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HEMPOTPOMHA AKTUBHICTb S-NMOXIAHUX 5-(dYPAH-2-1J1)-4-R-1,2,4-

TPIA30J1-3-TIOHIB
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3aropi3bknii AepxaBHU MEANYHWI YHIBEPCUTET
HaujoHanbHmWi hapmaLieBTuYHWY yHIBepcuTeT', XapkiB

Pe3iome: BMBYEHO HENPOTPOMHY aKTUBHICTb S-MoxigHUX 5-(dypaH-2-in)-4-R-1,2,4-tpiagon-3-TioHiB. BCcTaHOBNEHO
3aKOHOMIPHOCTi BiIHOCHO NOJIOXEHHS 3amicHuMKiB npu N, — atomi, C3 — aromi aapa 1,2,4-Tpia3ony HOBUX CMOAYK — S-
noxigHux 5-(¢pypaH-2-in)-4-R-1,2,4-1pia3on-3-TiOHIB i NOKA3HUKIB X HEMPOTPOMHOI aKTUBHOCTI.

KniouoBi cnoBa: S-noxigHi 5-(dypaH-2-in)-4-R-1,2,4-1pia3on-3-TioHiB, HEMPONENTUYHA Ta aHaNIENTUYHA aKTUBHICTb.

Bectyn. Y 3B’a3ky 3 MOLMVPEHHAM 3axBOpPlOBA-
HOCTi HaceneHHa YkpaiHM, cyyacHa BiTYM3HAHa dap-
MaueBTUYHA Ta MeamyHa rajly3b notpebye BnpoBas-
XEHHS B MPakTUKYy HOBUX BUCOKOE(DEKTUBHUX
nikapcbknx 3acobiB. Cepen, BENUKOI KiNbKOCTi Pi3HO-
MaHiTHUX HayKOBMX Mpaub BiTYN3HAHUX Ta 3aKop-
OOHHNX aBTOPIB, MPUCBAYEHUX MOLUYKY CUHTETUY-
HMX BGioNoriYyHo akTMBHUX cnonyk [6], ocobnuey
3auikaB/EHICTb BUKJIMKAKOTb FETEPOLVKITIYHI CuUcTe-
MW, OCHOBOIO AKux € aapo 1,2,4-tpiasony. Jlitepa-
TYpHI axepena ceigyate [1 — 3], wo noxigHi 1,2,4-
Tpia3ony € ManoTOKCUYHMMM abo NPakTUYHO HETOK-
CUYHMMM CNONyKaMK, Aki AOCTYMNHI ansa cuHTesy. Kpim
TOro, noxigHi 1,2,4-Tpiaszony BUABMSAIOTb Pi3Hi BUOW
dapmMakonoriyHoi akTUBHOCTI i MOXYTb ByTK BUKO-
pucTaHi Ang CTBOPEHHS HOBUX OPUTiHaNbHUX
nikapcbkux 3acobiB. AHanNi3yuun nitepaTypHi OaHi
[4 - 5], HEOOXiOHO BU3HAYUTU, LLLO HENPOTPOMHY
aKTUBHICTb cepen, noxigHux 1,2,4-Tpia3ony BUSBNS-
I0Tb 1K BOLOPO3YUHHI CMOAYKW, TaK i CNOAYKW, SKi
PO34YMHHI B OPraHiyHUX PO34YMHHUKAxX. TOMY METOI0
HaWWOoro AOCNIOXEHHSA € BUBYEHHHA HENpOTPOMNHOI
aKTUBHOCTiI S-noxigHux 5-(pypaH-2-in)-4-R-1,2,4-
Tpia3on-3-TioHIB Ta BCTAHOBJIEHHS OESKUX 3aKOHO-
MIPHOCTEl BIOHOCHO MONOXEHHA 3amicHuKiB npu N,
— atomi Tpia3oaoBOro LMKy Ta atoMy Cipku, ska
3HAXOAUTbCA B TPETbOMY MOJSIOXEHHI 1,2,4-Tpia3o-
NIOBOro gagpa Ta ix dapmakonorivyHoi aii.

MeTtoaun pocnipXxeHHs. [ng 3’9CyBaHHS Hen-
POTPOMHOI aKTUBHOCTi Hamu GyB BUKOPUCTaHWU Me-
TOoA, BMBYEHHS B3aemogii 3 6apbiTypaTtamum Ta aHa-
nentukamm S-noxigHux 5-(¢pypan-2-in)-4-R-1,2,4-
Tpiason-3-TioHiB. docnign 6ynn npoBefeHi Ha
kadenpi dapmakotepanii HayioHanbHoro ¢apma-
LEBTUYHOrO YHIBEPCUTETY Ha iHTAKTHUX BiNnx LLy-
pax niHiT Bictap pi3Hoi cTtati macoto 90-210 r no
7 TBApWH B KOXHiN cepii. KOHTpONbHUM rpynam
BBOOU/IN BHYTPILUHbOYEPEBHO HATPIili eTaMiHan B
no3i 30 Mr/kr i ix yac HapKOTUYHOrO CHY Mpuiima-

nn 3a 100%. Cnonyky, W0 BMBYanacb, PO34MHANU
y disionoriyHoMy po34uHi, BBOAUAN BHYTPILUHbO-
yepeBHO abo y BUrnagaai cycnexsii, crabinisoBaHoi
TBiHOM-80, y nosi 0,1 Big J14,, 3a gonomorow Mme-
TaneBoro 3oHAa B LWAyHOK. Yepe3 30 xB BHYTpiLL-
HbOYEPEBHO BBOAMAN HaTpin eTamiHan (30 mr/kr).
Mpo yac Aaii HaTpin eTamiHanoBOro CHy cyaunm 3a
yacom, MPOTHAroM SIKOro TBapuHa 3Haxoawunacb y
OOKOBOMY MOJIOXKEHHI, TOYHILlE, 3 MOMEHTY BTpaTu
pednekcy nepeBepTaHHA. 9AK eTanoHu MOPIBHSH-
HS BUKOPMCTOBYBaNM amiHasuH i kodeiH-6eH3oaT
HaTpito, 9ki BBoamnm B po3ax 5 ta 10,0 mr/kr
BianoBigHo. OTpuMaHi ekcrnepuMeHTasnbHi AaHi Npo
B3aEMOJil0 S-noxigHWX Tpiasony 3 HaTpiit eTamiHa-
NIoM Ha 6inux ulypax HaBedeHi B Tabnuuax 1 — 3.
PesynbTatn i oGroBopeHHsi. Ha genpumyiody
aKTUBHICTb Oyno BMBYEHO 53 HOBMX CUHTE30BaHMX
Hamu S - noxigHux 5-(dypaH-2-in)-4-R-1,2,4-Tpiazon-
3-TioHiB. BCTaHOBNEHO, LLLO HEMPOTPOMNHA aKTMBHICTb
S-noxiaHux 5-(pypan-2-in)-4-R-1,2,4-Tpiazon-3-TioHiB
3aN1eX1Tb 9K Bifi 3aMiCHUKIB MO 4YeTBEPTOMY MOJ0-
XeHHi aapa 1,2,4-Tpiasony, Tak i 3aMiCHUKIB Mo atomy
CipkM Tpia3onoBOro umkiy. AHaniayoun gadHi Tabnuub
1 — 3, HeoOXigHO 3a3HaYNTU, Lo HabINbLLY HeNnpo-
NenTUYHY aKTUBHICTb cepen, noxigHux 1,2,4-Tpia3ony
BUSBNSAOTb BOAOPO34MHHI cnonyku (la, lo (tabn. 1)
Ta llix, Iy, (Tabn. 3)), 9ki 32 HENPONENTUYHOIO AiEl0
Bi4MOBIJAIOTb €TA/IOHY MOPIBHAHHA — aMiHa3uHy, a
0esiKi 3 HUX nepeBaxalTb MOro. AHanenTu4yHy Ajto
BUSBNAIOTL cnonyku (16 (tabn. 1) Ta llir (tabn. 3)), axi
HabnuxarTbCcsa 00 Aii kodeiH-OeH30aT HaTpilo.
BeeneHHs B monekynu 5-(dypaH-2-in)-4-metun-
1,2,4-Tpiazon-3-TioHy Ta 5-(dpypaH-2-in)-4-(2-meTun-
deHin)-1,2,4-Tpia3on-3-TioHy NO aToMy Cipku Tpia3o-
JIOBOrO UMKJY AI€TUNaMiHOETUNBHUIA pagukan, npu-
3BOANTb OO0 MiABULLEHHS HENPONENTUYHOI aKTUBHOCTI
[0 piBHA amiHasuHy (cnonyku g, lo). 3amiHa apoma-
TUYHUX pagukanis y monekynax S-noxigHux 5-(py-
paH-2-in)-4-R-1,2,4-Tpia3on-3-TioHiB (Tabn. 1) Ha ani-
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daTtnyHi Npn3BOAUTbL A0 NiABULLEHHSA HENponenTuny-
Hoi akTuBHOCTI (X, In (Tabn.1)). OgHak BBEOEHHS
METUJIbHOrO 3aMiCHUKA MO YETBEPTOMY MOJIOXKEHHIO

PapmaneBTHYHA TEXHOJOrisA, Giogapmanis, romeonaris

Pharmaceutical technology, biopharmacy, homeopathy

anpa 1,2,4-Tpiadony 3amicTb apoMaTM4yHOro Beae Oo
Pi3KOro MigBULLEHHS aHanenTuyHoi gji (16 (Tabn.1)),
sika MepeBULLYE aKTUBHICTb KOQEIH-OEH30aT HaTpilo.

Tabnuua 1. PesynbTary HEMpOTPONHOI akTUBHOCTI S-noxigHux 5-dypaH-2-in)-4-R-1,2,4-tpiazon-3-TioHiB (la — c)

Ne 3a/n R, R, % aKTHUBHOCTI
AMiHa3uH 100
Kodein-0enzoar Hatpiro 100*
Ia METHUIT C,H; 84
16 METHUIT CsH;-u 102*
Is METHII CgHo-H 77
Ir METHI CoH9-H 94
In METHIT JIETUIIaMIHOCTHUII TiApoOpoMiz 98
Ie 2-metungeHin C,H; 72
Ix 2-metundeHin C;3H7-1 99
I3 2-metungeHin CsH;-H 74
I 2-meTungeHin CsHjo-H 80
In 2-meTundeHin CoHjg-1 99
Im 2-metundeHin CoHs, 68
In 2-MeTuneHin LIUKJIOTEKCHIT 88
To 2-metundeHin JIETHUIIaMIHOCTHUII TiApoOpoMiz 100
In 2-metungeHin M-HITPOQEHIT 81
Ip 2-meTungeHin 2-X1HOJII 73
Ic 3-meTungeHin JIETUIIaMIHOCTHUII TiApoOpoMiza 87
Mpumitka. *— pesynbTaty aHanenTuyHoi Aii S-noxigHux 5-(pypaH-2-in)-4-R-1,2,4-tpia3zon-3-TioHiB.

LLlo cTocyeTbCca HEMPONENTUYHOI Ta aHanenTuy-
HOI pii 2-[5-(dypaH-2-in)-4-R-1,2,4-Tpiason-3-inTio]-
1-apuneTaHoHiB (Tabn. 2), iX aKkTUBHICTb He nepe-
BULLYE aKTUBHICTb aMiHa3nHy abo kodeiH-6eH30-
aT HaTpito

BiOMOBiAHO.

Hedki

2-[5-(dpypaH-2-in)-4-R-1,2,4-Tpia3zon-3-intio]-1-apun-
NeTaHoHM HabnuXxaloTbCa 00 aKTUBHOCTI aMiHasn-
Hy (llk, lIm (Tabn. 2)). BBenoeHHs B Monekyny 5-(opy-
paH-2-in)-4-(2-meTokcudeHin)-1,2,4-tpiason-3-tio-
Hy pagukan gudeHinetaHoHy (llk, (Tabn.2)) abo B

Tabnuua 2. Pe3ynbTatv HEMPOTPOMNHOI akTUBHOCTI 2-[5-(dypaH-2-in)-4-R-1,2,4-Tpiazon-3-inTio]-1-apuneTaHoHiB

(lla - H)

(A e

2

(¢}

Ne 3a/n R, | R, | R; % aKTHUBHOCTI

AMiHa3uH 100

Kodein-0Oensoar Harpiro 100*
IIa METHI H CeH; 78
116 METHII H CegH4NO,-11 72
1Is METHII CeHs CeHs 66
IIr 2-MeTrindeHin H C¢Hs 79
10 2-MeTrideHin H CegH4NO,-11 67
Ile 2-meTuindeHin CeHs CeHs 62
JIES 2-MeTOKCH(eHiT H CeHs 73
13 2-MeTOKCH(eHiT H CeH,NO,-1n 89
JIE 2-MeTOKCH(eHiT CgH; CgH; 93
1In 3-metmindeHin H CeHs 84
IIm 3-metmindeHin H CeH4NO,-11 91
Iu 3-metmindeHin CeHs CeHs 83

Mpumitka. * — pe3ynbTatm aHanenTuyHoi aii 2-[5-(dypaH-2-in)-4-R-1,2,4-Tpia3on-3-inTio]-1-apnneTaHoHiB.
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Monekyny 5-(dypan-2-in)-4-(3-metundexin)-1,2,4-
Tpia3on-3-TioHy 4-HiTpodeHauunbHMUn 3amicHuk (lim,
(Tabn.2)) npm3BOANTb A0 NiABULLEHHS HeEWponen-
TUYHOI AOii cMHTe3oBaHuUx cnonyk. Mepexig Big 2-
[5-(dypaH-2-in)-4-(2-meTundeHin)-1,2,4-Tpiazon-3-
inTio]-1-apnnetaHoHiB 0o 2-[5-(dypaH-2-in)-4-(3-
MeTundenin)-1,2,4-tpiazon-3-intio]-1-apuneTaHoHis
4YaCTKOBO MiABULLYE aKTUBHICTb PEYOBUH.

Ak Mum 3a3Havanm [1], Ha dapmakonoriyHy ak-
TUBHICTb conen 1,2,4-Tpiason-3-inTioaueraTHnx KuUc-
NIOT BMJIMBAE HE TiflbKU MOJSIOXKEHHS 3aMiCHUKIB MO
anpy 1,2,4-Tpia3ony, a xapaktep KaTioHy (HeopraHi-
yHoi abo opraHiyHoi npupoaun). Cepen HOBUX CO-

Tabnuua 3. Pe3ynbTat HENPOTPOMHOI aKTUBHOCTI

nen 2-[5-(¢pypan-2-in)-4-R-1,2,4-tpiaszon-3-intio]
aueTaTHUX KMcnoT (Tabn. 3) HanbinbLly akTUBHICTb
BUSIBNSAIOTb COMi 3 opraHiyHumm ocHosamu (llIr, llIx,
llly, (Tabn. 3)). 3amiHa B Monekysni KUCAOTM apomMa-
TUYHOro 3amicHMKa Ha anidaTtnuyHun y 4eTBEPTOMY
MOJIOXEHHI TPIia30/I0BOro LMKAY Pi3KO 3MIHIOE BUA,
aKTMBHOCTI Ta roro cuny gii. Tak, mopdoninin 2-5-
(dbypanH-2-in)-4-(3-meTundeHin)-1,2,4-Tpiazon-3-
intiolauetar (lllu, (tTabn. 3)) NPosBNSE BUCOKY Heli-
PONENTUYHY aKTUBHICTb, @ MOP@ONiHiA 2-[5-(PypaH-
2-in)-4-metun-1,2,4-tpiason-3-intiolauetart (llr,
(Tabn. 3)) BUCOKY aHaNenTUYHY aKTUBHICTb, sIka Ha-
6nnxaetrbca A0 Ail kogeiH-0eH30aT HaTpito.

-[5-(pypaH-2-in)-4-R-1,2,4-Tpiazon-3-inTiolauerarHnx

KMcnort, ix conen 1a ectepis (llla - a)

N—N
o N 0—R;
3

Ne
R, R, % aKTHBHOCTI
CHOJIYK
AMmiHa3uH 100
Kodein-6en3oar Harpiro 100*

Ila 2-MeTundeHin H 68
1116 METHUI H 96
1118 3-meTmieHin H 81
IIIr METHIT MopdoiHii 98*
g MCTHII MinepUINHINA 77
1lle 2-MeTundeH Na 81
1IDx 2-MeTundeHun K 70
1113 2-MeTundeHn NH,4 62
1k 2-MeTundeHia H;NCH; 62
IIn 2-MeTuindeHina H,N(CH;), 85
1M 2-MeTundeHia HN(C4Hy), 73
111 2-MeTundeHn Jli€THIIaMIHOCTAHOII 80
Illo 2-MeTundeHia MopdoiHii 69
I 2-MeTundeHun HinepuIuHIN 73
1Ip 3-meTmieHin Na 87
Illc 3-meTmieHin K 71
1T 3-meTmieHin NH, 70
1y 3-meTmieHin H;NCH; 94
I 3-meTrndeHin H,N(C,Hs), 97
1IIx 3-metrndeHin HN(C4Hy), 110
1y 3-meTtrndeHin MopdoiHii 100
JUIL 3-meTmieHin HinepuIuHIN 78
1 2-MeTundeHn CH; 88
JIBE) 2-MeTuindeHin C;H-H 70
1Is 2-MeTundeHun C4Hy 84

Mpumitka * — pegynbTatm aHanenTuyHoi 2-[5-(dypaH-2-in)-4-R-1,2,4-Tpia3don-3-inTioJaueratHnux KUCNOT, iX conemn

Ta ecTepiB.

BucHoBok. [locnigXeHo HEMPONENTUYHY Ta aHa-
NEeNTUYHY aKTUBHICTb 53 HOBMX CUMHTE30BaHWX Cro-
nyk — S-noxigHux 1,2,4-Tpiason-3-TioHiB, cepen
AKMX 3HANOEHI PeYOBUHU, §AKi NEePEeBULLYIOTb aK-

TUBHICTb €TaNIOHIiB MOPIBHAHHA: aMiHa3nH Ta KO-
deiH-6eH30aT HaTpito. BCTaHOBNEHO 3aKOHO-
MipPHOCTi BifHOCHO OYy[0BM CUHTE30BaHUX CMOYyK
Ta iX HEMPOTPOMHOI Ail.
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HEWPOTPOMHAA AKTUBHOCTb S-NMPOU3BOAHbIX 5-(®YPAH-2-UJ1)-4-R-1,2,4-TPUA30J1-3-

TUOHOB

B.B. MapueHko, A.U. NaHaceHko, E.I. KHmwu, A.A. CeBuHTO3enbckuii, b.A. Camypa’

3arnopoxxckunii rocy4apCTBEHHbIVI MEANLIMHCKUI YHUBEDCUTET
HavmoHanbHbIf apmaLieBTUHECKNT YHNBEPCUTET!, XapbkoB

Pe3iome: mn3yyeHa HeMponenTuyeckass n aHanenTuyeckasl akTMBHOCTb S-Mpomn3BogHux 5-(dypaH-2-un)-4-R-1,2,4-
Tpr1ason-3-TMOHOB. YCTaHOBJIEHbI HEKOTOPbIE 3aKOHOMEPHOCTM OTHOCUTENbHO CTPOEHUS UCCNEO0BaHHbIX COEANHEHWIA

1 nokasarenemn nx Gpapmakonorm4eckom akTMBHOCTU.

KnioueBble cnoBa: S-npousBogHbie 5-(dypaH-2-nn)-4-R-1,2,4-Tpna3on-3-TMOHOB, HEMPOTPOMNHAsA akTUBHOCTb.

NEUROTROPIC ACTIVITY OF S-DERIVATIVES 5-(FURAN-2-IL)-4-R-1,2,4-TRIAZOL-3-THIONS

V.V. Parchenko, O.l. Panasenko, Ye.H. Knysh, 0.0. Svintozelsky, B.A. Samura’

Zaporizhyan State Medical University
National Pharmaceutical University!, Kharkiv

Summary: Neurotropic activity of s-derivatives 5-(furan-2-il)-4-R-1,2,4-triazol-3-thions has been studied. Laws concerning
a structure of the investigated connections and parameters of their acute toxicity has been established.

Key words: S-derivatives 1,2,4- triazole, neurotropic activity and analeptic.
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