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ITACBMA B PEJAKIIHIO

HUKJIN3ALUA 4-[AIKOKCUKAPBOHUWIMETHJIAMUWHO(THO)]-5-
AMMHOIINPPOJIO[2,3-JITIUPUMHUINHOB B ITPOU3BOJAHBIE
A3ABEH3[cd|A3YJIEHOB

KuaroueBble cioBa: rereporukisl, 2H-2,3,5,6,9-nenraasabens| cd]azyneH, nuppoiio-
[2,3-d]mupumunus, 6-tHa-2,3,5,9-Terpaa3zabens|cd]a3yneH, TMKIOKOHICHC AL

HenaBHO MBI COOOIIMIN O METO/IE CHHTE3a TeTEPOIMKINUECKON CHUCTEMBI —
2,3,5,6,9-nenTaazaben3[cd]a3ysieHa, BKIIOYAIONIEM alleTHIUPOBAHHE METUIIO-
BOrO 3dupa S-aMHUHO-4-(3TOKCHKAPOOHUIMETHIAMHUHO )-7-METHII-2-METHITHO-
nupposo[2,3-dnupumuiuH-6-kapOoHoBOI kuciaoThl (la) XnopaneTunxiaopu-
JIOM 1 TIOCTICAYIOIIYIO ITMKIOKOHAEHCAIMIO 00pa30BaBIIETOCS S-XJIOpaIeTHI-
aMUHOIIPOU3BOJHOrO mnuppojgonupumuanHa B cucteme K,COs—M®DA [1].
[Tpomomxkas uccne0BaHUA B 3TOM HAINPaBICHUH, Mbl OOHAPY)KUIIH, YTO COENIU-
HeHus la,b B TPUCYTCTBHU KaTaJIMTHYECKOTO KOJNUYECTBA KHUCIIOT IIMKIIH-
3yroTcsl ¢ 00pa30BaHMEM COOTBETCTBYIONIIMX IPOW3BOIHBEIX Hepu-KOHACHCH-
POBAaHHBIX T'€TEPOLUKINYECKUX CHUCTEM 2a,b.
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CriekTpanbHble XapaKTEepUCTUKU COEAUMHEHUH 2a,b XOpoIlo cornacyrTces ¢
NPEITIOKEHHBIMHU CTPYKTYypaMHu.

Hacrosmuit meton cuntesa 6,7,8,9-trerparnnpo-2H-2,3,5,6,9-nenraasa- u
2,7,8,9-terparunpo-6-tua-2,3,5,9-rerpaazaben3[cd]a3yeHOB SIBISETCSl albTep-
HAaTUBHBIM paHee ONMUCAaHHOMY [l] M MOXET yCHeIIHO MPUMEHATHCS A CHH-
T€3a MX MPOM3BOJHBIX, UMEIOIIUX B MOJIEKYJIaX YYBCTBUTEJIbHBIE K OCHOBa-
HHUAM 3aMECTHUTCIIH.

UK cnekrper monyuenbl Ha crnekrpodoromerpe FT-IR Spectrum BX II (Perkin—Elmer)
B Ba3eNMHOBOM Macie, criektpsl SIMP 'H mosydenst ma npuGope Tesla BS-587A (80 MI'm)
B JIMCO-dg, BuyTpennuii crangapt TMC.

MetuaoBsblii 3¢pup 2-meTni-4-meTmitno-8-oxco-6,7,8,9-rerparngpo-2H-2,3,5,6,9-nenra-
azaben3|cd]a3yiaen-1-kapooHoBoii kucaotTel (2a). B pactop 0.1 r (0.28 Mmonp) coenuHeHNS
1a [2] B 15 mn TpuxmopmeraHa J00aBISIOT 2 Kaluld KOHUCHTPUPOBAHHOW COJITHON KHCIIOTHI.
PeakironHyI0 cMech MepeMelInBaT NP KOMHATHOH TemrepaTtype B TedeHue 1.5 4, mobapisor
10 M MeTaHONA, OCANOK OT(GUIBTPOBEIBAIOT, PAacTBOPAIOT B ropsiaeM JIMCO u 106aBIsioT BOA-
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HbI 25% ammuak 0 pH 8. BelmaBmmii 0cagok oT(MIBTPOBBIBAIOT, IPOMBIBAIOT BOAOH H HOIY-
gator 0.03 T (33%) coemuuenns 2a, T. w1 >290 °C (pasm) (u3 JM®A). UK crextp, v, oM
3305 (NH), 3212 (NH), 1711 (CO), 1673 (CO). Cnextp SIMP 'H, 5, m. . (J, T): 2.54 (3H, c,
SCHj;); 3.85 (3H, ¢, NCH3;); 3.90 (3H, ¢, OCH;); 4.05 (2H, n, J = 3.5, NCH,); 8.14 (1H, mr. T,
J=17.0, NH); 9.52 (1H, ¢, NH). Haiineno, %: C 47.05; H 4.54; N 22.68. C;;H;3N4O;S.
Beruucieno, %: C 46.90; H 4.26; N 22.79.

MeTu0Bblii 3¢pup 2-MeTnI-4-MeTHITHO-8-0KC0-2,7,8,9-TeTparuapo-6-Tua-2,3,5,9-terpa-
azaben3|cd]a3yien-1-kapooHoBoii kuciaothl (2b). B pactBop 0.17 r, 0.48 Mmoub coeuHeHUS
1b [2] B 15 mn guxnopmerana nobaemistor | kammo koHi. H,SO,4. Peakiponnyro cmech mepe-
MEIIMBAIOT IPH KOMHATHOW Temrieparype 72 4. BrmaBmmii ocamox OT(QWIBTPOBBIBAIOT,
NPOMBIBAIOT BOJIOH, NMepeKpucTaiui30BbiBatoT U nonydator 0.05 r (32%) coenunenus 2b, 1. mi.
199-202 °C (u3 2-mpomanona). UK cnekrp, v, em 't 3332 (NH), 1687 (CO), 1673 (CO). Criextp
AMP 'H, 5, m. 1. 2.52 (3H, ¢, SCH;); 3.89 (6H, ¢, NCH;, OCHjy); 3.98 (2H, ¢, SCH,); 9.65 (1H,
¢, NH). Haiineno, %: C 44.70; H 3.84; N 17.35. C;,H,N4O;8S,. Berancneno, %: C 44.43; H 3.73;
N 17.27.
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METO/J CHUHTE3A 5-R-BEH3WJI-2-UMHWHOCEJIEHA30JIMJINH-4-OHOB

KumroueBble ¢JIOBa: CEJICHA30JIMIMH-4-0HbI, CEJICHA30JIbl, CEJICHOMOYEBHHA,
APWINPOBAHNE, IUKIIM3ALUH.

WHuTepec k MeronaM CHHTE3a IPOW3BOJHBIX CeJieHa30ja OO0YCJIOBIEH B
3HAYMTENIFHOM Mepe OHMOJIOrHMYecKOd aKTHBHOCTBHIO 3THX coenuHeHud [1-3].
Y100HBIM METOIOM IOJY4CHHUsI 3aMEIIEHHBIX CEJICHA30JI0B SIBJSETCS B3aUMO-
JISHCTBHE O-T'aJIOTEHKETOHOB C COCIUHEHUSIMU, COJIEPIKAIIMMHU CEICHAMUTHBIN
¢parment — H,NC(Se)R [1]. Menee n3ydeHo B3aUMOJICHCTBHE MOCISIHUX C 0~
TaJIOTeHKapOOHOBBIMU KHCJIOTAMH W WX TPOM3BOJIHBIMH, B PE3yNIbTaTe Yero
00pa3yroTcs ceneHa3onuauH-4-o1sl [4, 51.

Hamu pa3pabotan npocToit MeTo CHHTE3a COSAMHEHUH TaKOTO THIA, OCHO-
BaHHBI Ha MPUMEHEHWH AKPWIATOB 2a—C — MPOAYKTOB OpOMapHIMpPOBAHUS
apeHaua3oHueBbIMU cosiMu la—c. CoeanHEHUsT 2a—¢ pearupyroT ¢ CEICHOMO-
YEBUHOW MpPH HENPOJOJKUTEILHOM KHUIISIMEHUH B CIUPTE B MPUCYTCTBUH
NMUpUIUHA C O00pa3oBaHUEM HMMHHOCEICHA30JIMAMHOHOB 3a—c. Jlerumpo-
OpomupoBaHue o-OpomM3(pHUPOB 2a—C MPHU ITOM HE MPOUCXOANUT, COCTUHEHHS
3a—c moJlydeHbl C BBICOKMM BBIXOJOM. [IpeioKeHHBIH CIOCOO MO3BOJISET
MoJIyyaTh IPOU3BOJHBIE 2-MMHHOCEIICHA30JUANH-4-0Ha, COJAepXKallue B
MOJIOKEHUU 5 OCH3WIbHBIE 3aMECTUTENM, YTO OTKPBIBAET MYTh K CHHTE3Y
CEJICHOCOJEePKAIMX aHajoroB 5-R-OeH3ui-2,4-THa30MMINHANOHOB, CpEIn
KOTOPBIX M3BECTCH PSJT aHTHINAOCTHUCCKHUX MpernapaTos [6].
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Criextpst SIMP "H cuumami 8 IMCO-dg, paboyas gacrora 500 MI'm.

5-Ben3ui-2-umuHocenenazoanaun-4-on (3a). K cmecu 10 mu (100 mMosib) sTuinakpuiara,
1.5 r CuBr u 50 mn ameroHa mnpu mepeMEIIUBAHHKM JO0OABISIOT IO KalUIIM pPacTBOP
6ens3onnazonniibpomMusa la, nomydeHnoro auasoruposanueM 100 mmonb aHmiuHa. Peakuuto
BEIyT 10 MpeKpaiieHus BbiaeneHus a3oTa. [Ipubasmstor 200 M1 BOABI, OpraHUYECKUil CION
otpensitor. Ileperonkoit B Bakyyme momyuator 10.3 T (40%) stunoBoro s¢upa 2-6pom-3-
(enmnponanosoii kucnotst 2a. T. kum. 115-117 °C (2 MM pr. ct.), np”" 1.5330. PactBopsior
1.0 r (4.1 mmons) 3dupa 2a u 0.5 r (4.1 MMOJIB) CeTeHOMOYEBHHBI B 15 M1 3TaHOMa, TPUOABISIOT
0.4 mn mupumuna ¥ kunsaTaT 30 MuH. OOpa30BaBIIMIACS OCAJOK MEPEKPHCTAUIM30BBIBAIOT U3
cmecu EtOH-JIM®A, 1:1. ITomyuatot 0.83 r (80%) coenunenust 3a. T. 1. 202-203 °C. Cnextp
SAMP 'H, §, m. a. (J, T): 2.95 (1H, o 1, 2J = 14.0, °J = 11.0, CH,); 3.64 (1H, a. 1, J = 14.0,
3J=3., CH,); 4.67 (1H, 1. 1, °J = 11.0, °J = 3.7, CH); 7.16-7.28 (5H, m, C¢H;); 8.53 (1H, c,
NH); 8.92 (1H, ¢, NH). Haiineno, %: C 47.38; H 3.82; N 10.94. C,,H;(N,OSe. Beruucneno, %:
C47.44; H3.98; N 11.07.

Coenunenusi 3b,¢ noy4arOT aHAJIOTHYHO.

2-Umuno-5-(4-meTninbensui)cenenasoauana-4-on (3b). Bexxox 73%. T. mr 207 °C.
Crextp SIMP 'H, 8, m. 1. (J, T): 2.31 (3H, ¢, CH3); 2.91 (1H, . 1, 2J = 14.1, °J = 10.8, CH,);
3.60 (1H, 1. o, 2J = 14.1,°J = 3.9, CH,); 4.64 (1H, x. 1,*J = 10.8, *J = 3.9, CH); 7.05 (2H, x,
CgHy); 7.10 (2H, 1, C¢Hy); 8.52 (1H, c, NH); 8.90 (1H, c, NH). Haiineno, %: C 49.33; H 4.45;
N 10.36. C,;H|,N,0Se. Boruucneno, %: C 49.45; H 4.53; N 10.48.

2-Umuno-5-(2-xs10poensmi)ceseHazonnann-4-o1 (3c). Boixon 83%. T. mi. 193-194 °C.
Crextp SIMP 'H, 8, m. 1. (J, Tw): 3.07 (1H, 1. 1, *J = 14.4, °J =10.5, CH,); 3.80 (1H, x. 1,
2J=14.4,%J=3.6,CH,); 4.78 (1H, 1. 1, >J = 10.5, >*J = 3.6, CH); 7.18-7.26 (2H, m, CcH,); 7.31
(1H, M, C¢Hy); 7.35 (1H, m, C¢Hy); 8.60 (1H, c, NH); 9.02 (1H, ¢, NH). Haiineno, %: C 41.63;
H 3.02; N 9.52. C,(HoCIN,OSe. Boruncneno, %: C 41.76; H 3.15; N 9.74.
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HbI 25% ammuak 0 pH 8. BelmaBmmii 0cagok oT(MIBTPOBBIBAIOT, IPOMBIBAIOT BOAOH H HOIY-
gator 0.03 T (33%) coemuuenns 2a, T. w1 >290 °C (pasm) (u3 JM®A). UK crextp, v, oM
3305 (NH), 3212 (NH), 1711 (CO), 1673 (CO). Cnextp SIMP 'H, 5, m. . (J, T): 2.54 (3H, c,
SCHj;); 3.85 (3H, ¢, NCH3;); 3.90 (3H, ¢, OCH;); 4.05 (2H, n, J = 3.5, NCH,); 8.14 (1H, mr. T,
J=17.0, NH); 9.52 (1H, ¢, NH). Haiineno, %: C 47.05; H 4.54; N 22.68. C;;H;3N4O;S.
Beruucieno, %: C 46.90; H 4.26; N 22.79.

MeTu0Bblii 3¢pup 2-MeTnI-4-MeTHITHO-8-0KC0-2,7,8,9-TeTparuapo-6-Tua-2,3,5,9-terpa-
azaben3|cd]a3yien-1-kapooHoBoii kuciaothl (2b). B pactBop 0.17 r, 0.48 Mmoub coeuHeHUS
1b [2] B 15 mn guxnopmerana nobaemistor | kammo koHi. H,SO,4. Peakiponnyro cmech mepe-
MEIIMBAIOT IPH KOMHATHOW Temrieparype 72 4. BrmaBmmii ocamox OT(QWIBTPOBBIBAIOT,
NPOMBIBAIOT BOJIOH, NMepeKpucTaiui30BbiBatoT U nonydator 0.05 r (32%) coenunenus 2b, 1. mi.
199-202 °C (u3 2-mpomanona). UK cnekrp, v, em 't 3332 (NH), 1687 (CO), 1673 (CO). Criextp
AMP 'H, 5, m. 1. 2.52 (3H, ¢, SCH;); 3.89 (6H, ¢, NCH;, OCHjy); 3.98 (2H, ¢, SCH,); 9.65 (1H,
¢, NH). Haiineno, %: C 44.70; H 3.84; N 17.35. C;,H,N4O;8S,. Berancneno, %: C 44.43; H 3.73;
N 17.27.
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METO/J CHUHTE3A 5-R-BEH3WJI-2-UMHWHOCEJIEHA30JIMJINH-4-OHOB

KumroueBble ¢JIOBa: CEJICHA30JIMIMH-4-0HbI, CEJICHA30JIbl, CEJICHOMOYEBHHA,
APWINPOBAHNE, IUKIIM3ALUH.

WHuTepec k MeronaM CHHTE3a IPOW3BOJHBIX CeJieHa30ja OO0YCJIOBIEH B
3HAYMTENIFHOM Mepe OHMOJIOrHMYecKOd aKTHBHOCTBHIO 3THX coenuHeHud [1-3].
Y100HBIM METOIOM IOJY4CHHUsI 3aMEIIEHHBIX CEJICHA30JI0B SIBJSETCS B3aUMO-
JISHCTBHE O-T'aJIOTEHKETOHOB C COCIUHEHUSIMU, COJIEPIKAIIMMHU CEICHAMUTHBIN
¢parment — H,NC(Se)R [1]. Menee n3ydeHo B3aUMOJICHCTBHE MOCISIHUX C 0~
TaJIOTeHKapOOHOBBIMU KHCJIOTAMH W WX TPOM3BOJIHBIMH, B PE3yNIbTaTe Yero
00pa3yroTcs ceneHa3onuauH-4-o1sl [4, 51.

Hamu pa3pabotan npocToit MeTo CHHTE3a COSAMHEHUH TaKOTO THIA, OCHO-
BaHHBI Ha MPUMEHEHWH AKPWIATOB 2a—C — MPOAYKTOB OpOMapHIMpPOBAHUS
apeHaua3oHueBbIMU cosiMu la—c. CoeanHEHUsT 2a—¢ pearupyroT ¢ CEICHOMO-
YEBUHOW MpPH HENPOJOJKUTEILHOM KHUIISIMEHUH B CIUPTE B MPUCYTCTBUH
NMUpUIUHA C O00pa3oBaHUEM HMMHHOCEICHA30JIMAMHOHOB 3a—c. Jlerumpo-
OpomupoBaHue o-OpomM3(pHUPOB 2a—C MPHU ITOM HE MPOUCXOANUT, COCTUHEHHS
3a—c moJlydeHbl C BBICOKMM BBIXOJOM. [IpeioKeHHBIH CIOCOO MO3BOJISET
MoJIyyaTh IPOU3BOJHBIE 2-MMHHOCEIICHA30JUANH-4-0Ha, COJAepXKallue B
MOJIOKEHUU 5 OCH3WIbHBIE 3aMECTUTENM, YTO OTKPBIBAET MYTh K CHHTE3Y
CEJICHOCOJEePKAIMX aHajoroB 5-R-OeH3ui-2,4-THa30MMINHANOHOB, CpEIn
KOTOPBIX M3BECTCH PSJT aHTHINAOCTHUCCKHUX MpernapaTos [6].
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