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JOCJIIIKEHHSA AHAJITETUYHOI AKTUBHOCTI
4-((R-IAEH)AMIHO)-5-(TIO®EH-2-I/IMETHUJI)-

4H-1,2,4-TPUA30J/1-3-T10JIIB

mpuasoa-3-mios.

Cmamms micmumb pe3yabmamu 0ocaioxceHHs aHarzemuyHoi akmueHocmi 4-((R-iden)amino)-5-(miogen-2-
inmemun)-4H-1,2,4-mpuason-3-mioaie Ha modesi mepmiuHO20 N0dpasHeHHs KiHYIBOK — «2apsiua naacmuHa». Ceped
docaidiceHux cnoayk 3HalideHi 2 pe1o8uHU, SIKI nepesuuytoms emasioH NOpieHAHHA aHabeiH. Hatibinbw akmus-
HO0 CNnoJyKOK ceped enepule CUHMe308aHux € 4-((3-HimpobeHsuaideH)amino)-5-(miogen-2-inmemun)-4H-1,2,4-

Kamwwuosi cnosa: 1,2,4-TpuasoJ;; aHareTU4Ha akTUBHICTb; «rapsya JacTUuHa»

BCTYII

[Ipo6sieMa 3HE60/II0BAHHA OCTaHHIM 4acoM Ayxe
roCTpO CTOITh Nepe JikapsaMu. OCHOBHA YaCTHHA 3He-
60JII0I0YHX — Ile HECTEePOIAHI MpoTH3anaibHi JiKapchbKi
3aco6u (HIIJI3). Ane nopsiz 3 OCTaTHBO BUCOKOIO aK-
TUBHICTIO BOHY € TOKCUYHUMHU Ta MAIOTh LiJIy HU3KY 110~
OiYHUX IiH.

B yMOBax po3BUTKY Cy4aCHOI HAyKH I TeXHIKH I110-
CTa€ MUTAHHA CTBOPEHHA HOBUX aHAJITeTUYHHUX 3aCO-
6iB, siKi 6 He BOJIOAINIM HAPKOTUYHUM ePEeKTOM, Mau
HeBeJIMKY KiJIbKiCTb a60 30BCiM He MaJii MOGIYHUX il
Ta 3a CBOEI0 3HEOOJ/IIOI0YO0I0 aKTUBHICTIO IepeBHILyBa-
JIM HADKOTHUYHI aHa/ITeTUKHU.

[IpoaHasisyBaBmM JliTepaTypHi Jxepea [2, 3, 4] 3a
OCTaHHE I'ATUPIYYA, MU BBRKAEMO, 110 IIEPCIEKTUBHUM y
LbOMY ILJIaHi € moxiAHi 1,2,4-Tpuasouy, a came 4-((R-izen)
amiHo)-5-(tiodpeH-2-inmernn)-4H-1,2,4-Tprazon-3-iosnu.

MeToto po60oTH Gysi0 FOCAiPKEHHS aHAJTe TUIHOL
nii 4-((R-inen)amino)-5-(tiodpen-2-inmernn)-4H-1,2,4-
TpHa30J1-3-TioJiB Ha MoJieJi TepMi4HOTr0 NoApa3HeHHA
KIHIIIBOK — «raps4a IJIaCTUHa».

MATEPIAJ/IU TA METOH

JocrimpxenHs BBy 4-((R-igeH)amino)-5-(tiodeHn-
2-inmetnn)-4H-1,2,4-Tprason-3-TiosiB Ha eHTpaNTbHUN
KOMIIOHEHT HOLMILeNTUBHOI CUCTEMH 3/111ICHIOBAIOCh
Ha MoJieJsli TepMiYHOTO NOApPa3HeHHs KIHLiBOK — «raps-
ya MJIacTUHa» [4]. BuUBYeHHs aHa/JreTHYHOI aKTHUBHOC-
Ti mpoBeJieHe Ha rpymni 6iyux HeJiHIMHUX LypiB 060X
cratel Baroto 160-230 .
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[Ipy BU3HaYeHHI IOYAaTKOBOTO MOPOTY 60JILOBOI YyT-
JIUBOCTI JOC/IIIKyBaHUX PeYOBHH Ha MOJieJli «rapsiya Ilia-
CTHHa» K IOJpa3HUK BUKOPUCTOBYBaJIaCh 3aKpillJleHa
MeTasieBa IJIACTUHA 3 TeMIlepaTypoio 55 °C (zaHa TeM-
nepaTypa HiATpPUMYETbCS 3 JONIOMOI0I0 TEPMOCTATY).
O6YHUCTIOETBCS Yac BiAoBiHOI peakuii B ceKkyHAax (06-
JIN3yBaHHS JIANOK, BUIUIUTYBaHHA, MUCK). [ToTiM mBua-
KICTB LII€] 2k peakLii BpaXOBYETbCS Nic/is BBeJleHHs TBa-
pHUHaAM JOCAIKyBaHOl peYOBUHY, 1 1l 3MiHM BUPXKAOTh-
csy BIZJCOTKaX BiJj BUXiZ{HOI.

AHanreTH4YHa aKTUBHICTb BU3SHAYaEThHCA 3a 3/aTHi-
CTIO 0CJIi/PKYBaHUX PeYOBHH 3MiHIOBATH NOPIr 60J1b0-
BOI Yy TJIMBOCTI AOC/IJHUX TBAPUH MOPIBHAHO 3 KOHT-
POJIBHUMH | BUpaXKa€eThbCA y BifcoTkax. Ha mozesi «ra-
psva MJIaCTHHA» aHAITeTHYHY aKTUBHICTh PO3paXoBy-
BaJK 3a GpopmyJioio:

ATy -ATy

AA AT,

-100 %,
Je: AA - aHanTreTU4HA aKTUBHICTB y %;
AT, - pi3HULA y JIaTEeHTHOMY Nepiofi BiAnoBigHOI pe-
aknil y rpyni JoCJaiJHUX TBapUH A0 Ta MicJis BBeJleHHS
MOTEeHLIHHOr0 aHa/ITeTHKa;
AT, - pisHuLd y JaTeHTHOMY NepioZi BiAnoBigHOI peak-
Ll y TpyIi KOHTPOJIbHUX TBApHH JI0 Ta MiCJIs BBeeHHA
PO34YMHHHUKA.

CraTUCcTHYHY 06pO6KY pe3y/bTaTiB MPOBOAMIIN 32
JIOTIOMOT 010 MeTO/[iB IapaMeTPU4HOI CTATUCTUKH (t-KpH-
Tepito CTbioJieHTA).

PE3Y/ILTATH TA iX OBTOBOPEHHS
B pe3ysibraTi mpoBeeHuX AocuimKeHb HOBUX 4-((R-
inen)amino)-5-(Tiopen-2-inmernn)-4H-1,2,4-tpuazosn-3-

[23]
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Ta6sung 1

CTPYKTYPHI ®OPMYJIH 4-((R-IAEH)AMIHO)-
5-(TIO®EH-2-IV/IMETWJI)-4H-1,2,4-TPUA30.J1-

3-TIOJIN
N \N
/<T
N—/R
Cnosnyka R
1 H
11 3-HiTpO6EH3UiIeH
111 1-(denin)erunigex
v 4-nruMeTHIaMiHOGEeH3UTiIeH
\ 4-dpropobensunizeH
VI TiopeH-2-i1meTHIeH
VIl 3,4-nudTopobeH3uiieH
VIII 2-x710p-6-dTOpOo6EeH3UIIeH

TioJiiB (Ze R - 2H, 1-peninerunizen, 3-HiTpobeH3uijiey,
4-numeTunaMiHo6eH3uIiJieH, 4-pTopobeH3uieH, Tio-
deH-2-inmeTtunien, 3,4-1udTopobeH3uNiIeH, 2-x10p-6-
dTopobeH3uMiIeH) 6y10 BCTAHOBJIEHO, 1110 2 CIIOJYKHU
NepeBUILYIOThb eTaJIOH NOPiBHAHHSA aHa/bIiH.

Haii6isb11 akTHBHOIO CIIOJIYKOIO CepeJi BIeplile CHH-
Te30BaHUX PeYOBUH € 4-((3-HiTpo6GeH3uIieH)aMiHO)-
5-(tiopeHn-2-inmmeTtnn)-4H-1,2,4-tpuazo-3-rioa (1), akuit
NepeBUIIlye penapar NopiBHSAHHS aHaJIbriH Ha 88,19 %.

4-((4-Propobensunigen)amino)-5-(tiopeH-2-inme-
Tw1)-4H-1,2,4-Tpuazon-3-tios (V) nposiisie aHaJIreTHUY-
Hy aKTUBHIicTb Ha 130,64 %, 1110 mepeBUILy€ eTaI0H M0-
PIBHAHHS aHaJIbliH.

3amiHa 4-pTopoGeH3UNiZEeHOBOrO0 paZuKaly Ha
1-(denin)erunigenosuii (I111) npusBoAUTH 40 3HUKEH-
Hs edeKTy.

BBeznenHs B Mosiekyy 4-((1-deHineTunizen)amino)-
5-(tioden-2-inmetnn)-4H-1,2,4-tpuazon-3-rioay (III) 3a-
MicTb 1-deHineTUiIEHOBOTO pajiuKaty 4-auMeTu1aMi-
HoGeH3unigeHoBuH (1V) abo TiopeH-2-inMeTUIEHOBUI
(VI), a6o 3,4-pudTtopobensuninenonuii (VII), abo 2-xsiop-
6-dropobensuizeH (VIII) npusBoAUTE 10 3HAYHOTO 3HU-
’KeHHsI aHaJITeTUYHOI Ail.

BUCHOBKH

1. B pesysbTaTi NpoBeJeHUX [JOC/IIPKEHb HOBUX 4-
((R-izen)amino)-5-(TiodpeH-2-inmetnn)-4H-1,2,4-Tpu-
a30J1-3-TioJ1iB 6y/10 BCTAHOBJIEHO, 1[0 2 CIOJIYKHU Ie-
PeBUILYIOTh eTaJIOH NOPiBHAHHS aHaJbTIH.

2. Hal6iynbL1 akTUBHOIO CIIOJIYKOIO CepeJ; BIeplie CUH-
Te30BaHUX Pe4YOBUH € 4-((3-HiTpo6eH3UMijeH)aMi-
HO)-5-(TiodeH-2-inmeTnn)-4H-1,2,4-Tpuazon-3-tio,
SIKUU TepeBUIIy€e IpenapaT NOPiBHAHHA aHa/IblH
Ha 88,19 %.

Ta6sung 2

AHAJITETUYHA AKTHUBHICTb 4-((R-IAEH)AMIHO)-

5-(TIO®EH-2-I/IMETWJ)-4H-1,2,4-TPUA30.J1-

3-TIOJIIB
CepeHa pisHULSA
y JJATEHTHOMY AHanreTu4Ha
Crostyka nepioai 1o P AKTHUBHICTB,
BignoBiaHOI A%
peaxuii, M + m
KonTposb 1,87 £ 0,24 0
AHanbrin 4,30+0,162 0,000078 129,34
I 1,17 £ 0,097 0,000738 -45,70
11 5,95 +0,28 0,0000013 217,53
111 3,81+0,515 0,017526 76,46
v 1,17 £ 0,155 0,047188 -37,58
\' 4,32 £ 0,45 0,002202 130,64
VI 1,31+0,176 0,007419 -39,15
VII 1,23 +0,141 0,002429 -42,99
VIII 1,29+ 0,151 0,004074 -40,41
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HUCCJIEAOBAHUE AHAJIBTETUYECKOM AKTUBHOCTH 4-((R-UJAEH)AMUHO)-5-(THOPEH-2-UJIMETHI)-

4H-1,2,4-TPUA30J1-3-THOJIOB
CTaTbsl COLEPXKUT Pe3y/IbTaThl UCCIe0BAHUS aHAJbIeTUYeCKON akTUBHOCTHU 4-((R-umeH)amMuHo)-
5-(tTuoden-2-unmetun)-4H-1,2,4-Tpuaszos-3-TH0J0B HA MOJEJI TEPMUYECKOTO Pa3jparKeHUs KO-
He4yHOCTeH - «ropsiyas miacTuHa». Cpeau Uccaej0BaHHbBIX COeJUHEHUH HallZieHbl 2 BellleCTBa, KO-
TOpbIe NPeBLIIAIOT 3TAJ0H CpaBHEHUsI aHaJIbI'MH. HauboJiee ak TUBHBIM COe/JUHEHUEM CPeiU BIep-
Bble CUHTE3UPOBAHHBIX siBJIsIeTCS 4-((3-HUTPOOGEH3WINIeH )aMUHO)-5-(TrodeH-2-unmetun)-4H-1,2,4-
TpHUa30J1-3-THOL.
KiroueBsle ciioBa: 1,2,4-Tpua3oJ1; aHa/lbreTuueckass akTUBHOCTb; «ropsdasi JlaCTUHa»
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A. A. Safonov, O. I. Panasenko, Ye. G. Knysh

RESEARCH OF ANALGESIC ACTIVITY 4-((R-IDENE)AMINO)-5-(THIOPHEN-2-ILMETHYL)-

4H-1,2,4-TRIAZOLE-3-THIOLS
This article contains the results of a study of analgesic activity of 4-((R-idene)amino)-5-(thiophen-2-
ilmethyl)-4H-1,2,4-triazoles-3-thiols on the model of thermal stimulation of the limbs - “hot plate”.
Among the investigated compounds it was found 2 substances that exceed the standard of compari-
son analginum. The most active compound is synthesized for the first time among 4-((3-nitrobenzyli-
dene)amino)-5-(thiophen-2-ylmethyl)-4H-1,2,4-triazole-3-thiol.
Key words: 1,2,4-triazoles; analgetic activity; “hot plate”
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