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12] #4-& aldehyde 1=+ ketone, sodium cyanide,
~12) 2 ammonivm chloride?] #h-g-ol 2]§} Strecker
FA U g-amino acid®} isocyanate2) BH-330] 7))
o] ol 827 glor, 1 2o 1,2-diketone} urea
9] A2) U3} N-arylethylparavanic acid 2.%-€]
a-ureidoalkylation WH-g7 So| <te{z] gt}
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2-arylethylsulfamide2} 424E] F7HA] iminium ion
S E3l 29 FEAV) AEEE o-sulfamidoal-
kylation ¥h8-& <d-aledqle).’ & AT sul-
famide WAl urea F-AFAIR) 38 A}43ted F234 im-
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inium ion(6y% E3le] 5F A|Z3bc e-ureidoalky-
lation ¥H-g-'2} 59) ¥t Aldel| @Fafo] nws)
stk 3k (Scheme 2).

32 otedzl yheo) alz} 2-arylalkylamine#} potas-
sium isocyanate Y- phenyl isocyanate?] Hk-g&-° 2
Az=eh 59 ukg-e Ao 207 Y=
o0y, vhS-Aojio} AlZu] £ formic acid?} methan-
sulfonic acid7} A-EE51 2 A5 5+ 46-67%9] ¥
582 Pojzch vk w7 &2 33} 4] 23le]
AbZofstell 4] 84 iminium ion 60] HA w2z}
Ao} 221N a-ureidoalkylation ¥-3-2. 2 78 343}
3, 0]934 571 A EE Ao Avs = Qo
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c}. IR ~Hedoi] £ 7)¢ 7l=pdrs|= 1718
1734 R 1743-1776 em | 2-ZollA] ebton, H-
NMR = 23] C-6 $43<| proton-E §5.14-5.53
ppmellA) Qe 2 Jepgdr} °C NMR 24 =8
ol €29 C-3& §26.63-27.769 37.31-37.37 ppm,
C-6= 857.27-58.73 ppm, 22|32 7F2 yds|e] &4
& 5154.78-158.58%} 170.33-173.35 ppmeollA] 247} v}
ehgde).

4 H

Al2ta} 7171, A2k Aldrich ¥ SigmadlE A3 A
st2) 9z AHgsElda, olle WAkekEAl EPEE
AHEER oo P el ate} i) wpi o AA =
T Azxsie] ARR-EgIc B 22 sl A}
23 7]7]124 IR 29 E8E Jasco FT/AR-5300 Spec-
trophotometer, 'H & PC NMR 4= 222 Bruker FT/
NMR Spectrophotometer(200MHz)E- 48519320 Ul

EZ2A 2 tetramethylsilane(TMS)yS AHE-31%]c}.
4,5-Benzo-l,8-d|azablcyclo[4.3.0]nonane-7,9-
diones 52] QHIFO) FIEWE. HCOH(10 mL)o)
3(0.47 g, 3.00 mmol), 4(0.63 g, 3.50 mmol), 22|
methanesulfonic acid(0.2 mLyS ~}8}3 10~15°CE
A 2952t wdkshy TR} £& Mgk ¥
ol ethyl acetate 2 F-Z3hch. X3} NaHCO; 7842
2 ML ethy! acetate 28 T Na,S0,2 A 247
2 ZdsAde). el S column chromatography
(50% chloroform-ethyl acetate)2. £} sl 4=} 7
A 571 o At
4,5-Benzo-1,8-diazabicyclo[4.3.0]nonane-7,9-dione
(5a). 59| UAnkH A)zell 2}3le 3a049 g)ZTHEl
50%0.30 g)2] $552 525 Ik mp 178~180°C;
IR(KBr) 3686, 1776, 1726 cm ~'; "H-NMR(DMSO-ds)
862.73-2.84(m, 2H), 3.04-3.12(m, 1H), 4.01-4.12(m,
1H), 5.28(s, 1H), 7.10-7.37(m, 4H), 11.13 ppm(s, 1H);
BC NMR(DMSO-dg) 828.56, 36.79, 58.73, 125.55,
126.54, 127.44, 128.35, 128.46, 128.66, 156.72, 173.33
ppm.
4,5-[4'-Methoxybenzo]-1,8-diazabicyclo[4.3.0]
nonane-7,9-dione(Sh). 52| UulAH A2l 2]a}e]
IN0.58 )2 K€} 53%(0.37 g)o| F5-EE ShE 2
t}; mp 173~174°C; IR(KBr) 3701, 1761, 1734

cm”'; '"H NMR(DMSO-d) 52.48-2.87(m, 2H), 3.00-
4.17(m, 1H), 3.72(s, 3H), 3.98-4.07(m, 1H), 5.16(s,
1H), 6.73-6.95(m, 2H), 7.44-7.47(m, 1H), 11.04 ppm
(s, 1H); ®C NMR(DMSO-d,) 824.20, 35.74, 55.59,
58.38, 113.01, 113.77, 121.24, 126.68, 135.20, 156.75,
158.43, 173.25 ppm.
4,5-(4',5'-Dimethoxybenzo]-1,8-diazabicyclo[4,3,0]
nonane-7,9-dione(5c), 52} Uyl A F ol o}l
3c(0.67 )2 5-E] 46%(0.36 £)°) TE5FE 5cg 9
t}; mp 192~194°C, IR(KBr) 3691, 1772, 1732
em”'; '"H NMR(DMSO-d,) 82.51-2.83(m, 2H), 2.99-
3.13(m, 1H), 3.74(s, 6H), 3.96-4.11 (m, 1H), 5.14(s,
1H), 6.78(s, 1H), 7.11(s, 1H), 11.07(s, 1H) ppm; "*C-
NMR(DMS0-d;) 826.78, 36.76, 55.45, 58.34, 108.48,
112.16, 120.65, 125.77, 147.36, 148.14, 156.63, 173.07
ppm.
8-Phenyl-4,5-benzo-1,8-diazabicyclo{4.3.0]nonane-7,
9-dione(5d). 5°| UukA] Azl 23t 3d(0.72 g)
ZRE 58%(048¢) +5E2 SdE AUk mp
151~153°C; IR(KBr) 1750, 1718cm ', 'H NMR
(DMSO-dy) 52.75-2.83(m, 1H), 2.90-3.06(m, 1H), 3.23-
3.31(m, 1H), 4.14-425(m, 1H), 553(s, 1H), 7.22-
7.70(m, 9H) ppm; °C NMR(DMSO-d¢) 827.55, 37.34,
57.58, 125.65, 126.61, 127.17, 127.57, 127.95, 128.76,
12892, 129.30, 132,01, 134.01, 154.79, 170.33 ppm.
8-Phenyl-4,5-[4'-methoxybenzo]-1,8-diazabicyclo
[4.3.0)nonane-4-7,9-dione(Se). 52| Luk4d 2w
ol 2]3}e] 3e(0.81 g)THE] 50%(0.46 g)2] TFEE
5e2 Jick; mp 129~131°C; IR(KBr) 1774, 1718
m ' 'H NMR(DMSO-d,) 52.63-2.72(m, 1H), 2.84-
298(m, 1H), 3.25-3.35(m, 1H), 3.75(s, 3H), 4.23-
4.25(m, 1H), 5.16(s, 1H), 6.826.95(m, 1H), 6.33-
7.57(m, 7TH) ppm; "*C NMR(DMSO0-dg) 827.76, 37.31,
55.15, 57.27, 113.09, 113.67, 120.65, 126.63, 126.80,
127.98, 128.76, 131.93, 135.46, 154.66, 158.58, 170.65
ppm.
8-Phenyl-4,5-(4',5'"-dimethoxybenzo]-1,8-diazabicy-
clic[4.3.0]nonane-7,9-dione(Sf). 59} YubA Az o)
2] 5bed 360.90 Q)2 K-E] 67940.68 g)°] F5FZ 52
dedck mp 192-194°C; IR(KBr) 1743, 1726 cm ™ ';
'H NMR(DMSO-ds) 82.60-2.73(m, 1H), 2.60-2.73(m,
1H), 3.24-3.32(m, 1H), 4.22- 4.30(m, 1H), 3.76(s, 6H),
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5.41(s, 1H), 6.63(s, 1H), 7.19(s, 1H), 7.34-7.52 (m, 5H)
ppm; “C NMR(DMSO-dg) 826.63, 37.37, 55.48, 57.28,
106.66, 112.30, 125.27, 126.51, 126.95, 127.90, 128.72,
131.92, 147.53, 148.38, 154.78, 170.52 ppm.
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