[19] PEAREFEERDRSE

[51] Int. Cl.
CO7D 213/52 (2006.01 )

) \ % N CO7C 69/76 (2006.01 )
e 2] KBERMBRERARRME e oo
 * s
* [21] BiS  200580013706.0

[43]1 AFH 200744 H18 H

[11] AF = CN 1950339A

[22] BiFH 2005.4.29
[21] &aiFS 200580013706.0

[30] f£5E4X
[32]2004. 4.30 [33] CH [31] 00765/04

[86] Efreris PCT/EP2005/004681 2005.4.29

871 EfRA% WO02005/105745 K 2005.11. 10

[85] #AEZRME AR 2006.10.30

[71] s A FRESHR MG A

thht  E - EZER
#REREA FREARAA

[72] %A D<A K7 A LESH

M.« Ce«#fif} BeA57myin

[74] =ik FTEHERASRERZ RS ERE
FRESE AT
wREA K W

B ZERF 3 BT I 24 T

[54] REABFR
PRIR R A1 7 2 T3 8k
[57] W&

AR LMl &S (D) SR Tri%, K
RIBREE IR ZE R 1 e X, iz 7 isid 5 (10) 4k
Y5 &R BRI B 5 3 (1D CL - SO, R,
RMFEMRA(IV) L&Y, Hp Ry C, - C bk,
C, -C,pafibedt, KIEBL C; - C L2k - BRI
&, (V) e EA(VIMT -07 -C(0) -Y x
N, A (V) (&, b Y EEX, M' 2
AMETFERESBESET. RISBEEFEEST,
AR AE BRI AAAE T S IR b B K (V) (b &8 .

0
AzKA AzKA o
A

Vi)
d .

2A3 O_ﬂ/

2
-
& Q
N
=
> Sy



200580013706. 0 R ) E ok $ 1/35

1. — A4 &XN I eHd T ik
0O O

)fk ),

A; Y

AzkA3 O

AP Y RAMERRKE, LFRBEEFX 11598 pKIEA 1-5;
Aj b-a CRR;;

A, &, C(O);, SO; & (CR3RY),;

n A& 13X 2;

A3 & CRsRg;

Ri» Ry, Rs, Ry, RsAe ReRsbi 33 C-Com ik, HTulak
Ci-CoRA. BF. A&, KA. BAKA. C-CREEEA. C-C,
AR, C-Co mEABABBLE. C-CimARBA. C-C, RAHKA.
REAXEFAERNK, —BRARZERRA, MERAFAEFAITH
C-CoBA. B F. £45. A BEAEA. C-C,REAZA. C-Cy
HARBER C-Cq A RBALRK, —BRARZBRAK, 2XFRE
HEBRAREARZRDE; M/ Ry Ry Ry, Ry Rsfo Rk sbiR 3302 &,
C-Ci X, RE, £#4, RA, BRAEA, C,-CsmBAERL, C-C4
AR, C-CymATBEBLA, C-CymABBA, C-C, mAZL,
FARBFR, MEREPEFEAITRC-CoRAL. NE. B4,
A BEAEA CFCRABEAEE. C-CoABBLR C,-C, BK
HAZRK, —BAXZRK, 2AFREARRALREADE; o/
KR F R —RUREZAEEAKIK, FEHRTHK C-Cy AT F/ K
#E. A, S(0). SO, OC(0). NR; & C(O)aBf; Fo/HK R, # Ry —
AKX Ry fe Rs—RF K C-Cs B A4k, HE&THEA. K. SO. SO,.
OC(0). NRg & C(O)E Bf; % C;-C; B S X T C,-Cy bt A IRAK;
i

R, e Rg I IR C-Coik, C-CoAARMA, C-Coltsk



200580013706. 0 oA B kP HE2/3n

B, C-CilBEBHAR C-ComBEEL, AgFkT

a)A\ 11 e
@)

A1
L w

A, ~O
EF AL Af A X T2, AKRREREN T, ERIML
EHRBBEHAET, SRR ELEFRE X T 415 HEE,
CI-SO,R, (111)
HF Ry & C-Co ok, C-CouRmE, XAS C-Cy B ARMK K
A, BARX IV 1449
o)
2 A3 Z1
EF AL AF AKX TEN, 2, K. #£X OSO,Ry, Ryt b
X
by A X V L4
M*-0"-C(0)-Y (V),
AP YWERX, MREAFAEFRBLEETF. L EE T X
&% F,
X IV LS HELRRN VI A

1 (VI);
AZ(UE\ Y
i

OREAEBHAET, AERAHBRLEX VILEd.
2. X IV 94kt



200580013706. 0 A B ok OHE3/3m

0]
o
2oA] vz,
HEF AL AF A X TEL, Z; 5. X OSO;Ry, Ry Fuik
FlZRK 1P I 692 L.
3. X IVa #= IVDb #9149

o) 0
(IVb),
/)
(IVa),
Z,

Z2
HF Z, A, B3R OSORy, Ry 4o F| &K 1 ¥+ X I 492 3L,



200680013706. 0 ijﬁ HH :F!" F1/24 500

R BG4 &7 ok

AEAPG R —FF & 22 H AT IK 1,3-— T A W6y F k.

AR F R K ARG K 13-4 & F i #HiE F 6 4o
WO0/0015615. WO000/37437. WO01/66522 = WO01/94339, 3L+~ F
e B REAER,

HR4E W001/94339, FTid 304K 1,3- =B8R 40 F 4] &

a) X A Le
o)

= Y

N
AT Y REFX, #lieEFRAL, REAMRNKL,
ERMAIENT, EBRHAELET, SXBHRLFRAL
o)

R (B),
@)
A+ RZAHIRKL,
RN C &1t
@]
\
o I
_ 0 r (©)
- R
N
B R B AL AL, 4o 2 B BB 4 = T R SR o SR
4R ET ML,

Kin, AT HEBHBREHEX ALY, FTEAFREHFEES I
HMERTRAIIANB ELNEE, EXALSHAHHEFTH S —FM



200580013706. 0 oM P E2/24m

ARSI R A X A LS YR R K, XBFHE
B it AR VA AT, SR RS TFAAMELE Z R, KRN EHE
Fa

Eot, KL FMREMRE —F 4 & LN AN 1,3- 28 ¢ #7 49
BRAFR, BFERSGFERGRESRFEFTEISY, FELRELAE
BRI, mRAK, AR ikt Lidsrs,

B, REFBR—FHEX 1S F
0 o)

(D,
AzKA 0

EF Y RAMBKEA, LhES2FK 140408 pKIAEH 1-5;

A; Z CRiRy;

A, RE, C(0), SO, K (CR3R)n;

n & 12 2;

A3z £ CRsRg;

Ri» Ry, Rs, Ryy RsFe R sbIR 2302 C,-Cy o2, E Tl
Ci-CoEA . A AR KA AAEA. C-CoRAEAEA. C-Cy
AL, C-Co MAEBHEBLA. C-Cy HARBLA. C-Cy mAKL.
FEREFEAERAK, —BRARZRAK, FREAEXEAFEFEAITHR
Ci-CoEA. & B RABAEA. CG-CREEEKAL. C-C
HARBAR C-Cqy ARBALBRNK, —BRAXZERNK, £HFFHRLE
HEBERARZRE; MR R Ry, Ry, Ry, RsFn Roiksbid 732 &,
C-Cam 8k, 0%, B4, R&, AL, C-CorELAERL, C-C,
RAA, C-ComARBEBK, C-ComAmBi, C-CoAKA,
REREFR, FTRAREAPRLFEAITHC-C,oRAEL. BEF. £4.
A BAEA. C-CoRAEAEL. C-CoRARBEAR C-Cy BK
A EBRAK, —BRARZEBK, #AFRALARKEARRIE; o/
R R AR —BERZAEZAZAKIR, ZIRTH C-Cy AT A/
WE. L. S(O). SO,. OC(0). NR;3 C(O)E Bf; #=/ R, R, —

6



200580013706. 0 o P EE3/24m

AX Ry fe Rs—RB AR C-C; IR A, HEATHE. . SO. SO,
OC(0). NRg 3 C(O)8 Br; % C;-Cs k% A 44 X T C-Cy b 2 B4
iz

R, f Ry R IR C-Cotish, C-Cy BARMA, C-Ciliik
BB, C-CoRABAR C-CoREABA,; AigFixd

a) A I1 L&
o

A1
Al (1),

A, @)

EF A A A X TR, ARRREKEN T, ERIM
WEHRBBENAET, HEMAIBLEA RS X [ 98B,
CI-SO, R (II1)

£+ RZ C-Cil A, C-Cs RARIEA, XA Ci-Cy B AR BRA
MERR, BARX IV &b

)

0
Y Y 3
P AL AP A X TR, Z, 2K, #£X OSORy, Ryt b
X
b) A X VLeH

M*-0"-C(0)-Y (V)
EFYWERX, MREMAEFIBLELEEF. L4 EE TR
BT, KRLA. HEFRES T,
HX IV WA X VIS Y



200580013706. 0 o P E4/24m

OEBYAELET, AFASRLEX VILEY.

ANBAKEY TUAREMHFELEMARKE, RELERLRAY
7 6 B et T RAKARKE M

Y ik R %, ”,,mﬁ%¢% RAREFE, HHR K
EBRARRER A 2o A K 3k, X A e B X,
THELE, RRXLAAAERALANF SR LM TERMRBE
P, HEEK 3R EATH £ — A T4 5 R 404 69 AR L 8
K.

HARAGR, TARARLANT k4 &X 110bd, L+

Y £
N\ Ra,
| J: (Qy),
Ra; - Ra,
Ra,

\n

Ay

A& CRa; &=N-(0),;

pAOXI;

Ra; £ 5, C-Cenik, £4, C-CoELE, C)- Co R E A,
C3-Ce R K, C3-Co RBEL, Cs-Co A K, C-C,RAHZAA,
Ci-Cy mARBELA, RABBAL, Ci-Co BoAA, C-Co AL
B, C-ComARBME, C-CoRARLE, =(C-Co A AL, C-C,
HEA-C-C; HARK, C-C; RAL-C-C; BE-NC-C; B )-,
C-CimBAEKA, C-ComRBmAE, FoA, A, &, £AK%
A, RAAATIR C-CGREA. C-Cy BASE. C-Co B E L.
Ci-C: AR EHR. BE. FARAERKA;

X Ry REALETAERKRE Ra, R Ras —A2F RS NIKE,
HETH%L A . . S(0). SO,. N(Rag). A F C(=NORa,)# % K
BARENEB—ARES ZR, RIERMEAGHERL, FUEFELEN
BE C-Cy IR, C-Cq BIHA K Cp-Cy Ik AL I RKL A,

8



200580013706. 0 o Es/24m

MR RF L, FFEMTHRE. -N(C-Cy 5o 2)-. #L. LB A R4
KEE, EARATLAESANEARTRESHAANARET, HHRET
AR Ci-Co Btz C-Co BAXBE . C-Co W 2. C-Co §HRIFHE . C,-Cy
B Cp-Co BRI, C-Co AL, C-Co RRBERI. C3-Co £
B, C-Cor B A . C-CoAE. C-Ce BRIAME . Ci-Co HAA .
C3-Co AR . C3-CoAE . C-ColmAE- C-CAMA . C-Cy
RAEE- C-CIRAK . C-Co AR EE-C-Co-su A . #4-C-C,
AR, C-Co MAZHBA. C-Co RRATHBA. C-Co A
BB, C-Co AR AEABLA . BAHBA. C-CoORARLRBEA.
Z(Cr-CamEB)RAHBA,. —(C-CoA)RE. &, KA. AL,
AE RFEAFREXFTREALERKR, —BRARZRK, £FXALAF
AR ET XA C-Cy k. C-C; RARBRA. C-C; AL, C)-Cs
RAREEA. BF. RASAERNK, 22X PR EARKEAREAN £,

R Ra,; )%;E&E-Xs-& EX'X6'X5'X7; j:-"’

Xs £ &, -0(CO)-, -(CO)0-, -O(CO)0-, -N(C;-C4 % £ )-0-,
-O-N(C-Cy4 Jt 2 )-, #, LB, mBLE, -SO,N(C,-Cy 5 £ )-,
-N(C;-C4 $64)S0;-, -N(C,-C; BEK-C-C, 5 HE)S0,-FH-N(C;-Cy %
2 )-;

Xo & C1-Co B, C3-Cs BHRAK Cs-Co B A &k, ETHEHE
R Xs FBARR SR, HHEG Tef R AEMERAL X

Rag & 8, C;-Cy &, C-Cy A -C-Co A B R, C-Cy AT
B -C-Cy RAKA, C-CymAABLE-C,-C, A K, C-Cy 5 &
AEE, C-ComABEE, REAKARRE, FFRRAT M C-C %
&, C-Cy B ARIE, C-C, AR, C-C, KRB EAE, C-C4 AKX,
Ci-CaEBAHAE, C-ComR AR, =(C-CoRmEA)RE, C-Ci AL,
Ci-Com A BB, C-Cy £ -S0,, C-Cy 3£ -S(0);0, C;-C,y B K%
HA, C-Cy AR A BABEA, C-Cy B ARRE-SO,, C-Cq BRIE
-$(0);0, C;-C4 K2 -S(0);NH, C;-C4 } A -S(0),N(C(-Cs S £)-, B £,
AR RA A



200580013706. 0 o P Ee/24m

Ra; £ &, C-C4 I, C3-Cy W &, C5-Cy AR X T 4

Ra; 2 &, C-Co A, C-Co HRIIA, C-Ce A, Cr-Co KM
A R C-CRBAKEARFEABRKRG THEL; R C-Co K, C,-C
HARRE; RBMEZFRAFTARA, 2R, C-CoRAL. C-CiuAKE
BAERKERKRGTHE; C-Co AoWHE, Ci-Co FRIE R KKK
Ci-Calt B A F AR Co-Co R A,; R C-Co it B A, C3-Co 1 FE,
C3-Co BEK, C-Co BARIAK, C3-Co AR AL, RA-C-Ci &
A, C-CyRAK-C-CyR AKX, C-Co A -C-Cy B, C-Co it &
T EEBLI-C-Co AL, C-Co R EARBLA-C-Cy B A, C-Com A
BA-C-ComEE, C-Co AR, C-Co A BARBLE, C-Co IR A A BL
A, C-Co ARBEAL, C-Co KRR A BBBLA, C-Cs BRI A B
A, C-Co M BAHKA-C-Co AR, C-Cy RBEABKA-C-Con A T AR
BEA, C-Cy MEAAEA-C-Cy WARBK, C-Cs REA AL, =
(C1-Cs MA)RE, C-C3 MEKA-C-Cs WA RK, C-C; BEA-C,-C;
BA-N(C-C3 &), C-Co A RABBLEA, = (C-Cs HEA)RLAHB
A, C-CilmEmBLEa R, C,-C, KA A RBLEL, C-ComAAEBE
B, C-Cy AFBLA-N(C,-Cy o2k, RE, AFBA, C-ComE A
A, FBA, OF, SARA, &4, £4.C-C, A, C-C, AL
-Ci-Cy B, C-Cy LA -C-Cy it K, C-C o A BABLA -C-C R A,
Ci-Cy MEABEBA-C-Cy S, REA-C-C, &k, C-Co mAKEL
-Ci-Cy A, C-CoR AR A -C-Co K, C-CREAZKEARA-C-C,
BA, ARA-C-Cotk, RA-C-ColA, REA-C-ColE, XF
FA-C-Cotn ik, RFBAL-C-Com A, Q-FRATHEL)-C-Co A,
Ci-Ca A RK-C-Cott X, =(C-CyRA)RE-C-Cy K, C-C 5%
ARAEBA-C-Cy AR FTBA-C-Cy A, RFAL, XTA T
A, RTEARBA, RFTERA, XFE, XX, XaX, XAAL, X4
LAEBARFIARHRE,;, 2XALAITHR C-Cy A, C-C; AREK
E, C-CGREAR, C-C; R REEA, BF, REAIRMEARK; X

Ra, R=Z=LE+ALERIMERKEA, ETARFHKE. 4f K

10



200580013706. 0 oM P ET/24m

HoteFaty, FEATE4H 14 M AR, EFRRGERT, HXARL
BRBL C-CBRE. C-CyBH AR Co-Cy BRAMIREE] Q K
Q,, EHTHE. -N(C-Cy &), A, TABLA. ABLAXKANE
¥r; BARATEHES 2ANARTRES DABRERT, HHRAXT
W Cy-Co B 2, Cy-Co B ARBE, Cy-Co ¥ 2, C2-Co B KM K, Cr-Co R A,
C,-Co BRI, C1-Co AR, C-Co BRI EAK, C3-Co i K, C3-C,
REAK, BA, AL, C-ComAE, C-Co MRBAME, C-Co WK,
C3-Co AR ARE, C3-Co A, C-Cy A K-C-Cs ALK, C-Cyi%
EBEE-C-Cy Ak, C-ComBAKA-C-Cs Lk, FA-C-C %
A, C-Co A TRBLE, C-Co IARMABRBIK, C-CoARBL
A, C-Co BRI AHBE, RAZBA, C-Cq REARAMBE, =
(Ci-Cy MA)VRAABA, —(C-Co B EA, &, RAAME, XX
Fo/R KT AL LK, —BRARZTAR; KEAMKTHRAXTERKRK
EH C-Cy A, C-C BB A, C-Cs ALK, C-C; ARKE AL, &
F, RAIAEABRK, 2 FREGHBRREARADE; X

Ra, £ A H —X;-X3 &-Xo-X-Xa; 5L F

X, £ &, -0(CO)-, -(CO)0-, -O(CO)0-, -N(C(-C4 # % )-0-,
-O-N(C,-C4 2 )-, AL, BaBA, #BtE, -SONC,-Cy & £ )-,
-N(Ci-Cy o 2)S0;3-, -N(C1-Co B BHKE-C-C L £)S05- H-N(C;-Cy $E
)3

X, & C-Ce BIA, C3-Co AR C3-Co I sk, A THEE
R Xy HBRAR S B, Zae Riofedt N A B4E KA X);

Xz Fn Xy IR ZIA C-Ce ik, C3-Co sk Ci-Co A, 3
TARA FTERAREALRKR,. —RAXZRK: 4%, £4, &4, 78t
AAA, R, A RFBA, C-Co AR, C-C AL H A,
Cp-Co M A, C-Co AR A, C-Co A, Cr-C B ARBR A, C3-Co Rt E
A FRARN C-CeIRIE; R Ci-Ce R, C-Co REK, C-Co B
RILEHAL, Ci-Co AR EE, FE-C-CoAK, C-Co A X-Ci-Cs
R, C-Ce B E-C-Co EA-C-Cs A, Ci-Co A -C,-C;

11



200580013706. 0 oo P EE8/24m

AR, C-Co A RRBA-C,-Co AL, Ci-Co IR ARBLE-C,-Co 5L
FHR, C-Ce M BEFEA-C-Ca A, C-Co M BEHKE, C-Ce A K
K, C-Ce Ak, C-Co AL BB, C\-Co A mABLE, C-Cs AKX
BARE, C-Cs ARFEABHEBE, C-C ARKEABRL; KA TR
A, BT XA C-Co MAIRAR; G-AAFTHRE)-A, HT X C-Cq
HABRK; RFTRE, RPHRA, RTEERBA, RTARBAL,
Ci-Ce B RK, =(C-Ce i) RK, C-C4 R E-S(0),0-, =(C,-C4 %%
B)BRAHBA, AREA, XA, REA, RAA, RAZABRAREA
BBA, SRAXRXTRAGEATIHB—NMREAN C-CorE, C-C
KA, C-CemEA, C-Co MAREAL, NF, f A, BASAL
AR &R

Xz Fo Xy ZRE, ETH C-CohK, C-Co AR E, C-Ce 1%
§K, C-Ce AR ER, AXK, AR, AAIMELRAR S RA; K

X3 #e X; HSbIR 3 32 C3-Co I, C-Co A E- R C-Co it
ER-BARH C-Ce A, 3-RABTTHEEAR C-Co AR 3-8
RTHRA; X

XsHe X; HHRIAZZAZ+TAELRIMAERKE, ETUR
FEM . MR FENNF, FELTE 14 MEAR. EFRGLE
F, BHRAEAABEREBT C-C, BREA, C-Cy BHE, C,-Cy B IA,
-N(Cj-Cy 5t )-C1-Cy BI K, -S(0)-C;-Cy B AL H K-SO,-C,-Cy T35 £
B BRRE X K Xs; ENKEAESFEL 2NARTFRES 2/ R
BF, HEXTH C-Co A, Ci-Co B RIA, Co-Co £, C,-Co 54X,
WA, C-Co IR, Cr-Co RARBRA, C-Com AL, BA, C-Cs IREE
A, C3-Co IR, Ci-Co B, A, C-CoAA, C)-Co B R ALFLE,
C3-Co AR, C3-Co R ARM AL, C3-Co ALK, C-C3 AL -C-C3 5
A, C-Cy B EK-C-Co AL, C-ComBAKE-C-C, AL,
FE-C-Cy BAE, C-Cs RABHBA, C-Co ARRA R EBA,
C-Co mAEABLE, C-Co RARIAMBA, RAHBK, C-CRAR
EHBA, —(CrORA)VREZRBE, —(C-ComA) AKX, C-Co A

12



200580013706. 0 o E9/24m

A&, OE, REA AL, FA, XRPEAF/RRXTAREALRNK. —R
RAZERAK, REAXTAERR LR C-Ci i, C-C; §ALL, C,-C;
BEK, C-Cs R EAK, BF, RARARRK, LR K L o9 BAK
EXEZGE; &

Xe o Xg BobBIZEL, C-Co BER, (C5-Co FRHEE)E,
Ci-Co LEI-Ci-Co REK, C-Co RAA-C-Co REL-C,-Cs AL
K C-Co A HBLRK;

Raz & 2, C-Ce B, Ci-Co B ARIE, Co-Co b &, C,-Co BRI A,
Cy-Co R, Cp-Cs KR A, C3-Co IR A, C-Co 5 AA, C-Cq 5 K5
A, C-CoAA, C-Co A RARBLE, C-CoRABBE, C-Cy &
RILAK, C-Cs IR A T AEBA, Ci-Cq @4&%3%%%\, 2K,
C-Celr R, Z(C-Cer i) K, Cl-C4%£5§J%£—N(C1-C4%£&)-s
Ci-Co A RAEBBA, —(C-Com A)RAAEBL, A, %, C,-C,
WA -C-Cy A, C-Cy BARE-C-Cy A, C-C, A T #BLE
-Cr-Ca bt B, C-Co M ABBA-C-C it &, K&, Xuh, XA DB
A, RARBEAZIREL, FATRH C-C; BA, C-C; HAEA,
Ci-Ci &, C-C B ARBEL, dF, RAXAMEARK,;

Ra, £ &, C-C¢ A, &, C,-C; WA, C,-C 5 Ak A
C3-Co WEK, C3-Cs RARBEAL, Ci-Co REAL, C-C,4 WK B,
Ci-CoARBLEAR, RABBAK, C-CiRAL, C-CoRA TR
A, C-ComABBER, C-CoR B RE, —(C-CoR L) R L, C-C R E
AEA, C-CoaRBA, FBLA, 4, BF, RARXEL;, 2%4
AHTXH C-CiE, C-C; RARBRA, C-Cy AL, C-Cs HKLE
A, BF, RASAERK; X

Ray, R =ZLE+AEHRE Ray K Ras —RY BZAESRKE, £
TE 1-4 NMEAR. BAFRGERT, REZASGHEL, FI#ER
AFHEREE C-CoBRA, C-CoBH AR C-Cy Bk A Hrbtis 3] 4
A Qi & Qp EHTHREA, -NC-Cy Bt A)-, 5L, BaABA, ABLAX
BAEB; AARARTREHELZ 2ANEERTRES 2ARET, 55K 4

13



200580013706. 0 oM P E10/24m

7T X4 Ci-Ce bk, C-Co B RITHE, C-Co A, Co-Co BRI A, C,-C
}*7%, C2'(:‘6 [ﬁ’[“ﬁy{%, CI'C6 %i\ga CI'C6 @4&);6%%5 C3'C6 %ﬁigs
C3-Ce A XK, C-Ce ALK, C-Cs ARILAIA, C3-Co ALK, C3-Cs K
ARMARI, C3-Co BAE, C-Cy MEAK-C-Cr AL, C-Colt A ik
-C-C, ALK, C-Cy BB AEK-C-C, AL, RA-C,-C, AL,
C-Co MATRAEBE, C-Co RARRATBABLR, C-Co MAMBBE,
C-Co BRI AABLA, BRARBE, C-ComARARBA, =(C-Cy
AR ) BRABBK, K, C-Co RARL, =(C-Cy RAVRA, B F,
FA A REX F/RARXFRALRNK, —RARZRK;, REAFX
FRATERR LXK C-C3 HA, C-C; §RKEA, C-Cs AL,
C-C; ARKAL, NE, RAKMARNK, o3P R LEAGRKLR
AW E;

RasZ &, C-Celt A, Ci-Cs B RAA, Cp-Ce ¥ &, Cp-Co B KM A,
Cy-Co IR, C-Co B ARMBRE, C3-Co I, C-Co AL, C-Co B K58
I, C-CommAk, C-Ce AT ABLA, C-Cot A#BA, C,-Co B
RIEEIE, C,-Cq @'f&%%ﬂ‘&%@tg, Ci-Co R RBEABBLE, C-Co 1%
AHBER, £K, A, A, C-CoREARL, —(C-Co )R A,
Ci-Co AR BBARK, C-CimARBA-NC-Cy ), C-Colt ik
BB, =(Cy-Cs Fi&)—ﬁgiﬁ%%, Ak, lf]'i‘, C-Cy MEA
-Ci-Cyt Ak, C-Co A -C-Co A, C-Co A BARBLA-C-Cyn &,
Ci-Cy BLAMBLA-C-Co A, ==, XX, FHA, RATHBAK,
FEARBEAXREL, ©@XEAKXATH C-C; %A, C-C; HRIKE,
Ci-Ca A, C-Cs IR ER, HE, RAAMEARK; fiXkid
M Rk b T 3% b EIN-BACH /T AR 5T B R AR

HRAELRBREENFTHORETUARAER LY, 26T
A TAERE. AAK ETEA, HTA. FTAARTA. K
A HAFREARTLERE. WAFRRATURERZ Roft).,
HEAERGWTFAE. TRA. RAE. AAEL. ETEREA. £ 7T
FA. FTERASIRTERA. RAAKAZFATREAKL, TARA

14
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BEA. ARAEA. FRAEEAEE. ETEAEE. FTEREZL,
P TRAKARRTRARL, AATFREKARNTCEALAEL.

MEBEFTAM R, AR, XFAMHERATEEAALLELNE
, ERRAXIKEEL, £F 16 MERTFHERGOIRELEZ
Flao B FA. —ATE R-AFA ZAFA. AFA. —AFTA.
ZRTFA222-ZRTE. 1-RATE. 2-ATA. 2-RTE. 2-B/-2-
A.ARTEA. LI-ZR222-Z 84, 2,233-WHR LA 222-=
ALK, ARTEA. CA-ERLAFLA-ETL,

WRARARETUAR LR S Riofoty, B @ LA AR SN
AR ZARA, WAREREAE, ARSI WIHL. Rt £
T #-3-& . CH;=CH-CH,-CH=CH-. CH,=CH-CH,-CH,-CH=CH- 3,
CH;-CH=CH-CH,-CH=CH-., Rt kA R fldtk R, hikth) — %
# & CH,=C=CHj;-.

PR L TR —NHR S A Ci-Cy A&, #HAAFARNK, Frik
The Ao RIT AL R RIRRG . KR HERTFAEH C-Co I A
C3-Cs ARIFIA . C-Cs ARETKER . C3-Cy —RLKBA. C-C,
STRBAEAR C-Cy RERLEARANAALR, Lolmd kb i
B Ra;#7 Ra, ) 28R LKA G —F2 B,

THRE. -N(C-Cy HRK)-. AL, BHBERBBENE WY C,-C,
TARE . C-CoBHER C-Co B AE, RAE X, 3 X, T, THE
FR Xy R X FRARS R C-Co A C3-Co EHE R C3-C
Toribk, RP R Rafd R ABMERKE X, & X, HHEME
A &, #| % -CH,-, -CH,CH,-,-CH,CH,CH;-,-CH,CH,CH,CH,-,
-CH(CH3)-,-CH,CH(CH3)-, -CH,CH(CH;3)CH;-, -CH,CH(CI)CH,- ,-C
H,CH(OCH;)CH;-,~CH,0- ,-OCH,- ,~CH,0CH;-, -OCH,CH,-, -OCH,
CH,CH;-,-CH,OCH,CH;- ,-CH,OCH(CH3)CHy- ,-SCH,- ,-SCH,CH-,
-SCH,CH;CH;- , -CH,S- ,-CH,SCH,-,—~CH,S(0)CH,;-,—~CH;S0,CH,-,~
CH,SCH,CH;-, -CH,S(0)CH,CH,-, -CH,S0,CH,CH,-,—CH,SO,NH-—
CH;N(CH3)SO,CH;CH;-, -N(SO,Me)CH,CH,-, -CH,C(O)NH- &

15
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~CH;NHC(O)CH,-. B st, THRENE G C,-C, B A4 H B4 2
%) 42 -CH=CH-CH,-, -CH=CH-CH,CH,- % -CH=CHCH,0CH,-, T #
£ H) B &) C-Cy B B R 4 5 FE M A A Hl o -CC-
-C=CCH,;-, -C=CCH;0-, -C=CCH;0CH;-3-0C=CCH;-.
ZAE+TLEXRNIE Ra, X Ray,, LTHEA, #, S(0), SO,
N(Rag), &£ % C(=NORa) A ¥i—RKE % =k, FEHAHERABL
C-C, 5K, C,-Cy T AR Cp-Cy T b A BB K A, HHER
FARAR Q& Q) EHTHEA, -N(C-Cy 5o ih)-, 5, BAABLE N
LA BT, HEMHZHe 1-FA-1H- 3K, 1-TA-1H-h=-3-
A, LAAIH- 3K, 1TH-t-3- 2, 1,5-= F A -1H-wme 3., 4-
F-1-F 2 -1H-wtbee 3K, TH-wtbm 1238 3-F A -1H-sh= 1%, 3,5-=
FA-IH-o 1A, 3Rt R, 5T A3 Fokek A, 3-F A5 ok
A, 5-7oRe K, TH-w%-2- 4, 1-F K- 1H-%-2- 5K, 1H-l%-1-4 1-
FA-1H-wb%-3- 3, 2k A, 5-F AR -2-skmh ik, 3-vkvh K, 5-F R -2-K
oA, 2 A, 3-EH A, 1-F A IH-skee 2o A 1H-ke 2 K, 1-F A
STH-Rok 45 1-F AR -TH-R R -5, 4-F AR -2-o8e K 5-F K -2-ved
A, 2-v8e K 2-F RSB K, 2-F R 4nBek K 4-F R 2R K 5
PR, 2o K 2 TR SR K 2T R 4Ew A TR
4-FE R, 3-F RS- FoEe Ak, 5T R-3- A L 1-F A-1H-1,2,3-
Zodo4-F, 2-F KR-2H-1,2,3-Z%4- K, 4-F R-2H-1,2,3-Z-2- %, 1-
FA-IH-1,24- =7 3- 4, 1,5- = F A -1H-1,24- = 3- %, 3-F &
-1H-1,2,4-=7-1-%&, 5-F &-1H-1,2,4- == -1-%, 4,5-—F X -4H-1,2.4-
= 3-8, 4-F R AH-1,24- =7 3- K, 4H-12,4- = 4- £, 5-F &
-1,2,3-7& — = 4-3K, 1,2,3-7% = 4- K, 3-FA-124-78 =5 K 5-F
A-1,2,4-78 = 3-8 4-F R -3k vA A, 3-keA A, 5-F 1,248 =
2K 5-FA-123-E o 4 K 123K o 4 K 3-FH-1,24-K =
oS, S-FAR-124-R e 3K 4-F A-1,2,5-F w3 K S-F A
1,3 4-F — w2 K 1-F A IH-m 5K ITH-we 54 5-F A-1H-©
s 1K, 2-F R 2H- W 5K, 2-Z A 2H- w54, 5-F R 2H-9=

16
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2-K, 2H-w9 =2 2-mkuR A, 6-F A 2o B, 4-nbiR A 3-mbuR A
6-FA-3%R R, 5-TRIRRE, 3REK, 4,62 FA2-HRA, 4-
TR 2-HRA, 2-HRA, 2-F R4 ERE, 2-R4-ERA, 2,6-=F &
PR L SWR L SRS WE L EFWRFRRT EIRT IR
=T 135 2%2-4, 4.6-28-135-2%-2-K, 1352424, 4
FH-1,35- 2524, 3-FH 124- 2554,

N\ @ -
3-F K-1,24- =% -6-4, CHO .

Ro7
/
R
2 }qze }?26 * N Ro7
X9§/N OY \ XQYN | —0 RZb\N/N
N
/}R27 //N \) \ 0
~ TN ~" N AN Ry, = ,
b L] L] -7

(6]
)%N , E¥EANRy £F A , ARy BIIE A C-C3 .
Ci-C3 #% gbﬁ\ Ci-C3 AR R = §LEF’ , Xo £ R XA,
H—H AL BRI RK AR, 4wl i A 44749 BRAX A Ra,
#2 Ra; & Ra; # Ras &, FHBKE. A&, SO). SO,. -N(Rag)-
H A A C(=NORa,) B¥i—ARES =k, HFELTHIE—AREA
BARABRK, SEBARG W TRAARWA—FRE

injigﬁﬂﬁsfk

17



200580013706. 0 oM P FE14/24m

o)
o . .0 Q /\\40
\S’ ,,,,, _.g
o ! j I j | nr, /k 2
‘ /kRss Se. N N
PN .S e} 1 NN
0" Ry O Ry o’ o 0 0o 0 R, R,
b 3 b1 bl b 3
B
. —Z
ER

EFHHR RGAEL, BF, C-ClA, C-C,gREL, C-Cin &
AR C-ComAE; Ry R, HE, C-CoRAR C-Com A Ry,
Rs1, Rsz, Rs3, Rssy Rssy Rsgy Rs7, Rsg A7 Rsg ARSI 3 32 S C-Cy 5
A A X0 2 E K NORy.

EVAEAGBBROETAYEEZBABIN AL ELELHAL
RNUFREFE, H Ak § Ra,, Ray, Ray; # Ra, # Ras #)I5K
REERBRTFA/RERFLBR—ARES =K,

1R ARRAEF &k, TOAKAAH A4 E&E WO 00/15615. WO
00/37437. WO 01/66522 F= WO 01/94339 ¥ #i£ A T —BAFRE #),

HAESRARLAG T EHEAX 1 LAY RZ LS, £

F
R, #= R, £ &;
Q& Q&£+ Ay £ CRa; & N-(0),;
pRO;

Ra; £ &, C-Ce A A, C-Co A, C-Co I RIFEE L, C,-C4
R, C-Co BRFERL, C-Co kEBA, C-CoRAL-C-C R AL,
Ci-COREAR-C-C B -C-CRE A, (C-Co R A )-C-CoR E A,
(13- =8 RER-2-8)-C-Cy R AA, (W EAH-2-4)-C-C REK, (@
Fox-3- K8, (AERTR-3-H2)E, (C-Co FRRE)R, C-Co A5
BLEK, C-Co A, C-ComARBLA, C-CoEASRL, = (C-C %
B EA, CLORBATEER, C-CREATA-(N-F L)AL,
#hik, C-C, RAZEAREATEL, C-C, REAKKLLEFTE, C-C
HEATFTE, C-CARRARTR, C-CoHAEATA, C-Co BRH
FAFTE, C-CoRAATFTE, C-CREEC-CGREAATH, (C-C
FRA)FERAFTE, 1,3-Z8RK2-H)FTAAFTE, (WaRH-2-%4)

18
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FERATFTE (WEAHI-B)ATFTE, (AHEXTHR-3-H)ATF A, (C-C
FRB)ETFE, C-CoORARARA-C-CGREAK, C-C,aRRE, R
A, BF, REAKRXFTEL, 2XELAATIHC-Cs K, C-C; gK
A, C-Co AKX, C-C; IR EAR, OF, RARAHLRK;

Ra, & C-Ce bk, C;-Ce RARBE, Cp-Co W, C-Co BRI A,
C-Co WA, C3-Co FIRA, K- C-Colt B A FR-AH C5-Co 3
A, C-Co AR, Ci-Co AR, C-Co BAK, C-Co mRBEAK,
C;3-Cs b XM iﬁi, Ci-Ci AE-C-CoAA, C-Cy BALE-C-Cy 3
A, C-Cyo A BABEA-C,-C, A, Cy-Cy %gﬁiﬁi-crcaa i)
A, C-Cym AR KA -C-Com AR, C-Co A, Ci-Co o K B & B,
Ci-Ce AABLA, C-Co B ARKAK, C\-C; ARM A BAEBE, C,-C
B AR ABRBA, C-Co RARARBE, =(C-Co ) REBBE,
C-Co I ABBER, C-Cy IR ABBEL, C-C, A RBLARA,
Ci-Cy ARBA-N(C-C-ia k), RE, 0% ,24-C-Ci A, C-C,
AR -C-Cy A, C-Cy AA-C-Cy XK, C-Cy BA BHEBA
-C1-Cy A, C-ComARBLA-C-Co &, RE-C-C,y A, C-Co
AEEK-C-CoA, C-CoREEEE-C-C A, C-Co A B &
A-C-Cybtd, RER-C-Coli, RFARA-C-Co i, XPBAL
-C-Cy B2, RFAEAXTHRE, RELARERL, ©XANLRT
XM C-Ca Ak, C-C; RARMA, C-Cy AL, C-C; R ARKEL, &
F, AAERAERNK; K

Ra, & H B -X-X5 R-X5-X-X3, £+ X, X # X o LR &K

Ra; £ 5; &

Ras Z &3 EP?EE, %

Ras & C;-C¢ BARIRA, C-Co BRI A, C-Co AL, C,-C, B 4%,
HEARK, C-Ce AR, C-Co A BABE, C-CoRABBE, C-C,
B ARBAAR, C-Co BAREATAEBLR, C-Co BRI EABLL, C-Cs
RABBEAL, C-C BERLEBBRA, —(C-Cs RA)RAHEBL,
C-Co EARBA AL, C-CoRARBA-NC,-Co i 4)-, RA, BE,

19
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CI-CiRBAFTE, C-CyAATA, C-Co A BHEBRAT R, C,-C4
A BBAFTAR 1H-1,24-=78-1-4.,

FHRNESEARELAYFTEREHN T HREHALTF

R, o Rs —A2Z L TX;

R, #= Ry = &;

A2 & C(RsRy),, £ ¥ RyFe Ry £ & A n £ 1 AR LA H,

AEPHFHBE T EHYERG EF @b,

BB a):

Pk by R AF R EBE, EEHRAXNZEABR . LR
RAAR. RETAEBYAETHAT, B odBRX LT, XL
MBS REBREA ., REETRifmah, ERELEHRBEE =T
AFBBEGAETHT. XN HE X [ 1LEW 89 B2 Hm 4%
e AR R AR & Fo b F ) RBE B — F R TR BAAET
AT, RoMiE R FTA. RAEFHK a) TAE 0°C £ 100°C #9:5 E T # 47,

EEMHEF AL, BEXRKREL.

AN ALK, AHTATH LR R TE s k45,

A IV & F 144

O
2 A3 Z1
EF AL, AQFAEXTPEL, Z, Z%. & OSORy, Ry #»
NI FRE, EHGHFEIRANAT RELARLY, B KLALY
B it e-4 .
HARILE T ERZ X IVa = IVb 894044

0 P
IVb),
PR
(Iva),
ZZ

ZZ
£ 7, R, 2R OSORe, Ry 20X 11 F L, {24kikh F A,

20



200580013706. 0 oM P FE17/24m

B AL 3K b):

BB 5B b)ER K BB AETRLT, FTEBE i, £
HREZCEBR-RFRATEE, RERGEEN B, TH. BX1S
BEFHREENGEETHAT. 4 2, & 0OSO,Ry, B AL ERK.
TR, CHREE kS THT, ATERBERL 2, BN 6L
A8 4o ZnCly X AgClO I A ARF Ay, 4 Z, REIE, REMKL
EEABERNGTHE. TR, —FPRIXARNFATHRA. 4 2,
OSO;Ry, R A EEZ 0°C £ 150°C, ik 0°C £ 100°C. % 7, Z&
Nk, R AE 80°C £ 130°C & A T #t 47,

BEFR ¢):

EREAFTEARNRLEYGFERFTXNT, BREETE )R
ARG BE T RAKRG R/ TRAT, FERGHEETARKYE T REL
HEBREGTRED)EAHN VILESY.

R BFHRERAER 0.01 %-15 %. LKL AE 50°C-150°C B
BT, A2 50°C-100°C, £ X KFEBRHETHAT, FrR#BH 4
0.1-2.5 & &4 = TR Hiinig's 4.

ETH RS E T RES R, L. FAQ). REEL
FAR R R FRAER, KR4, EATFTREFTRER oM EN £
Blamid X, THE. BE. ARBREAPBRTFHERERN., FAKE
s € HEHE L T )4 EP-A-0 186 117 F.

EALARKANR LA RAET KT, RETK a). byfe ) EX4F
F AR & T A —4% (one-pot) RAE W Xi#4iT., A—4HE 5+ i
ATAR AT ETREMRT EERE, FHARS TAAELLA R T,

AKR T HRET @A & ERAEG) T EFmubpL00:

K 35] P1: 3-8 WIR[3.2.1]F-2--1-FF & 4] &

{\ Br
0]

ERFHEM T, A5 g (34.4 mmol) IR [3.2.1)F 5.-2,4- = B (45 B&

21
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JP 10265441 A241 %) £50 ml— R F L+ #hER& ¥ £ 4 3N 0.05 ml
WA TR, REEISHOHTEA S IAS g (41.3 mmol) FBL
B, AsBEA AR E ., EARSESHARRE. ERRARE
ERAEFTRTHBHINE., REXRERASMWASOml IM KB HMHE
Bk, MRINFERSL, REBARBETR., AEREENE
3K I54.8 g (FEHAEH56 %)RAR & HK3-78 I |3.2.1]F-2-H-1-87.

MS: 202 (M° *Br R42E), 200 M° Br El{1E), 161, 159,
133, 131, 121, 91, 77, 65, 51, 39 .,

'H NMR (CDCl;): 1.60-1.70 (m, 2H), 1.85-1.95 (m, 1H),
1.95-2.05 (m, 1H), 2.10-2.20 (m, 2H), 2.95 (m, 1H), 3.20 (m, 1H), 6.20
(s, 1H).

LA P2: 3-FER[3.2.1]F -2-3-1-F7:

Cl

0

BHEMHT, @ 4.8 g (32.8 mmol) RIR[3.2.1]F %-2,4-=8 £ 50
ml —R TP ERFHELEMAN 0.05m —F R FBE, REAL 30
SAPIEAER, AN S g (39.4 mmol)EBLR, AsbitAE A KKK
. RARGERARRE ., BRBGUFEERETRTHEE 30
a4, WREBRESMNSRAFR. REZ—HREZRSHA 50 ml 1M
KB SR G, DRI FERE, AR EENE, KF 1.9g (E
HAER 70 % ) AF E IR 3-RAIK(3.2.1]F-2- - 1-FR.

MS: 158 M*° 'Cl Ri4a%), 156 (M™ *°Cl F4&%), 117, 115,
91, 87, 77, 65,51, 39 .

'H_ NMR _(CDClLy): 1.60-1.70 (m, 2H), 1.80-1.95 (m, 1H),
2.00-2.10 (m, 1H), 2.15-2.25 (m, 2H), 2.95 (m, 1H), 3.05 (m, 1H), 6.00
(s, 1H).

% 4] P3: 4-FAR-RIR[3.2.1]F -2 -2 5 T Ak g B8 04 4 &

22
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¥ 13.82 g (100 mmol) R3R[3.2.1]F 5%-2,4-—F. 11.46 g (100
mmol) F A ABLE A 15.18 ¢ (150 mmol) = Z AL 100ml &5+ F
60 - 65°C & B T HHAn ik 24 AT FKAF 15.3 g 47 &K 4-BAK - 3R -
[3.2.1]F -2-9F-2- K -FHBMEE, BWRATH—FTAEUATFT—FH K

'H NMR (CDCly):  1.6-1.75 (m, 2H), 1.9-2.2 (m, 4H), 2.9-3.0 (m,
2H, #k), 3.25 (s, 3H, CH3S0:-), 5.8 (s, 1H, TH£).

P P4: 2-FEEFI -4-BAR-BIR[3.2.1]F-2- 5 8541 &

3t

¥ 2.165 g (10 mmol) 4-FAR-IRIR[3.2.1]F -2 -2- K - F 54 8L BY
(#]& 5% #4) P3).1.34 g (11 mmol) X ¥ 8 A= 1.52 g (15 mmol) Z T %
Befe 20 ml RORF B 8 B, REBRAINNEERAYWA 5%
SKABF 5%EKEENM L. AIAAABRNTRALTAL
REEET . RAF 2.99 g 47 &R 2- KA B B -4-BA-BR[3.2.1]F-2-
W .

'H NMR (CDCly):  1.65-1.8 (m, 2H), 2.0-2.4 (m, 4H), 2.95-3.1 (m,
2H, #fK), 5.85 (s, IH, T %), 6.95-7.05 (m, 2H, F &), 7.1-7.2 (m,
1H, 3 %), 8.05-8.15 (m, 2H, % ).
%76H] P5: 3-2-FHA-4-F RABA - R E BA)-FRT-2-1-1-FA 89 41
&

23
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0 SO,CH,

ERAAT, 1554742+ %157 mg (1.15 mmol) 3-8 IR T-2-%
-1-B7 (3= Synthesis (1974), (1), 47-8F7i£ 4/%). 16 mg (0.12 mmol)
ZnCly. 297 mg (1.15 mmol) 2-A K -4-F A BB AR F B A3 mIA KT
B e R ¥ iHim166 mg (1.27 mmol) —F AL TEKE., KEF A
2mll Ay, #EBH, ¥R ERASWE S FRFL45°C B E18/)
i . REBRMARELBAY, FRELADREREIWNT., RELSR
HMiRtNEETR, AEREZEN. REMA2S mI—R TR ALS ml
K #035g36 %, ¥3MHE. AHMA10mIKEH LR, %A
ARBRE T HRIFEA TR, KF197 mgAF & hR3-(2-A8 A 4-F L s mt
A-FKEEKER)-FT-2-%-1-F7,

'H_ NMR (CDCl;):  2.10-2.20 (m, 2H), 2.45-2.50 (m, 2H),
2.70-2.75 (m, 2H), 3.20 (s, 3H, CH;S0,), 6.10 (s, 1H, C=CH), 8.00 (d,
1H, ar. H), 8.35 (d, 1H, ar. H), 8.65 (s, 1H, ar. H).

%H] P6: 3-2-FTHRAZEAFTE 6-= A FA-RI-EAEEA
FR)-3R T-2-M-1-B8 69 %) &

ERAAT, 150473427 %157 mg (1.15 mmol) 3-8 T-2-%
-1-B7. 16 mg (0.12 mmol) ZnCl,. 324 mg (1.15 mmol) 2-F & X T H AL
Fh-6-Z A FEME (WO 200109433957 £ 4] &)F2 mIF K&y R

24
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A4k HA166 mg (1.27 mmol) —FAXTEE. REHAA2MIT
X, FHRE, BRERSHEBETRFEELGAISIE. RELR
FLRA R TR, MAIOmI= R FHEA20mIK. 5 & A A, A0.1M
£ BQOMYERAFKAOM)ER R, BARBRETRAFPATRES,
#7226 mg BAREHKRI-Q-FREATZEAT HK-6-Z A F A -b7z-3-
AEEK)- AT -2-%-1-80,

MS: 373 (M"), 354, 328, 262, 230, 202, 187, 159, 139, 109, 95, 59,
45,

'H NMR (CDCly):  2.10-2.20 (m, 2H), 2.45-2.50 (m, 2H),
2.70-2.75 (m, 2H), 3.35 (s, 3H, CH;0), 3.50 (CH,CH,0), 3.70
(OCH,CH,), 5.00 (s, 2H, ar. CH,), 6.10 (s, 1H, C=CH), 7.75 (d, 1H, ar.
H), 8.30 (d, 1H, ar. H).

Z#Hb| PT: 4-Q-FEACZEAFTA-6-=Z A TA - 3-KHEKE
- [3.2.1]F-3-H-2-BR

HC

O\\\
) N CF,
7\
O N
O
o]

ERAATEERT, $t4# 200 mg (1.15 mmol) 4-RRIK[3.2.1]F
3-8 -2-B8 (H1&FE A& P2). 16 mg (0.12 mmol) ZnCl,. 324 mg (1.15
mmol) 2-F AL CERAFER-6-Z R FEMHE. 166 mg (1.27 mmol) =
FARTEBEF Sml FRAGRAEASY, LEHREFA G &R FHBAE
CER., REWVREBRAMAEGEFRIFERED K 26 I8, FHEH.
REWKREBRASWMANETRER, oA 30ml —RF K. REHERA K
P ® K (F R 20mhFe A 0.1M 25 8% %6 5 K (K 20ml), B R KRR (E
KR 15ml). EAABE T RANERFAEZRES, KT 284 mg 28
R 4-Q-FTEEACEATRA6-= AT L -wbog-3- 2 5 EH)-RK(3.2.1]
F-3-H-2-F.
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MS: 399(M"), 380, 354, 262, 230, 204, 187, 159, 139, 121, 91.

'H NMR (CDCly):  1.65-1.75 (m, 2H), 2.05-2.30 (m, 4H), 3.00 (br
t, 1H), 3.10 (br s, 1H), 3.35 (s, 3H, OCHs), 3.50 (m, 2H, CH,CH,0),
3.70 (m, 2H, OCH,CH,), 5.00 (s, 2H, ar. CH,), 5.90 (s, 1H, C=CH),
7.75 (d, 1H, ar. H), 8.30 (d, 1H, ar. H).

KAEH] P8: 4-(4-RIA K- B EA)-RIR[3.2.1]F -39 -2-BF 44 4 4

it

¥ 500 mg 4-FRIR[3.2.1]F -3-5-2-B0 (#) & E 364] P2). 440 mg
ZnCly. 400 mg 4-BAXFB. 1.05g —F AL LB sml FEH R
CHEERTTRAATEDABETHIE 6 I 6F. AHE, A=K
FRABERALRAY, B 5%4KABA 5% KEE Mk, @it
ERXBAVAREET G, KT 0.6 g4-(4-F XK EHA)-KIK[3.2.1]
F 34 -2-BF .

'H NMR (CDCly):  1.65-1.8 (m, 2H), 2.0-2.4 (m, 4H), 2.95-3.1 (m,
2H, #73k), 5.85 (s, IH, ZH K), 6.95-7.05 (m, 2H, F %), 8.0-8.1 (m,
2H, ¥ ).

L] P9: 4-F K K FA IR [3.2.1]F -3- 5 -2-B 49 4] &

Il

# 500 mg 4-FRIR[3.2.1]F-3-%-2-80 (4] & £ 444] P2). 440 mg
ZnCl;. 400 mg 4- A FBL, 1.05¢ —F AL A Sml FERHRLS
MEERTRAATHARETHE S i, AHE, A—RIEH
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BB R RAY, HA 10% S KAMEE, BTAKEAIAREET
B, BHA%0.4g4- KA B EE-RK[3.2.1]F-3-H-2-F,

'H NMR (CDCL): 1.65-1.8 (m, 2H), 2.0-2.4 (m, 4H), 2.95-3.1 (m,
2H, #rk), 5.85 (s, [H, THA), 6.95-7.05 (m, 2H, F &), 7.1-7.2 (m,
1H, ¥ 4), 8.05-8.15 (m, 2H, % &),

ZHH P10: 4-Q-FTEEACEA FTA-6-= AT AR -R-3-EHKE
F)-AIR3.2.11F -3- 5 -2-BR ) 41 &

HBC\

01
e N CF,
7\
o —
O
0

¥ 27 g 6.2 % 4-38 WIR[3.2.1]F -3 -2-F (H] & L84 PHH AKX
%, 110 mg ZnCly. 234 g 2-FRACELAFA-6-Z A F A MBS
1.2 g Hiinig's B REOMNAEATZE T TRAATHHLEHN KK ESR
R, REKE L RADEDLSTHRFELDR 19 M0, FHHE. RE
KRS R2E. A—BFEMANLI2g2-FRAZEATE-6-=
T A BB, 0.06 g ZnCl, #2 0.6 g Hiinig's #&. REH AL ROYA
WS PRFEREER 12 DB, . RERERA M AR (&
R 20 m) B RF A KER 20 m)ER AR, 27 RBETRANER
HATREE, KIF39 g K 4-Q-FERATRETFTEA-ZATF
Hoorthuz 3R B B )-SR 3.2.1]F -3- 15 -2-FA .

MS: 399(M"), 380, 354, 262, 230, 202, 187, 159, 139, 121, 91.

'H NMR (CDClLy):  1.65-1.75 (m, 2H), 2.05-2.30 (m, 4H), 3.00 (br
t, 1H), 3.10 (br s, 1H), 3.35 (s, 3H, OCH;), 3.50 (m, 2H, CH,CH,0),
3.70 (m, 2H, OCH,CH,), 5.00 (s, 2H, ar. CH,), 5.90 (s, 1H, C=CH),
7.75 (d, 1H, ar. H), 8.30 (d, 1H, ar. H).

LS P11 4-BE 3-Q-FEACEA T A -6-= AT K -wt9g-3-
BB A)-WIR[3.2.1]F-3-H-2-FA 8 4 &
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OH

- CF

EREAAT, 1594742 % 4 200 mg (1.15 mmol) 4-FAXIR[3.2.1]
F-3--2-B0 (#]& £ 34 P2).16 mg (0.12 mmol) ZnCl,. 324 mg (1.15
mmol) 2-F AR ZAEXFE-6-Z AT EAMES 2 ml FRYREY T
#7166 mg (1.27 mmo)=F AR TE B, REHFmA 2ml FXRH L
WH, FREREHAERSFTRELEEGART 230 H. RERRE
BRAMAEHEZTER, N dml TH. 2 FHRBE. 465 mg = LA
BH1ml 9T, RARBRETRAIAFARRES, KF 452 mg
A HR 4-BR3-Q-FRATZARAFTE-6-= AT A-g-3- K HHL)-
IER[3.2.1]F-3- 4 -2-BR .

MS: 399 (M™), 380, 356, 340, 310, 282, 256, 228, 202, 174, 152, 128,
67, 45.

'"H NMR (CDCly):  1.70-1.80 (m, 2H), 2.05-2.30 (m, 4H), 2.90 (br
s, 1H), 3.15 (br s, 1H), 3.30 (s, 3H, OCH;), 3.40 (m, 2H, CH,CH,0),
3.50 (m, 2H, OCH,CH,), 4.75 (s, 2H, ar. CH;), 7.60 (s, 2H, ar. H).
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