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RXEEZA BB EH Ak

(‘%’ BowE BB % B MR k= e kER

W X A B O ®E K

1,2-Ye Rt 78 L VORI OVTIE, MECOBREND 2, BRI, ()i, K THE
LT, Ry VARd by vRe sy, Bio@)s, Husms, <y ey sn [3, 1.0] A% &
VERIRT L VBRI RENT 3 2 L AL Al E ATV

CH CHa

ZRIZXLT, Z2OT7HFEREEZLSNZ 1, 2-Ve Fux /Y vORLEFIZOVTIE,

(i FHEERIE
AN hy N
.__9.
CN N/ CN
N- 'H

(5) (6)
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(i) RS

COPh COPh
(5) (7)

iy 1-¥y7/-2,4 Fa¥y-1,2-VefFax/Yyry@2r5N-Y7/-0-T3I /v F+ AT
7 RO DRMEAL RS

X b _ .~ CHO
—_— —
OH N OH

N"H N-CN NHCN

(8) (9) (10)

DI3IOD type DRIGAF SN TV, ZhbidwnTndg, VOEHELIRL2 T E £2<82% -8
RCbhork, 22T, FEZ, 2OTHYFEEKELLT, 1-TI-1,2-Ye Fux)) JHEHE2RY,
ZhH, 1)->Q) X, (1)) & BUOXRKISDEE 27§ &) 2T 5 BT, RFRICEFL
Fzo ZOFER, (VT VL VvBEEANORERG, (i) 2, 3-FEA ¥ F— VENORREKIG, (i)~
YT EF VEAORMBAARIE, (WTNVI=IVORIRIED 4 DDFF L\ type DGRBS 12T 3
ZENMREZ, ZLT, 22BN AET L VR, 2, 3-4KEA Y F-VEIX, BADA v K-
VEBEANOBERLZAKPMETH 22 L #HEPIZT 32K, B2, Zhs0tdteE
BRI, ERENZE, 1, 2-YeFaF 750 VEHEEUL TWw Y, BENIZIE, 2<&£-5Tv
BZELPFE TS PIZT A ZEFHKRE, LITIZ, Zhs0ERIZOVT, BT 5,
1) 2-¥7/-1,2-Yebfux/)v- 1-ANVAVBLFIVIAT VEOXRE

2-Y7/-1,2-YeFax /) v-1-#VKVyBIFVITATIVE (Reissert (LAY (1) % = —
TIURREHET 2L, TLYHEERWDEESZ, 20T, TVI T, Y)ATFNVTUET 52 &
kY, BRI, 2-Y T/ AFNA Y R—N-1-ANKVBLFNVITATVEWIERT 2, $E%,
2-EBWA v F—- VBRI, ARLUEEC, Tho2AMT 31013, BUITRLET 3, EHIL, 13,
2-BA ¥V F—VEBEREAANOARLZAKPMAEICESZ 2SI, X(13a) 2R LEMICAE
AR 3 RIb&GE &2 RV L 72,

(Ma) DT —FLHORERKB L IZRL > T(1la)2 ¥/ — )i, glass (A>310nm) FHEZ@L T
FRHET B L, ¥/ - VAIEWNDOAEEE 2 72,
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R? R
R2

Xy ke F X R? R
CN 151 N_CNAIO, |
R? NHCOEt of R N~ CH.LN

N H R® \
]
CO,Et CO.Et

(1la-e) (12a-e) EtOH-KOH / (13a-e)

1V2

K2C03 —MeOH
a) R'=R?*=R*=H; b) R'=R*=H, R*=CH;,;

¢) R'=R*=H, R*=CH,; d) R'=R*=H, R2 R
R'=OCH,; e) R'=CH,, R*=R’=H @j O:_/’(
NcH, B N~ CH,CN

3

H H
(14) (15a, e)
H. OEt
hy H
CNzy /- CN
1\11 H NHCO,Et
CO,Et

(17)
(11a)

2) 2-3VT7/-4-Bi-1,2-Ye FuF /) v-1-AVKYBIF VI X T VEOXKG

AL BRELEFT 2% /) ~ Reissert {LAMI(1le,g-k) 2 T 5/ — VRT3 &, RKSEE
BA—ELT, 7L BRI T NI - VAAME) %252 3, ethyl endo-1-cyano-6b-E#-1,
la, 2, 6b-tetrahydrocycloprop [b]indole-2-carboxylates (2, 3-kE4 ¥ F—JLHH) (18e, g-k)
%, VIRBENIC, BNETEZ =,

(11e, g-k) I EFERAIZ endofhk (18e,g-k) DH 252 5DIZxt L, 34L& 40124 FVEXIE,
AF L HEHEHET 5 Reissert/lbAW (114 , m) 2T %/ — Ve RBBS L = & 2 5, REEM I &L
bi, endofk(18¢ , m) & exo k(19 , m) DEAME S 7 1=,

1 CN
R? R2 i
N hy
CN 15,0 “\R!
N h X"
CO,Et CO,Et
(11e, g-k) (18e, g-k)
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e) R'=CH,, R*=H; g) R'=R*=CH,; h) R'=CH,, R*=0CH,; i) R'=(CH,), CH;,
R’=H; j) R'=CH,OCH,, R*=H; k) R'=0CH,, R*=H

R! N _n Ho_CN
R2
N __hu_) D1 + \R!
Nzg/—n R )
N H N Rz I\]I R
1 |
(11¢, m) CO.Et (182, m) CO,Et (192, m) CO.Et

!/ ) Rl:RZ:CHa; m) R'=R?*=-(CH,),-

Z=EE, 2-Y7/-1,2-VeFux /Y ry-1-ANKVyBIFLVZATVEOBRGIZEHEWTIE,
BREOME, RWABERIIE-T, 7TV /3FEE1), 2, 3-FKEf v F-IVHEH1Y, =5/ — )M
HIENE 52 32 & S22 L, AF TZASDANE, +XT [(1)-03)] DREKEE
[Flkk, ke LTRY Y THFEAFH P V102BLTERL 2D EEL TV, LALEDS
RIGHREIZ D WTRET L R, Xy U THEAFH MY 001, 12, 17, 19 DRIBRATIE 2w &
S AIZL 2,

R

yZ /—w-CN

~XNCO,Et
(16)
R!=H or CH;

3) 2,3-F%Af v F=VEHDORGHE

KRG EVEENZ2, 3-FE[ ¥ F- VWO 7/ BOMMEFELHESL TS0, (VTP
VR A5, ()7 b YRS & 35, ()XY ¥y HBF, - Et,0& & $128KT 5
FHik, D3 DODEGTERMARIGERIL, Zh5DOEAETT, (1891, (18e) & (19e) MIIF 1:1
DREREMEE 2 720 exofk(19g-K) b, % D endofk (18g-k) DHBMALRIE TIF S 2 & H UK,
(18) D3 7 J B EIE, BMATH B (19) D H-1 70 b ¥ chemical shift, H-1 7’1 k
v & H-1a 70k VORI coupling constant DEERIZ XY endofdTH 5 L PRE L 720 XS, (i)

H CN
Rt

1\|I H

CO,Et
(19e, g-k)
e) R'=CH,, R*=H; g) R'=R?’=CH,; h) R'=CH,, R*=0CH,; i) R'=(CH,),CH;,
R’=H; j) R"=CH,OCH,, R’=H; k) R'=0CH,, R*=H
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BT B RMALIE, external(a) XiE, (b)bond PHRT 3ZLIZLVHETL TVBEZ LA T o7,

o = ol

COzEt COzEt

(18m) (19m)
2,3-KREL Y F—NVEODBELIEREICE IR 2B L AESR, 2, 3-FEA ¥ F= VI
FADS v F— VEERIIERT5-0DOERLZARFHEETH L E2ME2IILE, T bbb
HEMUFRAET T, 794 v F=VEHNE S5 2, BERGTTIE3-XAF VL v F— ) ViEHEK((2]) %25
Zl2o X (182 )1, BEMERMBGT T, ¥uud v F=LEH(23) %252 7,

CN
R* _KOH _
\Rl
. EtOH H.O
N H

|
CO,Et

(18e,g-1) (20e , g-i)
CH
HCl -EtOH | CHS‘KZCOS l ?
CH3‘C HCl or Cig MeOH (ANCHR
H
COzEt COzEt
(18e) (2la-c) (22a,b)

(a) R=CO,Et; b) R=CN! ¢) R=CONH,

CN H CH,
PPA
NCH, —
CO,Et CO,Et
(189 (23)

2,3-FKEAf v F=VEIYE, TA VAT 4TI VERIIERERZ LB, 74T 473
YERED 3alitEAOBEBREZBEANR S EHAL ARTRHATHEZEEHERIZLE, T42bb
0% CH,I TAF ML, @& L, 2h% CHNH, T77 540k L, Z0O%, LiAlH, TEITT 3
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Z &2k, dl-esermethole@) %1823 Z & A iR,

H, CH,0 H, CH.0
CHSI CH;NH, |: ]:—j\j
H o0 /\:: :I: 1 N“H N O

N 0 0”0 CH, CH,
(20) (24) (25)
R!'=H or OCH,
CH, O 4 CH,
LiAlH,- 5
> “NTH N
CH, CH,
(26)

4) 1-TxFn-2-37/-1,2-Ye Fufx/ ) YEHON-TEF N7 EF Y EAONEME

LRI

1-7TFN-2-VT7/-4-2FN-1,2-YeFaFx/) v (27a) 2 —7VdhXiF, =%/ -
FRERE LS, TLVFERIESAT, N-TEFARY V7 EF V8 (28a) & 2, 3-KEA
v F—WVERY & DEREHPES Nz 7 U TRIGOWBAERRE TlE, (28a) PEE L THERL, i
FHEEET B & (28a)ld, FBAITIHEKL, @9& polymer DEFWMT 22 & 455720 X1-THF -
2-3y7/-1,2-JeFux/) v 2ib) 2T 2L, N-TEFLXVYITEF /HEH(28b) D &
2527, QOMEREL, 19 & DIER, EFIZEONDEMAIZ LY HRE L 72,

1 H
R - H
hy
A — CN
CN zx—F7np N
N~ H xss-n COCH,
I
COCH, (28a,b)
(27a, b)
a) R—CH, CN_ 4 H.__CN
b) Ri—H
~
NCH, CH,
N~ "H N~ H
| |
COCH; COCH,
(29) (30)

5) 2-B#a-1,2-Ye Fux/ ) v-1-ANVRVBZFILIATF VEOXKIG
2-ThFv-1,2-YeFux/y v- 1—7:Jvnﬁ‘yﬁﬁl—f)le%)v(m%l—?)lztlﬂ%ﬁﬁ%«]‘?é L,
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BUD 3, AND_EES P trans-head to headiZ (24 2)x_BAILL 2t EH0B2 5 %27, X B1) %
Iy — VRT3 L, ¥/ -GN A ES 22, 51, 2-Tx=2-1,2-VEFR
X /) V-1~ ANERVBIFVIATAGORBHEHTIE, 2-72=0F /) 80,52, 2-7
TEN-4-AFN-1,2-VFux /Y v-1-HNVKRVBIFLVIATLINDOXRBE T, TL ¥
FEACYEE 2 7=,

AN
OEt ——
N~ H
|
CO,Et
(31)
Iy /-
hy
\V-0Et
Ny, H
'9002
(34)
AN
A ﬂ_) + other products
N T N7 Ph
|
CO.Et (36)
(35)
CH, CH, .
s KOH CH
AN hy \'%_Ph @’\_]i EtOHGU: 3
NTH 2 NHCO,Et N~ CH:Ph N~ “CH.Ph
1
CO,Et CO,Et H
2
(37) (38) (39) (40)

RXDEBEEHKROEES

1-73¥ -1, 2-Ye Fax /) Y HORRBIZOWTIE, iR, FHEILKG, 2BILKG, 0-7
I/ VYT ATNTE FAORBEARIBED 320 type D RKIGHH 5 N T WA, EHIERIT,
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1) 2-37/-1,2-YeFax/ ) v-1-ANVKVBIFLVIATNVELD 7L v EEEANORMK
bRIS, 2) 2-37/-4-@#R-1,2-Ye Fax /Y y-1-AVKVBIFVIATVEELD 2,
3-FKEAL v F—VEHEEEANDBEMKIS, 3) 1-TEFN-2-YT7/-1,2-YeFax/Yyv k
ON-T 2 FNRY VT EF VERENOREKIS, 4) TVI—VORIRIEOHF S5 L w420
type DG ERL 22U, KIGHEEICOWTERELRNZ -, £/, Zhb50RIETELINETL Y
FEMR, 2, 3-KEAL VY F—LVBEBEEN2-VF I/ AFNAL VvV F=N, JUuf v F=), ¥uu/f v
N—=NWEDA ¥ F—VEEERANOFRZEGRPEEE 232 L2 bHSRIZL 70
ZOWRERT, FMHROMET L0 LR 5,
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