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CHUHTE3 1-AMUHOHA®TO[1,2,3-cd|AUH10J1-6(2H)-OHOB

Pa3paboTan HOBbII MeTO noyudeHus: N-3amei€HHbIX 1-amunonadTo[1,2,3-cd]unnon-
6(2H)-0HOB HYKJICODHIBHBIM 3aMelleHneM HUTpOrpynnsl B 1-uutponadro|1,2,3-cd|uunon-
6(2H)-onax.

Karouesble cioBa: 1-amunonadto[1,2,3-cd|unnon-6(2H)-oubl, 1-autponadtol[l,2,3-cd]-
nH01-6(2H)-0HbI, HYKJICO(QHIBHOE 3aMElIEeHHE.

Hadro[1,2,3-cd|urnon-6(2H)-0H U ero mpou3BOJHBIC NEPCICKTUBHBI B Kaue-
ctBe moMuHO(opoB [1], mazepHbIx Kpacuteneii [2], cencubunmuzaropos [3]. B mo-
ClIeHEE BpeMs IPEJIOKEHBI HOBBIC YJOOHBIC CIOCOOBI mosydeHus [4, 5]
npocreiimero Hadro[1,2,3-cduanon-6(2H)-ona (MUPPOIAHTPOHA), YTO MO3BOJISET
BECTHU PACIIMPEHHBINA MOUCK €r0 IPOU3BOTHBIX.

Mp1 m3yunnu otHouteHue 1-autpoHadTol1,2,3-cdunnon-6(2H)-oHoB 1a,b k nep-
BUYHBIM M BTOPUYHBIM anudaTnieckuMm amuHam. HatineHo, uro nupponanTpors: 1a,b
JIOCTATOYHO JIETKO B3aWMOJICHCTBYIOT C aMUHAMH NYTEM HYKICO(UIBHOTO 3aMe-
IICHUS] HUTPOTPYTIIIHL.
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la,b 2a-f

1aR'=H, bR'=Me;2aR'=H, R*+R® = (CH,CH,),0; b R' = H, R*+R* = (CH,),;
¢ R'=H, R*R® = (CH,CH,),NCOOEt; d R' = Me, R*+R> = (CH,)s;
eR!'=Me,R2=H,R*=Pr;fR! =Me, R2=H, R*=i-Bu

[Momygyennste mpu 3toM l-ammHOHA(DTO[1,2,3-cd|unnon-6(2H)-ousr  2a—f,
MoI00HO TPOCTEUIeMy MHPPOIIAHTPOHY, OOJAMAIOT JIFOMUHECIICHTHBIMH CBOM-
CTBaMH, a BBEJICHHE 3aMENIEHHON aMUHOTPYIITIHI B MTOJIOKEeHUE | mpuBOAMT K 6aTo-
XPOMHOMY CJBUTY JITMHHOBOJIHOBBIX MaKCUMYMOB TorjoiieHus Ha 30—-50 Hwm.

Panee otmeuanock [6], aTo monoxkerne 1 B HadTo[1,2,3-cd|urmon-6(2H)-onax
YYBCTBUTENBHO K NEHCTBHIO HyKIeodunoB. Tak, MHOTOYacOBBIM KHUIISTYEHHUEM
2-metrmHadTO[1,2,3-cdnanon-6(2H)-oHa ¢ OyTHIAMHHOM B MPUCYTCTBHH aMUAa
HaTpus OBUT MONyYEH, O-BUANMOMY, B Pe3yJbTaTe HyKICO(MMIBHOTO 3aMEIIeHUs
aroma Bomopoza 1-0ytunamuHo-2-metminHadTo[1,2,3-cd|uanon-6(2H)-0H ¢ BBIXO-
mom 30%. B artoit ke pabore coobmanock, uro 1-6pomuadro[l,2,3-cd|unmon-
6(2H)-oH (3) mIpu KHAISIYCHUN B W30BITKE OyTHJIaMWHA TpeBpamiaercs B 1-OyTwui-
amuaOoHA(TO[ 1,2,3-cd|uHmon-6(2H)-oH.
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Kunerndeckue usmepeHusi, mpoBeAEHHbIE HAMH Ha MpUMepe |-HUTPOImUppoI-
aHTpoHa la u 1-6poMmnupponanTpoHa 3 B peakiiyl ¢ MUPPOTUAUHOM MPU KHUIISTUE-
HUU B TUOKCaHE, CBUAETENHCTBYIOT O TOM, YTO HUTPOTPYIIa IpUMEPHO B 2.5 pasza
MeHee ITOJIBIKHA, YeM aTOM Opoma.

CrnemyeT OTMETUTh, YTO B MOHOIMKIIMYECKUX MUPPOJIaX HYKICOPIIbHOE 3aMe-
IIEHWE HUTPOTPYIIBI PEaTU3yeTcss TOIBKO MPH HANWYHH B MUPPOIHLHOM KOJIbIE
IPYTUX aKTHBUpPYOMUX 3amectutenei [7]. Tak N-MeTwi-2,5-TUHUTPOIUPPOIT
MOJIBEprayica 3aMEUICHUIO OJHON U3 HUTPOTPYIII MpH AeiicTBUM nunepuanHa [8], a
MOJIBUKHOCTh HHUTPOTPYIIBI, HAXOIAIMIEWCS B TMOJOXKEHUH 2 B N-MeTwi-
2,3-TUHUTPOTIHPPOIIE, TT0 OTHOLIEHUIO K METOKCH/I-MOHY OKa3ajlach BBIIIE, YeM B
1,4-nmuauTpoben3one [9].

ITo-BuaMMOMY, BBICOKAs aKTUBHOCTb HUTPOIHPPOIAHTPOHOB la,b x amuHam
OOBSICHSIETCSI CTPYKTYPHBIMH OCOOEHHOCTSIMHU 3THX BEUIECTB, @ UMEHHO 3JIEKTPOHO-
AKIENTOPHBIM BIMSHUEM aHTPOHOBOTO SApa Ha MUPPOITBHBINA ITHKII.

TakuM o0Opa3oMm, HaMU pa3paboTaH YAOOHBIM CHOCOO TMoNTydeHHs |-aMHHO-
Hadro[1,2,3-cd|uanon-6-(2H)-0HOB U3 JIeTKOAOCTYIHBIX 1-HUTpoHadTO[1,2,3-Cd]-
uHA0I-6-(2H)-0HOB.

SKCIHEPUMEHTAJIBHAS HACTb

Y® cnekrpsl 3apeructpupoBanbl Ha ipubope Evolution 300 (kroBeTsl 1 MM) B TOTyOIIE.
Cnextpsl IMP 'H 3amucamsl Ha cnextpomerpe Bruker DRX (500 MI'm) B JIMCO-dq,
BHyTpeHHHH craHmapr TMC. Macc-CneKTpsl 3aperucTpupoBaHbl Ha mpuoope Finnigan
MAT 8200 (3Y, 70 3B). DnementHsIii ananu3 npoBoamwin Ha npudope EURO EA 3000.
Temneparypsl IUTaBIeHHs OIpe/elieHbl Ha MUKpOHarpeBarenbHoM ctonuke Boetius. Xon
peaxkyii U YHCTOTY CHHTE3HPOBAHHBIX COEIUHEHUIN KOHTpoiupoBanu meronom TCX Ha
miactuHax Silufol UV-254 (anroeHT TONMyOn—aneTos, 4:1).

Wcxonubie coenunenuss — 1-uutpoHadroll,2,3-cdlunnon-6-(2H)-on (1a), N-mermn-
I-aurponadTo[1,2,3-cd|lmanon-6-(2H)-on (1b) u 1-6pomuadro[l,2,3-cduanon-6-(2H)-oun
(3) momy4eHs! O U3BECTHOIN MeToTUKE [6].

1-Mopdoannonadro[1,2,3-cdlungon-6(2H)-on (2a). Cmecy 0.60 T (2.27 Mmoib)
coemunaenus 1a u 1.00 r (11.49 mmoib) MophouHA KUIATAT B 5 MJI 3THIIIIE/UIO30JIbBA B
TeueHne 3 4, 3areM oxyaxaaoT 70 40 °C n 1o0aBisIOT NpH IepeMEIINBaHUK 3 M BOJBI.
Brmasmmit mocne oxnmaxkaerus o 10-15 °C ocamok OTQHIBTPOBBIBAIOT, MPOMBIBAIOT
Bonoi. Beixox 0.58 1 (92%). T. . 306-307 °C (PhMe). YO criextp, Amax, HM (Ig €): 432
(4.06), 446 (4.07). Criextp SIMP 'H, &, m. 1. (J, T'm): 3.49 (4H, ¢, CH,NCH,); 3.85 (4H, c,
CH,OCH,); 7.33-7.40 (2H, m, H-4,9); 7.64 (1H, n, J = 7.0, H-3); 7.74 (1H, T, J = 6.5, H-8);
7.81 (1H, n, J = 7.0, H-5); 7.89 (1H, 1, J=7.0, H-10); 8.38 (1H, 1, J = 7.0, H-7); 11.80
(1H, ¢, NH). Macc-cniektp, m/z (Iym, %): 304 [M]" (100), 218 (33), 190 (40), 164 (21), 95
(23), 57 (23). Haitneno, %: C 75.13; H 4.92; N 8.76. CoH4sN,0,. Boruucneno, %: C 74.98;
H 5.30; N 9.20.

1-ITuppoaugunonadro[1,2,3-cdlungon-6(2H)-ou (2b). Cmecs 0.60 r (2.27 mmoib)
coenuHenus 1a u 0.87 r (12.19 MMoib) MUPPONIMANHA KUITATAT B 5 MIT STWIIEIIIO30/1bBa B
teuerne 20 MuH, oxiaxaarT a0 40 °C u no0aBISIOT TP MEPEMEIINBAaHUH 3 MIJI BOJBL
BrmaBmuii mocine oxmaxaeHus 0CafoK OT(MIBTPOBHIBAIOT, MPOMBIBAIOT BOIOH. Brixon
0.52 r (80%). T. mn. 243-244 °C (PhMe). Y@ crektp, Amax, HM (Ig €): 443 (4.09), 465
(4.16). Crextp SIMP 'H, &, M. 1. (J, T): 2.03-2.07 (4H, ™, 3,4-CH, nupponuauu); 3.77
(4H, T, J= 7.0, CH,NCH,); 7.23-7.30 (2H, m, H-4,9); 7.46 (1H, 1, J= 7.0, H-3); 7.63 (1H, T,
J =170, H-8); 7.82 (1H, n, J = 7.0, H-5); 7.94 (1H, n, J = 7.0, H-10); 8.42 (1H, n. &,
Ji9=1.5, Js7= 1.0, H-7); 11.30 (1H, ym. ¢, NH). Macc-cuexrp, m/z (o, %): 288 M]"
(100), 218 (12), 190 (19), 95 (17). Haiineno, %: C 79.12; H 5.63; N 9.29. C;oH;¢N,O.
Boruuciieno, %: C 79.14; H 5.59; N 9.71.
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IOtuiaoBbiii  3pup 4-(6-oxco-2,6-quruaponadro[1,2,3-cdlunnos-1-na)nunepasuH-
1-xapOonoBoii kucaorel (2¢). Cmecr 0.60 T (2.27 mmons) coenuuerns la u 1.08 T
(6.83 Mmmonp) 1-N-3TOKCHKapOOHIIIIHUIEPAa3HHAa KHUIATAT B 5 MJI STHINEIIIO30/bBa B
teuenue 4 u, oxnaxmanT A0 40 °C m no0aBIAIOT TPHU MEPEeMEIINBAHUHA 4 MJI BOJBL
BrimaBmuii mociie oxyaxaeHus: 0caiokK (GHIBTPYIOT, MPOMBIBAIOT Bomoi. Beixom 0.66 T
(79%). T. mn. 285-286 °C (PhMe). Y® crextp, Ama.x, HM (Ig €): 431 (4.04), 446 (4.04).
Crextp AMP H, §, m. 1. (/, Tm): 1.23 3H, T, J = 7.0, CH,CHj3); 3.42 (4H, ym. c, 2CH,
nunepasus); 3.72 (4H, ym. ¢, 2CH, munepasun); 4.12 (2H, x, J = 7.0, CH,CHj3); 7.35-7.39
(2H, m, H-4,9); 7.64 (1H, o, J=7.0, H-3); 7.74 (1H, 1, J = 7.0, H-8); 7.84 (1H, 1, J = 7.0,
H-5); 7.88 (1H, o, J = 7.0, H-10); 8.38 (1H, x, J = 7.0, H-7); 11.40 (1H, c, NH). Macc-
crextp, m/z (I, %): 375 [M]" (30), 218 (13), 190 (24), 56 (100). Haiineno, %: C 70.66;
H 5.24; N 11.02. C»H,N;0;. Beruaucneno, %: C 70.38; H 5.64; N 11.19.

2-Metua-1-nunepuaunonadpro[1,2,3-cdlunnon-6(2H)-on (2d). Cmecy 0.70 T
(2.50 mmomnp) coequuaenus 1b u 0.862 r (10.14 MMoITp) IUIIEpUINHA KUIIATAT B 5 MIT 3THII-
nesio3onbBa B Tedenne 30 muH, oxnaxaaoT 10 40 °C u 1o6aBIsIOT MIPH MTepEeMEITNBaHUT
3 M3 Boxbl. BrimmaBmmii mocnie OXJTaKACHUS OCANOK (HUIBTPYIOT, MPOMBIBAIOT BOIOM.
Beixog 0.45 1 (56%). T. 1. 193-194 °C (PhMe). Y@ criektp, Ama, HM (lg €): 434 (4.05).
mepHMPTL&MJLUJhy174483@HJL%}bmmqmmmx344MHgnJ=5Q
CH,NCH,); 3.85 (3H, ¢, CH3); 7.39 (1H, T, J= 7.5, H-4); 7.46 (1H, 1, J = 7.5, H-9); 7.76
(1H, T, J=17.5, H-8); 7.80 (1H, n, J = 7.5, H-3); 7.91 (1H, o, J = 7.5, H-5); 8.11 (1H, &,
J=1.5,H-10); 8.35 (1H, 1, J = 7.5, H-7). Macc-cniektp, m/z (Iym, %): 316 [M]" (100), 233
(20), 190 (20), 41 (69). Haiineno, %: C 79.42; H 6.23; N 8.89. C,;H;0N,O. Brraucneno, %:
C79.72; H6.37; N 8.85.

2-Metui-1-npomuiiamuHoagro[1,2,3-cdlunnon-62H)-on  (2¢). Cmecs 0.70 T
(2.50 mmonp) coemumerus 1b u 0.72 1 (12.15 MMomp) mponmiIaMuHa KHILITAT B 5 MIT 3THII-
1eIU103016Ba B Tedenue 40 muH, oxiaxaaoT 10 40 °C 1 100aBISIOT IPH IepEeMEIIMBAaHIN 3 MIT
BOJIBI. BrImaBmmii mocie oXJaxIeHus 0cafioK (GMIBTPYIOT, MPOMBIBAIOT Bogod. Brxon 0.58 T
(79%). T. 1. 235-236 °C (PhMe). Y® crieKTp, Amax, EM (Ig £): 442 (4.08). Criextp SIMP 'H, §,
M. 1. (J, I'm): 0.91 3H, 1, J = 7.3, CH,CH,CHs); 1.65-1.73 (2H, M, CH,CH,CHj); 3.49 (2H, k,
J=1.0, CH,CH,CHj); 3.80 (3H, c, 2-CH3); 6.53 (1H, 1, J = 6.5, NH); 7.30-7.35 (2H, m, H-4,9);
7.65 (1H, », J= 7.0, H-3); 7.69 (1H, T, J = 7.5, H-8); 7.86 (1H, 1, J = 7.0, H-5); 8.08 (1H, n,
J=1.5,H-10); 8.39 (1H, 1, J = 7.5, H-7). Macc-cniektp, m/z (I, %): 290 [M]" (100), 247 (98),
220 (53), 190 (23), 165 (91), 41 (86). Haiineno, %: C 78.62; H6.18; N 9.65. C;oH;sN,O.
Borurciaeno, %: C 78.59; H 6.25; N 9.65.

1-uzo-bByrnnamuno-2-meruianadro[1,2,3-cdlunnon-6(2H)-on (2f). Cmecs 0.70 T
(2.50 mmomp) coemmuenus 1b, 0.736 r (10.08 MMob) u30-0yTHIaMIHA KHUITATST B 5 MII 3THI-
1esIo30ibBa B Tedenne 40 muH, oxnaxaaroT 10 40 °C u 1006aBiAOT MIPH IepeMEIINBAHNT
4 M Boxpl. BpmmaBmmii mocie OXJTaXISHHS OCAAOK (QHIBTPYIOT, TPOMBIBAIOT BOIOM.
Beixog 0.58 r (76%). T. . 183-184 °C (PhMe). Y® cnektp, Ay., HM (Ig €): 442 (3.99).
Cnextp AMP 'H, §, m. 1. (J, T): 0.92 (6H, 1, J = 6.0, CH,CH(CHa),); 1.92-1.97 (1H, M,
CH,CHMe,); 3.38 (2H, 1, J= 6.0, CH,CHMe,); 3.80 (3H, c, 2-CHj3); 6.63 (1H, T, J = 6.0,
NH); 7.30-7.34 (2H, m, H-4,9); 7.64 (1H, xn, J= 7.5, H-3); 7.69 (1H, T, J = 7.5, H-8); 7.85
(1H, n, J=17.5, H-5); 8.11 (1H, n, J= 7.5, H-10); 8.39 (1H, x, J= 7.5, H-7). Macc-cnextp,
m/z (Lym, %): 304 [M]" (80), 247 (58), 220 (35), 165 (69), 41 (100). Haiineno, %: C 78.84;
H 6.72; N 9.19. C,0HoN,O. Beruncneno, %: C 78.92; H 6.62; N 9.20.

Kunernuyeckue usmepenusi. B pacteop 1 Mmons |-HuTpomupponantpoHa la wim
1-6pommupponanTpona 3 B 10 M quokcana (konuenTpamus 1-107" monb/1) BHOCAT 0.5 M
(6 mmoup) mupponuauHa. Yepe3 ompeneneHHbIE MpoMexyTku BpemeHu (10-20 c) m3
peakoHHOM cMmecu otomparoT mo 0.1 mur pactBopa, BHOCAT mpoOsl B 10 M1 yKCycHOU
KHMCJIOTHI ¥ 3aIUCBIBAIOT Y @ CHEKTPHI OJyUYEHHBIX PACTBOPOB. PacuéT KOHCTaHT CKOPOCTH
MICEBJIONEPBOT0 TMOpPSAKA MPOBOAAT OOBIYHBIM oOpasoM [10], wcmonp3ys 3HAYECHUS
ONTHYECKOH IUIOTHOCTH B [UTMHHOBOJHOBOM MakcuMmyMe nornomerus (500 HM) mpoaykra
aMUHHAPOBaHUA 2b.
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