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NMPOTU3AMNAJTIbHA AKTUBHICTb S-NMOXIAHUX 5-(PYPAH-2-111)-4-R-1,2,4-TPIA30J1-3-TIOHIB
'3arnopisbkuli depxkasHuUl MeduyHUU yHisepcumem,
2HauiioHanbHutl ghapmayesmuyHull yHisepcumem

Knrwouosi cnosa: S-noxioni 5-(pypan-2-in)-4-R-1,2,4-mpiazon-3-mionie npomusanaibha akmueHicimb.
Knroueswte cnosa: S-npouszgoonvie 5-(pypan-2-un)-4-R-1,2,4-mpuazon-3-muonos, npomueosocnaiumenbHas akmusHoCb.
Key words: s-derivatives 1,2,4 - triazole, antinflammatory activity.

BuBueHo npotusanaibHy akTUBHICTh S-noXiaHuX 5-((ypan-2-in)-4-R-1,2,4-Tpiazon-3-TioHiB. BcraHOBICHO /esiKi 3aKOHOMIPHOCTI BIZTHOCHO
OyJI0BU CHHTE30BaHHX CIIOJIYK Ta MOKa3HHKIB 1X NPOTU3AIaIbHOT aKTHBHOCTI.

M3ydeHa mpoTHBOBOCHIANUTENbHAS aKTHBHOCTh S-TIPOM3BOAHUX S-((hypaH-2-mi)-4-R-1,2,4-Tprazon-3-THOHOB. YCTaHOBIIEHBI HEKOTOPHIE
3aKOHOMEPHOCTH OTHOCHTEJIBHO CTPOCHMS HCCIICJOBAHHBIX COSIMHEHHI U IT0Ka3aTeliell nX MPOTHBOBOCHAIUTEIbHOW aKTHBHOCTH.

Antiinflammatory activity of s-derivatives 5-(furan-2-il)-4-R-1,2,4-triazol-3-thions have been studied. Laws concerning a structure of the
investigated connections and parameters of their antinflammatory activity are established.

AHani3 JiTepaTypHHX JKeped ToKasas, Mo noxiaHi 1,2,4-
TPia3oJIiB € MEPCIIEKTUBHUM KJIaCOM TeTEPOIUKIITHUX
CHCTEM, SIKI MPOSIBIISIIOTH Pi3HI BUAM OI10JIOTIYHOI aKTHBHOC-
Ti [3, 4] 1 Ha OCHOBI SKUX MO)KHA CHHTE3yBaTH TOTCHIIIHHO
610JI0T1YHO aKTUBHI CHOJIYKH, [0 MOXKYTh OyTH OCHOBOIO JUISI
CTBOPEHHSI HOBHMX BHCOKOC(EKTMBHHX JIKapCHKUX 3acoOiB.
Takox cmix Big3HAYMTH, MO MOXigHi 1,2,4-Tpia3on-3-TioHy €
MIPAaKTHYHO HETOKCHYHUMH 200 MAJIOTOKCHYHUMH PEHOBHHAMH
[1, 2]. ITicia momepeAHBOTO BUBUCHHS (Pi3MKO-XIMIUYHHX Biac-
THUBOCTEH, TOCTPOi TOKCHYHOCTI Ta IPOTHCYIOMHOT [T AEIKNX
S-noxiganx 5-(pypan-2-ir)-4-R-1,2,4-rpiazon-3-tioHis [ 5, 6],
MU BBXXAJIM aKTyaJIbHIM BHBYHTH ITPOTH3AIAIbHY aKTHBHICTD
S-noxinanx 5-(dypan-2-im)-4-R-1,2,4-Tpiazoa-3-TioHiB.

METORO namoro JAOCJIIKEHHS na nanomy era-
mi Oyno BUBUCHHS MPOTH3AMATbHOI aKTUBHOCTI S-TIOXiTHHX
5-(pypan-2-im)-4-R-1,2,4-tpia3on-3-TioHIB, a TaKOK BCTa-
HOBIICHHS 3aKOHOMIPHOCTEH BiTHOCHO OyZOBH CHHTE30BaHHX
CTIOJIYK Ta MTOKAa3HUKIB IX MPOTHU3aNaIbHOI Mdii.

METOIU AOCI A KEHHSA

Jocnian mpoBoaminck Ha Kadenpi KIiHIgHOI (papmMakoo-
rii, apmarii Ta apmakoTeparrii 3 KypcoM KocMeToorii 3a-
MTOPI3BKOTO JIEP’KaBHOTO MEIUYHOTO YHIBEpCHUTETY i Kadeapi
(apmakoTepamnii HamionamsHOTO (hapMareBTHYHOTO YHiBEp-
CUTETy. BHBUCHHS NpOTH3amagbHOI AKTUBHOCTI CHHTE30BAHHMX
CTIOJTYK TIPOBOJIWJIOCH HA €KCTIEPUMEHTAIBHUX MOJIEIISIX eKCCyia-
THBHOTO ACENTUYHOIO 3anaieHHs. ExkccynartuBHe acenTudHe 3a-
TIAJICHHS BUKJIMKAJIN y OUTNX TAIfOKIB JIiHiT BicTap BBEICHHIM ITi /T
armoHEBPO3 JOJIOHHOI MOBEPXHI 3aIHIX KIHIIBOK PO3YMHY (hopma-
niny. Peectpariist HaOpsIKy 37iHCHIOBAIACS BOTIOMETPHYHAM METO-
JoM. Brmip 00’ eMy KiHITIBKY TIPOBOIVITHCS HA S-iif TOAWHI THCs
BBEJICHHS areHTa, 1110 BUKJIMKAB 3allallbHy peaktiro. Jlocmimkysa-
Hy peqoBuHy BBOMMIHM B 1031 1/10 Bim JIJI, omropasoso 3a 2 ro-
IUHU 110 10 ekmii popmarniny. KoHTpomem ciyryBanym iHTaKTHI
TBapWHM 1 TBAPHHH, SKUM 3a TOAMHY A0 YBEACHHS (OpMaTiHy
BBOIIUIM B NUIYHOK OyTamioH abo iHmomerarwH. BomoHepos-
YHMHHI CTIONMYKH CTa0iTi3yBasuch TBIHOM-80 1 BBOIMIIHUCH Yepe3
MeTaJIeBHUi 30H] B IILTyHOK. CIIOCTEpEKEHHS ITPOBOIMINCH Ye-
pe3 24 ropuan. PesynbraTtn HaBeneHi B Tabmumsax 1-3.

PE3YJIBTATH i OGTOBOPEHHS

Ha nporusananbHy aktuBHicTh S5-(dypan-2-in)-4-R-1,2,4-
Tpiazoi-3-TiOHIB Ta X S-MOXIJHMX 3HAYHOK MipOIO BIUIMBAE
SIK HASIBHICTB 1 XapakTep 3aMiCHUKIB M0 YETBEPTOMY TTOJIOKEH-

Hi sipa 1,2,4-Tpiazoiy, Tak MpUPo/Ia 3aMiCHUKIB MO aTOMY Cip-
xu ipu C,-atomi 1,2,4-Tpia3o0BOro muKIy.

Bcranosneno, mo BuxigHi cnomyku: S-(pypan-2-im)-
4-(2-metundenin)-1,2,4-rpiazon-3-riou(l),5-(pypan-
2-im)-4--metun-1,2,4-rpiazon-3-riou(Il),5-(dpypan-
2-in)-4-(3-metundenin)-1,2,4-rpiazon-3-rion(I1l),
5-(dypan-2-in)-4-(4-metundenin)-1,2,4-rpiazon-3-rion  (IV)
HE BHUSBIIAIOTH BHCOKOI ITpoTu3ananbHoi fii. [1o BigHOmEHHIO
o OyTamioHy 1 1HIOMETAIMHY IX aKTHUBHICTH ckiamae 7,5%,
16,8%, 36% Tta 20,5% BinmosinHo (mabn. 1 — 3).

Tabnuys 1

Pe3ysabTaTn nporu3zanajbHol aKTUBHOCTI S-noxigHux 5-(¢pypan-
2-in)-4-R-1,2,4-Tpiazo-3-tionis (Ia — ¢)

1

0,
Ne R R b
n/n 1 2 aKTUMBHOCTI

ByTtanioH 55,2

IHopomeTauuH 44,7

la MeTun C,H, 25,9

16 MeTun CH, -+ 41,0

Is meTunn C,H, g+ 28,2

Ir mMeTun C,H, -+ 33,7

I METUN AieTnnamiHoeTun 24.3
rigpoGpomig

le 2-MeTungeHin C,H, 41,7

bx 2-MeTungeHin C,H. -i 35,2

I3 2-mMeTundeHin CH, -+ 11,0

Ik 2-MeTUngeEHIn CyH, g+ 43,7

In 2-MeTundeHin CyH, g+ 15,7

Im 2-MeTundeHin C,.H,, 32,2

IH 2-MeTuUngeHin LUMKrorekcun 324

lo | 2-metundenin | AETVNAMIHOETUR 38,2
rigpobpomia

In 2-meTnndeHin N-HITPOdEHiIn 35,4

Ip 2-meTundeHin 2-xiHonin 32,1

Ic 3-meTundeHin meTmnawHoe'Tmn 32,1
rigpobpomig,
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Tabnuys 2
Pe3yabTaTn npoTu3anajbHoi akTUBHOCTI 2-|5-(dypan-2-in)-4-R-
1,2,4-Tpiazon-3-iario]-1-apuseranonis (Ila — H)

@”2 N\)S‘i‘ﬁ"‘a

21 o
:f n R, R, R, oaA:cruBHocﬁ
ByTtapnioH 55,2
IHogomeTauuH 44,7
lla | metun H CH, 27,3
16 | metun H CH,/NO,n | 21,2
llB | metun CH, | CH, 10,4
lIr | 2-meTundeHin H CH. 32,2
llg | 2-metundeHin H CHNO,-n | 12,5
lle 2-meTundeHin CH, | C,H, 10,7
Ibx | 2-metokcudpeHin | H CH, 34,4
lI3 | 2-meTokcudeHin | H CH,/NO,-n | 21,2
llk | 2-meTokcudpenin | CH, | CH, 17,1
lIn | 3-meTundeHin H CH, 35,5
lim | 3-meTundeHin H CH,NO,-n | 32,0
IIH 3-meTundeHin CH, | C,H, 33,3

3aMiHa METWI(CHIIBHOTO paJuKaly B YETBEPTOMY IOJIO-
eHHi sapa 1,2,4-tpia3ony Ha MeToKcupeHIIbHUHI — 5-(dypan-
2-i)-4-(2-merokcudenin)-1,2,4-tpiazon-3-rion (V) 3Ha4HO
IIBUIIY€E MTPOTU3AIaIbHY aKTHBHICTb, SIKa CTaHOBUTH 50,6%
1 IIepEeBUIIy€ aKTUBHICTH 1HIOMETAIINHY.

[TonoBkeHHs ByIJICBOAHOTO JIAHITIOTA [IPU aTOMI CIpKH siipa
1,2,4-Tpia3zoiy MiABUILYE NPOTH3ANAIBHY IO S-NMOXITHUX
5-(dpypan-2-im)-4-R-1,2,4-Tpiazon-3-tionis (10, le, Ik, Tabm.
1), ase 151 aKTUBHICTB HE TIEPEBHUIILY€E AKTUBHICTh €TAJIOHIB I10-
piBusiHHs. {010 npoTr3anansHoi akTuBHOCTI 2-[5-(dypan-2-
1)-4-R-1,2,4-tpiazon-3-intio]-1-apuneranonis (lla-u, maébn.
2), TO CJiI BII3HAUUTH, IO CEPE]] CIOIYK AaHOTO KIIACy HE
BUSIBJICHO PEYOBHUH, SIKI HAOTMIKAIOTHCS 200 MEPEBUIIYIOTh aK-
TUBHICTH OyTalioHy 1 iHIOMETAI[MHY. BBEICHHS B MOJICKYITY
5-(¢ypan-2-in)-4-(2-meroxcudenin)-1,2,4-tpiazon-3-Tiony
(V) 3amumiky aneto)eHOHY HE3HAYHO ITiIBUIINYE aKTUBHICTh
2-[5-(pypan-2-in)-4-(2-metokcudenin)-1,2,4-rpiazon-3-
inrio]-1-denineranony (Ilx, Tadi. 2), ane pi3ko 3MEHBIIIYE aK-
TUBHICTb 10 BiJHOIICHHIO 10 BUXITHOI CIIOJIyKH — S5-(dypaH-
2-in)-4-(2-merokcudenin)-1,2,4-tpiazon-3-tiony (V).

[TonanbIire MOICITFOBaHHS MOJEKYN S-mOXigHUX S-(PypaH-
2-in)-4-R-1,2,4-tpiazon-3-tionis (Illa-B, mabn. 3) — BBeneHHs
3aJIMIIKY alleTaTHOI KHUCJIOTH IO TPEThOMY MOJIOKEHHI sipa
1,2,4-Tpia3oiy CyTTEBO MiABHIIYE MPOTU3ANIAIBHY JIIFO, a IS
2-[5-(pypan-2-in)-4-metun-1,2,4-tpiazon-3-inriolaneraTHoi
kuciot (1116, Tabn. 3) akTHBHICTh 3pOCTaE 70 PiBHS OyTasio-
ny. [lepexiz Bix 2-[5-(pypan-2-in)-4-R-1,2,4-rpiazon-3-i1tio]
aleTaTHUX KUCJIOT JI0 BOJOPO3UMHHUX CIIONIYK - CONen 2-[5-

Tabnuys 3
PesyapTaTn nporuzanajibHoi akTUBHOCTI 2-[5-(dypan-2-ix)-4-
R-1,2,4-Tpia3zon-3-iaTio]aneTraTHuX KUCIOT, iX coseiil Ta ecTepis

(Ila - s1)
N——N
O
[ ML N s
o N O—R;
!
Ne %
cnonyk R, R, aKTUBHOCTI
ByTtanioH 55,2
IHgomeTauuH 44,7
llla 2-meTtundeHin | H 8,1
1116 MeTuUn H 54,3
lliB 3-metundeHin | H 33,0
1]y MEeTUI MopdboniHin 42,0
g MeTUnN ninepuanHin 38,7
llle 2-metundeHin | Na 29,0
11bx 2-metundenin | K 33,3
113 2-metundenin | NH, 33,7
Ik 2-metundpeHin | H,NCH, 38,8
lln 2-metundpeHin | H,N(CH,), 21,7
Illm 2-metundperin | HN(C H,). 19,5
IllH 2-meTundoeHin | gietunamiHoetaHon | 33,7
lllo 2-meTundeHin | MopdoniHin 32,5
1N 2-meTvndeHin | ninepuavHin 32,1
Illp 3-metuncpenin | Na 6,3
Illc 3-metnndgeHin | K 30,8
T 3-metundpenin | NH, 38,4
llly 3-metundenin | H.NCH, 23,2
Illp 3-metundperin | HIN(C H,), 28,6
llIx 3-metundoerin | HN(C H,), 18,8
Iy 3-meTundeHin | mopdoniHin 22,0
1y 3-meTvndeHin | ninepuavHin 29,1
11w 2-metundenin | CH, 34,1
Il 2-metundenin | C,H,-H 28,6
lla 2-metundpoerin | C,H, 39,3

(pypan-2-in)-4-R-1,2,4-rpiazon-3-inTio|aneTaTHUX KUCIOT 3
opraniyHuMu Ta HeopraniuauMmu ocHosamu (I1Ir — 11Ty, Tabm.
3) He BIUIMBAE HA ITJBHIICHHS MPOTU3ANalbHOI aKTHBHOC-
ti. Hlo crocyerbest mopdominiit 2-[5-(pypan-2-im)-4-meTui-
1,2,4-Tpiazon-3-intio]anerary (IIIr), To #oro nporuzanansHa
JUST TPUOTHMIKYETHCSI 10 aKTUBHOCTI 1H/IOMETAIMHY.
Erepudikamis 2-[5-(pypan-2-in)-4-(2-metundenin)-1,2,4-
Tpiazon-3-inriolanerarHoi kucnot (Illa, ma6n. 3) meTunoBum
(I, maéa. 3), npormnoBum (Illro, maéa. 3), GyrnnoBum
criupramu (11ls1, mabn. 3) 3aBxIU IPU3BOAUTS O ITiIBUIIICHHS
MIPOTHU3aNaIbHOI AKTUBHOCTI. 301IBIICHHS YUCIa aTOMIB BYT-
JIELIO B 3JIMIIKY CIIUPTY OTPHMAHHUX €CTEPIB CYTTEBO HE MPHU-
3BOJIUTH JI0 MiJABMIIEHHS JOCII/PKYBaHOI (hapMakoIoridHOi
akTuBHOCTI. AMmin 2-[5-(dypan-2-im)-4-merun-1,2,4-Tpiazoi-
3-inriolanerarnoi kucnoru (VI), amin 2-[5-(dypan-2-im)-4-(2-
metmidenin)-1,2,4-rpiazon-3-inrio]anerarnoi kucnoru (VII),
amin  2-[5-(dypan-2-in)-4-(3-merundenin)-1,2,4-rpiazon-3-
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inriolanerarnoi kucnoru (VII) Ta amix 2-[5-(dypan-2-im)-4-
(2-meTokcudenin)-1,2,4-rpiazon-3-iaTio|aneTaTHoi  KMCIOTH
(IX) maroTh moMipHy IpOTH3aNaIbHY aKTHBHICTE. BeTanosie-
HO, 1110 3aMiHa KapOOKCHIIbHOT IpyIH B MOJIeKyii 2-[5-(dypan-
2-i)-4-(2-merundenin)-1,2,4-rpiazon-3-inriolanerarHoi Kuc-
noru (I1la, mabn. 3) Ha aminHy TPYILy IPU3BOIUTE 10 Pi3KOTO
MiJBUIIEHHS akTuBHOCTI pedoBuHH (VII) 1o piBHSA mpoTmsa-
MABHOT i1 1HIOMETAIIHHY.

BUCHOBOK

JlocnmimKeHo TPOTH3aIanbHy AaKTHBHICTH 62 CIOIYK —
S-moximanx 1,2,4-Tpia3on-3-TioHIB, cepen AKUX 3HAWUICHI
CTIONTKH, IO TEPEBUINYIOTh AKTHBHICTH 1HAOMETAlMHY IPU
(hopmarniHOBIA MOET eKCYIATHBHOTO 3aralicHHs. BcTaHoB-
JICHO 3aKOHOMIPHOCTI BiTHOCHO Oy/10BM pEUOBHH JaHOTO KIIa-
Cy 1 MpOTH3amaabHOI aKTHBHOCTI.
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