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TpexKoOMMOHEHTHOM UMKNoKoHAeHcaumen 3-amuHo-1,2,4-tpuaszona nmbo 5-amuHoTeTpasona ¢
apoMaTMHECKMMMK anbaerngamn u [-ketoadupammu nonydeHbl 3amelleHHble ankun 5S-metun-7-
dennn-4,7-gurngpo-1,2,4-tpuasono| 1,5- sl npummanH-6-kap6okcunatos m 5-metun-7-cpennn-4,7-
aurngpoteTtpasono[1,5-alnpummanH-6-kapbokcunatos. CTpoeHue MOoMyHeHHbIX COepMHEHMM [o-
KasaHo meTogoM cnekTpockonuu NMMP.

M3BecTHO, UTO B psily NPOU3BOAHBIX A30JIOMUPUMUAMHKAPOOHOBBIX KHUCJOT HaWAeHbl Bellle-
CTBa, KOTOpble TPOSIBUJIN pa3HooOpa3Hble BUAB (PH3HOJOTHUECKOH akThBHOCTH [1-3]. EnnHcT-
BEHHBIM paHee W3BECTHbIM CHHTETHUECKHUM IOAXOAOM K CHHTe3y MOAO0OHBIX COeNUHEeHWH SIBJISI-
eTcsl B3aHMOJEHCTBHE apU/IMIEHIIPOU3BOAHBIX alleTOYKCYCHOH KHCJOTH ¢ aMHHoasosamu. On-
HAaKO 3TOT METOJ MMeeT HeNOCTAaTKH, B MX UHCJE NOBOJbHO HU3KHE BBIXOAbl UCXOAHBIX apPHJIH-
IeHTPOU3BOIHBIX, CBSI3aHHBIE CO 3HAUWTEJNbHBIM BKJALAOM MOOOYHBIX PEaKLUHH TPH UX CHHTE3E.
B xayecTBe a/JbTEePHATUBHOIO CHHTETHUECKOTO TMOAXOAA K AWTHIPOA30JIOMHPUMHANHOBEIM CHC-
TeMaM, HaMM OblIO HM3y4eHO HEeNOCPeACTBEHHOe B3aUMOJeHCTBHe aMHHOa30/10B C CHHTeTHue-
CKHMH TIpellleCTBeHHHKAMH apU/IHIEHIPOU3BOAHBIX 3(PUPOB alleTOYKCYCHOM KHCJOTH - 3(upa-
MU alleTOYKCYCHOH KHCJOTBl M apOMaTHUeCKUMH asjblerupamu. Okaszajnocb, 4To peakuus 3-
amMMHO-1,2,4-Tpruasona, Ju60 S-aMHHOTeTpas3osNa C apoMaTHYeCKUMH ajblerugaMu " f-
KeTO9(PHpaMH IPHUBOMUT K 00pa30BaHUI0 apU/I3aMellleHHBIX S-MeTH/I-4,/-IUTHIPOTeTPas3osIo- U 5-
MeTua-4,7-nurunpo-1,2,4-rpuasoo[1,5-anupuMunuH-6-KapOOKCHIATOB.

CHHTe3 AWTUIPOMPOU3BOAHBIX 5 U 6 OBLI OCYIIECTBJEH KHISTUEHHEM 3KBHMOJISPHBIX KOJH-
yecTB 3-aMHHO-1,2,4-Tpuasona (1) nu6o S5-amuHOTeTpazosa (2), COOTBETCTBYIOUIETO apOMaTHUe-
cKoro anpuaeruna (4) v 3THUIO0BOTO JUOO LHUKJIOTEKCHIOBOrO 3(Hpa aleTOyKCYyCHOH KUCAOTH (3)
B auMetuadopmamuie. Ilpy stoMm HauGo/blIMe BBIXOAb HaOMIOAAIOTCS A COEIUHEHHH C
RI=H, maumenbime - 11 HuTponpoussoaubix (RI=NOy). B ciyuae cuHTesa coequHenuit 61 u
6K CHH)KeHHMe BbIXOJa CONPOBOXKIAJIOCh 00pa30oBaHUEM CMOJIMCTBEIX TPYAHO HUAEHTH(HLHPYEMBIX
nponykTtoB. [loBbllleHHe BpeMeHH peakUHWH He NPUBOIUJIO K YBEJMUEHHIO BBIXOLOB BelECTB.
XapakTepUCTHKHU TOJyUeHHbIX COeIUHEeHUH NpuBefeHbl B Tabauuax 1 u 2.
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1,5:X=N,Y=CH;2,6:. X=N,Y =N
5,6: a,e R1=H, 6,5k R!'=Br, B,3 R1=CHj3, r,u R1= OCH3s, a1,k R!=NO;
5a-n, 6a-a: R?= C,Hs, 5e-k, 6e-k: R2=cyclo-CgH11
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Tabsnna 1. XapakTepUCTHKHU coelMHeHHH 5a-K U 6a-kK
Haiineno N, %

Brixop,

Coennrenne R R? Briuncaeno N, % T, °C %
5a H CoHs o5 201-202 67
56 Br CoHs T 215216 70
58 CHa CoHs B 234235 40
5 OCHs CoHs % 227230 50
5n NO, CoHs el 242245 50
Se H CeHa o 229231 60
B¢ Br CeHa oo 250-251 50
53 CHa CeHa T 249-250 60
5i OCHs CeH1s % 254-256 70
5k NO, CeHa oo 230-233 50
6a H CoHs e 206-208 45
66 Br CoHs e 235237 40
65 CHs CoHs % 210 60
6r OCHs CoHs % 200-201 40
6x NO, CoHs i 215 30
6e H CeHa oo 230-231 70
B¢ Br CeHa o 245246 50
63 CHa CeHa e 198-200 30
6u OCHs CeH1s % 183-184 30
6K NO, CeHa oo 201-203 30

Cnextpsol [IMP nosyueHHBIX BellecTB (Tabs.2) comep:KaT CUIHaJbl MPOTOHOB apoMaTHYeCKO-
ro samectuteas, samectuteneidl Rl u R2, MeTH/IbHOH TpyNMbl, NPOTOHA MMHHOTPYTIbI, METHHO-
BOTO MPOTOHA M MPOTOHA TPHUA30JBHOTO LMKJAA (15 COeIUHEHUH 5) U TMOATBEepPXKAAIOT CTPOEHHE
MOJIyUeHHBIX coefMHeHHH. OTMEeTHM, UTO MOJIOKEHHEe CHTHajJa MEeTHHOBOTO MpPOTOHA AWTHAPO-
MMPUMHIMHOBOTO M3MEHSeTCsl CMMOAaTHO 3JeKTPOHHOMY XapakTepy 3amecTutens RI, a curman
NH-mpotoHa HabalogaeTcss B 00JacTH, XapakKTepHOM HMeHHO mas 4,7-TuruapoasoJo-
MUPUMHUAKMHOBBIX cucTteM (10,7-11,3 m.n.[4]).

Takum o6pa3oM, HaMHu pa3paboTaH HOBLIH OOIIMH METOJ CHHTe3a MPOU3BOAHBIX 4,7-IUTHAPO-
1,2,4-rprazono- u 4,7-nuruaporerpasono[l,5-gnupuMunuH-6-Kap6OHOBOU KHCJOTHI, TOBHIIIAI0-
IMH CHHTETUUECKYIO NOCTYMHOCTb MPOU3BOAHBIX AUTHAPOA30J0NHPUMUIMHKAPOOHOBBIX KHCJOT.
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Taburna 2. XuMuuecKue CABHTH, O, M.1. IPOTOHOB COeMHEHUH 5a-k n 6a-K

Coenu- NH 2-H ApomaTHueckue 6-H Anudartuueckue CHs;
Henue | (1H,c)| (1H, ¢) npoTOoHH (M) (1H, ¢) MIPOTOHHI (3H, ©)
52 | 1075 | 7.62 | 7.05-7.40 (5H) | 6.25 :1%'.32 E’II;B 32'14%':'32)) 2.38
56 | 107 | 761 | 7.16-7.48(4H). | 626 |50 ((;3 32'74%%32)) 2.41
55 | 107 | 7.60 | 7.05-7.18 (4H) | 6.20 é‘_g‘g g{B 32']'4%"'1'32)) 22%%
5r | 107 | 754 | 6.84-7.18(4H) | 638 | oo g{B 32']'4%"'1'32)) P
51 | 108 | 7.65 | 7.50-8.16(4H) | 642 |Zoo ((E{B 32'?4%;'432)) 2.43
5e | 1075 | 761 | 7.08-742(5H) | 625 |0 ((fﬁl)OH); 2.42
5« | 107 | 761 | 7.18-7.48(aH) | 625 |90 81’41)0'*); 2.42
55 | 106 | 758 | 7.08-7.18 (4H) | 6.22 0'95;11_'(?8 ((E%OH); 22231
5u | 106 | 759 | 683-7.13(4H) | 621 |05 8“$0H); P
5¢ | 108 | 7.64 | 7.52-816(4H) | 641 |5 8“#)0”); 2.44
6a | 112 i 715-7.45 (5H) | 664 | 500 (&B 32'74%%32)) 2.45
66 | 112 i 7.26-7.52 (4H) | 665 | 500 (&B 3’2'74%':'32)) 2.45
68 | 11.2 - 7.05-7.25 (4H) | 6.59 é‘_gé (&B 32'74%%32)) 2.23
or | 112 ; 6.87,7.20 (4H) | 659 |00 ((LB 32'74%132)) e
61 | 114 ; 762-8.18 (4H) | 682 | =o ((f{B 32'?4%%32)) 2.46
6e | 11.25 i 715-7.52 (5H) | 6.64 | OO 5D ((fﬁl)OH); 2.45
o | 11.2 i 7.28-753 (4H) | 6.65 | 9050 81’41)0'*); 2.46
65 | 111 - 7.13-7.18 (4H) | 6.60 0'90;11_'(?8 81;60“); 22'31‘(‘3;
6u | 11.15 i 6.87-7.22 (4H) | 659 | 9L7Y (%%0”); S
6k | 113 ; 763,819 (4H) | 682 |05 8“#)0“); 2.48

Cnextpbl [IMP 3zanucansl B JIMCO-Dg Ha cnektpomerpe Varian Mercury VX-200, BHYT-
pennnii crangapt - TMC. MunuBuayanbHOCTh COeIMHEHHH KOHTPOJUpPOBasachk MetomoM BIZKX
Ha npubope Bischoff, konmonka 4.1 x 150 mMm., copbent - Prontosil C-18 (5 mkm), rpagueHTHOe

JkcnepuMeHTasibHasA 4acTb

9JIIOUPOBaHUE al€TOHUTPHUJI-BOAA.

4,7- Anrnapo- 6 - kap63ToKcKu-5 - MmeTun- 7 - peHnn- 1,2, 4-tpuasonol 1,5-al nupumuauH (5a).
Cwmech 0.84 t. (0.01 mosb) 3-ammuo-1,2,4-tpuasona (1), 1.06 r. (0.01 mosb) GeH3anbaeruaa
1 1.30 r. (0.01 mosb) 3THNALeTHIALETaTa B 5 MJI. MUMeTHIPOpMaMUIa KHMSATSAT B TeYeHHUH 5-
10 mMuHYT, OoXJaxHalT W cMemuBalT ¢ 15 mu. auerona. OtdunabrpoBeBaior 1.90 r. (67%)

coequnenus 5a ¢ Ty, = 201-202°C (u3 metanoa-JIMDA).

58




C.M. Qecenko, E.C. nagkos, C.H. Cupko, B.b. XaHeuku#

AHaJIOTMYHO M3 COOTBETCTBYIOIIMX apOMAaTHUECKHUX ajblIerdaoB U 3(UPOB ObIIH MOJTyUeHbI
coequHeHHs1 56-5k.

4,7- Anrnapo- 6 - kKap63ToKCcKu-5 - meTun- 7 - heHnnteTpasono| 1,5-a) nupmmuamH (6a).

Cwmech 0.85 r. (0.01 mousb) 5-ammuoterpasona (2), 1.06 r. (0.01 mosb) GeH3andbaeruma |
1.30 r. (0.01 mosb) 3THNALETHIALIETaTA B 5 M. 1uMeTUADOpPMaMUia KUIATAT B TedeHuun 10-15
MHUHYT, OXJIaXKJIaroT ¥ cMelinBaloT ¢ 15 mu. anerona. OrduabrpoBeiBator 1.28 (45%) coenune-
Hus 6a ¢ Ty, = 206-208°C (u3 metanoa-IMDA).

AHaJIOTMYHO M3 COOTBETCTBYIOIIMX apOMaTHUECKHUX ajblIeruIoB U 3(UPOB OBLIH MOJyUeHbI
coequHeHHs1 66-6K.
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Kharkov University Bulletin. 2003. Ne596. Chemical Series. Issue 10(33). Desenko S.M.,
Gladkov E.S., Sirko S.N., Khanetskiy B.B. Ternary condensation of aminoazoles with aro-
matic aldehydes and p-ketoesters.

The alkylsubstituted 5-methyl-7-phenyl-4,7-dihydro-1,2,4-triazolo[1,5-a]pyrimidin-6-carboxylates and
5-methyl-7-phenyl-4,7-dihydrotetrazolo[1,5-a]pyrimidin-6-carboxylates were obtained by ternary
cyclocondensation of 3- amino-1,2,4-triazole and 5-aminotetrazole with aromatic aldehydes and p-
ketoesters. Structure of the compounds obtained was confirmed by NMR- spectroscopy.

Ref. 2, tabl. 2.
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