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6-APIJIAMHUHO-3-METHJI-7H-[1,2,4] TPHA30JI0[3,4-b][1,3,4]-
TUAJIMA3HHBI —
HOBBIE N-APWJIAMWJINHOBBIE CTPYKTYPBI

[Ipennoxen meron nomydenus npousBoansix 7H-[1,2.4]tpumasono(3,4-b][1,3,4]Tuaguazuna
AJIKWIMPOBAHUEM 4-amuno-5-metun-4H-1,2,4-tpuason-3-tuona 3aMeLLEHHBIMU o-
XJIOpaLeTaHWI-UJIaMU C IOCJIeAyIoIel UKIn3anueil MpoMeXXyTOYHOro MPOAYyKTa XJIOPOKCHIOM

dochopa.

Kmouessle ciioBa: 4-amuno-5-metun-4H-1,2,4-tpuason-3-tuon, Nl-apI/IJI-Z-(4-aMI/IHO-5-MeTI/UI-4H-
1,2,4-Tprazonmi-3-tHo)aneraMus, 3-metmi-6-apunamuno-7H-[1,2,4]rpuazono[3,4-b][1,3,4]tna-
JIa3UH, Ol-XJIOpaLeTaHWINA, BHY TPUMOJICKYIAPHAs [IKIH3aIHs.

KonnencupoBannsie mpousBogubie 1,2,4-tpmazono[3,4-b](1,3,4]tnannasu-
HOB 00JIa[IalOT IIMPOKHAM CIIEKTPOM OHMOJIOTHYECKOTO ICHCTBHS: 3TO aHTHOAK-
TepuanbHas [1, 2], mpoTHBOBUpPYCHAS, TPOTHBOBOCHAINTENbHAS U APYTHE BUIBI
aKTUBHOCTH [3].

B mocnegree Bpems 3HAUNTENBHO BO3POC UHTEPEC K TETEPOIUKIIYEcKAM N-
apuJIaMHIAHAM, YTO CBSI3aHO C IMOJyYeHHEM Ha MX OCHOBE aHAJIbI€TUKOB HO-
BOTO MOKoyieHus [4]. Micxons w3 3TOro HaMH MPEANPUHATA MOMBITKA TOTYYUTh
N-apunamuauns! ¢ 1,2,4-tpuazono[3,4-b][1,3,4]Tnaama3nHOBEIM SIPOM.

Panee Opmmo moOKaszaHo, 4to 4-amuHO-5-amkui-4H-1,2,4-Tpuazon-3-THomis!
pearupyroT ¢ TaKUMH aTKAIHNPYIOMIIMA peareHTaMu, Kak HOIUCTBIH MeTwi [1],
XJIOPAIIETOHUTPIII [2], XJIOPYKCYCHAsI KACTIO0Ta [5] W 3aMeIeHHBIMA (DeHaIwI-
Oopomumamu [5-8].
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Hamu nmpeanoxeH HOBBIM MeTOZ mMmoirydeHus npousBogusix 7H-[1,2,4]tpu-
azono[3,4-b][1,3,4]tTuanuazuna amkuiaupoBanuem 4-amuHo-5-metmn-4H-1,2.4-
Tprazon-3-troia (1) 3aMeneHHpIMA O-XJIOpaIleTaHIINIaMHU 2 ¢ TIOCTeAyomei
LUKIN3aHeNd IPOMEXyTOYHOTO MPOLYKTa XJIopokcuaoM docdopa.

BsaumopeiictBue tnona 1 ¢ 3aMEIIEHHBIMH O-XJIOPALETAHUINIAMHU B MpH-
CYTCTBMHM IOTAIlIA MPOTEKAeT ¢ 00pa3oBaHueM 3aMemeHHbIX N'-apui-2-(4-amu-
HO-5-meTmin-4H-1,2,4-tpuazonmin-3-tuo)aneramunos 3. [lpu kunsueHwn mo-
CIIEIHUX C XJOPOKcHIOM (hochopa MPOUCXOAUT BHYTPUMOJICKYIISIPHAS LIMKIIH-
3anus U oOpasyrorcs 3-metun-6-apuiamuno-7H-[1,2,4]rpuazomno|3,4-b][1,3,4]-
THAIUA3UHEI 4.

CTpoeHne CHHTE3MPOBAHHBIX COCAMHEHHMH MOATBEP’KACHO AAHHBIMH CIICK-
tpockonuu SIMP 'H. Tak, B cieKTpax cOeIMHEHHit 3a—¢ TPEXIPOTOHHBI CHH-
TJIET METHJIBHON TPYNITBI HaXomuTcs B obmactu 2.28-2.34 M. 1., ABYXIPOTOH-
HBI cuHTIeT MetuneHoBou rpymmel S—CH,CONH mposBisercs B oOnacTu
3.94-4.02 M. n., IBYXNPOTOHHBIN CHHTIIET N-aMUHOTPYIIBI PE30HUPYET B 00-
nmacta 5.71-5.89 m. a. Ilpu moBTOpHOI peructpanuu CreKkTpa B IPUCYTCTBUU
HeOonbpIuX KonmudecTB D,O 3TOT curHanm mcueszaeT BCIACACTBHE AeHTepooOMe-
Ha. CurHan NH-amumHOTO IpoTOHA HaOogaeTcs B uHTepBasie 9.66—-10.36 M. .

OTMYuTeNbHON OCOOCHHOCTBIO CIIEKTPOB COCMHEHH 4a—C 110 CPAaBHEHUIO
C aueTaHWIHAAMU 3a—c SBISETCS HCUE3HOBCHHE ABYXIIPOTOHHOTO CHHIJIETa
N-aMHUHOTpYMNITBl U CUTHAJa aleTaMUIHOTO MPOTOHA, C MOSIBICHUEM OZHOIPO-
TOHHOT'O CUHIJIETa UMUHOTPYIIIBI B MOJ0KEHUU 6 cucteMsl pu 8.93-9.87 m. 1.

SKCHEPUMEHTAJIBHASL YACTb

Cnextper SIMP 'H cuatel Ha npuGope Bruker-300 (300 MI'm) 8 IMCO-ds, BHyTpenHuit
cranaapt TMC.

N1-(4-3T0KCl/l(l)eHl/l.JI)-2-(4-aMl/lH0-5-MeTMJ1-4H-1,2,4-Tpl/laSOJ1l/l.J1-3-Tl/l0)alleTaMl/l[l (3a).
K pactBopy 1.3 r (10 mmounb) coenunenust 1 B 40 mMa BogHOro 3TaHo’ia, coxepxamiero 1.38 r
(10 mmonb) K,CO;, npubasmstor pactBop 2.13 r (10 MMonb) 4-3TOKCH-O-XJIOpalleTaHUIHIA
B 20 M1 5TaHona. PeakiimoHHyo cMech KHUMIATAT 30 MHH U OXJQXKAAIOT, MOCIC Yero JA00aBISIOT
50-60 mMi BOABI, BBINABIIMKA OECLBETHBII 0CaJOK OT(GHILTPOBHIBAIOT, IPOMBIBAIOT BOJIOH H
cymar. Beixox 2.85 r (93%). T. m. 226 °C (u3 sranona). Criexrp SIMP 'H, 8, m. x.: 1.30 (3H, T,
OCH,CHs); 2.28 (3H, ¢, CH3); 3.96 (2H, x, OCH,CHj,); 4.02 (2H, ¢, CH,CO); 5.89 (2H, ¢, NH,);
6.85u 7.43 (4H, n. n, C¢Hy); 10.16 (1H, ¢, NH). Haitneno, %: N 23.0. C;3H;,Ns0O,S. Boruucieno,
%: N 22.8.

N1-(4-X.J10p(l)eHl/l.ﬂ)-z-(4-aMl/lH0-5-MeTl/lJ1-4H-1,2,4-TpPla30ﬂl/lJ1-3-Tl/10)alleTaMl/l)1 (3b) mno-
JIy4aroT aHAJIOTUYHO COCIMHEHHUIO 3a U3 SKBUMOJIAPHBIX (10 10 MMOJIb) KOJIMYECTB COCIUMHEHHS
1 u 4-xnop-o-xsnopaneranmnuaa. Beixoq 2.71 v (91%). T. mn. 211 °C (u3 sranona). Crektp
SAMP 'H, §, m. 1.: 2.31 (3H, ¢, CHs); 4.02 (2H, ¢, CH,CO); 5.83 (2H, ¢, NH,); 7.31 u 7.58 (4H,
1. n, C¢Hy); 10.36 (1H, ¢, NH). Haiineno, %: N 23.2. C;;H;,CINsOS. Beruncneno, %: N 23.5.

N1-(2,3-I[uMeTnnq)el-m.ﬂ)-2-(4-aMnﬂo-5-MeTm1-4H-1,2,4-Tpna3onm1—3-Tno)aueTaMnu 3o)
MOJyYal0T aHAJIOTUYHO COSAWHEHUIO 3a W3 SKBHUMOJSPHBIX (10 10 MMOIJIB) KONHYECTB COEIH-
Henns 1 u 2,3-auMeTi-o-xopaneranmiuaa. Beixox 2.45 1 (84%). T. . 173 °C (u3 sranona).
Crnektp SIMP Y, 8, m. 1.: 2.11 (3H, ¢, CHy); 2.28 (3H, ¢, CHj); 2.34 (3H, ¢, CH;); 3.94 (2H, c,
CH,CO); 5.71 (2H, ¢, NH,); 6.92-7.31 (3H, m, C¢H3); 9.66 (1H, c, NH). Haiineno, %: N 24.2.
C13H7N5OS. Brruncieno, %: N 24.0.

T'uapoxyopun  3-meTui-6-(4-3roxkcudennnamuno)-7H-[1,2,4] rpuazono|3,4-5][1,3,4] THa-
auasuHa (4a). Kumsarar 2 r (6.5 mmons) aneramuna 3a B 30 mi xjopokcuga ¢ocdopa 2-3 4,
M30BITOK XJOPOKCHJA YIapuUBalOT B BaKyyMe HocyXa. MacIsSHHCTBIH OCTaTOK pPacTHPAIOT C
3¢upoM. 3aKpUCTAIITU30BABIINNCSI OCATOK OTQMIBTPOBHIBAIOT, MPOMBIBAIOT BOJOW M CyIIAT.
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Boixox 1.75 r (83%). T. 1. >250 °C (u3 cMecu stanon—JIM®A). Crexrp IMP 'H, 8, m. x.: 1.31
(3H, T, OCH,CHj,); 2.46 (3H, ¢, CH;); 3.98 (2H, x, OCH,CHj3); 4.01 (2H, ¢, SCH,); 6.95 u 7.63
(4H, n. n, C¢Hy); 9.87 (1H, ¢, NH). Haiineno, %: N 21.3. C;3H;sNsOS-HCI. Beraucieno, %:
N21.5.

T'uapoxyopun 3-meTuii-6-(4-xnoppenunnamuno)-7H-[1,2,4] Tpuasono|3,4-5][1,3,4| tnagn-
a3uH (4b) moiy4arT aHaJOTMYHO coeAuHeHuIo 4a u3 2 r (6.7 mmonb) aneramuga 3b. Beixon
1.97 r (93%). T. m1. >250 °C (u3 cmecu stanon—M®A). Crextp SIMP 'H, 8, m. 1.: 2.46 (3H, ¢,
CH;); 3.88 (2H, ¢, SCHy); 7.27 u 7.71 (4H, n. n, C¢H,); 9.75 (1H, c, NH). Haiineno, %: N 22.4.
C1H,(CIN;sS-HCI. Boruucneno, %: N 22.1.

6-(2,3-Aumernindennnamuuo)-3-merui-7H-[1,2,4] rpua3zono[3,4-5][1,3,4] Tuaguasun (4c¢).
Kunsarsar 2 r (6.9 mmons) aueramuga 3¢ B 30 mu xmopokcuzaa docdopa 2-3 4, u30bITOK
XJIOPOKCHJIAa YIApHUBaIOT B BaKyyMe JOCyXa M MACISHHUCTBIA ocTaTok pactupator ¢ 50 mm 10%
pactBopa NaOH. 3akpucTamin3oBaBIIUICS 0CaTOK OT(OUIBTPOBBIBAIOT, MPOMBIBAIOT BOAOW U
cymart. Beixox 1.38 1 (74%). T. . >250 °C (u3 cmecu stanon—/IM®A). Cruexrp IMP 'H,
S, M. 1.: 2.14 (3H, ¢, CH3); 2.19 (3H, ¢, CH3); 2.26 (3H, ¢, CH3); 3.92 (2H, ¢, SCH,); 7.05-7.27
(3H, M, C¢H;); 8.93 (1H, ¢, NH). Haiineno, %: N 25.5. C3H;5NsS. Beraucneno, %: N 25.6.
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