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Cunte3  (QYHKUIOHATBHUX  TOXiTHHX
[1,2,4frpuazono[l,5-ajnipuminuHy € axTyaib-
HOIO 3a/1a4er0, TaK 5K 1aHi CIIOJIyKH TPOSBIISIOTH
antnOakTepiansay[1,2], mnporumapasuTHuHy[3]
Ta aHTUTPUOKOBY [4] nil0, a TakoX MarwTh
MIUPOKHH CTICKTP 3aCTOCYBAHHS pu
pi3HOMaHITHHX XBOpOOax JiereHn[5].
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Byno cuHTe30BaHO 1Ba BUXITHUX 5-
aminamino- 4-apunoin-1,2,4gpuason -3-TioHa, 3a
OIMCaHO MEeTOAMKOI0[6]. AminTioceMikapbas3ug
pearye 3 BIOMOBITHAM apoiNi30TiOMiaHOM B
aneronitpuwii. [lpu TpuBarzoMy Kuml' sITiHHI
PEaKIiHOI CyMilT YTBOPIOETHCS TPUA30J, KU
MICTHTh alKeHiTbHHE (parment (cxema 1).
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[Ipu TpoBeneHHI TaJOreHIMKII3ALI, CEpEe/IOBHIL OLTOBOI KHCIOTH BiOYBa€THCS

0yJ10 BCTAHOBJICHO, 1110 WO/ Ta OpoMmia Homy He
pearyroTh 3 JTaHUMH CIIOJTyKaMH.

Ilpu mpoBemenni OpoMyBaHHA  5-
aminamino-4-6ensoin-1,2,41pua3on-3-riony B

IUKJTi3allis  amiIlaMiHOBOTO  ()parMeHTy 3
YTBOPEHHSIM CIIOJIyKM 3 , 1[0 MICTHTh
M PUMIAMHOBHI UK (cXxema 2).
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OpHak, aHaJOriYHUN TpHa30J 2 110
MICTHTh HITPO-TPYIly B Iapa-MoJOXECHHI
OcH301MpbHOTO (DparMeHTy, HE Ha€ TPOIYKTY
IIAKITi3aIli, a 3a yMOB TPOBEIACHHS peakiii

yTBOpIO€ThCs nucyiandin 4, B crexktpi IIMP
SKOTO TIPOSABISETHCS aJIbHUNA (parMeHT i
BIICYTHIA CHTHaa TiOaMigHOTO TPOTOHY
(cxema 3).
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OdeBHUIIHO, 3MCHIICHHS  OCHOBHOCTI
TPHUA30JILHOTO IIMKIY 3yYMOBJICHO EIIEKTPOHO-
aKIENTOPHUM BIUIUBOM HITPO-TPYIIH.

Jns  ocratouyHoro jokazy OymoBU
MPOAYKTY KOHZAeHcamii 3 OyJlIo MNpoBeaCHO
eIIMIHYBaHHS TiIPOTEHOPOMITY TN JII€I0
aminiB. BcraHoBmeno, 1m0 mig  i€ro
MOpQOTiHY NPOXOAWTH BiALIECTJICHHS OIHI€T
MOJICKYJIH OpOMOBOJIHIO 3 YTBOPEHHAM 3-
6eH3011-6-0pomo-3,5,6,7Tetpariapo[1,2,4]

pa3i 3acToCyBaHHS CHIBHIIIMX amiHiB, Ha
3pa30K MINEpUAWHY YW WIPOTiAUHY, TIpH
IIECTUTOJUHHOMY KHIT' ATIHHI CIIOJyKH 3 a00 5
B CIOUPTOBOMY pO3YMHI aMiHy HpPOXOJUTH
eNiMIHyBaHHS MOJICKYJH OpPOMOBOIHIO 3
YTBOPECHHSIM HEHACHYCHOI ITUKIIIYHOI CHCTEMHU
3-0en3o0in-3,7-auriapo[1,2,4rpuazon(1,5-a]

nipumigue-2(1H)-tiony 6, mo miaTBepa-
JKy€eTbcsl HasBHICTIO B criekTpi [IMP curnanis
JIBOX CTHUJICHOBHX MPOIYKTIB (1uB. puc. 1)

tpuaszono[l,5-almipumignn-2(1H)-trion 6. B
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Yuctoty OTPUMaHHUX
KOHTPOJIOBAIM  Xpomarorpadivxo.
noBeneHa cnektpamu [IMP.

TakuM YUHOM, B PE3YJIbTATi TOCHIIKCHHS
HaMHd OyJI0 TI0Ka3aHO MOXJIMBICTh CHHTE3Y
HOBHX MOXiTHUX [1,2,4frpuazomo[1,5-
a]mipuminua-2(1H)-TioHy, SIKi € TepCIeKTUBHI B
IIaH1 MOJAIBIIOr0 JOCIIHKEHHS IX 01010TTYHUX
BJIACTUBOCTEM.

CIIOJTYK
bynosa

EKCHepI/IMeHTaJIBHa JacTHHA

4-Ben3oin-5-aniiamino-2,4-nurinpo-3H-
1,2, 41rpuazon-3-rion (1). Pozummmm 8.0 r
(0.1053 momb) pomaniny amoniro B 100 M
areToHiTpwiy. Ilpm mepemimryBaHHI O IHOTO
po3zunHy mnpukanyBaiu 12 mu (0.1025 mosb)
OCH30INXIIOpHULY. 3pazy CTHIOCTEpIraeThes
YTBOPEHHS oOcany xjopuay amosiro. Cymim
nepemimyote 30 xB. IloTiM mnpunIMBaOTH
pozunH 14.0r (0.106momb) 4-aninriocemikapba-
sumy B 50 mur ameronitpuiny. Kum'sarares Ha
BOJHIN OaHi OnM3bKO 8 roa. 10 HEraTUBHOL
peakuii Ha cipkoBoJeHb. Biaraustors O1M3bKO
100 M1 aneToHITPHIY 1 KOJIOY OXOJIOIKYIOTb.
o yrBopenoi TBepaoi cymimn momwian 200 mi
BOIM, mepemimyBanu 1 ¢ineTpyBanu. Buxin
HeounmieHoro  mpoxykry 24.0 1 90%.
IlepekpurcranizoByBaiyM i3 E€THIOBOTO CIHPTY,
22.2r (83.3%).Trn = 249-251C. Cnextp SIMP
1H B IMCO-D6 (5, m.u.):

3.91-3.92m. (2H, -CH;N); 5.13-5.30m.
(2H, CH,=C); 5.88-6.0Im (H, =CH-); 7.51-7.63,
8.06-8.08 m (5H, C¢Hs; H, NH enmo-muk),
12.47c. (H, NH ex3o-1uKk)

4(4-Hitpobensoin)-5-aminamino-2,4-
aurinpo-3H-1,2,4xpua3oarion(2). Po3unHmmm
8.0r (0.1053mo11b) ponaniny amoHiro B 100 M
aretoHiTpmy. Ilpm  mepemimtyBaHHI, Il
po3urH npuKkamyBann g0 cymimi 18.6r (0.1003
Monb)  4-HiTpoOeHsoimxmopuny B 50 mi
aIeTOHITPUITY. 3pazy CITOCTEPITAETHCS
yTBOpeHHs ocaxy. Cymimn nepemimryBaan 30 XB.
Mpwimmm pozunn 13.5 v (0.1031 mons) 4-
amintiocemikapbazuay B 50 Mu1 aleTOHITpUIY.
Jami  cymim  Kuml' STWIA i3 3BOPOTHIM
XOJIOAMIBHUKOM Ha BOMISHIN OaHi mpoTsrom 4
rO/A. IO HEraTHMBHOI peakiii Ha CipKOBOJCHB.
ITotim BigirHaau 6au3pko 100 M aneTOHITPHIY
1 komby oxomommnu. Jlo yTBOpeHOI TBepaoi
cyminn gonusaiau 200Mi1 BoaH, mepeMilryBay i
¢inpTpyBann. Buxin HEOUYHMIIEHOTO MHPOIYKTY
24,4 1t (80%). IlepexpucramizoByBamud i3
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etwnoBoro cnupty, maca 21,4t (70%). T =
323-325T (posknanaerses). Cnektp SIMP 1H B
JIMCO-D6 (6, m.u.):

3.90-3.93m. (2H, -CHN); 5.14-5.30wm.
(2H, CH,=C); 5.88-6.00m (H, =CH-); 7.66-7.70
M. (2H, 2NH), 8.27-8.3% (4H, 4-NO,CgHs;).

3-ben3oin-6-6pomo-2-tiokco-2,3,4,5,6,7-
rexcarigpo-1H-[1,2 4}rpua3ono[l,5-
a]mipumignn-8-iit  opomin (3). Cmomyky 1
macoro 1.50T1 (0.0058moib) pozunsstors B 30
MJI OIITOBOI KHCIIOTH 1 CTaBJIATh HA JIBOISHY
bamto. Ilpm mocTiiHOMY TepeMilryBaHHI 0
YTBOPEHOrO po34yuHy mnpukanyioTs 0.3 i
opomy B 10 M onroBoi kucnortu. [licns npuka-
MyBaHHsS TepeMimyooTs me 3 rox. [IpomykT
BHITAJIa€ B OCaJ Y BUMISIMI OLIOTO TOPOIIKY.
Buxin 60% (1.46r). Ton = 230-233C.

Cnektp SAIMP 1H B IMCO-D6 (3, m.4.):

3.81-3.88, 3.98-4.0@ (2H, CH,N"); 4.43-
4.49, 4.77-4.821 (2H, CH,-N-); 5.16-5.18v (H,
CHBr) 7.56-7.72, 8.07-8.10« (5H, CgHs; H,
NHpuason); 9.52 € (H, NHipusian) -

5,5'-Iucyabdangiadic[N-amin-4-
0en3oin-4H-1,2 41pua3on-3-amin| (4).
Cnomyky 2 wmacoro 1.50 r (0.0492 wmoins)
cycrienayote B 30 MJI OLTOBOI KHCIOTH 1
CTaBIATh Ha JIbOIAHY Oanto. [Ipu mocTiiHOMY
HepeMilllyBaHHI 10  YTBOPEHOTO  PO3YUHY
npukanyots 0.25ma opomy B 10 mi orroBoi
KuCIIOTH. Ilicisl mpukamyBaHHS TEPEMIIIYIOTh
ute 3 roa. [IpoaykT BUMazae B ocaj y BULIISII
JKOBTyBaToro mopomky. Buxix 82% (1.23r).
T = 248-250C (poskian).

3-ben3oin-6-6pomo-3,5,6, 7reTparinpo-
[1,2,4lrpna3ono[l,5-ajnipuminnn-2(1H)-Tion
(5) 0.51 (0.0012moi5) comi 3 po3unusoTh B 20
M etaHony i Swvn JM®A, nmomarote 2 i
Mopdominy. Cymim kuit AtaTh npoTsirom 30 xB.
[IpoaykT Bumanae npu oxonomkenni T = 210-
211C.

Cnektp SAMP 1H B IMCO-D6 (3, m.4.):

3.63-3.69, 3.70-3.91m. (2H, CH,N<);
4.24-4.30, 4.61-4.6% (2H, CH,-N-); 5.09-5.10
M (H, CHBr) 7.39-7.48, 8.08-8.1& (5H, C¢Hs;
H, NH).

3-ben3oin-3,7-auriapo[1,2,4jrpuazono
[1,5-a]mipumigun-2(1H)-Tion (6). Cmomyky 3
abo 5 macow 2 1 po3umHAOTE B 30 M
eTHJIOBOTO CIUPTY, [MOMAIOTh TINEPHINH 1
KHIT ATATh npoTsaroM 2 roa. [Ipu oxonomkeHHi
MPOAYKT BUMNagae B ocaa. Buxim 6muszpko 60%
(0.74r nns 3, 0.88r qs 5). T = 228-230€C.
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Crextp SIMP 1H B IMCO-D6 (5, m.u.): three novel 5-methyl-1,2,4-triazolo[1,5-a]pyrimidin

4.27-4.29% (2H, CH); 5.34-5.39% (H, C- 7(4H)-one-based complexes // JOURNAL OF

CH=C); 6.82-6.89m (H, C=CH-N); 7.40-7.51, |NCéRGAN|% BI(gCHEMlSTRY. —2011. — V. 105,
. Ne 6. —P. 770-776.

8.06-8.08u (5H, CoHs; H, NHipuason). 4. Chen W., Xiang F., Fu J., Zeng Q.F., Zhu
H.L. Synthesis and Antifungal Evaluation of 1,2,4-
Triazolo[1,5-a]pyrimidine  Bearing 1,2,4-Triazole
_Heterocycle Derivatives // ASIAN JOURNAL OF
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THE SPECIAL FEATURE OF THE HALOGENATION OF 5-ALLYLA MINO-
4-AROYL-2,4-DIHYDRO-3H-1,2,4-TRIAZOLE-3-THIONES

Fizer M.M., Slivka M.V., Lendel V.G.

The synthesis of new derivatives of [1,2,4]triazb]6-a]pyrimidine-2(1H)-thione has large
role, since this system can be used in medicindrags. We developed method of obtaining the
functional substituted triazolo-pyrimidine-tion ¢ime basis of the previously synthesized triazolda wi
alkenyl groupWe made cyclization of alkenyl group with bromirmatt leads to the pyrimidine ring
system, and further the elimination of halogen wsitcondary amine.



