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6-APJIAMHHO-3-METHJI-7H-[1,2,4]TPUA30.IO[3,4-](1,3,4]-
TUAJIUA3UHEI -
HOBBIE N-APMJIAMHIAMHOBBIE CTPYKTYPbI

IMpennoxeH Metoa monyveHus npoussoausix 7H-[1,2,4]rpuazono[3,4-5][1,3,4]Tnannasuna
aJIKMIMpOBaHHeM 4-aMHHO-5-MeTnn-4H-1,2,4-Tpuazon-3-Tuona 3aMelleHHBIMH O-XJI0paLeTaHu1-
HIaMH C OCNeyoIeH LIMKIM3alHel poMeXyTOUHOro NpoayKTa X10pokcuaom docdopa.

KitoueBnbie cioBa: 4-amuHo-5-metnn-4H-1,2,4-tpuason-3-tron, N'-apn-2-(4-amuHo-5-veTw1-4 H-
1,2,4-Tpuasonun-3-Tuo)aueraMu, 3-metun-6-apunamuno-7H-[1,2,4]tpuazono[3,4-b][1,3,4]tua-
JIMa3UH, Q-XJI0paleTaHUIIK], BHYTPUMOJEKYAsSpHas UHKIU3aLHSL.

KonneHcupoBanHble npousBoaHble 1,2,4-Tpuasono[3,4-b][1,3,4]tnannaszu-
HOB 0071a1al0T LIMPOKHM CIEKTPOM OHONOTrHUecKOro AeHCTBHA: 3TO aHTHOAK-
TepuaneHas [1, 2], npoTHBOBUpYCHAs!, MPOTHBOBOCTIATIUTEIbHAS U APYTHE BUIbI
aKTUBHOCTH [3].

B nocnenHee Bpems 3HaYMTENBHO BO3POC HHTEPEC K IeTEPOLMKIMYECKHM
N-apunaMuIHHaM, 4TO CBA3aHO C MOJyYeHHEM Ha X OCHOBE aHAJIbI€THKOB HO-
BOro nokoseHus [4]. Mcxoas M3 3Toro HaMu NpeanpHHATa MONbITKA M0JYYHTh
N-apunamuaussl ¢ 1,2,4-tpuaszono[3,4-b][1,3,4]THaqua3HHOBBIM SIPOM.

Panee Oputo mokazano, uto 4-amuHO-5-ankwi-4H-1,2,4-Tpuazon-3-THobl
PearupyroT ¢ TAKMMH ATKUIHPYIOIIMMH peareHTaMH, Kak HOAUCThIN MeTHa [1],
XJIOPaUETOHUTpHI [2], xJI0pyKcycHas KucaoTa [S5] ¥ 3aMelneHHbIMH deHalmI-
6pomupamu [5-8].
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Hamu npensioxkeH HOBBIN MeTOI MOTyYeHHs TPOHU3BOLHBIX 7H-[1,2,4]Tpu-
a3om10[3,4-b][1,3,4]TvaguasuHa aNKUIMPOBAHHEM 4-amuHo-5-metun-4H-1,2 4-
TpHaz0-3-THosa (1) 3aMelIeHHbIMH OL-XJIOpalleTAHHIHAAMH 2 C nocieayromei
UMKIM3aUeH POMEKYTOUHOTO NPOyKTa XIOPOKCHIOM (ocopa.

Bszaumoneiicteue THoMa 1 ¢ 3aMeIUEHHBIMU O-XJTOPAIETAHIIHIAMH B npu-
CYTCTBHH MOTAlllA TIPOTEKAET ¢ 0OPa30BAHMUEM 3aMELIEHHBIX Nl-apHJI-2-(4-aMp1-
HO-5-meTun-4H-1,2,4-tpuasonun-3-THo)aneraMuaos 3. Ilpn kuns4yenpu no-
CJIEAHMX C XJIOPOKCHIOM (pochopa NPOMCXOAUT BHYTPUMOJIEKYIAPHAS LIUKITH-
3alMsi U oOpasyroTes 3-metun-6-apunamuno-7H-[1,2,4]rpuazono[3,4-][1,3,4]-
THAaJAHa3uHbI 4.

CTpoeHye CHHTE3UPOBAHHBIX COEIMHEHHI TIONTBEPIKAEHO NAHHBIMH CIIEK-
tpockonuu SIMP 'H. Tak, B CIIEKTpax COCAMHEHHMH 3a—C TPEXTPOTOHHBIM CHUH-
IJIET METUJILHOH TPYNIbI HAXOAMTCA B 061acTH 2.28-2.34 M. 4., ABYXIPOTOH-
HbIA CHHIIIET MeTuneHosod rpynnel S—-CH,CONH nposiensercs B obnacTu
3.94-4.02 M. 1., ABYXTIPOTOHHBIN CHHIJIET N-aMHHOrpyNIB! pe3oHUpyeT B 06-
nactu 5.71-5.89 m. n. Ipu MOBTOpHOM peructparyu CIIEKTpa B IPHUCYTCTBHH
Hebonpmux konuuects D,O 9TOT CHMrHam HcuesaeT BCieNCTBHE neiirepoobme-
Ha. Curnan NH-amugsoro nporona Habmrogaercs B unTepBane 9.66-10.36 M. 1.

OmitumTeNEHO 0COGEHHOCTBIO CTIEKTPOR COSAMHEHHH 4a—¢ 1o CPaBHEHHIO
C aueTaHWIMAaMH 3a—C ABJSETCS HCYE3HOBEHME JBYXIMPOTOHHOTO CHHIJIETA
N-aMHHOIpYNINbI U CHIHANA ALETAMHMIHOTO MPOTOHA, ¢ MOSBIEHHEM OJIHOTIPO-
TOHHOI'O CHHIJIETA HUMHHOTPYIIIIBI B MTOJI0XKEHUH 6 cHcTeMsI 1ipu 8.93-9.87 M. 1.

9KCHEPUMEHTAJILHAS YACTD

Cnektpsl IMP 'H cusitel na npubope Bruker-300 (300 MI'u) B IMCO-ds, BHyTpeHHuit
crannapt TMC.

N'-(4-3T0Kcu¢eﬂun)-2-(4-aMuHo—S-MeTun-4H-1,2,4-Tpna3o.ﬂnn-3-7uo)aueTaMun (3a).
K pacropy 1.3 r (10 mMmonb) coeauuenns 1 B 40 M BOZHOrO 3TaHoa, comepxamero 1.38 r
(10 mmons) K,CO;, mpubasnsior pactsop 2.13 r (10 MMomB) 4-3TOKCH-O-XJI0paLlETAHMITHAA
B 20 M1 3TaHoNa. Peakuuonnyio cMech KUnSTAT 30 MHH U OXJIQXKJAIOT, 110CIE Yero A00aBsioT
50-60 Mn Bombl, BBINABIIMI GECUBETHBIN OCamOK OT(QUIBTPOBLIBAIOT, MPOMBIBAIOT BOXOH U
cywar. Boixox 2.85 r (93%). T. nn. 226 °C (u3 sraHoia). Crnekrp SIMP 'H, §, m. 1.: 1.30 (3H, T,
OCH,CHy); 2.28 (3H, ¢, CH;); 3.96 (2H, x, OCH,CH,); 4.02 (2H, ¢, CH,CO); 5.89 (2H, ¢, NH,);
6.85 u 743 (4H, n. 1, C¢H,); 10.16 (1H, «c, NH). Haiineno, %: N 23.0. C,3H;;N50,S.
Beruucneno, %: N 22.8.

N'-(4-Xnopd)enu.n)—2-(4-aMuHo—S-MeTml—4H-1,2,4-Tpua30.111m—3-Tuo)aue"ramml (3b) mo-
JyHAIOT aHANOTHYHO COCAMHEHHMIO 3a U3 SKBUMOISIPHBIX (110 10 MMOJIB) KOJTHYECTB coequHeHus 1
4 4-xnop-o-xnopaneranunuia. Beixox 2.71 r (91%). T. mn. 211 °C (u3 sranona). Crekrp
SMP 'H, &, m. 1. 231 3H, ¢, CHs); 4.02 (2H, ¢, CH,CO); 5.83 (2H, ¢, NH,); 7.31 u 7.58 (4H,
n. 1, CeHy); 10.36 (1H, ¢, NH). Haitneno, %: N 23.2. C11H,CIN;OS. Briuucneno, %: N 23.5.

N'-(2,3-,Z[uMeTnn¢eHnﬂ)-2—(4-aMHHO—S-MeTun-4H-1,2,4-Tpuasonn.u-3—mo)aueTaMuu 3¢)
TIONyHAIOT aHANOTHYHO COCAMHEHMIO 32 M3 SKBMUMOIAPHBIX (0 10 MMOJB) KOIHYECTB COENH-
Henus 1 u 2,3-1uMern-o-xiopaueraHunaa. Boixon 2.45 ¢ (84%). T. mn. 173 °C (u3 sranona).
Cnektp SIMP 'H, &, m. 1.: 2.11 (3H, ¢, CHy); 2.28 (3H, ¢, CH3); 2.34 (3H, ¢, CH;); 3.94 (2H, c,
CH,CO); 5.71 (2H, ¢, NH,); 6.92-7.31 (3H, m, CeHs); 9.66 (1H, ¢, NH). Haitneno, %: N 24.2.
C13H7N5OS. Brruncneno, %: N 24.0.

I'napoxsopun 3-MeTHJ'l-6-(4-3TOKCcheHHﬂaMHHO)-7H-[1,2,4]Tpﬂ330ﬂ0[3,4-b][1,3,4]THa-
AnasuHa (4a). Kunsarar 2 r (6.5 Mmons) aneramuzna 3a B 30 mn XJI0pokcuaa ¢ocdopa 2-3 y,
M30BITOK XJOPOKCHJA YNApuBAIOT B BakyyMe A0CyXa. MaC/HSHHCTBIA OCTATOK pacTupaior ¢
5QupoM. 3aKpHCTAIIH3OBABUIMNCT 0CATOK OTQHIBTPOBRIBAIOT, [HOMBIBAIOT BOAOH M CyIIaT.
Bexon 1.75 1 (83%). T. n. >250 °C (u3 cmecu staHo—-IM®A). Criekrp SIMP 'H, §, m. 1.: 1.31
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(3H, T, OCH,CHs); 2.46 (3H, c, CH;); 3.98 (2H, x, OCH,CHj;); 4.01 (2H, ¢, SCH,); 6.95 u 7.63
(4H, n. n, C¢Hy); 9.87 (1H, c, NH). Haitneno, %: N 21.3. C;3HsNsOS-HCI. Brruucneno, %:
N2L.5.

I'mapoxJyopua 3-metnn-6-(4-xsaopdennnamuno)-7H-[1,2,4]rpuasono[3,4-6][1,3,4]Tnanu-
a3uH (4b) nomyyaior aHamOrMyHO coeauHeHuio 4a u3 2 r (6.7 mMons) aueramuna 3b. Brxon
1.97 r (93%). T. m1. >250 °C (u3 cMecu stanon-JAM®A). Cnextp SIMP 'H, &, m. 11.: 2.46 (3H, c,
CH;); 3.88 (2H, ¢, SCH,); 7.27 u 7.71 (4H, n. 1, CcHy); 9.75 (1H, ¢, NH). Haitneno, %: N 22.4.
C11H;oCIN;sS-HCI. Beraucneno, %: N 22.1.

6-(2,3-Iumetundennnamuno)-3-metua-7H-[1,2,4]Tpuasono(3,4-5][1,3,4] Tuaguasun (4c).
Kunsrar 2 r (6.9 mMmons) auneramuna 3¢ B 30 mn xnopokcuna ¢ochopa 2—3 4, uzGhITOK
XJIOPOKCHZA YNAapUBAIOT B BaKyyMe IOCyXa M MACISHHUCTBIA ocraTok pactupaiot ¢ 50 ma 10%
pactBopa NaOH. 3akpucranin3oBaBuIniics 0caoK OTGHIBTPOBBIBAIOT, MPOMBIBAIOT BOAOH U
cymar. Beixon 1.38 r (74%). T. nn. >250 °C (u3 cMecu stanon-JIM®A). Cnextp SIMP 'H,
8, M. n.: 2.14 (3H, ¢, CH3); 2.19 (3H, ¢, CHj); 2.26 (3H, ¢, CH;); 3.92 (2H, ¢, SCH,); 7.05-7.27
(3H, M, C¢H,); 8.93 (1H, ¢, NH). Haitneno, %: N 25.5. C;3H;sNsS. Beruucneno, %: N 25.6.
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