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2 YR : BB, 22ES 2ot d ASols HEE2S S4NoE 223 XEM oZ
8Lt

SO oo ROIMA, g2l ABEHES ZF0 ZUHAKE CIOHMED 22 WECIONEON, S4
of 22 X2AE 0/0/Z2U 22 A9 "EzA0|22* olch. L, WECOMES 19
o X2 51 00T ME SA2 2=l HRU, E2AN02 223 MBHME s %=
AZED Y FBRANO SHB0| XNF LT

9-1



90-000565

=

al

-

o
S0l

i
bSES|

(Il

[ ]

Ot —1-Tl Hl ek X

=

tI1

=FEt=010|

[¢]

Ot A UM

4,182,763

(4-slgl=2
Al

(=

O101=ot

b,

35

634
4,543

=
A
N-(3-[4-0r&—1-T| Hl 2t
al., J.Indian Chem.Soc.,60,874(1983)].

3,717

al

4-0t
=4

(
x
H

=2

4,562,255

)\Ol
- =

rasU=s  ®oEms O waIWrnmlsTwsn B
s ller  Rom< 2 WAz _H=_ N W=
o Rl 20 o Hm . ,memao.__u__|mu|_/DA_U‘|1 =
sugl S opI 3 WR KR =2 00, o
o6 =i = 3 WE = JE <= v oy
o &= io ) - e M =% = = S =
= Wsror S -9 ol NERIHT SN s S
WO~ o o P - = ) oll 35 0 W = K 00 &y
ol . om Xl = TS
30 RO B = O O ms =2 or_m_:}mo_o%@ﬂ o_ko X057
= U 30 owlom B RN -E%mo____r_m_xoT W
W oy = io) oD B = <k U<k gy gpo @ M=
I+ o ™ o0 oy W] 0 = T . 0l0 0
omol pr Y | u I:_._Aol_uep WQ.A_..HQ o 1 <r
2 0 RM 32 =0 81 2= i o _ gy 00 5
RLEE 2 2 o_ IR T RSl T
__::T__%m? mw = = Nz SE W = SaZXSwn 0
S Rm,, WE o 8 K BT =050 5%
=" MSw W WS wol F=Mamn= 524
T W 23 \Umﬂ%%ﬂkw_l(%% = o)
REAZW xS BY Szl SE ST o <k
Wy © ol T AT WS e z RO =
[ - ~ o o = S =
o WM £ =25 Ws ‘L SRS TR = mi ==
zr 0V 54 R0 0 S o OF gy g Ur 2 ez E R
L L R = Wizt BT DG R () =
= o W = L O N L e NITe)
m_.H__v__oalAlT.N e = 7 S = .__.L__E | OT .}|AL|_._.____oo \)_C o_EIQ_o
...ﬂmx_om_. 23% mmm_/ Al quoo_e ﬂ.:WA_.JNum,HmU DI__M:M
maol_ol_ol_ W_ " 05 o= 7 e Dﬁ____om___MM_aﬂU% ___me_oo____
) —_ = |
JI =Ko T W_mw Az ..Hmol_;o%% W%WM:..&MN I
ok 01 = O Su2 3 - MHAMNR =< Bz g
ol T S W= 3 =) T RK_ 3o = Mul_/Hm_.o
o0 < oF 1y ol =3y ok Tz Mm o ®icok T ° =5
0 oKau ol O
iz D g A 54 oTuo OO0 oo _ Ky~ T & S UOKH
o ols o _ O o o Leom MODoES Ty
BBl T S Tw @ _oriE2 wmy oW Dy
0= @ W« Taz wme SRS imMsS g X5 0 ol 7 OV
MR =l = M @ T 3@ ok 20 Hoz _ SV ®_- Al
a0l A Wol 5 Zotol,, =0mW=_T oy
= - go ol gy OF =g z Ne=gplyimgEsos ZmD
Ol_._JA — o) o) —n =y = V|_|_ =S :.__va_.lA __O\|)3 S H_lu
~ofl 11 lr = ol o __|o._|uo_ M_\_| H 2] O“_oo___z_: R, A= OF oD =
SHE I T T shoulr_ War T lia= . pEg
oo . o0 o T DIz S o O L
Thpals 3§ g% Vo T <o SRy HynT% el
5 =gy _ Koy o _ e OTMIBE Wy movd iy zq— Y
oom ! A0 RMCS 01 0 o2 W= H2D o
ol J1 =< UF 5 0 S e W= o A e2BE __o___wo__x MM% T
CHy Tz o - SETR00 zX =y
- NEm. W o DO e : cztantS_gisS_8 oM
— MV =20 o Y » — q SV =Tk 2o oll
7 S {0 1] ——- - - v — < JT_3 - oJMNio = =2 007 I
wlpr W T g g =T e o = xg=  Dom_ EIHNY = .y
s =Wl e mop x _ EOMUnR 5 T =< ok
=1 = K0 oK T 5 o oz m < < ) JMWHOI  F3— ol groll = gook
ol 57 p — Sl - = M Lo R mMmE 2 __of S+ o
= oo B oM o1 H oD ol o) = ~olmoJ T 217 olA S o 5 7D
WZoT8iBg ol Mg W OV 4 ol z DREZHGZ TSNS Ry 00 g

FCtH.

S

9-2



90-000565

ﬂ._l_.u..m‘_

RIS Ul
o|_.uo=_u.nAv||L
[/
%MAIE
S ok ulr
wot g
S 4 0

0
0l BD =5 <F
e

Dl 5ygiar

ok 31 T} X

AJIMOAN R
B0l CHof
(Ve ci3t
Z0lA Ot

ioA

H
tE

9| )
= ALMIOICE.

20l
=
IIEZ,
agel

=
st
|
LREAY

b

S
=

9-3



90-000565

RS-

UutAl(|V)el S& LCIoISAM(EE SAo Ji-20] 2yl 2ol ez MBAIY = JAse 12 [
=2 2Z AH=Z9 HZX AAWo olds o) 882 108 £ AU : [Journal of Organic
Chemistry, 31,3488(1969) : Helvetica Chimica Acta, 53,2156(1970) : Journal of the American
Chemical Society, 98,1810(1976) : Journal of Organic Chemistry, 44,1923(1979) : Australian
Journal of Chemistry, 34,665(1981) : & Canadian Journal of Chemistry, 59,2848(1981)].

EEAI(|1)S ot2le ZX= e-Hol ol MEASCHED @ 01gs= S5 M 4,423,0495].

UutAI(])o] S22 Y9IIH0I0, OS2 (-2I1ES8 F4stth. elfst 92 =2 29ol "o
USH, ZE0 Wer AIZEUH E0ot)| {8t AHENCZ FETe= L2 ASE £ UL Lt
Al(1)e SIEE22 101 0lae EIld A2 SRSt - ZUECZ, A-2IIH2 12X 049 &-
34 a2 EZE £ AU, 12X 0l&2 S-FHA0 EZEEE O, 8 024 Bt o222 SYot
HUE A0lE £=JACH. LEA()SE 22 A-2I1E2 SAo 29l oo HI=CH. HEXol ¢
BOoZE ABtAI(])2 SlgE8 £4, B2 =4 Le= H-242 £ A= =24 S0 S0AM &
StF= X kO] M@Hgh At ZEHAIZICEH. S, 2ME YA Yol Ed=E H=20= SAl0
Ofutot HULE, HI-E0HE Aot EEAZI OS oot S a8, M2 £ Ys HEAQ
g2 AHO0IE, sl0lEZZ=Zet01E, dl0IE2E=Z2010lE, LIEYOIE, ZAMHOIE, AIEYOE, Et
EHHIOIE, IR0U0IE, AZLAZIAYO0IE, HEELEZUOE, HIEEIZHYOE <L 4-Sx2AHILH0IE
oS ST

AD| XIAst ”it Z0l, R' ,R* ,R® X ¥ YII & FHost diet 22 LErA(1)9 &2 & 19
OIMISIMOZ BIRCE A-BIIE2 SIS (SCHHA)NMZA =HZ2SHCH,  0ldg #4842 2X= =2
2 -2 A& (Vogel anti-conflict test)S AI26I0 Z=HE 4 UCH =HEY %= JUCHEZ
Vogel et al., Psychopharmocologia, 21,1(1971)]. B2 s-2S Alglo HEXQ HEHOZ=, HE
O E0NH 48AI2tSot 22 2206HA %2 US, 2dE S2BINZ2H 22 01 = UsE JIgE
=CH 1022401 2HA dIEJL 22 0hal(2tA &I A3& 2=0hHE+E AE IEg8s S0
HE (M= HE) ol & sttt

0l =5 U= HE, = ANME Fe=2 332N 2 HEU ol =Hs =2 Blusttt HHele
HEI 22 0l 329 =IOt UlX HEIN 22 0l 420 Als A2 AEgst SsE9 =

OXlE 2d= LIEHHCH

Asral(])9 B2 2 09 AKEHOE SBHE A-RIIYO EBOUXE LS 200 ZAS X

ZAIIII 2Iote AL OIH F0iot= Ol =30otl.

etAl()o gEgse ¥ 19 ANstMoz GIEfHeE 92 22Xz E4ds8 AEsl. EXE BH
2 Z2X=E 2¢HHs AI2old HEWNM =SHE £ QUU[EZX : Porsolt et al., European Journal of
Pharmacology, 47,379(1978)].

2BHAI(1) S stete & 1o AHEHCZ JFEHE ARIES RSXE 242 =22 SHNE B

=]
ZAIIIIl 2Iote AL OIH F0ot= Ol =30otl.

sral(])9) B2 ¥ 19 YKEHOZ SBHE Y2 AZUN HSOR L=, HINGIHE o
MENOZ G8EE =Xl E= S|AN9 EEoI0, HE LASE MANN BE= GHSE =4
S2H SO 4 U0, SEEBS ZPHOE SNGIL FUY S0 L 2| SIS mEots
HIZPMO2 =0i8 £ AT U, N0 Soishs 20| HIRAESIC.  EEH, LPHAl(])o
stel2, ©= 19 GHSANOZ Gi8H: ¥S RO AMAN ZH2 SUM, =M c 2 4
20| ZyHE BE 20 : 1 K 1 : 19 =9l H0I0, BIEEGHE 10 0 1 WX 1 : f0ICh 1
HLb, O FOIZ F200 UMM, He=s yisS 24 H2o BHE, HEs S0z, L I
SOf 4T 22 2010 2t Mt

= gool SB2S FTHOZ ASS)| FHME, SBES KIS SO K £ ZAHO

HEIZ, F= WA £ HSHO BHE 0T 4 UL FP S0GH S IO YR, AS
3 o4 9t St UEQX U S22 MBS TS0, 01US AHORO0ES 22 HERD:
ot 4 AUCH  ZAXS HEHZ ZP SO0i6H)| FIGHH RES SANE VERX U AT S
200 FTE OB SIoh £4 B0 TR AL, BN SE2S R8H 2 w9 28
ANZ & ACH  F20 Oeh, ST 20N Y/E= SR BIHE & AL 25U L ZUY S0
510l SIGHA, BE H20 PR BUS MZI B £ UOH, BUS pHE HEGHH ZIOH BEA
ACH. FL) SO0iot)| AHAE, SR & S8 ZHo0 S MM HE=S B0,

= ggo SHEESS AN ASE AP, LY SOITS HYSIAN Cloh BIEC. YBNOZ,
SoiFS SX WMWY oY, ME L BHS BO OfLiet X SAIQ ASITOl D2t BE 2A0ICH
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Jdeflh, UiR22 F=20 AN, Letal(])e g2, = 12 2HEEEo=2 FEdHe & 2Iig
o 20 FZY K5 2 =2 L RS2 o= L= 2EE EMEez 1 WA 300mg/L, &l
X5 HE 5 WA 100mg/ 2 OICH. XNgEozE=, 2 2Ho M 2 24 SgE2 o E#2 Eoxe
2 AM8d0, BH o 22 24 JEE2 0 ¥e sogez AsSE Aok, LS, FOHAE S
20 UolAN 22 HZ K2 25 20 HZ K20 O ¥U

Ohe AAN 2 MX AAds ©X o &%6) {6t MZ2=C. I B2YH ATEZ(NNT
Spectrum)Oll CHolHAl, E4= HEZIHEA2CZ 26 ot20 ppom(parts per million)2 2

FHEICH

[&Al01]

3-(4-[4-(2-Tml2lolCIE)-1-LIHctXIL |22 )-1,8,8-ECIHE-3-0tXMHHIAOI 22 [3,2, 1] 2 E-2,4-4-
Clz2e 2384 oldH

A 50me 9 1-(4-0t0|=2E
1.37g (7.5mmol)Sl =M
trap). MAE BUS WA

2 )-4-(2-Ilel0lCIY )M HetR  1.78g(7.6mmol) & d-SLEZELSA
H=E MAHGIHA —‘E?TEPOH/H 22A12tS 0 JFEAI2ICHD
=y 25

—CD

= an
A |0 SLAAHA, ZAIE 28 0lAZZ2HS 25ml0l SdHAIZICH SNH
2 d2ZA210 EEE DME ottt 3l=+8tCt. 0lZM EHM &S 740mg(=8 25%)2 =SEtCt

D SA 94 WK 95C, [LIH =47.1° (C=10 : CHsOH).

MA20| HAR ABER (250M COClg) 2 &= CISUIM LIEICH @ 8.24(d,2H, J=4Hz),
3.6

6.41(t,1H,J=4Hz),  3.76(t,4H,J=4Hz), m,2H), 2.63(d,1H), 2.40(t,4H,J=4Hz), 2.31(m,2H),
),

) 3(
2.20-2.04(m,2H), 1.94-1.74(m,2H), 1.74-1.6(m,2H), 1.54-1.3(m,4H), 1.1(s,3H) & 0.87(m,6H)ppm.

U C-NWRABIES (250 : COCLy )O] 4= CHSOIM LIEFSCH : 178.2, 176.2, 161.7, 157.6,109.7,
58.3, 56.6, 54.4, 53.0, 44.1, 43.7, 39.1, 34.2, 25.7, 25.0, 24.3, 22.0, 19.3 & 14.1 ppm.

D6 Me AHMES M=399.261601H 2X 0122 LIEFHCE. CooHaaNs0, - M'=399.26372 7.

C:66.12, H: 8.34, N : 17.53%
=X 1 C:65.91, H: 847, N 17.47%

3—(4—[4—(2—E|EIDIEIE‘)—1—HIL_HIE}II‘é']—‘?’—%‘)—1,8,8—EEIHIE—S—OPI}HIA}OIQE[S,Z,1]%%—2,4—4—

Cle2el ztaldd oldX

ol 121 & OetA, 1(4OD| 28)-4-(2-1 BIDIEI‘—')LLILHIEP‘I 1.27g  (5.39mmol )2
7 24 0.98g (5.37mmol) EBFSAIRICH. MHSsS SEMEAM L2222 HE/HES(%5

5)2 AME56t0 &2t &0lA E!EDFEZ!EHLIO}O# HA §}°*% 0.88g(==8 42%)2 =S&tCt. 0
— 20

ADZES/HAMOZRH HEIADIE, H422 92 WX 94t & 2 [LOH ,=+7.1" (C=10
2

Moo H-NR 2 “c-MRABEZS AN 19 MAZO

A St

2HAI 3-(4-[4-(2-I2I0ICIL)-1-DIHI2 K 2 |2 E)-1,8,8-E2I B E-3-0tRHHI ALOI 22 (3,2, 1] S E-
2,4-4-C)2

Aol AAlMel gyol metd, 1-(4-0t0l =28 )-4-(2-I2I0ICIL ) L H 2t & 2.479(10.4mmo ) & dI-
3mmol )22 REH HAM EE¥E22 A EHZ} OI2ZMW &0l 94 WX 97cel A

D6 Me AHES (=399.266901 A 2X 0122 LIEFHCE. CooHasNs0z - M'=399.26372 7.

[&AI0] 4]

3-(4-[4-(2-TlcI0ICIE)-1-TIH X L | R E)-3-0tKHHIAFOI 2 2 [3.2. 1] SE-2,4-0| 2

Ao AAlMe 2ol metd, 1-(4-0l01=RE)-4-(2- ulEIDIEI“)HIfHIEP' 1.92g (8.2mmol) % 3-
SAHIAOIZ22[3.2.1]S8-2,4-CI2 1.14g (8.14mmol )22 FE HAM 3&S=SS M =2

1.0g(==8 34%)

Ma20 | HNR A E 2 (300M 1 CDCl; )2 USUHAM E=2 LIEHHHCEH - 8.02(d,2H, J=4Hz),
6.20(t,1H,J=4Hz),  3.56(t,4H,J=4Hz), 3.40(m,2H), 2.88(m,2H), 2.22(t,4H,J=4Hz), 2.12(m,2H),

1.96-1.74(m,3H), 1.72-1.56(m,2H), 1.48-1.3(m,1H), & 1.3-1.1(m,4H)ppm.

A 1

MAES  C-NMRAZEZ(300Mz : COCl; )2 OSHAM =5 UEIHT @ 176.2, 161.4, 157.5,
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109.6, 58.0, 52.8, 44.6, 43.4, 38.3, 32.3, 27.0, 25.7 & 23.8ppm.

D26 B AMES I'=357.218101 A 2X 0122 LIEFHCH. CigHarNs0, M'=357.216722 7.

[& A0l 5
3-(4-[4-(2-m2I0ICIE)-1-TIH 2t X L | R E)-3-0tXHHIAt0I 2 2 [3.2. 1] = -2, 4-CI 2

Aol AAl1e] gl TetM, 1-(4-0t01 =R E)-4-(2-T2|0ICIE) T Hetal 2.78g (11.8mmol)S 3-
2/\HjIMOIJE[C%Z 118E-2,4-C12 1.88g (12.2mmol) BIEAIZICH. MHA2S ESHZM U322
Z ME/HESS(90 : 10)2 ALESH0 A2t A0AH AZ0tEIDHIGIH HAM &S 2.040(2
47%) 8 +=SEtCt.

MY ZO 1 H-NMR AHESI(250Mz : COCl; )2 USHAMH E%E LIEFHCE 8.25(d,2H, J=4Hz),
6.42(t,1H,J=4Hz), 3.88-3.68(m,6H), 2.86-2.76(m,2H), 2.45(t,4H,J=4Hz), 2.37(m,2H), 2.2-
2.07(m,1H), 2.05-1.88(m,2H), Z1.74-1.1(9H,m)ppm.

Magol C—NMRAE—*!EED*(%OMHZ © C0Cls )2 CSHAM &5 LEYT @ 175.5, 161.7, 157.7,
109.8, 58.3, 53.0, 43.5, 39.3, 38.5, 28.3, 26.2, 24.2 ¥ 19.5ppm

D6 Me AHMEMS W=371.220301 A 2X 0122 LIEFHCH. CooHogNs02 M'=371.23242 27

[& A0 6]
3-(4-[4-(2-Tl2l0ICIY)-1-TIH KL | £ & )-8,8-CIMIE-3-0tXHHIAIOI 2 2[3.2. 1] 2Et-2 4-[| =2
ol AlAlG 19 =l Mm2tM,  1-(4-00l =R E)-4(2-T2I0ICIL)-TH2t&  0.54g(2.34mmol ) 2
8,8-CIHE-3-=2AHHIALOI22([3.2.1]=2E-2 4-CI2  0.369(2.14mmol )t BFSAIZICH. Mea2E U2
EEWEWWE%@G: 4)2 2 AIIEAM A2It2 A0A A20EDRHIGIH EH SE2  0.25g
(=8 32%)2 £=S&tCt

(3000 : COCl; )2 CISHAM E=+E LIEHHHCEH - 8.12(d,2H,J=3Hz),

t,4H,J=4Hz), 3.51(m,2H), 2.50(m,2H), 2.32(t,4H,J=4Hz), 2.23(m,2H),
(m 2H), 1.37(m,4H), 1.96(s,3H) & 0.84(s,3H) ppm.

MH2ol ' HMR AmE
6.30(t, 1H, J= 3Hz) 3.66(
2.16-2.02(m.2H), 1.74-1.6
gg%ﬂ”cwmﬁﬂégwmw D 00Cl; )2 CHSOIM E4S UEHSCH : 176.4, 157.6, 109.7,
58.2, 54.8, 53.0, 43.5, 42.0,3 8.5, 26.4, 25.6, 24.1, 23.8% 20.9ppm.

DG Ma AMEHS N=385.24270 M =X 0122 LIEFHCH.  CobsiNs, @ 385.24802 Q7.

[& A 7]
3-(4-[4-(2-ml2I0ICIE)-1-IH 2K 2 1R E)-1,5-CIHE-3-0LXHIAOI 22 [3.2. 1] 2 E-2,4-LI2

Aol AAlG 12 gl metd,  1-(4-0t0l =R E€)-4-(2-mel0ICiE)-THetal  4.29(17.8mmol ) S
1,5-CIHE-3-SAHIAIOIZ2 2 [3.2. 1] E-2,4-CI2 2.999(17.8mmol )2t BHSAIZILCEH. dd== UE
Z2HE/UHES(9% @ 4)2 SEAIIEAM AeEt2 d0AM AZ20LEDXIGHH HEH SEE 1.4

(=8 21%)S +=SEtlt.

MA20 HNR ABE 2 (300Mz : CDCls)2 THSOIM &5 LIEIHCH @ 8.01(d,2H, J=4Hz),

6.20(t,1H,J=4Hz), 3.57(m,4H), 3.45(m,2H), 2.22(m,4H), 2.13(m,2H), 1.70-1.54(m,5H), 1.38-
1.2(m,5H), ¥ 1.10(s,6H) ppm.

o ¥ C-NMRATES (300Mz : COCls )2 CSHAM &=5 UEHT : 178.1, 161.4, 157.5,
8 1, 52.8, 49.0, 46.5, 43.4, 39.1, 35.8, 25.7, 23.9 ¥ 20.3ppm.

A A

109.

@ 0_|_

D26 By AMES I'=385.248401  £X 0122 LIEFHCH. Co1Ha1Ns02 N'=385.24802 27,

(
3-(4-[4-(2-T2I0ICIL)-1-TIH A £ ] 2 E)-3-0tXHHIAH0I 22-[3.2.1] = -2, 4-CI 2

1L

1-(4-0t0I =2 E)-4-(2-T2I0ICIL)THtE  0.5g (2.14mmol) 2 3-SAHHIAMOI2Z2(3.2.2] = -2,4~
cle 0,229(1.42mmol)°| 2128 2g=Es Y = S0A 220 WX 230°C§ 158 s JtEECh.
3-SAMHIMOIZZ[3.2.2]-2,4-CI2 0.22g(1.42mmol)S O Jt&tCt. 2 £ S0UAM JIES 158
set 220 WXl 230C=2 AHHs Os, S—EMHIAPO|§§[3,2,2]_'.—_H—2,4—E|8 0.22g (1.42mmol)E O
JretCh. 220 LHAI 230COIAM 302 St JtEsS HSet Us, Bts 82 d2A20. d48=:s
CISZ=0E/HES(9 @ 4 T30 94 : 6)2 SEAIIEAN Ae3Z AHUAH 2AZ0tEDHIIGHA
IN stetE22 46mg(=2 6%) = =S5t

© 2

M2 H-WR ATEZ(300Mz : CDClg)2 CHSUIAM &5 LIEFWCE @ 8.26(d,2H, J=4Hz),
t,1H,J=4Hz), 3.90(t,4H,J=3Hz), 3.72(t,2H,J=4Hz), 3.04(m,2H), 2.68(t,4H,J=3Hz),
t,2H,J= 1.95-1.7(m,8H), 21.64-1.42(m,4H) ppm.

4Hz), 1.95-

9-6
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ma2o U C-NIRAHEZ (300Mz : CDCL, ) CISOIM =42 UEWCH : 178.9, 161.4, 157.7,
110.2, 57.6, 52.2, 43.1, 42.4, 41.5, 25.8, 22.7, & 21.8 ppm

D26 B AMES I'=371.231601 A £X 0122 LIEFHCH. CaoHzoNs0z M'=371.232322 7.

A0l 9]

Aol AAG1e ol metMd, 1-(4-0t0I =R E€)-4-(2-T[2|0ICIE )-TIH 2t X8-0l E-3- AtH| Ak
OI22[3.2.1]SE-2,4-LIR222H 3-(4-[4-(2-TI2I0ICIE)-1-TIH2 X L] 2 )-8-0E-3-0t Xt b

AOIZZ2[3,2,1]2E-2,4-4-CI2S MZE = U

Hel  AAlG 2ol metd, 1-(4-

2 , OPDI&_—‘?'—%)—4—(4—% QZ-2-1I2/0IClE)-THeatx 21,8,8-
EalmlEl'zé'—?)—g tHIALOI2 2([3.2. 1] KE-2,4-LIR222H X b= QUCH.
Ly

A2l AAG 19 -I2I0ICIE) I H 2t K-S AHIAIOIZ22
[3.2.1]=2E-6-2- )-1-IIHet X € ] E)-3-0LAHHIALOI 22
(3,2, 1]=E-6-2

Hel AAl0 12 2ol Tetd, 1= | g)-
OI2=Z[8. E-2,4-Cl12 E—'?’—Ei 3-(4-[4-(2-
AOIZZ2[3,2,1 4-4- [es Mxg & UL
A2l AAN 12 0l RE)-4-(2-Tel0ICI< ) Hetal 26,
HIAFOI2Z[3.2.1 , =4 [4-(2-Tleloltie)-1-TlH et X e —‘?’—a‘)— .
3-OtXtHIAIOI2 2[3,2,1]RE-2,4-4-CI2S HMZE = ULt

-(2-TelDicE)mHatE L 6-HE-3-S Al At
[2l0ICIe)-1-TIHetX & ] 2 )-6-0i £-3-0t Xt]

=

— 0w
t=|4>

0T
e
2

Hel AAl0 12 2ol Tetd, 1- )-4—(4—%—?—9@—2—1‘1IEIDIEIL')EITHIE}B 2 3-SA
HIALOIZZ2[3.2. 1] E-6-2-2, 4 %9% E1 3-(4-[4-(2-mlelolcie)-1-TlH X Z | £ € )-3-0t Xt
HIAIOIZ2Z[3,2, 1] SE-6--2,4-4-LI12S MZXE = ULt
[& A0 10]
3-(4- [4 (e-mlelolde)-1-IHaXL ]2 )-1,8,8-ECIHE-3-0tXHIAIOI2 2 [3,2, 1| SE-2,4-4-

tlz2o < II“\* Old X0l €SaS

2ot o

olAmz2@s 5mlE 2l 3-(4-[4-(2-T2l0ICIE)-1-TIHa XL ]2 E)-1,8,8-EC|H E-3-0tXtH| AtOI 2
2, 118E-2 4-4-012°9 <3 &EA  0l&H1.04g(2.6mmol )2 EFTErSPE SHH 4.8\ Fob =N
gommol)S DJiSCH. MAE EUS A2OE WAl US,S20 3l &= E'oo}

t ms E—I 7%8%1 EHS HI"*OE Jrgsttt.  SAsS WEAIDIEA
ol =21ot E&HO0I 207 WXl 208CQ HAME 0.64g

o -

N C-NMRAZEZ (250Mz : D, 0)2 CISUAM &5 LIEHC: 182.4, 180.8, 161.3, 159.6, 113.0,
57.3, 55.7, 52.3, 45.4, 42.2, 39.4, 34.8, 25.8, 25.1, 22.04, 22.0, 19.3 & 14.3ppm.

CooHaaNs0, . HCLOII CHEF =24

HA&X 2 CL ¢ 8.13%

A=Xl : CL @ 8.02%

[HIZ=A AN 1]
3-ZAHHIAOI22[3.2.2] = H-2,4-CI2

S OtMIEL 25mIE8 AlA-AIOI 22 A1 4-CIoIS A4 2,992 E2HES S FROIUHAM 2. 5/\|3J%9
tgsttt.  ZUE ASotUiMd SZAAH HMAHotL, TALE CIOE 01IE1|E FONA ==Xieil SOtetCE.
THALS DX SSHOIA AZAIH HHM SHEE 2.5g(+=8 97%)S +=SE&HLt.

MAE20 C-MRAZE & (300Mz : CDCl;)2 170.5, 41.4 L25.2 ppmOIAl &5 LIELHLC.

MA29 ' H-NRA 2 E 24 (300M 1 CDCl3 )2 2.24 WHXAI 1.34(m,8H) %L 2.5(m,2H) ppmOlA &=5 LIE
HCE.

[HIZ=& AN 2]

3-SAMUIAMOIZZ[3.2.1]8E-2,4-CI2

>.

OLMIESE 8.2mI =2 AIA-AIOIZ2 2 HIE-1,3- EIBF%%_ 1.63g2 EUdsS 2= S0A < 100
& S Jtgstth. WwEel R OtME4M X OtMENS MB0H0A S0l 26 KA
HME #Sot CUE oHZst0AM AHOHAIZICH. Ol ot6 EX 222 1.14g(=8 7% =

ma29 “c-NMRAHE 2 (300Mz : CDClg)2 170.1, 41.8 & 31.1 & 26.4 ppmOlM E=+S LIEHHCE.

MAE S0 H-NMRAZE2I(300Mz : COCl3)2 3.2(m,2H), 2.36 WXl 1.9(m,8H) & 1.82 WX

9-7



90-000565

1.66(m,2H) ppmOil Al &2 UEHHCEH,

[HIZ=& A0 3]

1,8,8-ECIHE-3-=2AHIAIOI 2 2[3.2. 1] SE-2,4-CI2(1-R 22 L 24

Hl AAI0 52 MAES M &AM 22 ZHEHS ME6IH 2% OIME/MSZ HEAIH EXM &
2 1.09(=8 97%)2 +=Sstl}.

[HIZ=A A 4]
AA=-AOI 2 2 A-1,4-CI ST A 4t

3o =82 ES -70COHAM 4AI2F St HIAOIZZ2[2.2.2]=E-2-A 159(0.14mole) & OIES
300m| & éi 0l SWAIRICH 2QESSE FXAMILD, SESS &4=22=2 =g Uz, EME &
SotOlA SZAIA MOstt.  SASESA 72ml0ll SoHAIZID MEE SH0 =2IotHA 30% Dtk
St 50m|§ =?Iot0d a4 Jietlh. M4 sgiEs Z2gEES0l 20l 70C=2 Jtgstt. ¥
g P20l H&Ed &=, B2 SEEs SFoluAM 1At St Jtgsttt. A EBotiM =S8 M
2o v =gE2 ==5=2£ 0lE OtAHIOIE 300mi2 2 300ml AOION ZHHAIZICH. 2N ==&tst
LIESS AI20ot0 8H9 pHE 9.52 XZEEHCH. &2 HMAHGHH pH 2. AFASEAIZ Al B
e OLMIEIOIEZ

o4 o ez
Z=Z50. 2 OIMIEIOIE =Z2S AXAII D (NaS0, )EZEH0MA SLAI2ICH
1515100 Al A-AFOI2RE A1, 4-CI3 = A A 3.0g(42 13%)

ma29 “c-NMRAHE & (300Mz : CDClg)&177.1, 39.8 ¥ 25.20pmOUl A &5 LIELHCE.

1,2,2-EC|HE-AA-AOI 223 &1, 3-CIFIS A A (1-ZF EZ2 4

i
R
o
" Q@

HEr2 200mi=2 1,7, 7-ECIHEHIAOI2Z[2.2. 1] E (7.2mmol)ol BAHS —75°CE 2t
A1, B& 582 ES A2 S SHU SHAIZICH A0 SELE WS 2ES MA
st U3, Eg=2s 4222 JI25t] MIBTHUAM SLAIZIC SALE EZE4A 10ml Ol EaoH/\I9|
U, 30% Matste=A GmIE ESH Otethh. Bl Eg=sS 2Z8S0l 20Us 75TE ISt
2SS0l FFNNZE, d8= EEESS SFOI0A 1.5A12 S It sttt SEgE=S dZA2I1
ZIZGHHAN SLAIHA BEH &S 1.1g(=8 78%)2 =S8t

[HIZ=& A0 6]

1,7, 7-EC/HIEHIAI0I 22 [2.2. 1] 2 E-2-2

1.7, 7-ECI0EHIAI0I 22 [2.2 1]BE-2-2(1-2X)8 12 4-SRULTY JlOIE2HELIE MEA
2 OU3S.0H= S0A oigcsy g M ste=s HOH, AISE ZHE2 MY X

o ZtHMIY 1,7, 7-ECIHEHIAIOIZZ[2.2.1]&! 0l CHet =8 (Shapiro and Duncan,

Organic Synthesis, ol 51, pp 67 WXl 69)0 D= & O|CH

(57) 879 &5

P8
CHS 2BHAl (1)9 Dl Z&E HIAOI2Z 0|0IS 382 2 19 AHEHOZ F2Es A-2D}
[o:]
(2 ]

1

R o
a0y

N‘

R®
MMM R 2 RS 202F H = CH0lT : R= H €= FOIB : (a) X= CHp, CHCHp & =CH,CH,CHy
Ol : Y= CH, CH(CHs ), CH(CHs)s, C(CH.) s SE= CHiCH, OIHLE : (b) X= CHeCH, CHCH(CHs) =
CH,C(CHs)» 01 : Y= CH, OICH.

d3g 2
Mol AAH A, R'JF HOIZ ¢ XOF CHz, CHxCH, &= CHaCH.CH, OIO4 @ YDF CHo CH(CHg ), C(CHs) 2, C(CHp) 4

= CHQCHQ‘&' Stet=.

37g 3
RI2EH0I LOTA, XIb CHCH,O! B1EH S
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B8 4

HI3SOl UOIA, R & R JF 242 HOI D YJb CH,0! HEte .

278 5
HI3S 0 UOA, ROl CHOIT RJF HOIB YOIt G(CHy),0l 3Ht 2
H]8 6
H53 0 QUOIM, 3-(4-[4-(2-TI2I0ICIL)-1-TIHI 2K L] 2 E)-1,8,8-E 2| I E-3-0tKHHI ALO| 2 2
[3,2,1]26-2,4-C120 23FA 0|4HQ 3 E.
58 7

HISOl QUOIA, ROl CHOI T RJF HOIGI, RJF FOI T, XJF CHCH:OI0H YJb C(CHs), O BHEIE .

Mol ACTA, RJIHOID : XDt CH=CH, CH.CH(CH;) &= CH.C(CHs)-0l0 : YOIt CH.Q! SHE=.

ton
i
Ho

Heetol A0M, R L R JF 2t2F HOID XJb CHCH(CHs) &
78 10

HEmOZ slgHs =M 2 MISH OE= JmE HIAII2Z 00 sEes
sx X2

o
10
Qﬂ
rr
I
é
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