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1-Ankokcu-4-aMuHo-3,6-1u0kco- 1 -pennin-2,3,5,6-rerparuapo- 1 H-nmuppoio| 3,4-c [nupunus-7-kapOOHUTPHITBL
ObUIM CHMHTE3WPOBAHBI B3aUMO/IEHCTBUEM 4-aMHHO- |-TuapoKcH-3,6-1uokco-1-dpennn-2,3,5,6-reTparuapo-
1 H-tuppoo| 3,4-cnupuauH-7-kapOOHUTPUIIOB CO CITUPTAMU IIPU KUCJIOTHOM KaTaJM3e C BBICOKUMH BBIXO/IAMU.
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[Ipon3BoaHbIE M30MHIONNH-3-0HAa U 5-a3aM30MH-
JONHH-3-0Ha H3y4aroTCs B KadeCTBE ITOTCHLMAJIb-
HBIX JIEKapCTBEHHBIX BEIECTB, TaK KaK MPOSBISAIOT
pa3nuuHyl0 OMOJIOTHMYECKYI0 aKTuBHOCTh. Cpenu
HUX OoOHapyxeHsl wuHrHOMTOpHl SYK (mpoTHBo-
OTIyXOJIeBast aKTUBHOCTH) [1], MDM2 (amonToTudec-
kass aktuBHOCTB) [2] m InhA (mporuBoTyOepkynes-
Hasi akTUBHOCTH) [3]. Panee Hamu OBIJIO MOKa3aHO,
YTO TETpalMaHONPONEeHUAbl 1 SBISIOTCS YIOOHBIMH
MIpeIIeCTBEHHUKAaMH ISl TOCTPOCHHUS MOMU(PYHKIIN-
OHAJIBHBIX MPOMU3BOAHBIX C MUPPONO[3,4-c|nupuau-
HOBBIM CKEJIETOM, COJAEP)KAINX B CBOEH CTPYKType
rosryaMuHaNbHbIA (pparmenT [4]. C nenpio nanbHEN-
el MOIU(pHUKAIMU MBI HCCIIETOBAIM BO3MOXKHOCTD
3aMeIlEHMs] THIPOKCHJIA IOJyaMHHAJIBHOrO (par-
MEHTa Ha aJKOKcHUrpymmy. Takas 3aMeHa MOXeT ObITh
I0JIE3HOM VISl MOBBIIEHUS JTUITO(PUIBHOCTH 3THUX CO-

971

enuHeHui. M3 nutepaTrypHbIX HCTOYHUKOB M3BECTHBI
pa3In4HbIe CHOCOOBI JETHIPOKCHATKOKCHINPOBAHHS
B TaKHX CHCTEMaX, B YACTHOCTH MPUMEHSUIA KaTaJlnu3
neiicteueM I, [5], SOCIl, [3], MsCl [6] B mpucyTcTBUM
TpudTHIamMuHa, a takke HCI [7] u cynspoxambop-
HOW kucinoToi [8]. B kadecTBe oObekTa Mccie0Ba-
HUSI MBI UCIIONIB30BaJIM MUPUIOH 2 — TPOAYKT B3au-
mopeiicteus mponeHnna 1 ¢ NaOH [4a], xoTopsrit
BBOAWJIM B PEAKIHUIO CO CHHPTAMH B TPUCYTCTBUHU
H,SO, nmu p-TCK u B n30bITKE criupra B KauyecTBe
pacTBOpHUTENsL. YCTAHOBICHO, YTO TPU KHUIISTYCHUH, U
WCTIOJIb30BAHUHU SKBUMOJIBHOTO KOJIMYECTBA KHCIIOTHI,
peakmus mpotekaeT B tedeHue 0.5-1 4. 4-Amuno-1-
amKoOKCcH-3,6-1uokco-1-penmn-2,3,5,6-rerparuapo-
1 H-ttuppomo|3,4-c|mupunnH-7-kapOorutpuiasl  3a—f
BBIJICJICHBI ¢ BBIXOAaMH 53—77% (cxema 1).
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Cxema 1.

Ph (0]
1. NaOH, H,0,
NC _ - CN 50°C, 15 mun
Na* 2. H,SOy4
CN CN
1 2

ROH, p-TCK NC

kunsuenue, 0.5-1 g

3, R =Me (a), Et (b), Pr (¢), i-Pr (d), #-Bu (e), i-Bu (f).

CrpykTypa CHHTE3HPOBAHHBIX COEIMHEHHUH yCTa-
HosieHa no ganubiM MK, SIMP 'H u SIMP 13C crex-
TPOCKOIIMH U MacC CIIEKTPOMETPHH.

4-AMuno-1-merokcu-3,6-n1uokco-1-penn-2,3,-
5,6-terparuapo-1H-nuppoao|3,4-clnupuaun-
7-kapoonutpua (3a). Cmeck 0.564 1 (0.002 Mob)
mupuaona 2, 5 mur MeOH u 0.034 r (0.0002 momn)
p-TCK xunstuiam ¢ 00paTHBIM XOJIOTUIEHUKOM JI0 3a-
BepmreHust peaknuu mo TCX (amoenT AcOEt—EtOH,
9:1). PacTBOpUTEIH OTTOHSIIH, OCTATOK KPUCTAILITN30-
Banu u3 cmecu MeCN H,O. Boixon 0.456 T (77%), Ge-
Je1i opotmok, T.i. 207-209°C(pazn.). UK cnextp,
v, em: 3401, 3301, 3182, 3164 (NH, NH,), 2222
(CN), 1692, 1638 (C=0). Cnextp IMP 'H, §, m.x.:
3.22 ¢ (3H, CHy), 7.30-7.70 M (7H, 5H,,,, + NH,),
8.83 ¢ (1H, NH,;p50,), 11.49 yurc (1H, NH,0,500)-
Cnextp SIMP 13C, 5, m.1.: 50.6 (CH), 80.7, 91.6, 93.6,
114.9, 126.6 (CH), 128.6 (CH), 129.1, 138.5, 151.8,
162.2, 165.1, 167.6. Macc cuektp, m/z (1, %): 296
(12) [M]", 265 (48) [M — OCH,]", 248 (17), 187 (17),
57 (100). Haiineno, %: C 60.87; H 4.06; N 18.86.
CysH,N4O5. Brraucnerno, %: C 60.81; H 4.08; N
18.91. M 296.09.

Coenunenust 3b—f mnomywyanu aHanoOrM4HO, HC-
TI0JIb3YSI COOTBETCTBYIOIIMM CITUPT.

4-Amuno-1-3Tokcu-3,6-1uoxco-1-penn-2,3,-
5,6-terparuapo-1H-nupponao[3,4-clnupuann-
7-kap6onutpua (3b). Breixon 0.347 1 (56%), Gemnbrit
nopomok, T.mi. 199-201°C (pa3n.). UK cnektp, v,
cm': 3439, 3381, 3207, 3198 (NH, NH,), 2220 (CN),
1704, 1614 (C=0). Cnextp AMP 'H, §, m.i.: 1.24 T
(3H, CH3, 3/ 7.1 Tm), 3.23-3.31 m (1H, OCH,), 3.51-
3.59 (1H, OCH,), 7.30-7.65 m (7H, 5Hg,, + NH,),
8.85 ¢ (1H, NH,55,), 11.47 yur.c (1H, NH,j,0,100)-
Cnextp SIMP 13C, §, m.z1.: 15.6 (CH), 58.8 (CH), 80.6,

91.2, 93.5, 114.9, 126.6 (CH), 128.6 (CH), 129.1,
138.8, 151.9, 162.3, 165.8, 167.6. Macc cnektp, m/z
(Lyes %)z 310 (10) [M]", 265 (100) [M — OC,H;s]",
248 (22), 149 (46), 77 (71). Haiineno, %: C 61.88; H
4.57; N 18.03. C{¢H4N4O53. Beruucneno, %: C 61.93;
H 4.55; N 18.06. M 310.11.

4-AMuHO-1-nponokcu-3,6-q1nokco-1-gpennua-
2,3,5,6-rerparuapo-1H-nuppoJio|3,4-clnupuaun-
7-kap6onutpua (3c¢). Beixon 0.395 r (61%), Oenbrit
mopomok, T.Iul. 196-198°C (pazn.). UK cnextp, v,
em 1 3513, 3437, 3306, 3244 (NH, NH,), 2224 (CN),
1710, 1661 (C=0). Cnexrp SAMP 'H, §, m.1.: 098 T
(3H, CH;, 3J 7.3 T), 1.60-1.67 m (2H, CH,), 3.13—
3.19 M (1H, OCH,), 3.45-3.51 m (1H, OCH,), 7.20—
7.70 m (TH, 5Hgp0 + NHy), 8.85 ¢ (1H, NHy,0004)s
11.48 yur.c (1H, NHy,00). Cuexrp SIMP 13C, 3,
m.a.: 11.3 (CH), 23.0 (CH), 64.5 (CH), 80.7,91.0,93 .4,
114.9, 126.6 (CH), 128.6 (CH), 129.1, 138.8, 151.7,
162.3, 165.6, 167.5. Macc cnektp, m/z (1, %): 324
(5) [M]", 265 (27) [M — OC5H,]", 149 (14), 57 (100).
Haiineno, %: C 62.91; H 4.99; N 17.25. C{7H;(N4O;.
Brrancaeno, %: C 62.95; H4.97; N 17.27. M 324.12.

4-AmuHo-1-uzonponokcu-3,6-1uokco-1-penn-
2,3,5,6-terparuapo-1H-nuppoJo|3,4-clnupuaun-
7-kap6onutpua (3d). Beixon 0.343 1 (53%), Genbrit
nopomok, T.mwi. 198-200°C (pasn.). UK cnextp, v,
em1: 3513, 3406, 3279 (NH, NH,), 2219 (CN), 1687
(C=0). Cnextp SIMP 'H, §, m.1.: 1.18 1 (3H, CHj,
3J 6.1 Tu), 1.22 n (3H, CH;, 3J 5.8 T'n), 3.67-3.75 m
(1H, OCH,), 7.32-7.65 M (7TH, 5H,,,, + NH,), 8.93 ¢
(1H, NH,,550,), 11.50 yur.c (1H, NH,0,50,). Criekrp
SAMP 13C, 8, m.n.: 23.9 (CH), 25.1 (CH), 62.5 (CH),
62.4 (CH), 67.0 (CH), 80.9, 91.0, 93.6, 115.2, 126.6
(CH), 128.5 (CH), 129.0, 139.3, 151.5, 162.3, 166.3,
167.3. Macc cuekrp, m/z (I, %): 324 (8.4) [M]",
265 (100) [M — OC3H,]", 248 (19.7), 205 (16.4), 105
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(24.2), 77 (48.8). Haiineno, %: C 62.93; H 4.98; N
17.24. C;7H(N4O5. Boruucineno, %: C 62.95; H 4.97;
N 17.27. M 324.12.

4-AMuHo-1-n-0yTOoKCH-3,6-1HO0KCO-1-DeHuI-
2,3,5,6-trerparuapo-1H-nuppono|3,4-clnupu-
auH-7-kapoonutpua (3e). Bexon 0.453 r (67%),
Oenpiit mopomok, T 197-199°C  (pasn.). UK
criektp, v, cM ' 3407, 3279, 3244 (NH, NH,), 2219
(CN), 1709, 1675 (C=0). Cnextp AMP 'H, §, m.x.:
0.91 T (3H, CHs, 3J 7.3 T), 1.45 nower (2H, CH,,
3J 7.3 Tw), 1.56-1.65 m (2H, CH,), 3.16-3.24 M (1H,
OCH,), 3.48-3.55 m (1H, OCH,), 7.30-7.60 m (7H,
5H,p0n T NH,), 8.84 ¢ (1H, Nng)pOH), 11.48 yur.c
(1H, NH,,p0)- Crexrp SIMP 1°C, 8, M. 142
(CH), 19.4 (CH), 31.8 (CH), 62.4 (CH), 80.7, 91.0,
93.4, 114.8, 126.6 (CH), 128.6 (CH), 129.1, 138.8,
151.7, 162.2, 165.7, 167.5. Macc cnexrp, m/z (I,
%): 338 (7) [M]", 265 (91) [M — OC4Hg]", 248 (26),
105 (23), 57 (100). Haiizeno, %: C 63.93; H 5.37; N
16.51. C;gHgN4O5. Boruucineno, %: C 63.89; H 5.36;
N 16.56. M 338.14.

4-AMuHoO-1-u300yTOKCH-3,6-1MO0KCO-1-heHnn-
2,3,5,6-trerparuapo-1H-nuppono|3,4-clnupu-
auH-7-kapoonutpua (3f). Beixon 0.480 r (71%),
6enpiii mopomok, T 179-181°C  (paszn.). UK
CHEKTD, V, cM ' 3423, 3266, 3248 (NH, NH,), 2218
(CN), 1710, 1675 (C=0). Cnextp IMP 'H, §, m.x.:
0.95 1 (3H, CHs, 3J 6.7 T), 0.98 n (3H, CH;, 3J
6.7 Tu), 1.91 center (1H, CH, 3J 6.6 T'm), 2.93-2.99
M (1H, CH,), 3.30-3.33 m [1H (uactuuno B BOzE),
OCH,], 7.30-7.60 m (7H, 5H,,,,, + NH,), 8.83 ¢ (1H,
NH,,ipp0n)> 11.50 ymr.c (1H, NHy,,,0,)- Criekrp SIMP
3¢, 6, m.1.: 19.8 (CH), 20.0 (CH), 28.6 (CH), 69.1
(CH), 80.7 (CH), 90.9, 93.4, 114.9, 126.6 (CH), 128.6
(CH), 129.1, 138.9, 151.8, 162.3, 165.5, 167.5. Macc
crektp, miz (I, %): 338 (7) [M]", 265 (48) [M —
OC4Hg], 248 (12), 105 (16), 57 (100). Haiineno, %:
C 63.90; H 5.37; N 16.52. CgH3N,4O5. Brruucneno,
%: C 63.89; H 5.36; N 16.56. M 338.14.

WnauBunyanbHOCTh CHUHTE3UPOBAHHBIX COEIU-
HeHHUU moaTBepkaeHa metomoM TCX Ha TuracTHHAX
Sorbfil PTSH-AF-A-UF, nposisnenne Y®-ceet (254
u 365 HM), Tepmudeckoe paznokenne. MK crekTpbl
caumanu Ha mpubope UMK ®ypbe-cniekrpomerpe
OCM-1202 B TOHKOM cJ0€ (CyCHEH3Us B Ba3eINHO-
BoM Maciie). Criekrpsl SIMP 'H u '3C perucrpupo-
Banu Ha criektpomeTpe Bruker Avance III HD 400
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npu padounx yacrorax 400 MI'm u 101 MI'1y coot-
BETCTBEHHO, pacTBoputens — JIMCO-dy, BHyTpeHHUI
crangapt — TMC. Macc-cnekTpbl CHUMaIU Ha Ipuoo-
pe Shimadzu GCMS-QP 2010 SE(snexTponHsIii yaap,
70 5B). DieMeHTHBIN aHaIN3 BHIOJHEH HA aHAIM3a-
tope vario MICROcube CHN-analyzer. TemnepaTypsbl
TUIaBJICHUS] OBUIM OIPEJCNeHbl C HCIOIb30BaHHEM
Electrothermal IA 9000 series 1I. 4-Amuno-1-rua-
pokcu-3,6-auokco-1-pennn-2,3,5,6-rerparuapo-1 H-
nuppoio|3,4-c]lnupuauH-7-kapOoOHUTPUIT 2 MOTyYeH
0 JTUTEPaTypHBIM METONKaM [4a].

®OHJIOBASI HOJIJIEPYKKA

HccnenoBanue BHIIOIHEHO NPU (PUHAHCOBOH MOA-
nepxke Poccuiickoro ¢oHna GpyHIaMeHTaIBHBIX HC-
cnepoBanuii (mpoekt Ne 18-33-01204 mon_a).
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Synthesis of 1-Alkoxy-4-amino-3,6-dioxo-1-phenyl-2,3,5,6-
tetrahydro-1H-pyrrolo[3.,4-c]|pyridine-7-carbonitriles
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1-Alkoxy-4-amino-3,6-dioxo-1-phenyl-2,3,5,6-tetrahydro-1 H-pyrrolo[3,4-c]pyridin-7-carbonitriles were
synthesized by the reaction of 4-amino-1-hydroxy-3,6-dioxo-1-phenyl-2,3,5,6-tetrahydro-1H-pyrrolo[3,4-c]-
pyridin-7-carbonitriles with alcohols under acid catalysis in high yields.

Keywords: pyridine, alcohol, pyrrolo[3,4-c|pyridine, semiaminal
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