CHUHTE3 TA AHAJII3 BIOJIOI'TYHO AKTUBHHMX CITOJIYK
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CHUHTE3 PAIY S-5-R-4-R -4H-1,2,4-TPUA30JI-3-UICYJIb@OHOTIOATIB TA
JOCJIIKEHHS X MMOJAJIBIIIOTO OKUCHEHHSA

| Kurouogi cioBa: 1,2,4-tpruazonw, aniniayBaHHs, OKHCHCHHS

Ximist 1,2,4-Tpra3ony IpuBepTaE yBary K BITYU3HIHIX, TAK 1 3aKOPIOHHUX JOCITITHUKIB
y 3B’SI3Ky 3 THM, ILI0 Ha OCHOBI LOI'O T€TEPOLUKIY CTBOPEHO PEUOBHMHH, 1110 IIUPOKO 3a-
CTOCOBYIOTh B HAMPI3HOMaHITHIIIUX cepax KUTTEMISUIBHOCTI cycnijbeTBa. JocuTh mu-
POKO BHBYEHO CHHTETH4HI, (hi3WKO-XiMmiuHi Ta Olosmoriuni BuactuBocti 1,2,4-Tpuazon-3-
TiOHIB 13 PI3HOMAHITHUMH 3aMiCHUKAMH SIK TI0 TETEPOIMKIIITHIN CTPYKTYPi, TaK 1 IO aTOMY
cynbdypy [3—7], ane Ha ChOTOHI HEMAE BiIOMOCTEH PO BUBUEHHS PEaKIliii ofep:KaHHs
pany S-5-R-4-R -4H-1,2,4-tpua3on-3-i1cyabpOHOTIOATIB Ta X MOAAIBLUION0 OKMCHEHHS,
110 1 CTaJI0O MeTOI0 HaIoi poOOTH.

MaTtepianaum Ta MeTOAM NOCJIiJAKEHHSH
BynoBy onep»aHux CHONYK BCTaHOBJICHO 32 JOTIOMOTOIO €JIEMEHTHOTO aHawi3y.

Pe3dyabTaTm gocaigkeHHss Ta OOTOBOPEeHHH

Jlnst mocsTHEeHHST TOCTaBIeHOI METH HAMH JOCIIPKEHO PEaKIlilo allMIFOBAaHHS HU3-
KM ofepxkaHux panime 5-R-4-R -1,2,4-tpuason-3-tionis [3, 4] 3 BMKOPHCTaHHSAM SK
AIMITIOIOUUX areHTiB OCH30JICYIbPOXIOPUIY, 4-TOIyoNCynb(OXIOpHILY Ta METHIypa-
nuicynbdoxiopuay. Lo peakiiro My MPOBOAWIM 32 KiMHATHOI Temmeparypu. Crodar-
Ky BianoBimHi 5-R-4-R -1,2,4-Tpua3on-3-Tionu HarpiBaaM 3 €KBIBAJIEHTHOK KiJBKICTIO
HaTpii TiApOKCUAY, a BUILEBKa3aHi Cyab(POXIOPUAN T0AaBajIH JIUIIE MiCIs OXOIOIKCHHS
peakiiiHoOl CyMmillli 3 HEBEJIUKOIO IIBUAKICTIO Y BUIVISL 1,4-MOKCAaHOBHUX PO34MHIB (OCH-
30J1CyNb(OXITOpHI, 4-TONMYOICYIB(POXIOPHT), a00 B KPUCTATIUHINA (opMi (Y pazi BUKOPH-
CTaHHS MeTWITypanmicyabhoxiopuay) (puc. 1).
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Puc. 1. Cxema cunresy S-5-R-4-R -4H-1,2,4-rpuaszon-3-iicyabponorioaris
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Opepxani  TakuM  4uHOM  S-5-R-4-R -4H-1,2,4-Tpnason-3-incyasdonorioatn (1-
8, Tabn. 1) sBistote coboro Oimi (1, 3, 5, 6) ado xoBti (2, 7, 8) KpUCTaNiIUHI PEUOBHH
MaJIOPO3YMHHI Y BOJI, PO3YMHAX JIYTiB, PO3YMHHI B PO3YMHAX MiHEPaJbHUX KUCJIOT Ta
opraHiyHuX pozunHHUKax. s ananizy cynedonotioaru (1, 3, 6, 8) mepekpucranizoBaHo
13 cymimmi miokcaH:Boga (2:1), pedoBUHY 2 TIEPEKPHUCTAII30BAHO 3 €TAHOIY, CIIONYKY 8 —
i3 cymimn JIM®A:Boma (4:1). Ilicnsa mepexpucramizaiii iHAWBITYaIbHICTh S-5-R-4-R -
4H-1,2,4-tpuazon-3-incyabdoHoTioariB (1-8) miATBEpPIKEHO METOIOM TOHKOIIAPOBOI
xpomarorpadii (tadm. 1).

3 METOIO PO3MIUPEHHS CIIEKTPa MOMTYKY (hapMaKOJIOT19HO aKTUBHIX PEUOBUH 3IIHCHEHO
OKHCHEHHS HU3KU S—S—R—4—R1—4H—1,2,4—TpI/Ia30J'I—3—iJ'ICYJ'IL(l)OHOTioaTiB JI0 BIJITOBITHUX
5-R-4-R -3-incynabdonincynbonin-4H-1,2,4-rpuasomnis. Sk BigoMo 3 JuKepes JTiTepaTypu
[1, 5], Ui OKUCHEHHSI aroMa Cylbpypy B TioecTepax BUKOPHUCTOBYIOTh JJOCHUTH IIMPOKHUIA
apceHas XIMIYHUX peareHTiB, TAKUX K HITpaTHA KUCIOTa, HAAKUCIIOTH, KaJliif Ui HATpid
nepmanranatu, xpoM (I1I) oxcwu.

s onmepkaHHS JEAKHX CYIb(OKCHAIB PEKOMEHIOBAaHO BUKOPHUCTaHHS OiIbLI
«M’SIKUX» OKHCHIOBAYiB, TAKUX SIK HAJKUCIOTH. 3aCTOCYBAaHHS HITpaTHOI KMCIIOTH, a Ta-
koK mepmanranatiB 9y xpom (III) okcumy mpuW3BOIUTH MO0 MOBHOTO OKHWCHEHHS aTroMa
cynb(ypy — YTBOPEHHS BIAMOBIAHUX CYIb(OHIB. AJle B pa3i OKMCHEHHS TeTePOIUKIIIIHIX
CHCTEM, IO MICTATh aTOMH CYJIb(QYpy B OOKOBHX JAHLIOraX, Y pa3i 3aCTOCYBaHHS CUIBHUX
OKHCHIOBAUiB JIOCHTh BUCOKOIO € HIMOBIPHICTh PO3pHBY XiMiuHOTO 3B 513Ky C-S [1].

3BaalouM Ha BHILIE3a3HAYCHE, 1y OKUCHEHHs S-5-R-4-R -4H-1,2,4-tpuason-3-
17CynB(OHOTIOATIB 3aCTOCOBAHO MEPTiApoib. Peakilito MpoBOAMIM B KOHIIEHTPOBaHi
areTatHiil Kucnori (puc. 2).
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Puc. 2. Cxema cunresy 5-R-4-R -3-R -iicyanponincyansponin-4H-1,2,4-rpuasonis

OpneprkaHi CIONYKH SIBISIIOTE coboto 6iri (9, 10), sxoBri (11, 13—15), abo momapande-
By (12) KpucTaniuHi peuoBHHHU, MaJOPO3UYMHHI y BOAI, PO3YMHHI B OpraHiyHUX PO3UMH-
Hukax. Iy aHanmizy crnoiyky 15 OuMINEeHO MepeKpUcTallizallieo 3 BOJIU, pedyoBUHU 9—14
MIePEKPUCTATI30BAHO 13 CYMIIIIi arieTaTHa Kuciora:Boaa (2:1).

Bynosy onmepxannx S-5-R-4-R -4H-1,2,4-tpuason-3-incynbponorioaris (1-8) Bcra-
HOBJICHO 32 JOIOMOTOIO €JIEMEHTHOTO aHai3y (Tabi. 2) Ta METOOM CIEeKTPOodOTOMETPii
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B iH(padepBoOHIN TigHII criekTpa (Tadm. 3). Anamizyroun [U-cexktpu conyk (1-8), cimin
3a3HAYUTH HASBHICTh Y HUX CMYT MODIHMHAHHS B iHTepBanmax 1 114—1 100 cm!, 1 394—

0 . . . .
1 287 cm™, W0 CBIAYMTH PO HASBHICTH B CTPYKTYpi MOseKya R SO -rpyn (cumerpuyni
il acHMEeTpHYHI IT0JIOCH MOTTMHAHHS). Takok BapTo 3a3HAYUTH HASABHICTH B [Y-cniekTpax
peuyoBuH 2, 4 Ta 8 cmyr mormuHaHHA 3a 3 200 cM!, m0 cBigunTE Tpo mpucyTHicTE OH-

rpyn [2].

Taonuums 2
Pe3ynbTaTi BU3HAYEHHS €J1€eMEHTHOIO CKJIaAy
S-5-R-4-R -4H-1,2,4-Tpua3on-3-incynbponorioaris

3naiineno, % Oo6unciaeno, %
Cnoayka
C H N S C H N S
1 42,30 3,68 16,54 24,93 42,35 3,53 16,47 25,10
2 31,60 3,09 23,18 20,74 31,68 2,97 23,10 21,12
3 52,87 3,24 13,09 20,10 53,00 3,47 13,25 20,19
4 42,79 2,24 18,87 17,74 42,74 3,01 19,18 17,53
5 53,09 4,21 11,61 17,79 53,17 4,18 11,63 17,74
6 53,07 3,51 13,18 20,23 53,00 3,47 13,25 20,19
7 54,81 3,14 12,71 14,53 54,79 3,20 12,79 14,61
8 38,28 2,09 21,01 15,65 38,05 2,44 20,49 15,61
TaOonumsa 3
Maxkcumymu norsimHanHs B I'Y-cnekTpax
S-5-R-4-R -4H-1,2,4-Tpua3on-3-iicynabponorioaris
Yacrora morJidHaHHs, cM!
Cnoayka
' 5 53
V=N wia Ves VRys0; VR,50, Var
1 1602 639 1103 1287 1523
2 1589 654 1114 1317 -
3 1594 647 1100 1394 1500
4 1600 693 1107 1295 1512
5 1600 651 1114 1298 1478
6 1595 660 1100 1300 1500
7 1593 644 1109 1321 1498
8 1600 637 1105 1300 1489

OxpiM BUIIE3a3HAYCHUX METO/IIB aHANTI3Y, JAJIS MiATBEPHKEHHSI CTPYKTYpPH CHHTE30BaH1
pedoBUHM OYIIO TepeaHo Jijisl IPOBEACHHS Mac-CIIeKTPOMETpiuHoro anamnizy. Tak, y mac-
criektpi S-(5-(4-mitpodenin)-4-henin-4H-1,2,4-tpuazon-3-in) OenzeHcynbpoHoTioary 7
(6pyro-dopmyna C, )H N,O,S,, mon. maca 438 a. 0. M.) 3apeecTpoBano mik M* 3 m/z 439.
@parmenTarist crioiayku 7 (puc. 3) mpoXoANTh 3 BiAMICTUIEHHIM cyibdodeHinpHoro Gpar-
MEHTa 3 YTBOPECHHSM i0Ha 3 m/z 297-298, 0 po3KIIaaeThes 3 BiANICIUICHHSIM HITPOTPYITH.
Oxpim TOrO, B Mac-CeKTpi JOCHIKyBaHoi cronyku 3Hakneno SO,-dparment (m/z 64),

3anumiku Oenzeny (m/z 77) [2] Tomo.
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Puc. 3. Mac-cnekrp i pparmenranisi moJiexkyam S-(5-(4-nirpoeniin)-4-denin-4H-
1,2,4-Tpua3zon-3-in) 0en3zeHcyaboHOTIOATY

Bynosy onepxannx 5-R-4-R -3-R -incynbonincynbponin-4H-1,2,4-tpuaszonis (9
15, Tabn. 1) miaTBepmKEHO €IeMEHTHUM aHaji3oM (Tadi. 4), a Takoxk 3a roromororo Y-
cnekrpodoromeTpii (Tadm. 5).

TaOonuusa 4
Pe3yabraTn BU3HAYEHHSA €JIEMEHTHOTO CKJIaAy
5-R-4-R -3-R -incynbdonincynbdonin-4H-1,2,4-tpuasosnis

3naiigeno, % O6uucaeno, %
Cnoayka

C H N S C H N S
9 37,48 2,90 14,85 11,01 37,63 3,14 14,63 11,15
10 48,01 3,09 11,74 18,45 48,14 3,15 12,03 18,34
11 39,07 2,93 17,54 16,43 39,29 2,77 17,63 16,12
12 48,95 3,81 10,61 16,25 48,84 3,84 10,68 16,30
13 48,10 3,07 11,91 18,14 48,14 3,15 12,03 18,34
14 51,24 2,76 12,37 6,66 51,06 2,98 11,91 6,81
15 35,31 2,37 18,87 14,53 35,29 2,28 19,00 14,50

TaOonuusg 5
Maxkcumymu nornmiuHanug B [Y-cnekrpax
5-R-4-R -3-R -incynbdonincynbdonin-4H-1,2,4-tpuasosnis
Yacrora morjauHaHHs, cM!
Cnoayka
15 ydE

V=N e Ves VRs0; V&,s0, Var
9 1590 645 1129 1307 1502
10 1591 649 1103 1300 1509
11 1583 653 1100 1340 1500
12 1569 649 1100 1309 1500
13 1591 655 1120 1300 1497
14 1577 644 1116 1321 1475
15 1548 677 1140 1307 1490

Excnepumenmanvna uvacmuna
S-(5-R-4-R -4H-1,2,4-tpuaszon-3-i1) Gensencynbponorioaru (1, 3, 5-7, Tabn. 1). B
TpUropiay Koy 00’emom 250 mut, oOnagHaHy 3MillTyBa4eM Ta 3BOPOTHHM XOJIOIUITbHH-
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KoM, 3aBaHTaxytoTh 0,1 mMonb BianosigHoro 5-R-4-R -1,2,4-tpuason-3-riony, 0,1 momnb
(4 1) Harpiii rigpokcuay B 10 M Bogm ta 100 mMn miokcany. Cymimn HarpiBaroTh 0 yT-
BOPEHHSI PO3YHHY, 0XOJNOMKYIOTh 10 30—40 °C i 32 IHTEHCHUBHOTO NEpeMillyBaHHS IPO-
TSATOM OJIHI€T TOJIMHU HEBEJIUKUMHU MOPIISAMHU 107at0Th 0,1 MOJb OSH30JICYIb(POXIOPUTY
gn 4-tomyosncyibpoxiopuay B 50 mi giokcany. [lepemimrytoTs 5 rox, BATpUMYIOTH 12 T011
3a KIMHATHOI TeMIepaTypH, ocaau crnoiyk 1, 3, 5—7 BiAQinsTpOBYIOTh i BUCYIIYIOTh Ha
MOBITPi.

S-(5-R-4-R -4H-1,2,4-Tpuaszon-3-in)-6-rixpokcu-4-mMmetun-2-okco-1,2-
IUTLApOTipuMiIHH-5-cynbdonoTioatn (2, 4, 8, Tadm. 1). B Ttpuropmy xomdy 06’eMom
250 mu1, oOagHaHy 3MilTyBaueM Ta 3BOPOTHHM XOJIOIMIBHUKOM 3aBaHTaxyr0Th 0,1 Mob
BianosigHoro 5-R-4-R -1,2,4-tpuason-3-tiony, 0,1 monb (4 r) Harpiii rigpokcumy B
150 Mt Bogu. Cymill HarpiBatOTh YIPOJOBK OJHIET TOIUHH, 0X0JIOKYIOThH 110 30—40 °C
1 3a IHTEHCHBHOTO TIEPEMINIyBaHHS TPOTITOM | TOX HEBEIUKUMH TOPINISIMH IOHAIOTH
0,1 momsb (22,5 1) MmeTuiypanui-5-cynsdoxnopuny. Jaii sk y pasi onepxanus 1, 3, 5-7.

5-R-4-R -3-R -incynbdonincynbdonin-4H-1,2,4-rpuasonu (9-15, tadm. 1). B ximignomy
crakati 06’emom 100 M1 po3unnsroTh ipu Harpisausi 0,01 Mo BianosiaHoro S-5-R-4-R -
4H-1,2 4-tpua3zon-3-incynshonorioary 1, 3—8 B 50 M1 arieTatHoi KUCIIOTH, OXOJIOIKYIOTH 1
nonaroth 7 mut epriapoto (0,062 mob HZOZ). CyMim 3auIaTh Ha 5 1110, 0caiu CIioiyK
9—15 BiadiABTPOBYIOTH 1 BUCYIIYIOThH Ha MOBITPI.

BucHoBku

1. Po3pobneno npenapaTUBHI METOJUKH CHHTE3Y IOTEHIIHHUX OiONOTIYHO aKTHBHHX
pedoBuH, a came S-5-R-4-R -4H-1,2,4-Tpuazon-3-uicynb()OHOTiOATiB, I AKUX TOCIiJ-
YKEHO PEaKIIiio MMOJIaIbIIOT0 OKUCHECHHSI.

2. Bcporo cunTe3oBaHO 15 HOBUX crmoimyk — moxigHuX 1,2,4-Tpmaszon-3-TioHy,
IHAMBIAYaIbHICTD 1 OyIOBY SIKMX OBEICHO KOMIUIEKCHUM BHUKOPUCTAHHSIM €JIEMEHTHOTO
aHanizy, [Y-cnekTpockorii Ta XpoMaTo-mMac-CreKTpOMETPii.

JITEPATVYPA

1. Asanckuii B. I1. Xumusi reTepOLMKINYECKUX coeanHeHuit. — M.: Beicu. nikona., 1978. — 559 c.

2. Kasuyvina JI. A. llpumenenne YO-, UK-, IMP- u MACC-crieKTpOCKONIUU B OPraHUYECKOM XUMuUH. 2-¢
u3a., mepepad. u pom. — M.: Uzn-Bo Mock. yu-Ta, 1979. — 236 c.

3. Kannaywenxo A. I Metonum cuHTe3dy Ta OiomoriyHa akTHBHICTH 1,2,4-Tpmaszon-3-tioHiB // Ykp.
Oiogapmar. xypH. —2009. — Ne 4 (4). — C. 48-56.

4. Kannaywenko A. I, Knuw €. I, I[lanacenxo O. 1. Tlomryk 61010Ti9HO aKTUBHUX PEYOBUH cepes 4-MOHO
Ta 4,5-mu3aminienux 1,2,4-tpuazon-3-TioHiB Ta ix S-moximHux // @apmarr. gacommc. —2007. — Ne 1. — C. 32-35.

5. Kuouu E. I’ CuHTe3, (QU3MKO-XHMHUYECKHE M OHONOTHYecKHe cBoiicTBa N- M S-3aMEHICHHBIX
1,2,4-tpuaszona: luc. ... n-pa dapm. Hayk. — Xapwkos, 1987. — 350 c.

6. Mohamed Bahaa G., Abdel-Alim Abdel-Alim M., Hussein Mostafa A. Synthesisof 1-acyl-2-alkylothio-
1,2,4-triazolobenzimidazoles withantifungal, anti-inflammatoryandanalgesiseffects // Actapharm. — 2006. —
V.56,N 1. - P. 31-48.

7. Nigade G., Chavan P, Deodhar M. Synthesisandanalgesicactivityofnew pyridine-based
heterocyclicderivatives // Med. Chem. Res. —2010. — V. 142. — P. 146-149.

Hapmiiitina no penaxmii 28. 01. 2014.

47



A. I’ Kannaywenko
3anoposrcckuil eocyoapcmeennvitl MeOUYUHCKUI ynugepcumen

CHHTE3 PAJIA S-5-R-4-R -4H-1,2,4-TPUA3OJIA-3-WICYJIbOOHOTHOATOB 1 MCCIIE[JOBAHNE
X JAJIBHEMIIEI'O OKUCIIEHUA

| KuioueBsie ciioBa: 1,2,4-Tpra3oiisl, alllIIMPOBAHUE, OKHACIICHIE |

AHHOTALUA

Xumus 1,2,4-Tpuasona npuBieKaeT BHUMaHHE KaK OTEUECTBEHHBIX, TaK U 3apyOe)KHBIX HCCIeqoBaTesIei
B CBSI3U C TEM, YTO Ha OCHOBE 3TOT0 TETEPOIMKIIA CO3/aHbl BEIIECTBA, IIMPOKO MPHUMEHSAEMbIE B Pa3THUHBIX
cepax KHU3HEEATETBHOCTH 001IecTBa. JJ0CTaTOYHO IMUPOKO U3YHIEHBI CHHTETHUECKHE, (DU3HKO-XHMHUIECKHE
u Ouonornveckue cpoiictaa 1,2,4-Tpraszon-3-TuoHa ¢ pa3IHYHBIMH 3aMECTUTEIISIMH KaK 10 TeTEPOLIMKINIECKON
CTPYKType, TaK ¥ aTOMy CEpPBI, HO Ha CETOAHSIIHNI IeHb HeT CBEJICHUI 00 N3yUeHNH PeaKIni MOTydeHHUs psia
S-5-R-4-R -4H-1,2,4-tpua30on-3-uicyibHoHOTHOATOB U UX JaTbHEHIIEr0 OKUCIEHH)S, YTO U CTAJIO LEJIbIO Ha-
e paboThl.

Jlnst pereHHst TTOCTABICHHOM 3aladll MCCIIENOBAHBI PEAKIMU AI[MIMPOBAHMS psijia MOTYyYSHHBIX paHee
5-R-4-R -1,2,4-Tpna30n-3-THOHEI ¢ HCTIONB30BAHUEM B KA4ECTBE AlMIMPYIONIMX areHTOB OEH30JICYIh(OoXI0-
puna, 4-Toyolcyab(hoXIopuIa B METHITY palMiICyIb(OXIopHIa. Peakiuro npoBo iy Mpyu KOMHATHOM TeMIle-
parype. Cnauana coorserctByiomue 5-R-4-R -1,2,4-Tpua3on-3-THOHbI HATPEBAIIM ¢ SKBUBAJIEHTHBIM KOJTHYE-
CTBOM THJIPOKCH/IA, & BBIIICYKa3aHHbIE CYIb(OXIOPHIBI JOOABIISUTH TOJIBKO MOCIIE OXJIXK/ICHUS PEaKIIHOHHOM
cMecH ¢ HeOOIIbIIOi CKOPOCThIO B BUje 1,4-1MOKCaHOBUX pacTBOPOB (OeH30IICYIb(OXIOpU I, 4-TOIYOIICYIb-
(hoxsopun), WM B KpHCTAIUTHYECKO! popMe (IIPU MCIONBb30BAHUH METHITY PALIIIICYAb()OXIOPUIA).

C 1enb10 pacimpenns CeKTpa noMcka (hapMakoJOruIeCK! aKTHBHBIX BEmeCTB pan S-5-R-4-R -4H-1,2,4-
TPHA30JI-3-UJICYIbPOHOTHOATEl OKHUCIEHBI JO COOTBETCTBYIOMHUX 5-R-4-R -3-micynsponuncynsdonnn-4H-
1,2,4-tpra3zona. 71 OKUCICHUS UCTIONB30BaH MEPTHIPOIb, PEAKIHIO TPOBOAMIN B KOHIICHTPUPOBAHHOI arie-
TATHOW KUCIIOTE.

Crpoenue mormydeHHbx S-5-R-4-R -4H-1,2,4-Tpua3on-3-uicynb(pOHOTHOATOB YCTAHOBIEHO C TIOMOMIBIO
9JIEMEHTHOTO aHaJli3a M METO/IOM cHeKTpodoTomMeTpny B MH(pakpacHOH obmactu criekrpa. Kpome BoImey-
MOMSIHYTBIX METOJIOB aHAJIM3a, JJIsl HOITBEPXKJICHUS CTPYKTYPhI CHHTE3HPOBAHHbIE BEIIECTBA OBUTH MepeaaHbl
JUTSL TIPOBEJICHHS MACC-CIICKTPOMETPUYHOTO aHanm3a. Tak, B macc-crekrpe S-(5-(4-autpodenun)-4-heHm-
4H-1,2,4-tpuazon-3-un)bensencyibponornoara (opyrro-popmyna C, H ,N,O,S, mn. macca 438 a. e. M.)
3apeructpupoBat muk M ¢ m/z 439. @parmeHTarys COeMHEHUsI IPOXOIUT C OTIIEIICHHEM CYIb()OoheHHITb-
Horo ¢parmeHTa ¢ obpaszoBanueM HoHa ¢ m/z 297-298. Kpome Toro, B Macc-CreKTpe UCCIIeyeMOro COearnHe-
Hus Haitnen SO, -pparment (m/z 64), octarku Gensona (m/z 77).

Crpoenne momydeHHbIX 5-R-4-R -3-R -wicynsponuncynsdonnn-4H-1,2,4-tpuasona  MOATBEPKIEHO
SIIEMEHTHBIM aHAIIM30M, a Takxke ¢ momombio MK-crexrpodoromerpum.

Bcero cunTe3npoBaHO 15 HOBBIX COCTMHEHHN — MPOM3BONHBIX 1,2,4-TpHa3oi-3-THOHA, KOTOPBIE CTaHYT
OCHOBOH JUISl U3y4IEHHsI OMOIOTHIECKOH aKTHUBHOCTH.
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SYNTHESIS OF SERIES S-5-R-4-R1-4H-1,2,4-TRIAZOL-3-ILSULFONTHIOATES AND INVESTIGA-
TION OF THEIR FURTHER OXIDATION
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ABSTRACT

Chemistry of 1,2,4-triazole attracts both domestic and foreign researchers due to the fact that, based on this
heterocycle created substances widely used in various spheres of life . Widely studied synthetic, physical-chem-
ical and biological properties of 1,2,4-triazole-3-thione with various substituents on the heterocyclic structure
as well as the sulfur atom but there is no information about studying the reactions of obtaining a series of S-5R-
4-R1-4H-1,2 4-triazole-3-ilsulfonthioats and study their further oxidation, which was the goal of our research.

It was studied several acylation reactions previously obtained 5-R-4-R -1,2,4-triazole-3-thiones, using ben-
zenesulfonylchloride as the acylating agent, 4-toluenesulfonyl chloride and metiluratsilsulfohloridafor solution
this goal. This reaction has been carried out at room temperature. 5-R-4-R -1,2,4-triazole-3-thione derivatives
have been heated with an equivalent amount of hydroxide and the sulfonyl chlorides was addedas 1,4-dioxane
solution (benzensulfonyl, 4-toluensulfonyl chloride), or in crystalline form (using methyluracilsulfchloride)
only after cooling the reaction mixture.

Substances from S-5-R-4-R -4H-1,2,4-triazol-3-ilsulfonthyoateshave been oxidized to 5-R-4-R -3-ilsulfo-
nil-4H-1,2,4-triazole in order to expand the range of pharmacologically active substances. Oxidation reaction
has been carried out with pergydrole in a concentrate acetate acid.

The structure of the obtained S-5-R-4-R -4H-1,2,4-triazol-3-ilsulfonothyoatshas been identified by elemen-
tal analysis and by infrared spectrophotometry. It was used MS-analysis for confirming the structure of the
synthesized substances. Thus, the mass spectrum of S-(5-(4-nitrophenil)-4-phenil-4H-1,2,4-triazol-3-il)ben-
zensulfonothyiate (gross formula C, H ,N,O,S, mol. weight 438 a. m. u.) showed peak M+ with m/z 439.
Fragmentation of substance proceedswith detachment ofsulfophenyl fragment and with formation of ion with
m/z 297-298. Additionally, it was found SO,-fragment (m/z 64) benzene debris (m/z 77) in mass-spectrum of
research compound.

The structure of the obtained 5-R-4-R,-3-R -ilsulfonilsulfonil-4//-1,2,4-triazole confirmed by elemental
analysis and by IR-spectrophotometry.

It was synthesized 15 new compounds derivatives of 1,2,4-triazole-3-thione, which will become the basis
for the study of biological activity.
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