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CHUHTE3 3-METHU.J1-6-R-6H-THA30.10[4,3-b]-1,2,4-TPHA30JI0-
[4,3-d]-1,3,4-TUAJTMA30JI0B

Pa3paboTaHbl 0JHOpEaKTOpHBIE METOIBI cHHTe3a 3-MeTmi-6-R-6H-tnazono[4,3-b]-
1,2,4-tpuazono[4,3-d]-1,3,4-Tnagna3onoB  myTeM  KOHAGHCAIMM  apOMAaTHYECKUX
aNbJErH0B, THOTJIMKOJIEBOI KUCIOTHI U 4-aMUHO-5-MeTwi-1,2,4-tpuaszon-3(2H)-trnona
B Cpe/ie CepHOM KHUCIIOTHI.

KaroueBnie caoBa: 4-amuHO-5-metni-1,2,4-tpuazon-3(2H)-tuon, 3-metmin-6-R-
6H-tnazono[4,3-b]-1,2,4-rpuazono[4,3-d]-1,3,4-Tnanna3on, THOTIMKOJIEBAs KUCIIOTA.

B nmocnenHee BpemMsi MHTEHCHUBHO BEIYTCS WCCICIOBAHUSA IO CHUHTE3Y
MOJIMKOH/ICHCUPOBAHHBIX MPOU3BOAHBIX 1,3,4-THanna3olia, 4To, MO-BUIUMOMY,
CBSI3aHO C OOHApY)KEHHUEM KOMIUIEKCA TOJE3HBIX CBOWCTB y TOJUKOHJIEHCH-
POBaHHBIX IPou3BOAHBIX 1,3,4-THagunaszona [1-8].

B cBs13u ¢ 3THM, a TakKe B MPOJOHKCHUE HAIIUX UCCIICAOBAHUM 10 CHHTE3Y
MIPOM3BOMIHBIX TUApoTHa30io[4,3-b]-1,3,4-tnaguazona [9, 10] Hamu ObLTa M3ydeHa
peakius IMUKIN3AlUU TOTyTHOAIETANICH THOTIMKOJICBOW KHCIOTHI ¢ 4-aMUHO-
5-metui-1,2,4-tpuazon-3(2H)-tnonom.

B dactHOCTH, OBUTO YCTAaHOBJIEHO, YTO 4-aMHUHO-5-MeTHi-1,2,4-Tpuazosn-
3(2H)-tnon B cpene koHn. H,SO4 BcTymaeT B peakiyio ¢ apoOMaTH4YeCKUMHU
aNpJIETHJIaMH U THOTJIMKOJICBOW KHCIIOTOH, naBas 3-metnin-6-R-6H-tmazomno[4,3-
b]- 1,2,4-tpuazono[4,3-d]-1,3,4-Tnaanazonesl.

_NH,

1 R =Ph; 2 R=4-FC¢H,; 3 R =4-Me,NC¢Hy; 4 R =2-HO-5-BrCgH;; 5 R = 4-MeOC¢H,
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Tabnuma 1

Xapakrepuctuku 5-meTnin-2R-2H-tuazoun[4,3-b]-1,2,3-tpuazon[4,3-d]-
1,3,4-ruaguazonon 1-5

Coe- Hatineno, %
- -trazono[4,3-b]-1,2,4- Beixon
Bpyrro- Beruncneno, % T. m,
He- Tpuazono(4,3-d]- o ,
dbopmyna C
HUe 1,3,4-Tramma3zon %
C H
1 3-Metui- C12H10N4SZ 52.34 3.55 202-204 73
6-hermt-6H- 52.53 3.67
4 3-Metui- C12H9FN4SZ 49.08 .89 157-158 94
6-(4-bropdennn)-6H- 49.30 3.10
3 6-(4-/TumeTrnamMuHo- Ci4H;5N;sS, 52.70 4.57 214-216 69
(dhenmn)-3-metmn-6H- 52.97 4.76
4 6-(5-bpom-2-runpokcu- | Ci,HoBrN4OS, 38.79 2.37 222-224 77
¢enmn)-3-metnin-6H- 39.03 2.46
5 3-MCTI/U[-6-(4-M6TOKCI/I- C13H12N4OSZ 51.10 3.69 226228 89
(henmn)-6H- 51.30 3.97

OnTuMandbHBIM =~ YCIOBHEM TIPOBEICHHUS PEAKIMU SBISETCS BBEICHUC
B PCAKIUI0 KOMITOHEHTOB B JKBUMOJISPHBIX COOTHOIICHUSIX. C 3TOH IeNbio
K apOMaTHYEeCKOMY albJCTUIy AOOABISIOT THOTJIUKOJEBYIO KHCIIOTY W 4epe3
15-20 muH BHOCAT 4-aMuHO-5-MeTmi-1,2,4-tprazon-3(2H)-tuon. Ilocie romo-
TeHU3aIMA PEaKIMOHHOW MAacChl MHKJIOJACTHIPATAIIMIO IPOBOIAT B Cpele
koHi. H,SO, mpu xoMHaTHON TeMIieparype.

BrIxom KOHEYHOTO MPOAYKTa B MAHHBIX YCJIOBHSX pPEAKITMH BBICOKUH W
pocturaet 77-94%. Kak BBIICHHIOCH, 3aMECTUTENIHL B O€H30JLHOM KOJIBIIE HE
BIIUSET Ha XOJ PEaKINU, TaK KaK BBIXOJ[ KOHEYHOTO MPOJYKTA MPAKTUIECKH HE
3aBHCHUT OT MPUPOJIBI ITOTO 3aMECTHTEIS.

Tabnuma 2

CrniekTpajbHble XapaKTePUCTHKH coeuHeHuid 1-5

Coenu- WK crexrp, Criextp SIMP 'H, &, m. 1. (J, T'nr)
HEHHUE V, CM
1 2860, 1605, 1550, 1775, 1370, | 9.98 (1H, ¢, CH); 7.98 (1H, ¢, CH); 7.92 (2H,
1300, 1230, 950, 875, 760 M, CHs); 7.64 (3H, m, CeHs); 2.33 (3H, ¢, CHy)
2 2820, 1595, 1545, 1470, 1375, | 10.00 (1H, ¢, CH); 8.10 (1H, ¢, CH); 7.90 (2H,
1300, 1235, 950, 860, 643 M, CgHa); 7.28 (2H, m, CHa); 2.22 (3H, ¢, CHy)
3 3405, 3250, 3175, 2825, 1605, | 11.43 (1H, ¢, CH); 9.43 (1H, ¢, CH); 7.64 (2H,
1545, 1475, 1378, 1305, 1235, | 1, J= 8.6, CeHy); 6.74 (2H, 1, J = 8.6, CeHa);
945, 850, 640 2.92 (3H, ¢, CHs); 2.90 (3H, ¢, CH,); 2.22 (3H,
C, CH3)
4 3260, 3180, 2980, 2850, 1610, | 11.22 (1H, ¢, CH); 8.30 (1H, ¢, CH); 8.06 (1H,
1540, 1360, 1300, 1235, 940, | 1, Jis = 3.0, CgHs); 7.28 (1H, m, CHy); 6.76
850, 740 (1H, 1, J5 4= 8.6, CgHy); 2.22 (3H, c, CHj)
5 1665, 1605, 1475, 1370, 1300, | 13.03 (1H, ¢, CH); 9.76 (1H, ¢, CH); 7.69 (2H,
1230, 950, 875, 760 1, J = 8.2, CHy): 6.93 (2H, 1, J= 8.2, CeH.):;
4.70 (3H, ¢, OCH;); 2.22 (3H, ¢, CH;)

Bo3moxHEI TyTh 00Opa3zoBaHus coenuHeHWN 1-5 Ham mpepcraBiseTcs
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crnenyrommM  obpazom. OOpasyomuiics MONyTHOANETadh THOTIUKOICBOM
KHCIIOTBI BSaHMOHeﬁCTByeT C IMUKIIMYCCKUM THUOHTUAPA3nHOM C IIEPEXOAOM B
MPOU3BOJHOE THUOTJMKOJIEBOM KHUCIOTBI A, KOTOpO€, JEeruApaTUpysch,
npeBpamaercss B 3-(3-mepkanrto-5-metnin-4H-1,2,4-tpuazon-4-num)-2-R-4-tua-
3omugaoH (B). IIpomexyrouHoe coenunenue B, eHomu3upysce, TpaHchOpMU-
yetcs B 2,3-purunpo-3-(3-mepkanrto-5-metnin-4H-1,2,4-tpuazon-4-ni)-R-
Trazon-4-oi (C) u mocse MUKIONSTUpaTaIlH IIpeBpariaercs B 3-meTi-6-R-6H-
trazono[4,3-b]-1,2,4-rpuazono[4,3-d]-1,3,4-tmanuazomn.

CTpyKTypa TOJYICHHBIX COSAMHECHNI 1—5 ToATBepKIaeTcs HATMIUEM B BX
crexktpax SIMP 'H cuurierneix curaamoB B obmactd 9.43 M. 4., COOTBET-
CTBYIOIITUX TIPOTOHY B TOJOXKEHWUU 2 TWKIA. [IpOTOHBI (EHUIHHOW TPYIIIBI
MPOSBISIOTC TPU 7.69 M. 1., a MPOTOHBI METHUIIBHOM TPYIIBI — KaK CHHTJIETHI
B oOyactu 2.22 M. 1.

IKCIIEPUMEHTAJIBHAS YACTD

UK cnektpsl 3amucansl Ha cnekrpomerpe UR-20 B Tabnerkax KBr, crexrps
SAMP 'H — na npu6ope Tesla 5873 C (100 MI'n) B JIMCO-dg, BHYTpeHHHil cTaHIApT
I'MJIC. TemmepaTypsl IUIaBICHHS ONIpEIeNieHBl Ha MHKPOHATPEBATEIbHOM CTOJMKE
Boetius.

Cunre3 3-metmi-6-R-6H-tuazono[4,3-b]-1,2,4-tpuazonol4,3-d]-1,3,4-tuaguazosnon
(obmas meronuka). B crakanumk BHOCAT 10.0 MMOIJIB apoMaTHYECKOro aibJeruia u
10.0 MMOP THOTIHKOJEBOH KHCIOTHL. CMeCh MEepeMEIINBAIOT CTEKIITHHON MalOYKOH
15-20 wmwun, 3areM pobGaBmsaroT mopuusmu 10.0 mMMmonb  4-amuHO-5-metmi-1,2,4-
Tprazon-3(2H)-tnona. Ilocie romMorennsanmy peakiuoHHoi macchl (uepe3 30—40 MuH)
CTaKaHYMK MOTPYKAIOT B JISJSHYIO OaHro, mopuusaMu nodasisttor 10 miu korn. HySO,4 u
ocraBmsifoT Ha 1820 49 mpum KomHaTHOW Temmeparype. K peakumoHHOW Macce
nobasisiror 50 T abpna u Heitrpanusyrot 10% pactBopom NaOH no pH 7-8. Beimasmmii
ocafiok OT(GMIBTPO- BHIBAIOT. [IpOAYKT CymaT Ha BO3IyXe M INEPEKPUCTAIN30BBIBAIOT
13 BOJHOTO AMOKCAHA.
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