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PEUUKIANU3ALUNA 5-AMUHO-1,2,3,4-THATPHA3OJA
B PEAKUHUSX C 1,3-HUKETOHAMH

B. A. Yyiryk, K. I'. Hazapenxo

Adna 5-amuno-1,2,3,4-tuatpuasona (I), monyueHHoro emie B KOHLE NpOLI-
JOro Beka JeHCTBHEM a30THCTOH KHCJIOTHL Ha THOceMukapbasupy [l1], xa-
DAKTEpHBl PeaKUHH C BbLAeJCHHEM MOJeKyJaspHoro asora. He cocrasasior
HCKJIOUEHHST M ero peakuud ¢ 1,3-AHKETOHAMH B HPHCYTCTBHH CHJbHHX
KHCJIOT, NPHBOJSAUIME C ADYTHMH Q-aMHHOIpPOH3BOAHBIMH a30THCTHIX TreTe-
POLMKJIOB K KOHJEHCHDOBAHHBIM NHPHMHAHHHEBHIM COCJHHEHHAM € OOIIUM
atoMom asora [2]. Kak coo6manocs B pabore [3], npu noGaBieHun AMKe-
TOHA K pacTBOPY HJIH CYCIEH3MH aMUHOTHATPHA30Ja B KHCJIOTE IPOHCXOAUT
BHJejeHne aszoTa (1 Moab M3 | MOJA aMHHA) IIPH KOMHATHOH TeMIle-
patype. [lpn npoBejeHHH peaKUHH C aueTHI- u GeH3OHJalleTOHAMH B 0e3-
BOIHOII cMecH XJODHOH M YKCYCHOH KHCJOT HOCJe BHEJEHHS a3oTa B Oca-
JAOK BhImanaior nepxJjaoparsl cyanduios (II), ogun uz xoropeix (Ila) Oma
npeBpalleH B cootsercTByloliee ocHoBanue (II1) meficTtBueM TpuatTHaaMuHA.
Crpyxkrypa coepunenuit 11 u IIl cornacyerca ¢ ux MK- u IIMP-cnekTpamn.
Ilpu peficTBHM Ha HHX THAPA3HHOB NoJydeHH mnupasoaw (IV), a Harpe-
BaHHe B YKCYCHOM aHTHJpHAE NPUBOJLUT K AETHAPATALUH C O6pasOBaHHEM
THa30410[3,2-a]nupuMuaunueBrx coseil (V) aHAJOTHYHO U3BECTHOH LHKJIM-
3auuy 2-auuATHONHPUMUAHHOB [4], npuueM coab 116 nmaer cmech u3omepoB
V6 u VB B cootHowenuu | : [ (no K- u IIMP-cnekrpam), KoTOpHle B YHC-
TOM BHJI€ HE BBLACJSIUCD.

Peaxius amMuHa | ¢ aueTusalneToHOM B BOJHO-CHHPTOBHIX PacTBOpPAx B
TIPHCYTCTBUH COJITHOH KMCJOTH NPOXOAUT CJACAYIOILHM 06pas3oM: IocJje BHI-
JeJjieHHst aszoTa obGpasyeTcss XJOPTHAPAT 2-aMHHO-D-aleTHJ-4-MeTHJITHA30-
aa (VI), xoTopsll IpH ACACTBHH BOJHOIO aMMHAKa IpeBpalllaeTcss B aMHUH
VII. ITocse TOro, XKak cOCTaB U CTpPOEHHE IOCJEAHEro GBI YCTAHOBJIEHB
A2 OCHOBAHHH 3JeMeHTHOro anajusa W IIMP- u HMK-coekrpos, on 6HJ no-
JAydeHd BCTPEYHBIM CHHTE30M TIO H3BECTHOH METOJMKE H3 THOMOUEBHHBI H
3-xaopauneruaanerosa [b]; ecTecTBeHHO, UTO H ero XJOPTHApAT 0Ka3aJcs
HACHTHYHBIM xJopruapatry VI. Herpyano Takxe OblJIO NOJYYNTh H3 aMHHA
VII u anerusamnerona no ynmoMsHyTOMY paHnee crnocofy [2, 6] Tuazono[3,2-
ajIHPHMHAHHHEBYIO COJb, KOTOPAs OKas3aJjach HACHTHUYHOH ONHCAHHON BhHILIE
conu Va. Taxkum obpasoM, 2-anuiaTHasono[3,2-a]nupuMuaunueBsle coau V
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MoryT ObITh NOJyYeHB H3 b5-amuHo-1,2,3,4-THatpnasona H 1,3-IHKETOHOB
JBYMsI INYTAMH, KaXKIblH U3 KOTOPBIX COCTOHT M3 JBYX Da3Aes]bHbIX CTalHi:
O OAHOMY TYTH CcHauaJa obpasyeTcsds NMHPHUMH/IHHOBBIA IHKJ, K KOTOPOMY
3aTeM MPHCTPAWBAETCSH THA30JbLHBIH IIHKJ; IO JIPYroMy, Hao6opoT, K Iep-
BOHAua/bHO OOpasylouleMycss THaz0JbHOMY LHKAY [n06aBasercs NUpHMU-
JIUHOBHIH.
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YuuTHBas M3J0KEHHOe W TOT (PakT, urTo O-amuHO-1,2,3,4-THaTpHason
pearupyer B KHCJOH cpele C BBIJeJEHHEM a30Ta TAKXKE C MOHOKAapOOHHJIb-
HBIMH COEJIMHEHHSIMH, HaIpUMep ¢ GeH3aJbJerHA0M, MOXKHO HPEANOJOXKHTD,
YTO B peakUuWH ¢ AHKETOHAMM cHauaJja obpasyeTcssi a30MeTHH, KOTOPHIH B
HPHCYTCTBHH KHCJOTBHl pa3jaraercsi ¢ BbAeJeHHeM a30Ta M oGpasoBaHHeM
xartnona VIII, a nocjennuit B 3aBUCHMOCTH OT YCJOBHH NpeBpaliaeTcs Jiu-
60 B nupumuauHoBbie cosd Il uyepes katuom IX, 1u60O B THA30JbRYIO COJb
V1 uepes coennHenre X.
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Cnekrpnt [IMP 3anucanm Ha npubope ZKR-60 B Tpudropykcychoi
Kucjaotre u npusefenb B O mo otmowenuio Kk 'MJIC. UK-cnektpn cusith
#Ha npuGope «Specord IR-71» B rtabamerkax KBr. 5-Amuno-1,2,3,4-tuatpu-
a30J1 MOJIy4eH IO H3BeCTHOH MeToAuKe [1] M3 xJopruapara tHoceMHuKapba-
3MJa M HHTPHTA HATPHs H OYMILEH IepeocaxkjeHHeM BOJOH U3 pacTBOpa
B JIM®DA.

Hepxaopar  4-eudporcu-3-[(4,6-Oumeturnupumudunua-2)ruolnenren-3-ona-2  (Ila).
Tpu cmemusanng 2,04 r (0,02 Mosn) coenusenus (I) ¢ 10 ma GessoxHoro pactBopa XJop-
HOJ KHCJOTHI B YKCYCHOH KHCaOTe, copepxkautero 2 r (0,02 moan) HCIO,, ofpasyercs pact-
BOp, U3 KOTOporo ueped 1—2 MHH Bunagaer ocagok. K cycnensud npubasiasiam 5 ma
(0,05 moas1) ameTHNaLeTOHA M CMeCh BBIACPIKMBAJIH NPH KOMHAaTHOH Temnepatype 1,5 u,
MepHOAHYECKH OXJaX a8 XOJOAHON BOJAOH, IpHueM BBHIIESJINCh My3bIpbKH aszota (0,02 moun)
H 06pa3oBHIBAJICS pacTBOP, KOTOPHIH HarpeBasu Ha BoAsHOH OaHe jpo 70° M oxjaaxjpand.
Bunasume xpucramist orduasTposeBard (2,0 r), x ¢uaprpary npuGasasiaa 15 ma adupa
u noayyanu ewme 1,8 r mpopykra. O6muii Bbixox 56 %. T. ma. 182—184° (c pasn) (us
nponanosaa-2). [IMP: 2,05 (6H, ¢, 2-CHj); 2,35 (6H, ¢, 4- u 6-CHj); 7,00 (1H, ¢, 5-H)

M. 1. UK: Vo, ;‘\;H =2300—3100, vco =1630 cM—1.

1

Hangeno, %: N 8,4; S 9,4; Cl 10,5. C;1HsN,O,S - HC1O,. Brmuuciaeno, %: N 83;
S 9,5; Cl 10,5.

Ocnoanue Il nonyueHO ¢ KOJHYECTBEHHBIM BHIXOAOM TNpH NoGaBJEeHHH 2 MJ TPHITH-
JamuHa K pactsopy comn Ila (2 r) B JM®A (4 wmi) u pasbaBieHHH o6pa3oBaBHIETOCs
pactBopa Bogoi (10 ma). T. mir. 58—59° (u3 nerposeiinoro adupa). .

Hafigeno, %: N 12,0; S 13,5. C;;H4N,O,S. Bruucieso, %: N 11,8; S 13,5.
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ITepxaopar 16 nomyyen anasorudso coau Ila ¢ ucmonnzoBanuem 5 r (0,04 Morp) Gen-
30MJALETOHA; CYCIeH3HIO CHayaJa MOAOrpeBaNH HAa BOAsHOR Oane npu Ttemmeparype 50—
60° mo npexpallleBHs BLUAe/ISHHS a30Ta M 00pa3oBaHHs pacTBopa (OKOJO 1 u), KOTOpHIi
OCTaBJISJM HA HOYb NPH KOMHATHOH Temmeparype. JKelToBaThlii 0cajok OTPUALTPOBLIBAJH,
HPOMBIBANH YKCYCHOH KHCJAOTOH M 3dupom. Beixox 2,6 r (27 %). T. nr. 190—191° (us npo-
nanosa-2). IIMP: 2,10 (3H, ¢, CH;); 2,26 (3H, c, 4-CHs); 6,5—7,7 m. n. (11H, M, a8a
¢dennna u 5-H).

Haitizeno. %: S 7,0; Cl 7,7. C2:H1gN0:S<HCIO,. Buuncaeno, %: S 6,9; Cl 7,7.

(3,5-Aumerusnupasosur-4)(4,6-unmerusnupumudunua-2)cysvud  (IVa).  Pactsop
0,34 r (1 Mmoap) coau Ila m 0,1 Ma rmppazuHrEApara B 3 MJ 3TaHOTA OCTABJSIAH NPH KOM-
HATHOH TeMIlepatype B OTKPLITOM COCYAe Ha CYTKH. Ocajok NPOAYKTa pasMellluBaId ¢ 2—
3 MJ BOZBl H OTQHABTPOBHLIBAIH. Beixox koaudectBennni. T. mir 139—140° (u3 cmecH 3ta-
HOT—Boaa, 1:4). TIMP:2,20 u 2,33 (6H kaxawmit, ¢, CH;); 7,00 m. a. (1H, ¢, nupumu-
JAMHOBBIH NIPOTOH).

Haiigeno, %: S 13,7; N 23,9. C;iH4N4S. Buuucaeno, %: S 13,7; N 23,9.

Cyavgpud [V6. Pacteop 1,03 r (4 mmoan) ocHosanust III u 0,5 mu (5 MMosL) cBexe-
HeperHaHHoro (GeHWITHAPAa3MHa B 2 MJ 3TaHOJA BHAEPXKHBANM NPH KOMHATHOH TeMmepary-
pe. Uepes 30 MHH 3aKpHCTANIH30BAHHYI0 CMECh OT(PUIBTPOBHIBAJH M NPOMBIBAJNH IeKCAHOM.
Buixon 095 r (71 %). T. a1 118—120° (u3 aueronutpuna). [IMP: 2,14 (3H, ¢, 5-CHj);
2,30 (3H, ¢, 3-CHj); 2,42 (6H, ¢, 4- u 6-CH3); 7,08 (1H, ¢, nMpUMHIMHOBHA NPOTOH);
6,26 (5H, ¢, CgHs).

Hatinero, % N 18,3; S 10,3. C;7H;3N,S. Bruuucaeno, %: N 18,15 S 10,3.

Xaopeudpar 2-amuno-5-ayerus-4-meruaruazosa (VI). Cycnemsuo 1 r (0,01 moap)
amMuHa I, | MJ KOHIEHTPHPOBAHHOH COJNAHOH KuCJOTH B 2 Ma (0,02 Moap) aueTHIAIETOHA
B b Ma npomarosa-2 MM MeTaHoJa BREIEPXKHBAIM NP KOMHATHOH TeMNepaTtype B TedeHHe
HOYH, BBIZEJSICST a30T H o6pa3oBBIBAJCS »KEJTOBATHIA pAacTBOP. 3aTeM HArpeBaju PacTBOp
Ha BoxaAHo# Oane 15-—20 MHH, OXJaXKAaJH BO JAbAYy H OTGHILTPOBBIBAMH H3 IPOMaHOJIbHOTO
pacTBopa GecuseTHHH ocagok (1,2 1, 62 %) wau pasbaBasiii B 3—4 pasa MeTaHOJBHBHIH
pactBop adupom u Begeasan 1,1 r (57 %) npoaykra. T. mia. 228—229° (u3 npomaHona-2).
BelllecTBO HIEHTHUHO COJMH, MOJYYeHHOR BCTPEUHBIM CHHTE30M U3 THOMOYEBHHEL M 3-XJIOD-
anetusaueToHa [5].
< 2-Amuno-5-ayetun-4-meruaruasor (VII). Cycnensuio 2,04 r (0,02 moap) amusa I,
‘2 M1 KOHUEHTPHPOBAHHOI consHoft KucmoTH H 4 Ma (0,04 mouap) aumetusnaneroHa B 10 ma
3TaHOMA BHAEDXKHBA/IN IPH _KOMHATHOH TeMmepaType B TeueHHE HOUH, TpHYeM HaGMIOAANOCH
BhIZICAEHHE 30Ta M pacTBopeHHe ocajika. K xeatomy pacteopy npubasagiu 8 ma 25 %-Ho-
TO BOAHONO aMMHaka H OTQHJILTPOBHIBajJM KenThifi ocamok (1,95 r, 62 %). T. m1 267—
268° (w3 IM®A). TIMP: 2,20(3H, ¢, COCH;); 2,28(3H, ¢, 4-CHs); 7,83(2H, wupoxuil oK,
‘NHy). UK: vnpp 3400—2900 (aByrop6pui nuk); 1663 cm~! {(vco). BelllecTBO miaeHTHYHO
AMHHY, TIOJYYEHHOMY BCTPEYHBIM CHHTE30M H3 THOMOYEBHHBI M 3-XJopaneruianeroHa [5].

2-Ayerus-3,5,7-rpumerusruazoro|3,2-al nupumudunui nepxaopar (Va). A. Pacrsop
0,34 r (1 mMoap) conn Ila B 1 Ma ykcycHoro aHruapuaa KAUaTHad 30 MHH, OXJIaMKAauH,
pazbapasan B 3—4 pasza adupom n orduastposnBamu 0,3 r (93 %) npomyxra. T. mi
166—167° (u3 stanona). [IMP: 2,42(6H, ¢, COCH; u 7-CHj): 2,83(3H, ¢, 5-CHj;); 2,91
(3H, ¢, 3-CH3); 7,10 M. a. (1H, ¢, 6-H). HK: vco=1700 cu~!, Hafizeno, %: Cl1 10,9; S
10,1. C;H,3CIN,OsS. Buuncaeno, % Cl1 11,1; S 10,0.

B. Pacteop 0,78 r (5 Mmoap) amumHa VII n 0,5 ma (5 Mmoun) auneTusnanerodHa B
2,5 Ma TPU(PTOPYKCYCHOR KHCJIOTH HaTpeBasiW Ha BOJAsHo# 6GaHe 2,5 4, oxJaxAand, NpHGaB-
A 5 MJl pacTBopa XJOPHOI KHCJOTEL B yKcycHo#, cogepxauteil 1 r HCIO,, pasbaBasiu
B 3—4 pasa sadupom u orduasrpoBuBanm 1,4 r (88 %) nmpoAykTa, HAEHTHYHOI'O ONHCAHHO-
My B cayuae A.

Cumech nepxjopatoB V6 n VB NosjyueHa aHAJOTHYHO €OMu Va mo metoay A ¢ BHXoO-
gom 97 % wu coorHollenneM usomepos 1:1. [TMP: 1,67(3H, ¢, 3-CH; V6); 1,95(3H, ¢, 3-
CH; VB); 2,57 (3H, c. 7-CH; V6); 2,88 (3H, c. 5-CH; VB); 7,0—~7,7 M. 1. (11 H, M, apoma-
THyeckue npoTonw). UK: veo=1673 cm~1 (2-COCgHs).

1. Freund M., Schander A. Ueber das Amidotriazsulfol.— Ber., 1896, 29, N 3, S. 2500—
2505.

2. A. ¢. 850793 (CCCP). Cnocob noayyeHHs KOHICHCHPOBAHNLIX NHPHMHIHMHHEBEIX COENH-
Henuit / B. A. Uyiryk.— Ony6.1. B B. 1., 1972, Ne 27.

3. Yyidieyx B. A., Hasapenko K. I'. Konnencamvst 5-amMHHO-1,2,3,4-THAaTPRA30/1a C alleTHIale-

- ToHOM.— XHMHS TeTepOUMKI. coefnRenuit, 1984, Ne 2, ¢, 269.

4. Bradsher C. K., Lohr D. F. Jr. New aromatic systems having a fused thiazolium
ring.— J. Heterocycl. Chem., 1967, 4, N 1, p. 75—79.

5. Kouepeun I1. M. Cunres 5-anertu/-4-MeTH-2-aMUHOTHA30/18 H €r0 HEKOTOPHIX NPOH3BOJ-
Hux.— JKypH. obur. xumun, 1956, 26, Ne 10, ¢, 2897—2900.

6. Ilyavea C. H., Yylieyx B. A. Trazono[3,2-a] nupHMuauHueBble COMM.— YKpP. XHM. XYpH.,
1970, 36, Ne 5, c. 473—475.

Kues. yu-r B TMoctynuna 12.07.84

84 'YKPAHHGCKWA - XHMHYECKHF JKYPHAJ, 1986, 7. 52, M1



