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AIYPETUYHA AKTUBHICTb 4-(2-METOKCU®EHIN)-5-ANKIT(APWUI)-1,2,4-TPIA30J1-3-TIOHIB
TA IX S-NMOXIQHNX
3arnopisbkuli depxasHuli MeduyHUl yHieepcumem

Knrouoei cnosa: 1,2,4-mpiazon, diypemuuna akmueHicmo.

Knroueswvie cnosa: 1,2,4-mpuason, ouypemuueckas aKmugHOCb.

Key words: 1,2,4-triazols, diuretic activity.

BuBdeHo aiypernuHy akTHBHICTH 4-(2-MeTokcudenin)-S-ankin(apun)-1,2,4-Tpiazon-3-TioHiB

Ta IX TionoxigHux. BcraHosiaeHo nesxi

3aKOHOMIpPHICTI Mi’k OY/TOBOIO CHHTE30BaHHUX CIIOJIYK Ta MOKa3HUKAMHU iX JiypeTHYHOI aKTUBHOCTI.

W3ydena nuypeTndeckas akTUBHOCTB 4-(2-MeTokcudenwn)-5-ankun(apun)-1,2,4-1pua3on-3-THOHOB M UX THONPOU3BOIHBIX. YCTAHOBJICHBI
HEKOTOPBIE 3aKOHOMEPHOCTH MEXIY CTPOSHHEM MCCIIeyeMbIX COSTUHEHHUI 1 MTOKA3aTeNsIMU UX TUYPETHIECKOH aKTUBHOCTH.

We have studied diuretic activity of 4-(2-methoxyphenyl)-5-alkyl(aryl)-1,2,4-triazol-3-thions and their S-derivatives. We have established
the regularities between the receiving substances structure and their diuretic activity indicators.

BiLLOMo, 0 TOXiJHI TaKol TeTePOIUKIIYHOI CHCTEMH,
stk 1,2,4-Tpia3oi1, MalOTh HTUPOKUN CHIEKTP 010JI0TIUHOT
Iii, a caMe: TPOTHUBIPYCHY, aHTUTIMIOKCUYHY, TIPOTHHAOPSIKO-
BY, JlypeTHUYHYy Ta iHII BHIU (apMaKoJOTI9HOI aKTUBHOCTI
[4,5]. desiki 3 umx crioiyk (TioTprasoiid, GayKoHA30J1) CTaIH
OpHUTTHAIBHUMMU JIIKapChKUMHU 3aco0amu [2,3,6,7]. Coix Takox
3a3HAYUTH, 110 HAMH 3pOOJIEHO y3arajdbHEHHS BiTHOCHO 3a-
JISKHOCTI (hapMaKoJIOTI9YHOT AKTUBHOCTI PEYOBHH, 10 CHHTE-
30BaHi 32 OCTAaHHI JAeCATUPIYYsI, BiJ iX OynoBu. Criuparoduch
Ha JIOCBIJ TIOTEPENHIX JOCIIHDKeHb MM TIOCTaBHIN cOOi 3a
MeTY JTOCTIIUTH IIypEeTUIHY aKTUBHICTb 4-(2-MeTOKCU(EH1T)-
S-ankin(apwn)-1,2,4-Tpia3oa-3-TioHIB Ta iX TIOMOX1THUX.

MATEPIAJIA I METOIN

Jocninu npoBonuiichk Ha Kadenpi KiaiHigHoT (papmakoorii
1 apmarii 3anopizpKoro Aep>KaBHOTO MEIMYHOTO YHIBEpCH-
TeTy (3aBimyBau kadenpu mpodecop Kpaiinamenko O.B.)

BuBuenHs BIuMBY Ha (QyHKIIIFO HUPOK 4-(2-MeToKcH(eHi)-
S-ankin(apuin)-1,2,4-Tpia3on-3-TioHiB Ta iX S-moximHUX OYyJI0
MIPOBEICHO Ha 0e3n0poHMX OiMX mrypax Baroto 115-180 r3a
metonom €.b. Bepxina.

Jlnist mocmipKeHH s BIIMBY Ha (DYHKIIIFO HUPOK BUKOPHCTO-
ByBaJIM 6 TPyI TBapHH 10 7 HIypiB y KoxHii. [Ipy BUBYEHHI
BOJIHOTO JIiype3y LIypiB yTPUMYBAJIN Ha TOCTIHHOMY Xapuo-
BOMY PAIliOHI MPH BIJIBHOMY JOCTYIIi 10 BoaX. [l0 BOXHOTO Ha-
BaHTaXeHHs (5% BiJ] Baru Tijia) HIypiB BUTPUMYBAJIN HA IPO-
Ts131 2-X TOJIMH 03 1Ki Ta BOAH.

BomopozunHHi croyiyku BBOAMIIM IHTPANIEPUTOHAIBHO 3 ypa-
XyBaHHSIM TIPaBUJI aCENTHKU Ta aHTUCEHTUKH, BOJOHEPO3YHH-
HI — TIEpOpaJIbHO y BUIVISIII BOJHOI CycrieH3ii, cTabii3oBaHol
tBiHOM-80. Crionyku BoawM B 103i 1/10 Big JIJ, . Kinbkicts
cedi MiJIpaxoByBaJM Yepe3 KOXKHY TOJMHY Ha Mpotsi3i 2— 1 41
roauH. KinbKicTb ceui, 110 BUILINIIA KOHTPOJIbHA TPyIia TBAPHH
(sIka HE OTpUMYBaJIa JOCIIHUX CIIONYK), puiiMaiu 3a 100%.

Jlocimi/pkeHHST Ta aHalli3 OTPUMAaHUX EKCIePUMEHTaIbHUX
JMAHUX TIPOBOIWIN B TOPIBHSHHI 3 CTAJIOHHUMH [IypETHKA-
MU — rinoriazuzoM ta gpypoceminom. Pesynsraru npoBeaeHnx
eKCIIEPUMEHTAJILHUX AOCIIPKCHb HaBelleHI B Ta0auisx 1-3.

OTPUMAHI PE3VYJIBTATH

Ha  niypermuny  axtuBHicCTE  4-(2-MeTOKCHU]EH1N)-5-
ankin(apwn)-1,2,4-Tpiazon-3-TioHiB  Ta iX TIONOXiAHWX 3HA-
YHOIO MIpOIO BIUIMBAE SIK HAsBHICTH 1 XapakTep 3aMiCHHUKIB
o sipy 1,2,4-Tpia3ony, Tak i Npupoja 3aMiCHUKIB 110 aTOMy
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cipku ipu C,-atomi 1,2,4-Tpia3010B0ro HuKIy.

Bsaemois 4-(2-metokcudenin)-S-ankin(apmn)-1,2,4-
Tpia30;1-3-TIOHIB 3 XJIOPAILETATHOIO KHUCJIOTOK — MEPexia 10
2-(5-ankin(apun)-4-(2-meToxcudenin)-1,2,4-pia3on-3-111i0)
alleTaTHUX KUCJOT Yy BCIX BHIIJKaX CYNPOBOMKYETHCS Mifl-
BUILIEHHSIM JIIlyPETUYHOI aKTUBHOCTI OTPHMAHUX PEUOBHH. Y
BUIIAJKy 3 KUCIIOTaMHU, HAHOLIbIy aKTUBHICTh BHSIBICHO Y
CHOJIYKH, 1[0 MICTUTh METHUJIbHUM PaJNKAI y II’STOr0 aromy
ByIIewto siapa 1,2,4-Tpiasoy.

AsxinyBanns 1,2,4-tpiazon-3-tionis (I a, 0) (ma6n. 1) rano-
TIHUMHM aJKaHaMu — repexin 10 3-ankinrio-1,2,4-tpiazosis (1
B—€), CYIIPOBOKY€ETHCSI HE3HAYHOIO 3MIHOO J1yPETHYHOT Jii.
Cuig Big3HAYMTH, M0 30UIBIICHHS YUCIIA BYIJICIIEBUX aTOMIB
AJKUTBHOTO pafuKany y 3-ajkinrio-4-(2-merokcudeHin)-5-
MeTwi-1,2,4-Tpiasonis (I 1, €) 3MEHIITy€e MOKa3HUK JaHOI dap-
MAaKOJIOT19HOT aKTHBHOCTI.

Tabnuys 1

JliypeTuuHa akTUBHicTB S-ankija(apui)-4-(2-meToxkcudenin)-
1,2,4-Tpiazon-3-TioHiB Ta S-ajxin(apui)-4-(2-meTokcudenin)-3-

ajkiario-1,2,4-Tpia3zouiis

B
R/< )\S—Rl
N
OCH,
Oiypes, y %
Cnonyku R R, A0 KOHTpOIIo Ha
2— roguHi | 4—1 roauHi
linoTiaang, 187,6 177,0
Pypocemia 265,1 294 .4
la CH, H 112,3 122,5
16 C.H, H 125,8 1347
IB CH, CH, 115,2 110,8
Ir CH, CH,, 104,4 101,7
Ia CH, C,oH,, 105,2 96,9
le C.H, C,.H,, 98,6 88,4
VYTBopenus coneir 1,2,4-Tpia3on-3-TioaneTaTHUX KHCIOT

3aBXK/IM CYIIPOBODKYETHCS MIIBUILICHHSM JIIyPETHYHOT aKTHB-
Hocti cionyk (II, ma6a. 2). Crin BiI3HAUUTH, IO PSII CONeit
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(116, 1, 1, €, 1) 32 CBOEO IIYPETHYHOIO JTI€I0 TICPCBUIYIOTh aK-
THUBHICTb TIMOTIa3MIy.
Cepen ecrepis kucior (11, ma6n. 2) Takox 3HaiieHI aKTHBHI

crionyku (IIm, p).
Tabnuys 2
JliypeTu4Ha aKTHBHICTB coJeii Ta ectepiB 2-(5-aaxin(apui)-4-
(2-meTtokcudenin)-1,2,4-rpiazon-3-iiTio)aneTaTHUX KUCIOT

N—/N

R%N)—s—gz—cgo
0—Ry
OCHg

Hiypes, y % no

Cronyk | R R KOHTPOIIO Ha
! 2-n _ 4-n _
FOAVHI | roauHi
lla CH, Na 175,0 | 184,3
116 CH, K 211,0 | 267,6
liB CH, OVeTunamoHin 134,0 | 158,1
Iir CH, TpUeTaHonamoHin 202,7 | 220,9
I CH, TpUByTUNaMOHin 1451 161,0
lia CH, | Na 185,5 | 191,0
lle CH, | Ca 197,3 | 105,1
lle CH, | amoHin 194,5 | 221,0
1)’ CGH5 ninepuAaiHin 157,3 | 136,2
I3 CH, | H,N-CH, 176,1 | 135,6
I CH, | H,;N-(CH,),-OH 1949 | 187,55
I CH, | avetunamonin 128,9 | 1415
n C,H, | ovetunamoriietavon | 177,2 | 142,9
Ik CH, | Tpubytnnamonii 164,4 | 175,0
In CH, | CH, 211,0 | 223,9
lim CH, | CH, 1854 | 198,5
11 CH, | CH, 189,4 | 156,2
llo CH, | CH, 166,1 | 174,5
IIn CiH, | i-C,H, 202,5 | 224,1
llp CH, | i-CH,, 1141 | 115,6

Yr1BOpeHHs rigpasuai 2-(5-ankin(apum)-4-(2-meTokcudenin)-
1,2,4-tpiazon-3-inrio)aneraraux kucior (I, mabn. 3), Ha Big-
MiHy BiJl CHHTE3y COIICH 1 €CTEepiB, CyIPOBOILKYETHCS 3HIDKCH-
HSIM JIlypETUYHOI aKTUBHOCTI OTPUMAaHUX CIOJIyK. [lomasbiia
KOHJICHCAIIIS TimpasumiB 3 aibierizamMu (4-OpoMOSH3AITbICT I,
2-HiTpoOeH3anpAerin, 2- Ta  4-MCTOKCHOGH3albJIeriy 1
4-MIMETIIIaMiHOOCH3AIIBIET 1T, 2-T1NPOKCH-3-0pOMOCH3AITBICT i)
TIBHIILY€ AIYPETHYHY [Tifo oTpuManuXx crionyk (Illa—i, maon. 3).

Tabnuys 3
Jiyperuyna akTuBHicTs Oensininenriapasuais (Ila—i) 2-(5-
ankin(apui)-4-(2-meroxcudenin)-1,2,4-rpiazoi-3-inrio)
aleTATHHUX KHCJIOT

N—N o
R_< \Ls—gz—c/
N \
HN—N==G—R,
S

OCHj4

Hiypes, y % no
KOHTPOIIO Ha

Cnionyku R R, o .p 4

rogvHi | roguHi

lla CH, C,H,0H-2 69,8 75,7

16 CH, C,H,NO,-2 161,7 | 1453

lis CH, C,H,Br-4 101,9 95,0

lir CH, C,H,OCH_-4 102,2 96,9

nr CH, C,H,OCH.-2 141,7 | 118,6

g CH, C,H,0H-2-Br-3 | 127,4 | 133,2

llle C.H, CH,Br-4 110,7 86,0

llle CH, | CH,OH-2-Br-3 | 114, 114,4

I CH, | CHN(CH,),-4 | 1174 | 106,5

i3 C.H, C,H,0CH,-2 1156 | 107,7

Il CH, C,H,0CH,-4 98,6 73,8
BUCHOBKHA

1. JochimkeHo AilypeTHdHy akTHBHICTh 37 cnonyk — 1,2,4-
Tpia30:1-3-TiOHIB Ta IX TiOMOXiMHUX. BCTaHOBIEH] 3aKOHOMIp-
HOCTI BITHOCHO Oy/IOBH 1 IiypeTUYHOT aKTUBHOCTI.

2. HaiiGinpmri moka3HUKH I1ypeTHIHOI aKTHBHOCTI BUSIBIIC-
HO y coJeif Ta ectepiB 2-(5-ankin(apmn)-4-(2-metokcudeHin)-
1,2,4-1pia3071-3-i1Ti0)anieTaTHUX KUCIOT.
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