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3anopizbkuli depicasHuli MeduyHull yHieepcumem

AKTOITPOTEKTOPHA AKTHUBHICTb
4-((R-IZAEH)AMIHO)-5-(TIO®EH-2-I/IMETHJI)-

4H-1,2,4-TPUA30JI-3-TIO0JIIB

mekmopHoi 0ii.

HagedeHi pezyabmamu docaidsceHHs akmonpomekmopHoi akmusHocmi 4-((R-idex)amino)-5-(miogen-2-inme-
mus)-4H-1,2,4-mpua3zon-3-mionie Mmemodom npumycogozo niagamts. Ceped docaidsiceHux cnoyk 3HatideHi 3 pevo-
BUHU, IKI Nepesuwyloms emasioH NOpieHsIHHS pubokcuH. BeedenHs 3,4-dugpmopobensuaioenosozo padukany 8 moe-
Kyay 4-amino-5-(miogpen-2-iamemun)-4H-1,2,4-mpuason-3-mioay npugodums do 3Ha¥Ho20 nideUWeHHs aKmonpo-

Knruosi caosa: 1,2,4-Tpuasost; akTONPOTEKTOPHA aKTUBHICTb; METO/, IPUMYCOBOTO IIJIaBaHHA

BCTYII

3 [laBHIX 4aciB JII0AU LIYKaJIU PEYOBUHHY, sIKi 6 miJi-
BUILyBaJ/IM CUJY, BUTPUBaJICTh, BUpilllyBaau NpobieMy
BHCHaXKeHHs opraHi3My. Taki pe40BHHH Ha3UBalOThCS aKTO-
MPOTeKTOpaMU. AKTONPOTEKTOPH — HOBUH KJlac papMa-
KOJIOTIYHUX MaJIo OTPYMHUX CTUMYJIATOPIB Npale3AaT-
HOCTi OpraHiaMy 3a yMOB roCTPOro KUCHEBOTO T'OJIOAY-
BaHHS, BIVIUBY BUCOKUX TeMIepaTyp TOLLO.

3anikaB/ieHiCTb BUKJIUKAIOTh NOXiJHI 1,2,4-Tpuaso-
Jly, cepe/i IKUX BXKe 3HaW/leHi pe4OBUHHU 3 aHaAJITeTHUY-
HO10, AilypeTUYHO0, aHTUMIKPOGHOI0, aKTONPOTEKTOP-
HOM0, IPOTUBIPYCHOI aKTHUBHICTIO. Maji0 BUBYEHHUMHU €
came noxifHi 4-amino-5-(tiopeH-2-inmernn)-4H-1,2,4-
TpuaszoJ-3-Tiouy.

MeToto po60TH 6YyJI0 JOCHiKEHHS aKTOIPOTEKTOP-

TpHazoJi-3-TioJ1iB MeTO0M NPUMYCOBOTO IIJIaBaHHS.

MATEPIAJ/IU TA METOAH

JlocipKeHHS aKTONIPOTEKTOPHOI aKTUBHOCTI IPOBe-
JleHe Ha rpy1ii 6i/1ux HesliHiHHUX [ypiB Baroto 200-260 1.
BukopucTOBYBaBCsl METOZ, IPUMYCOBOTO MJ1aBaHHs (bo6-
koB 10.T., 1984). Y ocHoBi XxBocTa TBapuH QikcyBasiu Ha-
BaHTaxkeHHA B 10 % Biz Baru mypa. [l1aBaHHSA BUKOHY-
BaJIM /10 BUCHAXKeHHS], IKe peecTpyBaJ/iu nicas 10-Tu ce-
KyH/IHOTO 3aHYpeHH# JJabopaTOPHUX TBapHH MiJ BOLY.
B eMHICTb BeJIMKOI0 po3Mipy 11ypiB 3aHypHOBaJIX I00-
AuHLi. BesnunHa mwapy Boau nepesuiye 60 cM. Temne-
patypa Bogu ckiazana 30-35 °C. JocnimKyBaHi criosyky,
a TaKOX eTaJIOH MOPiBHAHHSA — PUOOKCHH BBOJUJ/IN BHYT-
pilTHbOOYepeBUHHO 3a 20 XBUJIMH [0 TOYATKY 3aHypeH-
HsI TBapHH B 1031 100 Mr/Kr. Yac 3am/IMBY peecTpyBaiv B
CeKyH/iax. Y fIKOCTI NOPiBHSAAHHS BUKOPHUCTOBYBAJIM KOHT-
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POJIbHY I'pyIy TBapHUH, Ki TAKOXX OTPUMYBaJIU BHYTpi-
ITHbOOYEePEBUHHO (i3i0/0riYHUNA PO3YHH.

CTaTUCTUYHY 00pOOKY pe3y/IbTaTiB MPOBOJUIIN 32
JIOTIOMOT0I0 METO/iB TapaMeTPUYHOI CTaTUCTUKH (t-KpH-
Tepito CTbIOZIeHTA).

PE3YJIGTATH TA iX OFTOBOPEHHA

Bysio npoBezieHO BUBYEHHS aKTONPOTEKTOPHOI Ail
11 HoBuX cnosiyk. B pe3ysbraTi focimkens 4-((R-igen)
amiHo)-5-(Tiopen-2-inmetnn)-4H-1,2,4-Tpuaszon-3-Tio-
JiB (ge R - 2H, 1-peHnineruninen, 3-HiTpo6eH3UTiIEH,
4-nuMeTHIaMiHOGeH3UiIeH, 4-pTOopo6GeH3UTiIEeH, Tio-
deH-2-inmeTtuneH, 3,4-1ubTOPOOEH3UIIIEH, 2-XI0P-6-
¢dTopobeH3wizieH, 4-dTopodeHiNeTH I IeH, GEH3UITI/IEH,
2-TiipoKcrbeH3ui/IeH) 6Yy/I0 BCTaHOBJIEHO, 1110 3 CIO-
JIYKY TIepeBHUIIYIOTh €TaJOH MOPiBHAHHSA PUOOKCHH.

Ha#i6inb11 akTHBHOIO PEYOBHHOIO CepeJi BIieplile CHH-
Te30BaHUX € cnosyka VI, 1ka nepeBullye npenapar no-
piBHAHHSA pu6okcuH Ha 90,16 %.

BcTaHOBJIEH] /iesiKi 3aKOHOMIPHOCTI «Oy0Ba-Aisi»
B 3aJI€KHOCTI BiJ| pafiuKaJly, ClIOJIy4€HOT0 3 aMiHO-Tpy-
noto npu N4 atowmi 1,2,4-Tpruazo/10BOr0 LUKILY.

Tak, 4-amiHo-5-(Tioden-2-inmernn)-4H-1,2,4-tpu-
a30J1-3-TioJ1 IPAKTUYHO He MPOSIBJISIE aKTOMPOTEKTOP-
Hoi akTUBHOCTI. BBesieHHs1 4-dpTopobensuigeHosoro (V)
Ta 3-HiTpo6eH3umifeHoBoro (II) pagnkany NpusBoJUTH
J10 3HIDKEeHHd 6ioJiorivyHoi Ail.

3amiHa 3-HiTpo6eH3MIiIeHOBOT 0 3aMiCHHKA Ha Tio-
¢deH-2-inmetnnenosui (VI) Ta 2-x10p-6-pTopobeHsuni-
ne”oBuit (VIII) npu3BogUTh 10 MiJBUIEHHS aKTOIpPO-
TEKTOPHOI aKTUBHOCTI.

BeegnenHs 3,4-gudropobensunigenonoro (VII) pa-
JIMKasly B MoJieKysy 4-aMiHo-5-(TiodeH-2-inmeTnn)-4H-
1,2,4-TpuazoJ1-3-TioJly IPUBOAUTD IO 3HAYHOTO MiJIBU-
LIeHHA aKTOIPOTEKTOPHOI il
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Ta6aunsa 1

3AJIEXKHICTD «BYAOBA-A1A» AJ1A4
4-((R-IAEH)AMIHO)-5-(TIO®EH-2-I/IMETWJI)-
4H-1,2,4-TPUA30J1-3-TIOJIIB

N—N

Tabsaung 2

AKTOITPOTEKTOPHA AKTUBHICTb
4-((R-IAEH)AMIHO)-5-(TIO®EH-2-IJIMETWJI)-
4H-1,2,4-TPUA30.J1-3-TIOJIIB

N
L
Cnosiyka R Edekt
I H L
i 3-HiTpOGeH3UMiZeH J
111 1-(denin)eTunigex |
1\ 4-nMMeTHIaMiHOGEeH3UTiIeH ~
Vv 4-dTopobeH3uiieH S
VI TiopeH-2-iMeTnIeH 0
VII 3,4-nudTopobeHsuniseH 0
VIII 2-x710p-6-pTOpOGEH3UTIEH 0
IX 4-dpropodeHinetnisen >
X 6eH3uIiIeH 0
XI 2-TifpoKcubeH3uIijeH 0

Cnoayku 111, IV, IX npakTU4YHO He NpOSABAAKOTD aK-
TONPOTETOPHOr0 edpeKTy a60 MaIOTh JEIL0 3HIKEHY AiI0.

BUCHOBKH
Byno npoBe/ieHO A0CIi2KEHHA aKTONIPOTEKTOPHOI
Jii 11 HOBUX CMOJIYK NOXiAHUX 4-aMiHO-5-(TiopeH-
2-inmeTtun)-4H-1,2,4-Tpuasosn-3-tionis.
B pesynbTati npoBeeHux focaigxkenb 4-((R-igeH)
amiHo)-5-(TiodeH-2-inmeTnn)-4H-1,2,4-Tpuason-
3-TioJ1iB 6yJ10 BCTAHOBJIEHO, 1[0 3 CIOJIYKHU I1epeBU-
LIYIOTh €TaJI0OH MOPiBHAHHS PUOOKCHH.

BBegeHHs 3,4-nudTopobensunigeHosoro (VII) pa-
JUKay B MOJIEKY/y 4-aMiHO-5-(Tioden-2-inmeTun)-
4H-1,2,4-Tprazo.-3-Tiosly IPUBOAUTH 0 3HAYHOTO
Mi/IBULIEHHA aKTONPOTEKTOPHOI Jil, 1110 epeBHUILYyE
npenapar nopiBHSAHHSA pu60oKcHH Ha 90,16 %.
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AKTOIPOTEKTOPHAA AKTUBHOCTbD 4-((R-UJEH)AMHHO)-5-(TUOPEH-2-UJIMETUJI)-

4H-1,2,4-TPUA30.J1-3-THOJIOB
[IpuBe/ieHbI pe3y/IbTaThbl UCCIEeI0BAHUS aKTONPOTEKTOPHOU aKTUBHOCTH 4-((R-uzaen)amMuHo)-5-(Tro-
deHn-2-unmerun)-4H-1,2,4-Tpuason-3-THOJI0B METOJOM IPUHYUTENBHOTO NJIaBaHus. Cpeau vc-
cJ1e/lIOBaHHBIX COeIUHEHNUH HalileHbl 3 BelllecTBa, KOTOPble MPEBBIIIAIOT 3TaJIOH CPaBHEHUS pU6o-
KcUH. BBeseHue 3,4-1upTOpO6EH3UIMAEHOBOTO pa/iiKasia B MOJIEKYITY 4-aMUHO-5-(THOQEH-2-UIMETH)-
4H-1,2,4-Tpuazosi-3-THoJ1a IPUBOAUT K 3HAYUTEJbHOMY MOBBILIEHHIO aKTOMPOTEKTOPHOIO JIEHCTBUSL.
KmodeBsie coBa: 1,2,4-Tpua3o.1; akTONPOTEKTOPHAsA aKTUBHOCTb; METO/, IPUHYUTEbHOTO IJIa-
BaHHA
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A. A. Safonov

ACTOPROTECTIVE ACTIVITY 4-((R-EDEN)AMINO)-5-(THIOPHENE-2-YLMETHYL)-

4H-1,2,4-TRIAZOLE-3-THIOLS
This article contains the results of 4-((R-iden)amino)-5-(thiophene-2-ylmethyl)-4H-1,2,4-triazole-3-
thiols actoprotective activity investigation by forced swimming. Among the investigated compounds
it has been found three substances which exceed preparation of comparison Riboksyn. Introduction
3,4-difluoro-benzylidene radical in the molecule of 4-amino-5-(thiophene-2-ylmethyl)-4H-1,2,4-tri-
azole-3-thiol leads to a significant increase actoprotective action.
Key words: 1,2,4-triazole; actoprotective activity; method “Forced Swim”
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