CHHTE3 MPON3BOJIHBIX
5-(4,5-TUTUAPO-1H-3-TIAPA30JIAN)-3,4- TUTAIPOTAPUMUINH-2(1H)-OHA

KioueBble cioBa: ruapasussl, 4,5-murunapo-3H-nmpaszons:, 5-umaaamownn-3,4-mu-ruapornupumuana-2(1H)-oHer,
KOHIEHCALIHSL.

Panee [1] Hamm TOKa3aHO, 4YTO THUAPA3MHBI pPEArUpyrOT C S-anerun-4-penmn-1-3tmn-
3,4-muruaponupumuaii-2(1H)-ornamu 1o aneTwibHON rpyrme U atomy C-6 TeTepoIlMKIMIecKOro KOJbila, B
pe3yibTaTe uero o0pasyroTcss MPOM3BOAHbIC rekcaruapomnupasoo[4,5-d]nupumuaun-6-ona. C MOABICHHEM
B MOJIEKyJIax coeauHeHuit la—f I[MHHAMOWIBHOW TPYIIBI PETHOCENIEKTUBHOCTh WX KOHACHCAIIUH C
TUIpa3WHAMH CTaHOBUTCS HEOJIHO3HAYHOM, TOCKOIBKY B PEAKIIMI0 MOTYT BCTYHAaTh 00a KPOCC-COTPSIKEHHBIX
CHOHOBBIX (pparmenTa. Takas peakuus a Priori MOKeT MPOUCXOANUTH KakK MO S-IIMHHAMOWIBLHON rpymie (a),
TaK U 10 SHIOIMKINYECKON eHOHOBOM cucteme (0).

Hamu ycraHoBieHo, 4to coefuHeHus la—f npu KumsdyeHHH ¢ TWApasdHAMH B CIHHPTOBOM cpeae B
npucyrctBurd HCl BenyT cebst Kak reTepOIUKINYECKHE aHAIOrH XalKoHOB. [ coemunenus 1d peakuust ¢
(heHUATHAPA3HHOM MPOBOIMIACH TakXke B dTaHoje B mpucyrcTBur KOH, omnako Beixon coeauue-uus 2f B
3TOM city4ae ObL1 MeHbIe (25% npoTtus 43% B KHCIIOU cpene).
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HOHy‘IeHHBIe COCAUMHCHUA 2a-h - TBEpAbIC 6CCLIBGTHI>I€ WK JKCJITBIC BCIIC-CTBA, o6na;[afoume
HIOMI/IHCCLIGHI_IHeﬁ B TBEPAOM COCTOSIHUU, a TAKIKC B Hef/i-TpaJ'ILHBIX 1 B HICJIOYHBIX CIUPTOBBIX PACTBOpAX.

Crextpsl SIMP 'H Gbumm m3mepenst Ha crmexrpomerpe Varian Mercury VX-200 (200 MI'm) B JMCO-d,
BHyTpennuit cranmapt TMC. UK criextpsi 3amuicanst Ha criektpomerpe Specord IR-75 B tabnerkax KBr, macc-criekTpsl
BBITIONTHEHBI Ha Tiprbope LC-MS Agillent 1100.



Coenunenust 1a—f nosxyuensr nmo merozauke [2].

Coeannenust 2a—h (o6mras meromunka). Pactsop 0.8 MMOIIB COOTBETCTBYIOIIETO coeUHEHUs 1, 8 MMOIB ruapasnHa
u 5 kamenp koHi. HCl B 4 mu sranonma xumsarat 3 4. [IpoayKT OTHIBTPOBBIBAIOT, TPEXKPATHO MPOMBIBAIOT
MOPIMAMH TI0 5 MII CMecH 3TaHOI—Boga—TmnepuanH, 10:20:1.

5-(5-(4-Meroxcudenui)-1-penni-4,5-muruapo-1H-nupazonui-3)-4-penns- 1-3tua-3,4- TAruApo nu pUMHTHH-
2(1H)-on (2a). Beixox 22%, . mr. 188-190 °C (EtOH). UK cnektp, v, cM = 1502, 1608, 1682, 2923, 3063. Crektp
SMP H, §, m. 1. (J, T): 7.58 (1H, ym. n, J=2.8, NH); 6.72 (1H, c, H-6); 6.40-7.40 (14H, m, ArH); 5.43 (1H, &,
J =2.8, H-4); 5.07-5.32 (1H, m, CH); 3.68 (3H, ¢, OCHjy); 3.0-3.4 (3H, m, CH;CH, + CH); 2.60-2.90 (1H, m, CH); 1.09
(3H, 1, J = 7.0, CH,3). Haiineno, %: N 12.57. CygHysN4O,. Beraucieno, %: N 12.38.

1,6-Inmermii-5-(5-(4-merokcudenni)-1-pennin-4,5-muruapo-1H-nupazonmi-3)-4-penn-
3,4-muruaponupumuaua-2(1H)-ou (2b). Beixox 32%, 1. . 243-245 °C (EtOH). UK cnektp, v, em b 1502, 1596,
1675, 2916, 3076. Criextp SIMP 'H, &, m. 1. (J, '): 7.69 (1H, ym. 1, J = 3.2, NH); 7.15-7.40 (5H, m, ArH); 7.05 2H, T,
J=17.6, ArH); 6.36-7.00 (7H, m, ArH); 5.37 (1H, n, J = 3.2, H-4); 5.21 (1H, a. o, J; =11.2, J, =4.4, CH); 3.72 (1H, n.
n, J;=16.8,J,=11.2, CH); 3.64 (3H, ¢, OCHj3); 3.05 (3H, ¢, NCH5); 2.75 (1H, 1. 1, J; = 16.8, J, = 4.4, CH); 2.22 (3H,
¢, 6-CHjy). Haiineno, %: N 12.53. CygH»gN,4O,. Beruucneno, %: N 12.38.

5-(1,5-Andenni-4,5-nuruapo-1H-nupa3zonmni-3)-6-merni-4-penni-1-3run-3,4-murugponupumuauu-2(1H)-on
(2¢). Beixon 37%, T. . 204—206 °C (EtOH). UK cmektp, v, cm 5 1595, 1662, 3056, 3210, 3403. Crextp SIMP 'y, s,
M. 1. (J, T'm): 7.60 (1H, yur. o, J = 2.8, NH); 6.86-7.40 (12H, m, ArH); 6.79 (2H, T, J=7.8, ArH); 6.60 (1H, 1, J=7.4,
ArH); 5.36 (1H, o, J=2.8, H-4); 5.17-5.32 (1H, m, CH);  3.30-3.90 (3H, m, CH3CH, + CH); 2.80 (1H, a. n,
J; =16.6, J,=4.8, CH); 2.24 (3H, ¢, 6-CH3); 1.04 (3H, T, J=7.0, CH3CH,). Hatineno, %: N 13.02. CygH»sN4O.
Brruncieno, %: N 12.83.

6-MeTua-5-(5-(4-merokcudenni)-4,5-muruapo- 1H-nupazonmin-3)-4-pennn-1-3rui- 3,4-mUruApPONUPUMHTHH-
2(1H)-om (2d). Beixox 29%, . . 157-159 °C (EtOH). MK crektp, v, cm : 1682, 2923, 3230, 3290. Criextp SIMP 'H,
8, M. m. (J, I'm): 7.47 (1H, ymr. a, J = 2.8, N(3)H); 6.70-7.50 (6H, m, CgHs + NH); 7.05 (2H, 1, J = 8.6, ArH); 6.74 (2H,
n,J =8.6, ArH); 5.15 (1H, 1, J = 2.8, H-4); 4.55 (1H, 1, J = 9.4, CH); 3.68 (3H, ¢, OCH3); 3.60-3.90 (1H, m, CH); 3.00—
3.60 (2H, m, CHy); 2.55 (1H, a. x, J; =15.0, J, =9.4, CH); 2.16 (3H, ¢, 6-CH3); 0.99 (3H, T, J=7.0, CH3CH,).
Haiineno, %: N 14.57. Cy3Hy6N4O,. Beruncieno, %: N 14.35.

6-Metuii-5-(5-(4-meroxcudennn)-1-3rui-4,5-muruapo- LH-nupazonni-3)-4-pe-umi-1-3tua-
3, 4-muruaponupumuaun-2(1H)-on (2e). Beixox 21%, T. mr. 183-185 °C (EtOH). UK cnektp, v, cm 5 1662, 2956,
3210. Cuextp SIMP *H, 8, m. 1. (J, T'm): 7.54 (1H, ym. 1, J = 3.2, N(3)H); 7.10-7.40 (7H, m, ArH); 6.85 (2H, 1, J = 8.6,
ArH); 5.14 (1H, n, J=4.0, H-4); 3.71 (3H, ¢, OCH,); 3.60-4.20 (2H, M, CH,); 3.00-3.60 (3H, M, H AlK); 2.40-2.90
(2H, m, H AlK); 2.17 (3H, ¢, 6-CHz3); 1.00 (3H, T, J = 7.0, CHsCH,); 0.97 (3H, 1, J=7.0, CH3CH,). Haiineno, %: N
13.20. C25H30N402. BI)ILII/ICJ'IeHO, %: N 13.39.

6-Metua-5-(5-(4-meroxcupenni)-1-pennn-4,5-nuruapo- 1 H-nupa3zonnn-3)-4-pe-uua-1-3tua-
3,4-muruaponupumunun-2(1H)-on (2f). Beixox 43%, . . 194-195 °C (EtOH). MK crektp, v, cm : 1596, 1669, 3050,
3183. Crmextp AMP 1H, S, M. 1. (J, 'm): 7.57 (1H, ym. x, J = 2.6, NH); 6.40-7.40 (14H, M, ArH); 5.36 (1H, n, J = 2.6,
H-4); 5.21 (1H, x. a, J; = 11.8, J, = 5.0, CH); 3.66 (3H, ¢, OCHj3); 3.40-4.00 (3H, M, CH;CH, + CH); 2.79 (1H, 1. ,
J; =17.0, J, =5.0, CH); 2.25 (3H, c, 6-CH3); 1.05 3H, T, J = 7.0, CH3CH,). Macc-cniektp, M/Z (loy,, %): 467 [M+1]"
(100). Haiigeno, %: N 11.95. Co9H3oN4O,. Berauciieno, %: N 12.01.

5-(5-(4-Iumernnamunopennn)-6-merui-1-gpennn-4,5-qruruapo-1H-nupa3zonmi- 3)-4-pennn-1-3Tua-
3,4-muruapomupuvuann-2(1H)-on (2g). Boixox 13%, 1. mn. 225-227 °C (EtOH). UK crmektp, v, cM = 1495, 1596,
1675, 2910, 3430. Criextp SIMP 'H, 8, m. 1. (J, T'my): 7.59 (1H, ymr. 1, J = 2.8, NH): 7.15-7.40 (5H, m, ArH); 7.04 (2H, T,
J=8.0, ArH); 6.82 (2H, 1, J=8.0, ArH); 6.76 (2H, x, J=8.0, ArH); 6.59 (1H, T, J = 8.0, ArH); 6.47 (2H, 1, J = 8.0,
ArH); 5.34 (1H, 1, J = 2.8, H-4); 5.12 (1H, a. x, J; = 11.2, J, = 4.8, CH); 3.40-4.00 (3H, M, CH3CH, + CH); 2.67-2.85
(1H, m, CH); 2.78 (6H, c, N(CHy),); 2.23 (3H, ¢, 6-CHy); 1.03 (3H, 1, J=7.0, CH3CH,). Haiineno, %: N 14.91.
C3oH33NsO. Beruncneno, %: N 14.60.

5-(5-(4-bpombpennn)-6-mermi-1-penna-4,5-muruapo- 1H-mupazonmin-3)-4-penn- 1-3Tua-
3,4-muruapomupuvumna-2(1H)-on (2h). Beixox 25 %, T. mr. 233-235 °C (EtOH). UK cmektp, v, cM : 1595, 1669,
2916, 3063, 3210. Criekrp SIMP *H, &, m. 1. (J, I'n)): 7.60 (1H, ym. 1, J = 2.8, NH); 7.20-7.40 (7H, M, ArH); 7.08 (2H, T,
J=8.0, ArH); 6.87 (2H, 1, J = 8.0, ArH); 6.81 (2H, n, J = 8.0, ArH); 6.63 (1H, T, J = 7.4, ArH); 5.35 (1H, x, J = 2.8, H-
4); 5.29 (1H, a. n, J; =11.6, J, = 4.6, CH); 3.20-4.00 (3H, M, CH;CH, + CH); 2.82 (1H, 1. n, J, = 16.0, J, = 4.8, CH);
2.25 (3H, ¢, 6-CHs); 1.05 (3H, T, J = 7.0, CH3CH,). Haiineno, %: N 10.81. C,gH»,BrN4O. Beruncneno, %: N 10.87.



Paboma evinoanena npu nooodepacke ' QDU YVkpaunol (epanm P25/155-2008).
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