
11. 1595 678 1490 1015 1227 1,39 (3H, 7, -CH,), 4,19 (2H, 1, -S-CH,), 4,06 (2H, ¢, -S-CH,)
12. 1594 693 1494 1017 1238 1,37 (3H, 7, -CH,), 4,15 (2H, 7, -S-CH,), 4,01 (2H, m, -S-CH,)
13. 1596 658 1482 - 1231 3,80 (3H, c, -CH,), 3,99 (2H, ¢c-S-CH,)

C=N-rpyn y mukii npu 1599-1591 m', cMyru noruHaHHs
ApOMaTHYHOrO KiNbllsd — B Meskax 1492-1482 cm!. Takox
XapaKTepPHUMH IS [IbOTO KJIACY CIIOJNYK € CHMETPHUYHI Ta
acumerpuuHi cMyru normuHaHHI C—O—-C-rpyn y Mexax
1028-1011 em! i 12381227 cm! Bipmosigso [6-8].

Pesynbraru BuBuenus 'H SIMP crmektpiB cBimgars mpo
HasIBHICTB Y CTPYKTYPi CHIOYK CHTHAJIIB TPOTOHIB METHIIOBOT
Ta, 32 HAsIBHOCTI, MCTHJICHOBUX T'PYTI (1ab. 2), o 0CTaTod-
HO MIATBEPJUKYE OyNOBY psILy, 10 OTPUMAIIH.

BucHoBKuU

1. ITix yac ekcrepruMEeHTaIbHOT pOOOTH PO3podMIH eheK-

THBHI JJaOOpaTOPHI METOAMKH OTpUMaHHs ectepiB 2-((5-(ria-
pokcu(denin)-mernn)-4-R-1,2,4-Tpia3on-3-i1)Tio)eTaHOBUX
13-(((5-(rimpokcu(penim)mernn)-4-R-1,2,4-Tpiazon-3-i1)Tio)
METHIT)OCH30MHUX KUCIIOT.

2.V miacymMKy CHHTE3yBajId 13 HOBHX CITONYK, ITI0 CTAHY Th
HaJaji 00’ ektamMu (papMaKoIOTTYHUX JIOCIIKEHb.

3. CTpyKTypy CHHTE30BaHHX CIOTYK IMiATBEPKEHO BUKO-
PHCTaHHSM KOMILIEKCY Cy4acHHX (Di3UKO-XiMIYHUX METOJIIB
aHai3y.

IepcnexkTHBY NMOAIBIIMX OCTI/ZKEHb [OJISITAI0TH Y 10~
JATIBIIIH MOAM(IKaIIii OTPIMAHUX CTPYKTYP IUIS T IBUIIICHHS
pe3yabTariB a00 PO3MIMPEHHS CIICKTPa 010J0TTYHOT [Iil.
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