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TOCTPA TOKCUYHICTb OEAKUX S-
SAMILLEHHWX 5-(TETEPWIT)-2H-1,2,4-
TPUA3OIN-3-TIOHIB TA 5-(TETEPWI)-4-
APWUI-4H-1,2,4-TPUA30JI-3-TIOHIB

Kniwouogi cnosa: S-noxioni 1,2,4-
mpuazon-3-miowuia, 20cmpa mox-
cuunicmo, 83aemM038's130k "0yoosa-
moxcuunicmy"

Pesztome. 3a ocmanni poku cmpimro 30i6utyems s KioKicme nyoi-
Kayit GiIMYU3HAHUX Ma IHO3EMHUX YYeHUX, NPUCGAYEHUX UEYEHHIO
XimiyHux i Oionociunux enacmugocmeil noxionux 1,2,4-mpuaszon-3-
mionie. Jlimepamypui oxcepena cgiouams, ujo noxioni danoi ceme-
POYUKTIUHOI cucmemMu 8iOHOCAMbCsL 00 KINACY MAlOMOKCUYHUX a60
npaKmuiHo HemokcuuHux cnoayk. Knouosum emanom na uinaxy
ROULYKY Gi0N02IUHO AKMUBHUX CIPYKIYD € O0CTIONCEHHS 20CMPOT
MmoKcuuHocmi Hogux monexkyn. Inmepec suknuxae y3azanvHeHHs.
pe3ynomamis HOBUX eKCNePUMEHMATbHUX OAHUX U000 OOCTIONCEHHS

2ocmpoi moxkcuynocmi S-3amiyennux 5-(cemepun)-2H-1,2,4-
mpuaszon-3-mionie ma 5-(cemepun)-4-apun-4H-1,2,4-mpuazon-3-

mIioHis.

Beryn

HiTporeHBMicHi reTepoLMKIIiYHI CUCTEMHU € TIep-
CMIEKTUBHUMH 3 TOUKH 30py YMOBH IOIIYKY Ha iX
OCHOBI (hapMaKoJIOTiYHO AKTUBHUX MOJIEKYJI.

I1pu nu3aiiHi HOBUX 010MOTIYHO aKTUBHHUX Pevo-
BUH B iX CTPYKTYpH 4acTo BKJIFOHAIOTh siapo 1,2,4-
Tpuazony [ 1] 3aBAsSKM HOro HEBEJIIMKKUM po3Mipam i
NO3UTHBHOMY BIUIMBY Ha PO34YMHHICTb Y Bofi. [e-
TepoLMKIIiyHa cucTema 1,2,4-Tpua3osy NpucyTHS B
CTPYKTYpax BiIOMHX MPOTHUBIpYCHUX (puOaBipHH),
NpOTUrPUOKOBUX ((ITyKOHA30I1), CHOAIMHUX (Tpiazo-
nam) nipernaparis. Bubip Metony cuHTe3y 3a3Ha-
YEHUX CMOJYK BH3HAuaeTbes He jauiie Habopom
3aMicHUKIB B 1,2,4 - TpUa3oabHOMY KiJibLi, aJie i
JSKH IIUPOKOMY CIIEKTpY Oi0J0TiYHOT aKTUBHOCTI
CHIOJTYKH, SIKi MICTSATB 1po 1,2,4 - Tprazony 1s cuc-
TeMa TpuBabavMBa JJis PO3POOKH METOMOJOTIT
CHHTE3y i CTBOPEHOIO0 KOMOiHaTopHUX "0i0mioTek"
NEepPCIeKTUBHUX MoJiekyJl. JliTeparypHi mxepena
CBiTYaTh, U0 MOXiaHi 1,2,4 - TpUazony € MaJIoTOK-
CUYHHUMHM 200 NMPaKTUYHO HETOKCUYHUMM CTIOTyKaMH
[2, 6,8, 13].

Mera pocJaiakeHHst 31iCHATH aHali3 BIJTOMUAX
JiTepaTypPHUX JKepes OA0 TOCTPOT TOKCUYHOCTI
HOBUX S-mioxinHux 1,2,4-Tpia3oity, BCTAHOBJICHHS 3a-
KOHOMipHOCTEH MiXK TOKCHUHICTIO 3a3HAYEHUX CTIO-
JIYK Ta iX OyJI0BOIO.

BiTuu3HsHI y4yeHi AOBOAATH, 110 sapo 1,2,4-
TPHA30Jly € MEPCINEKTUBHOIO OCHOBOIO CTBOPEHHS
HOBHX JIiKapCchkuX 3aco0iB [3-5, 14, 15 ]. Iloxiani
3a3Ha4yeHol cucTeMu 3a kiacudikauiero Cunoposa
BIIHOCATbCS A0 Kjacy MaJIOTOKCHMYHUX abo
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MPAKTUYHO HETOKCUYHUX cnoniyk [7, 8, 10, 18].
ABTOpaMH BCTaHOBJIEHO, W10 Ha BEJIMYHUHY
TOKCUYHOCTI CTOJIYK BIUIMBAIOTh, SIK 3aMICHUKH Oiist
aToma cynbdypy, Tak i 3aMmicHUKH B aapi 1,2,4-
Tpuazoiy [2, 5, 9]. B nybnikauisx yueHi gociij-
JKYIOTh TOCTPY TOKCUUHICTh JESIKUX aJIKIIOXITHUX
5-(rerepun)-2H-1,2,4-tpuazon-3-rionis [2, 8, 9 |.
BcraHoBneHO, 1110 MOKa3HUK TOCTPOT TOKCHUHICTI
3a3HAUEHUX AJIKIJIMOXIHUX 3HAXOJUTHCS B ME)KAX
1420-295mr/kr [2, 8, 15]. [Ipudyomy Ha rocTpy TOK-
CUYHICTb IIMX CIOJIYK BILUTUBAE JIOBKMHA JIKLTEHOTO
paaukany Ta XapakTep 3aMicHUKa Oijis aToma
cynbdypy. [lonopxeHHs alKiIbHOTO paguKaty Mo
Tio-rpymni NMPU3BOJAUTH IO JESIKOrO MiJBUIICHHS
TOKCHYHOCTI pe4oBHH [2, 8]. [lepexin mo 3-ankinTio-
S5-(retepun)-4-apun-4H-1,2,4-tpuazonis
CYTMPOBOXKYETHCS MiIBUILIEHHSAM TOKCUYHOCTI [2, 8,
15, 16]. T'ocTpa TOKCUYHICTh LIUX CHOJYK 3HAXO-
nuthes B Mexkax 850-330 mr/kr. [Tepexin mo 3-(2,4-
nuHiTpodeHin)-Tio-5-(retepun)-4-apun-4H-1,2,4-
TPHUA30JTIB MiIBUIIYE TOKCHYHICTb CIIOJYyK [2, 8, 15].
PeuoBrHM 11bOTO KJ1acy € HAWOTBII TOKCUYHUMM.
Binomo, 1110 HasIBHICTh KApOOHLIBHOT MPYITH 3MEH-
1Iy€ TOKCUYHICTh NoXigHux 1,2,4-Tpuasoiny [2, 12,
17, 18]. Ilepexin 10 KETOHIB CyNpPOBOIXKYEThCS
3MEHIIEHHSAM TOKCUYHOCTI crofyk B Mexax 900-
295 mr/kr. Ha BeTMYMHY TOKCUYHOCTI LIMX PEYOBHH
BILJIMBAIOTh 3aMiCHUKHM y (hEeHIIbHOMY paguKai
3aJIMIIKY KeTOHY [4, 5-7, 9]. Tak, BBeAeHHS B MOJIO-
JKeHHSI YOTHUPH LIbOTO 3aMiCHHKA aToMy XJI0pY 3MeH-
1Iy€e, a HITPOrpyIH MiABULLYE TOKCHYHICTh CIOMYK
[2]. Takox, KOJIM 3aMiCHUKOM B TIOJIOXKEHHI YOTHUPHU
sapa 1,2,4-tpuazony € deHisibHa rpyra, TOKCHUHICTh



Haykosi ornagu

pi3ko 3pocTae i cknanae 376 mr/kr [8, 15].

BinHoByeHHS KapOOHLIBHOT TPyNH MiIBUILILYE Gio-
noriuHy akTuBHICTb [ 15]. TocTpa TokcnuHicTh 2( 5-
retepun)-2H-1,2,4-rpuazon-3-intio- 1 -apuneraHosnis
Ta 2(5-rerepun)-4-apun-4H-1,2,4-rpuazon-3-inrio-1-
apuIeTaHOIB 3HAXOIUThCS B Mexkax 714-430 mr/kr
[2], 10 CBiqUUTH MpO Te, 1110 BOHU MPAKTUYHO HE
TOKCHYHI. BiguyTHMX 3akOHOMipHOCTEH 3MiHHU
rOCTpOi TOKCUYHOCTI B JAHOMY psifli He criocTepi-
raerbes.

Huknizauis 2(5-rerepun)-2H-1,2,4-tpuazon-3-
iTio-1-apuneraHoHiB B oxiaHi 2-(retepw)-6-apuii-
Tiazouno[3,2-8][ 1,2,4]-Tprazonu CynpoBOIKY€EThCS B
JAHOMY BUMAAKY ACSKUM MiABULICHHSIM TOKCHY-
HoCTi [2, 8, 15]. HeoOXigHO TakoK BIAMITHTH, IO
XapakTep 3aMiCHUKA B LIOCTOMY TMOJIOXKEHHI CYTTEBO
He BIUIMBAE Ha NMOKa3HUKK rocTpoi TokcyHOCTi. Tak
PAA CIOJYK MarOTh OJIHAKOBI TTOKa3HUKH rOCTpoi
TOKCUYHOCTI. Jlesike 3MeHIIIeHHS! TOKCUYHOCTI CTOC-
TepiraroTbes y 2-(rerepui)-6-enin-tiazono-[3,2-
B][1,2,4]-Tpua3zonis, siKi He MatOTh 3aMiCHHUKIB Yy (e-
HIJILHOMY paJIMKalli Tia30JIbHOTO KiJIbLI.

Cnipn 3ayBakuTH, o 2(5-rerepui)-4-apun-1,2,4-
TpHazoJi-3-iTioaleTaTHi KUCJIOTH OiIbLI TOKCHYHI,
Hik 1x ectepu [8, 15]. [lomoBxkeHHsT ecTepoBOro
paaukany, abo BBeIGHHs apOMaTUYHOTO PaJUKay B
YyeTBepTe MoJoKeHHs anapa 1,2,4-Tpuazony npus-
BOJIUTH JI0 HE3HAYHOTO MiIBUILIEHHS TOCTPOT TOKCHY-
HocTi [4, 6, 14].

Sk i B iHIWX BUnNaakax, coii 2(5-retepun)-4-
apun-1,2,4-Tpra3oi-3-i1TioaleTaTHUX KUCIOT MEHIII
TOKCHUHI HiX 1X kucyiotu [2, 3, 11, 15]. l'octpa Tok-
CHUYHICTh CHHTE30BaHUX COJIEH 3HAXOAUTHLCS B Me-
skax 1790-283 mr/kr. BcTaHOBIEHO, 1[0 BBEAEHHS
apOMAaTUYHUX paJUKaliB B HETBEPTE MOJOKEHHS
MorieKysH 1,2,4-Tpra3ony He3Ha4HO MiABUILYE FOCTPY
TOKCHYHICTh. AJie B LisioMy, coni 2(5-retepuin)-4-
apwii-1,2,4-Tprazon-3-inrioaeraTHUX KUCIOT Mpak-
TUYHO HETOKCHYHI CTIOTYKH.

[Nepexia Bix BiAMOBIAHUX TiOALIETATHUX KUCJIOT
10 T1Ipa3KiB Ta aMi/liB 3MEHBIIYE TOCTPY TOKCHY-
HicTh [2, 8, 13]. HaliMeHIIl TOKCUYHOIO CIIONYKOIO €
2~(5-rerepun)-2H-1,2,4-tpuazon-3-iirio)-N,N-0ic(2-
rigpokcuerui)ameramiau. ['octpa TokenuHicTh 2-(5-
(retepun)-2H-1,2,4-tpuazon-3-intio)-N,N-
nuetunaieramiaie ta 2-(5-rerepun)-2H-1,2,4-Tpua-
30151-3-11Ti0) aneramiaiB JOpiBHIOE OM3bKO 920 Mr/
kr Ta 870 mr/kr BignosigHo. Tako)k HE3HAYHE IT1BU-
IIEHHS TOCTPOT TOKCUYHOCTI CIIOCTEPIraeThes Mpu
BBElIeHHI (eHITBHOrO paguKany B Mosekyny 1,2,4-
Tpuazoiny [14, 15, 17].

[Nepexia no imigennoxigaux 2-[ S-(rerepun)-2H-
1,2,4-Tpua3on-3-iitio]-aneToriara3uiaiB CyrnpoBoi-
JKYETbCS ASSKMM 3HW)KEHHSIM TOKCHYHOCTI CIOJTYK,
IO TOSCHIOETBCS MEHIIOI PO3UYMHHICTIO LHUX

cnostyk. HeoOXiiHO TakoK BiIMITUTH, 110 BBEICHHS
B 3aJIMLIOK ajbJeTiAiB HITPOrpyInH B MeTa- abo mnapa
TIOJIOXKEHHS, MiJBUIIYE TOKCHYHICTD LIUX CIIOJTYK.

Ilo cTocyeTbest 2-(reTepuit)-S-i1iAeHTIa3010-
[3,2-8]-1,2,4-Tpuazon-6(5H)-onie [2, 8, 15], To 1e
HalMEHII TOKCUYHI CMOJIYKH LbOTo paxy, ix JIJAS50
3HAXOJUTCS B Mexax 661-1420 Mr/Kr, o Takox
MO>KHA MOSICHUTH BaYKKOIO PO3UYMHHICTIO OTPUMAaHUX
pedoBuH. BennurHa TOKCUYHOCTI UTiACHTIApa3u/IiB
3aJIeKUTh Bijl XapakTepy 3aMiCHUKA TIPU apoMaTHy-
HOMY (parMeHTi 3aJulIKy aibiAeriay, o 3Ha-
XOJIUTCS B TOJIOXKEHHI I’ sITh. Tak, KO B pyroMy
NOJIOKEHHI Tia30JI0TPUA30JIbHOTO OILMKITY 3aMic-
HUKOM € siIpo (QypHHY, TO BBEACHHS METOKCHUIIBHUX
rpy1 abo riIpOKCUIIBHOI IPYIH B 3JIMILOK ajbAeTidy,
MiIBUIIYE TOKCUYHICTB CIIOJYK [2, 8].
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[IpoBeneHo y3arajabHEeHHs BiJOMUX JIiTepaTypHUX
JUKepesl CTOCOBHO JOCHiIKEHHS TOCTpoi TOK-
CUYHOCTI HOBUX S-moxinHux 1,2,4-Tprazosi-3-TioHiB i3
3JIMIIKAMHU TeTePOLUUKIIYHUX Ta apOMaTHUYHUX
(parmenTie. BeTaHoBnieHi 3akOHOMIpHOCTI Mixk Oy-
JIOBOIO CHHTE30BaHUX CIIOJIYK Ta IX TOCTPOIO TOK-
CHUHICTIO CBiIYaTh NPO MEPCHIEKTUBHICTD MOLLIYKY.
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OCTPAA TOKCUYHOCTBb HEKOTOPBIX S-
3AMEIIEHHBIX 5-(T'ETEPWJI)-2H-1,2,4-TPUA30JI-3-
THUOHOB U 5-(I'ETEPWJI)-4-APWUJI-4H-1,2,4-TPUA30JI-
3-TUOHOB

O.B. Mopososa

Pe3rome. 3a rocneiHye rojibl CTPEMUTENBHO YBEIMUUBACTCS
KONTMYECTBO IMyOJMKaIHii OTEIECTBEHHBIX M 3apyO0eKHBIX YUEHBIX,
MOCBSIIEHHBIX U3YUYEHUIO XUMUYECKUX 1 OUOJIOTUYECKHX CBOMCTB
npousBoaHbIX 1,2,4 - Tpuazon-3-tuoHos. JlureparypHsie
HACTOYHUKH CBUIETEJIBCTBYIOT , YTO MPOU3BOJIHbBIC JAHHOU
reTePOLUKINYECKOU CUCTEMBI OTHOCATCA K KJIaccy Majo-
TOKCHYHBIX MM MPaKTUIECKN HETOKCUUHBIX COCAMHEHHMN.
KnroueBbIM 3Tanom Ha IyTH MOUCKA OMOJIOTMYECKH aKTUBHBIX

CTPYKTYP SIBJISIETCS MCCIIE/IOBAHUE OCTPO TOKCHYHOCTH HOBBIX
Mouiekyil. UHTepec BbI3bIBaeT 0000IIECHUS PE3yIbTaTOB HOBBIX
9KCHEPUMEHTAIIBHBIX JIAHHBIX 110 UCCIIEIOBAHUIO OCTPOM TOK-
CUYHOCTH S- 3aMelleHHbIX S-(rerepun)-2H-1,2.4-tpuazon -3-
TUOHOB U 5-(rerepuin)-4-apui- 4H-1,2.4-tpua3on-3-THOHOB.

KuarwueBbie ciaoBa: S-npousponnsie 1,2,4-rpuazon-3-
THUOHOB, OCTPasi TOKCUYHOCTh, B3aMMOCBS3b "CTPOCHUE -
TOKCUYHOCTB".

ANACUTE TOXICITY OF SOME S-SUBSTITUTIONED
OF 5-(HETERYL)-2H-1,2,4-TRIAZOLES-3-THIONE AND
5-(HETERYL)-4-ARYL-4H-1,2,4-TRIAZOLES -3-THIONE

0.V. Morozova

Abstract. In recent years, has rapidly increased number of
publications of the domestic and foreign scientists, devoted to
the study of synthetic and biological properties of 1,2,4-
triazoles -3- thiones derivatives. Literary sources indicate that
derivatives of such heterocyclic system belong to the class of
low-toxic or nearly non-toxic compounds. A key stage in search
of the biologically active structures is research of the acute
toxicity of new molecules. An interest causes the results
summarizing of new experimental facts towards the acute
toxicity research of the S- substituted of 5-(heteryl)-2H-1,2,4-
triazoles-3-thiones and 5-( heteryl)-4-aryl-4H-1,2,4-triazoles-3-
thiones.

Keywords: S-derivatives of 1,2,4-triazole-3-thiones, acute
toxicity, the relationship "structure - toxicity."
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