CN 101006091 B

O REARATEREAATRE AU
:;‘D (12) % FHE#|

(10) WA ES CN 101006091 B
(45) A& H 2010. 09. 15

(21) HIES 200580027948. 5 A61P 3/04(2006. 01)
o070 498/10(2006. 01)
A61P 3/10(2006. 01)

(30) FL AR HHR AGIK 31,407 (2006. 01)
102004039789, 9 2004. 08. 16 DE

(22) HiEH 2005.08. 16

(85) PCTERIFH NEIR M EZ H (90 MUL3CA 4
WO 03015769 A, 2003. 02. 27, B 12 5L
2007. 02. 15 B 17 5T, BURIEER 1, 6,7, SEHiM] 40-51.
(86) PCTERIEHY FRIFEIE WO 0053591 A, 2000. 09. 14, AAIZER 1, 19-
PCT/EP2005/008889 2005. 08. 16 21, SEHBE 163, 164.
(87) PCTER B By A T K4 EP 1249233 A, 2002. 10. 16, BUF|FEsk
1,5,86,09.

%02006,/018280 DE 2006. 02. 23 .
WO 0157037 A, 2002. 10. 16, SEJfaf]

(73) %%IH;XA %%gﬁé - ﬁﬁ%@ﬁfsﬁ/z}a 3, 7, 8, 10, 11, 17, 20, 21.

0| R A B D g
(72) ZBAAN L« Jliikoe S « HfReis Ak

Me RIER G RBHTE) P 2T
(74 TRRIBNAG bt RS HImFS
11247

KEA HmEEA TR

(51) Int. Cl.

CO7D 487,04 (2006.01)
AGIK 31,424 (2006. 01)

Co7D 487,/10(2006. 01) WAIERS 7 T W 56

HER LM

(54) REAEFR
75 - BUCH) 2 30 % H A 4 T HAE

2V i
(57) %

A kW &AM K g7 - AR
1S 20 N 123N W = A R N7 L A O e

bR R R OB ER N AR % T B AT AR W
0

A—B
Rz\K/E\x/U\N—</GI :I;‘>—Q oop &4

/
R1

()

SR T AR A U TS A E .



CN 101006091 B W F E k B /75

L3 TAEEY HEN- AL A B 2 i A2 2

0]

A—B
RQNK/E\X/U\ “‘</ \>_’Q
G=D

/N
R1

Hoh %2 3%
AVB.D\G

R3
R1
X

Y

& CR3) ;5

& HVF. Cl. (C,—Cy) — B dk ;

7 Hy (C=Cy) — Jt ke

K N(RL6) M. (R17)C = C(R18) . C = C. CH,~CH, YCH,-
CILY ;

£ 0. S N(R21) ;

R16,\R17,R18

W ST R Hy (C,—Cy) — BEd

R21 2 H. (C,—Cy) — %Edik

B

wH A

Xy O . 2O

HAFR e B % A R 4L LR EE (HL L CL. Br. OH. CF,y. NO,. OCF,. 0—(C,~C,) — FEdE.

(Cl_cﬁ)

— L, (C,-C,) — HEMRdE . N(R22) (R23) « SO,~CH,. €O (R30) ;

B#H
R22 F1 R23
e S NPT G AR 22 5-6 T, JriR R TiZE R 1 LAAMNEAE 1L A4

2



CN 101006091 B W F E k B 2/T T

0-1 AR B NHLN-(C,—Cy) — e BRI 24 IR 1

R30

& Hy (C,=Cy) — St ik

K s2Hrd. 0. 0CH,. CH,0. S, S0, S0, N(R35) \N(R36) CO~ CON(R37) . (C(R38) (R39)),.CO.
(R31)C = C(R32) . C = C. SCH, SO,CH, ;

v o2,

R31.R32, R35. R36. R37. R38. R39

A S ST s Hy (C,—Cy) — BEdik

R2 J& (C,=Cy) — ik, (C,-C,) - Frd Ik — (C,—Cp — ek R AFE 0 2 3 M3k H 4 A&
Bt H 2% S 11 3-10 JUIER IR, 3R =B BRI, AR R AL 53 A — D AT A
EURZEEEUR :F\ C1y Bry CFay ONy (C,=Co) = Bt 2E 0-(C,=Cy) — Kt dE . (Co=Cy) — Wtk — J52E K
fLFEE. CO(R41) . CON(R42) (R43) \F23E . N(R45) CO(C,—C,) — %= N(R46) (R47) Y, SO,CH, ;

R41,R42.R43.R45. R46. R47

M 7 R Hy (C,—Cy) — BEdi

B

R42 F1 R43, R46 F1 RAT

A0z A ST AR e M S AT T S T BUR - — A 5-6 JoH, BRI T EUR LA

HhIE Eﬁi@% 0-1 M 534MIE B NHLN=-(C,=Cy) — Bt dk B Y 24 IR 1

N RBQ
l_!‘sg |
| | | |
N N N
j f R"g\
N
RN o p* AN »8 (%_7
\__/ N N
R% }:‘89
| | |
l N N
N
N __[ g®
}
RBLN R*¥® O
\ 8o N l?l
R Rag/ \RBQ ng
| \



CN 101006091 B m F E Xk B 3/7
Hrp&E R -
FE[F] N-R89 ] R89 :
& Hy (C,=C,) — F4 3% - (C,—C) - fdt . (C—Cy) — fidk . (C,—C,) — Bl IE . (C,—C,) — BREE.
CO(R51) « (CR52R53) ~R54. CO(CR52R53) ,—R55 ;
R51 42 H. (C,—Cy) — ik ;

R52. R53

18 AR AT HE S H. (C,—Cy) — BEdE . OH. (C,—Cy) — Fedt. (C,—-C,) — kiR IE - (C,—C,) Bt ;
o p IEIIRATHE R 0.1.2.3.4.5.6 ;

R54. R55

A0 b ST R O, 0— (C,—Cy) — %52 J5. CON(R56) (R57) + N(R58) CO(R59) « N(R60) (R61) -
€0, (R62) . SOMe CNLEA 0 & 3 ik NLO FI S HIZRJR T 3-10 JTER &, FAT R — A 8k
ZAFABAREEEUR :F. CLBr. CFy\ (C,—=Cg) — Kt 2E 0-(C,=Cy) — K2 CO(RB3) L FAAXIE L O

R56. R57. R58. R59. R62., R63

M 7 R Hy (C,—Cy) — BEdi

B

R56 I R57

R ST A MR &AL 5-6 JUI, AR5 T 288 7 LANE iR,
15 0-1 53 4MIIE B NHLN-(C,=Cy) — Bk MR I R R £

R60. R61

W SR ST M A Hy (C-Co) — Btk (C,—Cp) — 42 —(C—C) — Fe 2E. (C,—Cy) — BE M 5
(C,~Cq) — B3 CO(R64) . (CR65R66) ~R67. CO(CRE68R69),~R70 ; 1k ¥ R60 il R61 L&A1k
A AR T — A K 4-10 JTHI I I ERIREN, Jrid e T2 AR 7RSS 0 2 3
AN GIAMEIE E NS O FTS (28R, I BARIE 7 40k — A ERE AT AIBUREERUAR <F. C1. Br,
CF3 0—(C,—Cy) — HEdk . (C,—Co) — FEE CO(RT1) AEHAREE | OH, (C,—Cp — B ZE - (C,-C,) — Fidd
3L - (C,—C,) - BEdE . CON(R72) (R73) « N(R74) CO(R75) . N(R76) (R77) . CO, (R78) . SO,Me ;

R64. R65. R66. R68, R69, R71. R72. R73. R74. R75, R76, R77. R78

A SH ST M Hy (C,—Cy) — BEdik

B

R76 FII R77

R ST A MR &AL 5-6 JOI, AR5 T 285 7 LANEFiE
15 0-1 AN 53 4MIIE B NHLN-(C,=C) — Bk MR I AR £

a1 AFIEHATHE 001.2.3.4.5.6 ;

R67.R70

A0 b 3 ST R OHL 0—(C,—Cy) — %52 J5+ CON(R79) (R80) + N(R81) CO(R82) « N(R83) (R84) .
C0, (R85) + SOMe . CN. EL A 0 %2 3 ANk H NL O Fl S FIZAJR T 11 3-10 JUIR &R, HAT A F.CL.
Br. CFy. (C,—Cg) — Sk 0 (C,—Cy) — Sk CO(R86) FAMIE | OH HUX ;

R79.R80. R81.R82.R83. R84, R85. R86

A M A ST s HL (C,—Cy) — B

HEs



CN 101006091 B W F E k B 4/T T

R79 F1 R8O, R83 F1 R84
AR AR ST AT S AT B O U 1 — A B 5-6 JTER, TR AR T % BUR T LA
HNBATE A 0-1 > FI ML H NHLN- (C,—C) — BidE VRN I %R 1
ZE4 N(R89) , H11H) R8I :
A e ST R Hy (C—Co) — bt gk, (C-C,) - Bk —(C,—C) — ki Fk. (C,—Co) — B 2k
(C,~Cg) — 3L .CO(R64) « (CR65R66) ,~R67.CO (CR6SR69) ,~R70, B # W1~ R89 & 1 5 &A1
%@’ﬂﬁ’ﬁf? ECHE L A-10 JCITFRIR “IRBIRER, iR IR i A R 1 LIANE 5 0 223
FEME E NSO S A%+, FF HARIE 54— A AT IR IR (F. CL. Bry
CF3~0 (C,=Cy) — HEdE . (C,=Co) — HEHE CORT1) HEARSE OHL (C,—-C)) - Je%dE - (C,—-C) — Fi k.
FR5E - (C,—C,) — BEdE . CON(R72) (R73) « N(R74) CO(R75) . N(R76) (R77) . CO, (R78) . SOMe.
2. BUFIESR 1 prik il 14L&, Hp &8 Xk
K 244k, 0.C0.0CH,.CH,0.N(R36) CO.CON(R37) . (C(R38) (R39)),. (R31)C = C(R32) .
C = C. SCH,. SO,CH, ; H:rf
R31.R32. R36.R37.R38. R39
e 7 R Hy (C—Cy) — BEdik.
3. BUMIELSKR 1 82 ik i &4, Horp &5 0k
R2 & (C,—=Cy)— HEdk. (C,—-C) - ik - (C,=C) — S dk AL AHE 0 2 3 ik B4 A& M
Bt 2% S 11 3-10 JUHTER IR B0 =B BIRER, Az R AT L 54— e AR B
EUREEEUAL :FLC1.BrCF,.CN, (C,=Cy) — HtdE . 0- (C,—Cy) — Fidk . VHARIE . CO(R41) LCON (R42)
(R43) \F2FE . N(R45) CO (C,—Cy) — BEFEEK SO,CH, ;
R41,R42.R43.R45
b ST R Hy (C—Cy) — Sk
B #
R42 1 R43
Rk S AT A T ER MK 5-6 JCI, FTIR IR TiZ &R 1 LLANE T
15 0-1 D54 IE B NHLN-(C,=Cy) — ek UM 1) 24 I
4. BORJESR 1802 P EE TR T 4654, Horb %5 30 AVB. DG
& C(R3) ;

R3  J& H.CH,.F.

5. BMEK 3 IriR b &4, Hoh #5538 AVBL DL G
#& C(R3) ;

R3  J& H.CH,.F.

6. BOFEK 1 prik &4, g @ B T8 X




CN 101006091 B W F E k B 5/7 T

N N N N
A5 5T
RN " i
N RBQ
|
R89
| L~
9 N
= [%J .
N N R
RSQ }289
| l
N N
Wi NRT
Hph &2 30N -

FE[Z] N-R89 1] R89 :

& Hy (C,=C,) — F4 3% - (C,—C) - fdt . (C—Cy) — fidk . (C,—C,) — Bl IE . (C,—C,) — BREE.
CO(R51) « (CR52R53) ,~R54 CO (CR52R53) ,—R55 ;

R51 42 H. (C,—Cy) — ik ;

R52. R53

1 AT HE S H. (C,—Cy) — BEdE . OH. (C,—Cy) — FEdt. (C,—C,) — kR dE - (C—C,) Bt ;
o p IEIEIRATHE R 0.1.2.3.4.5.6 ;

R54. R55

A0 b ST R O, 0—(C,—Cy) — %52 %5 CON(R56) (R57) + N(R58) CO(R59) « N(R60) (R61) -
€0, (R62) . SOMe CNVEA 0 & 3 ik NLO FI S HIZRJE 1 3-10 JTER &, FATEH — 4 8k
LA T HVBAREERUY :F\ C1.Br. CF,. (C,=Cy) — Ke 2k 0 (C,—Cy) — Sk CO (R63) FARIE  OH ;

R56. R57. R58. R59. R62., R63

M 7 R Hy (C,—Cy) — BEdi

B

R56 Fl R57

kS AT SRR &M% 5-6 JCI, TR R TiZ &R T LLANE R LAY
15 0-1 AN 53 4MIWIE B NHLN-(C,=Cy) — Bk MR I 2R R £

R60. R61

1% SE A ST b A HL (C-Co) — BEFE. (C-Cy) — BTk —(C,—C) — B Fk. (C,-Cy) — BE M Tk
(C,=C¢) — $RFE. CO(R64) . (CR65R66) —R67. CO(CR68R69) ,~R70 ;B R60 Al R61 L5411 fr ek

6



CN 101006091 B W F E k B 6/7

A HIRR A R 4-10 JCHT IR R BUREN, PR B ER T Z AR FRASMERE 0 2 3
A TAHMIE E NS O TS Bz R, IF HATRE 5 40— A 82 A T A BRI <F. C1. Br,
CF,. 0-(C,=Cy) — ik (C,=Cy) — Bk, CORTL) HEAREE OH, (C,—C) — FEd ik - (C,—Cp) — itk
2L - (C,—C,) - BEEE . CON(R72) (R73) - N(R74) CO(R75) . N(R76) (R77) . CO, (R78) . SO,Me ;

R64. R65. R66. R68, R69. R71, R72. R73. R74., R75. R76, R77. R78

Ml e ST B Hy (C,—Cy) — S

B

R76 FI R77

R ST A M EIR 72 5-6 U, FTid 3R T iZ 88 1 DUANEAT % A4

0-1 A58 B NHLN=-(C,—=Cy) — Bt gk SRR IR 2% S 1

a1 PFIEHATHE 001.2.3.4.5.6 ;

R67.R70

A0 b ST R OHL 0—(C,—Cy) — %52 J5. CON(R79) (R80) + N(R81) CO(R82) « N(R83) (R84) .
C0, (R85) . SOMeON. A 0 & 3 MMk A NLO FI S [IZ 5119 3-10 JTFF &, HAR k3 — A )

ZASFABUAREEEUY :F\ CLLBr. CF,. (C=Cy) — %e3E . 0-(C,—Cy) — HiFk . CO (R86) L FRAREE . OH ;

R79.R80. R81.R82. R83. R84 R85, R86

A M ST s Hy (C,—Cy) — B

B

R79 F1 R80. R83 F1 R84

A A ST M AR M 5 AT T B T BUR - — A K 5-6 JoH, FTIAEBR TSR 1 LA
HNBATE A 0-1 > FI ML H NHLN-(C,=C) — BEdE RN I %R 1

H: 4 N(R89) , HY I R8I

A BB ST MR Hy (C-Co) — B (C—Cp — BT —(C—C) — Fr 2k, (C,-Cp) — M 2
(C,=Cy) — HiFE .CO (R64) - (CR65R66) ,—R67.CO (CRE68R69) ,—R70, Bk # 1~ R89 JiL 11 5 & 11T
%’%Aﬁ’ﬁﬁ? LA L A-10 JTIERIR  “IRBUIRER, iR IR T i AR 1 LIANE 5 0 223

FHMAE A NSO RS 2R T, I HATE 7 M — B2 A N AIERIEEUR <F. CL. Br.
CF3~0 (C,=Cy) — HEdE. (C,=Co) — HEHE CORT1) HEARSE OHL (C,—-C)) - Je%dE - (C,—-C) — Fi k.
FRHE - (C,—C,) — BEdE . CON(R72) (R73) \ N(R74) CO(R75) . N(R76) (R77) . CO,(R78) . SO,Me.

7. BRIESR 1.2 BE 6 P ERE TR AL &4, b X2 3 N(R16) , H 1 R16 42
H B (C-Cy) - Fidko

8. MK 3 ik ik &4, Hordr X2 g s N(R16) , Horr R16 52 H Bk (C,—Cy) — bk

9. MK 4 Pri’ &4, K X2 gEs N(R16) , Horr R16 52 H Bk (C,—Cy) — bidk.

10. BUHIESK 5 Frik itk &4, Horp X 2 s sl N(R16) , HoAr R16 22 H 8 (C,-Cy) — Fit
5o

1. — R4y, HA & —Frelk 2 MrBCH 2K 1 22 10 —Is 2 TR = 159

12. BOFIEESR 1 22 10 h—IE 2 Wik 1 =X TS W7 il & H a7 F / sl e 1y
P A A I S A ) 2 A 1) FH e 5 K 2440 1 FH e

13, BOFJEESK 1 22 10 Hh—Is 2 Wik 1) =X 1A G 7E il & H TR 7 i/ sl
AP IR B R AR G R 259 0 i



CN 101006091 B W F E k B /TR

14, BOMER 1T 2 10— WATR I3 T A SPES] & TR rm / srtpn il R
AR5 AT RN Ja TEAE B 290 (O T

15, BORESR 1 2 10 h—Iel 2 BUATE 3 T AL SLET & H 677/ / il s
FH R BAE R 25 R 2

16. BUMER 122 10 T & BT 13 TG AE & T A/ sliiipy 5 AR
W ERG AEAT R AL IR 250 1 2

17, BOMER 1 2 10— 2 WU i) T AL S AER & A TRy A/ sl AL
A5 2 AT R AL R 2590 1 3

18. HI&ALE —FhER 2 BRI SR 1 £ 10 Fh— Ik 2 TR K4 S W 25 i 75 125,
HAR R 5245 BE S AR S, IF AR ZRE W HA & T e .




CN 101006091 B WO B 1/56

HE - BRRZ IR ER&AEMEEAGYIAE

[0001] AN B Je 05 2% — AR 2 B0 i L G G2 30, JF 98 B FL AR 38 2 B 52 16 2R A
IR 2E D RERTAEY) o

[0002]  HAG 5ASCHTIR I 3 — HUAC I 2 BRI AR AU e R &5 46 3F H B A 25 2846 F 4k
ESIEMAE AR OARGR . B, 41, W02000053591 A& T EAHUE FEE FH 1 IR IE — B
RIVE A . W02004024702 JUHE R AR 4 HAA MCH- 5 5U/E A B F3R97 IERER B =
P 5 - BRI A =

[0003] HAMCH-FHEHEHKH FHRITIEMMUAGEDERETERPEH R (5L
i :W02001021577. W02003035624, W02002089729, W02002006245, W02002002744
W02002057233. W02003045313 W02003097047 . W02002010146, ¥02003087044) o

[0004] A% I H BIAE T34 5 | i FL 39 7k g e JF HAE & H 1 7l F v 7 IR e A
B PR s B HL 25 A AR AL S

[0005] L&A NTRIFHURIL T — R V45 MCH 52 ARG PE AL G4 . 3X 264k A 40 il R
MCHIR F5HLAE FH T 2 FR o

[ooo6]  [AIE, AR KX T A&
[0007]

0
A—B,
Rz\K/E\x/ﬂjN—4f Y—a
R~ G=D

[oo08]  FHrh5E XA

[0009] A.B.D.G

[0010] Azt s7 Hb 2 NL C(R3) 5

[0011] ji%‘

[o012]  ZE[A A FH B BREEHE] D A G % H o2& C(R3) , H H—#d 4 ik 5- B 6- SRR BN R
THIVLSETE R RS

[0013]  R3 J& H. F. Cl. Br. I. OH. CF,. NO,. CN. OCF,. 0—(C,—C,) — %t %&. 0-(C,~C,) - %t &
5 —(C=C)— B 5. S—(C,=Co) — Fr 5. (C—Co) — It 2. (C,—Co) — BE M 55 (C—Cy) — FA Jt 2
0—(C5—Cy) — BRREdE (C=Co) — B (C=Cg) — RZEL (Co—Co) — WA SE — J5 25 0-(C=Co) — WE
fedk - 5 3E. S— 053k N(R4) (R5) « SO,—CH, COOH. CO0-(C,—C,) — ek CON(R6) (R7) . N(RS)
CO(R9) . N(R10) S0, (R11) . CO(R12) « (CR13R14) 0 (R15) ;

[0014]  R4.R5.R6.R7.R8.RI10

[0015] & BEAST & Hy (C—Cy) — HEdE 5

[oo16] Bk

[0017] R4 F11 R5.R6 I R7

[o018] A AT MR LB 5 B AT B A& I EUR T2 5-6 JuI, Tk kR T i AR+
CLAME ] LLALEE 0-1 AN F3 MRk B NHLN-(C,—Cy) — it S I 2% IR 1 5

[0019] R9.RI1.RI12



CN 101006091 B OB P 2/56 BT

[0020] A7 b ST 2 Hy (C,—Co) — i dt 5 2

[0021] R13.R14

[0022] bl A Hy (C-Cy) — %55

[0023]  R15 J2& H. (C,~Co) — fidk . Iy

[0024]  x /& 0.1.2.3.4.5.6;

[0025]  R1 42 H. (C,—Cy) — %Edk. (C,—C,) — HEMEE L (C,—Cy) — Ik 5

[0026] X /& N(R16) (O . (R17)C = C(RI8) .C = C. & (CRI9R20), [{FE[H, Hirp—Auk
P (CR19R20) ZEA AT BARE Y AU LA Ak 2= EA TR R4 5

[0027] Y& 0.S.N(R21).C=0;

[0028] R16.R17.RI8

[0029] A bl S7 A Hy (C-Co) — %e5E

[0030]  R19.R20

[0031] R IEAMSZ M Hy (C,-C) - fedk, Hrp y AFERI T R19 F1 R20 7] LA H B AH[A
EENEIES S

[0032] vy /& 1.2.3.4.5.6;

[0033]  R21 #& H. (C,—Cy) — Bidk ;

[0034]  E2HA 0-441E H NVOFIS 24 I 1 1K) 3-14 JU I W B B sl AR I 45 ), HomT LA
R BA % BN 4 BRI :HVFL CL.Br. I, OH. CF,. NO,. ON. OCF, At 3L | 0- (C,~C,) — %%
He 0-(C,—C) — B Ik —(C,—C) — ek, S—(C,—=Co) — Fidk. (C=Co) — Ktk (C,—Co) — BEMEE.
(Cy=Cg) — FRpEdE. 0-(C=Cy) — Mttt (Co=Cy) — FRMRZE 0-(Co—Cy) - MM T (C,-Cy) — LIk
(Co=Cg) — WJEdE — D5, 0-(Cy—=Cy) — Wttt — 52k, S— )54k, N(R22) (R23) . SO,~CH,+ COOH.
C00—(C,—Cy) — %tk . CON (R24) (R25) N (R26) CO (R27) <N (R28) SO, (R29) . CO (R30) , Ff H. 7] DL A&
BRIREL IR

[0035]  R22.R23.R24.R25.R26.R28

[0036] A A7 HL (C,—Cy) — Bedt 55

[0037]  Ei¥&

[0038] R22 Fil R23. R24 Fl1 R25

[0039] A7 b T M E B S5 E AT & AR T2 5-6 JuI, Tk ER T AR+
CLAMETT LLALFE 0-1 AN Y 4Rk B NHL N-(C,—Cy) — idt A TR I 2L i 7 5

[0040]  R27.R29.R30

[0041]  fhz A S7Hb 2 HL (C,—Cy) — Fidik 55

[0042] K Z# 8. C=C. (R31)C = C(R32). X (CR33R34), ML A, Hh — A sk £ 4
(CR33R34) FE[ ] IR 7 A LB sk 2% A BRI J5 1 A, 1B B 0. OCH,. CH,0. S. SO,
S0, N(R35) » N(R36) CO» CON(R37) . (C(R38) (R39)),. CO. (R31)C = C(R32). C = C. SCH,.
S0,CH, ;

[0043] v /& 1.2.3.4;

[0044]  R31.R32.R35.R36.R37.R38.R39

[0045] {7 HEAMST S Hy (C—Cy) — BEdE 5

[0046] 7 /& 0. S.N(R40) . CO. SO. SO, ;

10



CN 101006091 B OB P 3/56 BT

[0047]  R33.R34

[0048] 4z It il 37 #h s H. (C,—Co)— %t FE\ 2 2k —(C,—-C) — it 2. 72 2E. (C-C) - bt &

F —(C,—Cp — fdE, Hop 2 DNFEF PG R38 AT R39 1] LA HA A R SAS R & X 5

[0049] 7z J& 1.2.3.4.5.6;

[0050]  R40 42 H. (C,—Cy) — Jidk

[0051]  R2 42 H. (C,—Cy) - J\”“ﬁ (C,—=Cy) — it HL 55 —(C-C)— Ft FE. (C—Cy— BE M Zk

(C,=Cy) — BRIE FT LIELFE 0 22 4 Nk B 4 BRI 1 2% K%B’J 3-10 JCHJ IR 23 Bfizé%
W, Pz & 0T LA M — AT ZIEREEEUAR FL CL\ Br. CF,4. NO,+ CN. (C,—Cy) — 4

L 0-(CCo — BE 3k, (C-C) — B4 5 —(C-C) — ke 3k, (C,—Cy) — VW e 5 — 7% 5L S AR 2

CO(R41) . CON(R42) (R43) \F2 5k, CO0(R44) . N(R45) CO(C,—Cy) — Kt Fk . N(R46) (R4T) . SO,CH, .
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IR TR o R0 BEHS 43 AN VR R IR A 25 4 A i 45 M IR B ] DL MR L A A BV I 1, JF HLHC P
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[o111] K T EWH RIS IEH BA T8 X -

[0112] A.B.D.G

[0113] AR b7 b /2 N, C(R3), BRAE ZE 41 A M B B D 1 G #% H A&2& C(R3) , 3F H— A& i
Al — WARFE R IT LLE AT 1, 4- ZHURINZE R G s PLIE AR sk a7 2 N Bl C(R3) , H 2R
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(R5) « SO,~CH,+ CON(R6) (R7) . N(R8)CO(R9) . CO(R12). (CR13R14),-0(R15) ;{ ik H. F. Cl.
Br CF,+ CN, 0— (C,~C,) — BEE . (C,—Cy) — HEE SO,~CH, CON(R6) (R7) N (R8) CO(R9) . CO(R12)
(CR13R14) ,~0 (R15) ;HF ARk HLF. C1. CFy. CNL (C,—Cy) — %tk (C(R13) (R14),,~0(R15) ;7E
WL Hy FL CL. (C,—Cy) — ik 5

[0115]  R4.R5.R6.R7.R8

[o116] AT 32 Hy (C—Cy) — ik 5

[0117] =&

[0118] R4 FI1 R5.R6 F R7

[o119] Az b7 AT e b 5 AT B A B BUR A2 44 i 56 JTIR, Tk R ER T %A R
FLAAME R LLALHE 0-1 > 53R EIE B NHLN-(C,—Cy) — FEdE B 1 2% R 1

[0120] R9.R12

[0121] AR b7 2 Hy (C-Cy) — Je 2

[0122] RI13.R14

[0123] & H;

[0124]  R15 42 H. (C,—Cy) — i ;

[0125]  x 42 0 1.2, 401k 0.1, S ik 1

[0126] R1 /& H. (C,—Cy) — JEE 5

[0127] X J& N(R16) Hr k. (R17)C = C(R18).C = C.CH,~CH,. YCH,.

[0128]  CHY, fiLik N(R16) .45 ;

[0129] Y J& 0.S.N(R21) ;

[0130] R16.R17.RI8

[0131]  flz a7 Hb /2 Hy (C,—Cy) — SRk S0 H

[0132] R21%H (C,~Cy) — ik 5

[0133] e HA 0-4 AN A NSO RIS (2% R T 16 3-8 JO I M i 3R B 24 PR BR 25 1), B
nJ Wfﬁiﬂﬁﬁ—ﬁﬁi B4 B EUARSE (HL FL CL. Bry OH. CF,. NO,. CN. OCF,. O- (cl—cﬁ)— s
B, 0-(C,—C) — BEATE - (C,-C) — BEdk. S—(C,—Cy) - S dE. (C,—Cy) - Fadk. (C,—C,) — B %
0—(Cy;=Co) = Mtk (Co—Co) — MM (C,=Co) — RIE (Co—Co) — WEHEHE — 5 0-(Cy—Co) — TE
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HAT DR BRI B 30
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[0148] R27.R29.R30
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[0156] Az b A7 b Hy (C,=C) — Sk

[0157] o3&

[0158]  R42 F1 R43. R46 il R47
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[o186] Az b ST AT b 5 E AT B B BUR 1244 il 56 JTER, Tk IR kR T AR
T LAAME R LALHE 0-1 > 53R EIE B NHLN-(C,—Cy) — FEdE B R 2% R £

[0187]  FERIMRIERIA T A& B e L R T 4654 :ALB. D G i
7R N B C(R3) , M AR T 540k 0-2,

[o188] AL O B 1, el fLik 0.

[o189]  H:[F]

[0190]

—~ -

[0191] 5 Q Z[A)fi&E E%ﬁﬂ%ﬁu?ﬂ ﬁQW%%E?%ﬁD

[0192]  FEAK I — AL 77 &=, X T &P Q ZRAA DRI T 0-3 47541
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[R13E F NLO TS (R IR 1 0 30 = BRBUBREA (R M AT B0 7 AN LR IR R S5 4, FLrPiZ 45 R )

AT DU IR0 RS BT IE 1, JF H L a3 h 220] DU — A ek 2 > T F B REEEUAR <F . OH,

CF,+ CNL OCF,. 0-(C,=C) — Fidik | (C,—Cy) — Bedaldik — (C,=Cp) — ik, (C,=Cy) - kidk . (C,—C,) —

ffids (C,=Co) — BRIE. CO(R51) - (CR52R53) ,~R54., CO (CR52R53) ,—R55 ;

[o193]  Hrp XN

[0194]  R51 /& H. (C,—Cy) — BEEE ;

[0195] R52.R53

[o196] R Alar L Hy (C,—Co) — %E3E . OHL (C,=Co) — Mgk, (C,—C) - eIt - (C,—C) H¢

5

[0197]  o.p LA 0.1.2.3.4.5.6 ;

[0198]  R54.R55

[0199] 4% b At 37 Hb J& OH. 0-(C,—Cy) — %% FE. CON(R56) (R57) » N(R58) CO (R59) . N(R60)

(R61) . CO, (R62)  SOMeCON. A 0 & 3 ik A NLO Fl S (L JE 11 3-10 JTFF &, 7T LU

—AEEZ AT HEAREERUR :F. C1. Br. CF,. (C,=Cy) — Kidk . 0-(C,—Cy) — HiFk . CO(R63) + OH ;

[0200]  R56.R57.R58., R59.R62, R63

[0201] A7 s 2 Hy (C-Cy) — Je 2

[0202] B

[0203] R56 FH R57

[0204]  fEiEH S5 EAIITES M EIR F— A 5-6 T, Frid MR T EUR 7 LLAMER]

PIALHS 0-1 A~ F3 41 B NHLN=(C,=Cy) — B BRI 24 SR 1

[0205] R60.R61

[0206] 7 b7 A HL (C—Co) — BEFE (C—C,) — Ftfa ik — (C,—C,) — Bk (C,~Cy) — FEMFE

(C,=Cg) — HRFE | CO(R64) « (CR65R66) ,~R67+ CO(CRE8RE9) ,—R70 ;5% # R60 Fll R61 5 &A1 ATt

/-*E’Jﬁ%?—*fﬁmﬁlz 4-10 JTIHIN BRI, Tk BRER T B 7 ULAME S 0 22 3
AL E NS O F S IZ R+, 3 BT BL S Al — AN s 2 AN R ZIHCRZE AR <F. C1. Br,

CF3~ 0-(C,—Cg) — Jt2& (C,—Co) — Kt 2k CO (R71) VEARZE. OH. (C,—C,) — F% & — (C,-C,) — S

FAEE - (C,—C,) - BEdE. CON(R72) (R73) . N(R74) CO(R75) \N(R76) (R77) . CO, (R78) . SOMe ;

[0207]  R64.R65.R66. R68. R69. R71, R72. R73. R74, R75. R76., R77.R78

[0208] bl s7 A Hy (C-Cy) — %e5E 5

[0209] B

[0210]  R76 FH R77

[0211]  fRiEH S5 EAITEA R AR A 5-6 oI, Frid ke T AR 7 LLAMER]

DIAGHE 0-1 A J3 41k B NHLN-(C,=Cy) — HEdk IR R 24 IR 1

[0212]  q.r ARSI 0.1.2.3.4.5.6 ;

[0213]  R67.R70

[0214] 4% ot At 37 Hb J& OH. 0—(C,—Cy) — %% FE. CON(R79) (R80) . N(R81)CO (R82) . N(R83)

(R84) . €O, (R85)  SO,MeCON\ H A 0 &= 3 ik [ NLO I S (K4 JE T 3-10 JTFF &, ] LUy

F\ Cl\Br. CF; (C,=Cy) — Frdk . 0-(C,—Cy) — Htd CO(R86) AR LARZE OH HUAX

[0215]  R79.R80.R81.R82.R83. R84, R85, R86

a0
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[0216] R UM HESE Hy (C—Cy) — Bt 5

[0217] k¥

[0218]  R79 Fi1 R80. R83 Fll R84

[0219] Az b ST AT e 1 b AT T BT B R BUR 1 — A2 A4 1 56 JTER, FITRBR B T iZ AR
FLAAMETT AL HE 0-1 A 4MEIIE B NHL N-(C,—Co) — Bk SECFIIR 1 2% 5o

[0220]  FEARKRBM S —ALiE 7 A, X T &P Q 2 A —MEIEFR0-3 15
HNEIE E N O RS AR R 710 3R = IR ER AN IR 45 4, iz 45 1) i B AT DL R
T HG BE R, I HHAZI R0 DL — B AT SRR :F L OHL CF5. N OCF ;.
FAREE 0-(C—Cy) — Fe2E (C—Cp) — FdaE — (C=Cy) — St dE (C=Cy) — St (C,-Cy) — BEMEE
(C,~Cy) — H 3 COR51) + (CR52R53) ,~R54. CO (CR52R53) ,—R55 ;

[0221]  HApKE K

[0222]  R51 & H. (C,—Cy) — Bidk ;

[0223]  R52.R53

[0224] Al S7 2 HL (C,—Cy) — BEFE O (C,=Cy) — Mipi i | (C,=C,) — Fe%a Ik - (C,-C,) — %t
5

[0225]  o.p UL 0.1.2.3.4.5.6 ;

[0226]  R54.R55

[0227] 7% it At 57 ## 2 OH. 0—(C,—Cy) — %% FE. CON(R56) (R57) . N(R58) CO (R59) « N (R60)
(R61) . CO, (R62)  SOMeCON\ HAT 0 &8 3 ik A NLO il S (K4 JE T 3-10 JTFF &, How] LUy
F.CL.Br. CF,. (C,—Cg) - %idk. 0- (C,—Cy) — % sk €O (R63) A ALIE OH BAL ;

[0228]  R56.R57.R58. R59. R62. R63

[0220] A A7 Hb A HL (C-Cy) — Bk

[0230] Bk

[0231]  R56 F R57

[0232]  fRiEH S B A AR TR 5-6 T, TR IR T X EUR 7 LLAMER]
DLALHE 0-1 A5 4MIEE B NHLN-(C,—Cy) — B gk AR I A4 IR T 5

[0233]  R60.R61

[0234] AR BEARST S Hy (C,—Cy) — BEdk . (C,—C,) — BESRIE - (C,-C) — FEdk . (C,—Cy) — BEMFE
(C,~Cy) — I CO(R64) + (CR65R66) ~R67 CO(CRE68R69) ,~R70 ;¥ R60 Fl R61 S &A1 pr
A AR T A 4-10 JTH IR BRI, Jrid g T2 AR LM 0 2 3
A TAMRIE E NS O TS Bz R+, IF BT BLY S — A8 2 A T A B IEEUR <F. CL. Br,
CF,. 0-(C,=Cy) — HEdik (C,—Cy) — Hidk. CORTL) AR O (C,—C,) — BEdl ik — (C,—C,) — BEdE
3L - (C,—C,) — BEdE . CON(R72) (R73) . N(R74) CO(R75) . N(R76) (R77) . CO, (R78) . SOMe ;
[0235]  R64.R65.R66. R68. R69. R71. R72. R73. R74. R75. R76. R77.R78

[0236] A A7 2 Hy (C=Cy) — KE2E

[0237] &

[0238] R76 FH R77

[0230]  fRiEil S5 eI A AR F— AR 5-6 JuH, Frid R T EUR 7 LLAMER]
DLALFE 0-1 A 53 4MIE B NHL N=-(C,=Cq) — e bR I 2% S
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[0240]  q.r fUEASF A2 0.1.2.3.4.5.6 ;

[0241]  R67.R70

[0242] 1% it b 57 #h 52 OH. 0-(C,—Cg) — Ht FE. CON(R79) (R80) . N(R81)CO(R82) . N(R83)
(R84) . €0, (R85) v SOMeCN\ A 0 & 3 ML H NLO FI S (AR 1119 3-10 JTIR R, How] LA
— A ERZ AN HIEARIEEUR :F. C1.Br. CF,. (C,—=Cg) — %t 3E . 0-(C,—Cg) — %t 3E . CO (R86) EAR
£ O0H ;

[0243]  R79.R80.R81.R82.R83.R84.R85. R86

[0244] A7 A7 2 Hy (C-Co) — Je 2

[0245] ok

[0246]  R79 Fi1 R80. R83 Fll R84

[0247]  ffz b ST AT 5 E AT B I BUR T 244 i 5-6 JTER, Tk IR ER T AR
T-LLAMET] LIALHE 0-1 S AL B NHL N-(C,—C,) — Beds  E IR 2R 1.

[0248] X T A& HIZEHET Q R ARIEHE A TR 415 X -

a0

[0249]
| | |
W1/N; 2 WG/N;W7 W11/ \W12
N X
W13 W14
wio WP Wi—w" W
Ilqw R
(1 () (V)

[0250]  Hrp & XA

[0251]  W1.W2.W3.W4.W5.W6 W7 WS WO, WIO . W11, W12, WI3. W14

[0252] AR UEARSZHE B C = C1 22 4 ST BUR G (alkylidene) 5, oA ik ke
FEBE AP AE I RUBE 2 AN 01 AN R 1] LA IE 3 N(R9O) « O FIT S oo 3 A0, LI B
1 & 4 P EERESE, Hoh 0-1 ANBRJE T LABE I 11 N(R90) L 0 FI1 S [T 20 5

[0253]  Horp (TT) . (TTT) A1 (IV) ZEHP R IR+ 1] LUBE Hy Fy OH A AGEE L (C—Co) — Ht
F.0-(C,—Cy) — ik (CR52R53) R54 HUAL, ik s H. (CR52R53) R54 B AL ;

[0254]  R87.R88.RI0

[0255]  J& H. (C,—Cp — FE%ZE — (C,—Cp) — Fidi . (C,—Co) — Jidk (C,—Co) — FEMTE L (C—Co) — 1
%5, CO(R51) + (CR52R53) ,~R54. CO(CR52R53) ,—R55 ;

[0256] R51 42 H. (C,—Cy) — idk ;

[0257] R52.R53

[0258]  f AT 2 H. (C,—Cy) — KEdk | OH. (C,—Cy) — FREdE . (C,—C) — S 3t - (C—C,) %t
%

[0259]  o.p {7 0.1.2.3.4.5.6 ;

[0260]  R54.R55

[0261] 4 b A 57 3 J& OH. 0-(C,—Cy) — ¢ 2+ CON(R56) (R57) + N(R58) CO (R59) « N(R60)
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(R61) €O, (R62) v SOMe CN. A 0 22 3 ANk A NLO FIT S 4% 51 3-10 JoIR &, Hon] DI
— A Z AT HIEARIEEUR :F. C1.Br. CF,. (C,~Cg) — %t ZE . 0-(C,—Cg) — %t 3E . CO (R63) VAR
£ 0H;

[0262]  R56.R57.R58. R59. R62., R63

[0263] 4 A7 Hb A HL (C=Cy) — Bk

[0264] BN

[0265]  R56 1 R57

[0266] L5 e A AR F— R 5-6 T, AR T EUR 7 LLAMER]
DIAGHE 0-1 A F3 4 IE B NHLN-(C,—=Cy) — HEdE IR [ 24 R 1

[0267]  R60.R61

[0268] i bAS7 L HL (C,—=Cy) — B (C—C,) — BRI — (C,—C,) — Bk (C,—Co) — BEMFE
(C,~Cy) — I CO(R64) . (CR65R66) —R67 CO(CRE68R69),~R70 ;& R60 Fl R61 5 &A1 pr
A IEIR T A 4-10 JTH I BRI, Jrid g T2 AR LA 0 2 3
A TAMIE E NG O TS Bz )R+, IF BT BLY S — A8 2 A T A B IEEUAR <F. CL. Br,
CF,. 0-(C,=Cy) — gk (C,—Cy) — Hidik. CORTL) AR O, (C,—C,) — BEdl ik — (C,—C,) — BEdE
3L - (C,—C,) — Bk CON(R72) (R73) « N(R74) CO(R75) . N(R76) (R77) . CO, (R78) . SO,Me ;
[0269]  R64.R65.R66. R68. R69. R71. R72. R73. R74. R75. R76. R77.R78

[0270] A7 ST 2 Hy (C-Cy) — St

[0271] Bk

[0272]  R76 %1 R77

[0273]  fRiEH S5 EAIITEES AR AR 5-6 JuH, Frid R T i EUR 1 LA G R]
PLALEE 0-1 N T3 AMEE B NHL N=-(C=Cy) — %e 6 AR 1 A4 7

[0274]  q.r {07 0.1.2.3.4.5.6 ;

[0275] R67.R70

[0276] 4 i A 57 Hb & OH. 0—(C,—Cy) — %% . CON(R79) (R80) . N(R81)CO(R82) . N(R83)
(R84) €O, (R85)  SOMeCON. A 0 & 3 ik A NLO F S (4 JE 11 3-10 TTFFZ, HL7T DL
—AEEZA T HEAREERUR :F. C1.Br. CF,. (C,~Cg) — % 3E . 0-(C,—Cy) — % 3E . CO (R86) AL
FLOH;

[0277]  R79.R80.R81.R82.R83.R84.R85. R86

[0278] ARz 2 Hy (C—Cy) — Je 2

[o279] B

[0280]  R79 Fl1 R8O, R83 Fll R84

[0281]  ffz b ST ATl 5 B AT B B BUR T 244 i 5-6 JTER, Tk IR ER T i AR
T LAAME R LLAALHE 0-1 4> 53R HiE B NHN-(C,—Cy) — HEdE B 1 2% R £

[0282]  FE— MRS T 2, X IT A w3 AIa TIT Fh i we & H 2 i

[0283]  QuE— bl IV (R[4, A A Brd 20— 2 5- Jo¥f.

[0284]  HEHRFMALIERI T G2 Q B FAE RIRLEA 1159 -

[0285]
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[0286]
[0287]
[0288]

|
N N N N
N Reg——/N ABQ
I 89
R
| | | \
R® N
\
89 ;q Figi\
a9
Rag ! RBQ
| |
| N ENK N
— NS
]
i~ N N 8® O
\ng Rag/N\Rag Fl‘SQ
l I - \
N

o OO
CI)\/N_R89 N-R* N\RBQ Rt
Hidr 258 S
FL 7] N-R89 1] R89 :
& Hy (C,—=Cp — BEdJE — (C,—Cp) — Fidk | (C,—Co) — Bidk. (C,=Cy) — BEMEE L (C,=Cp) — FR

3. CO(R51) . (CR52R53) ,~R54. CO (CR52R53) ,-R55 1% H. (C,—Cy) — Bk +

[0289]
[0290]
[0291]
5

[0292]
[0293]
[0294]

R51 2 Hy (C,—Cy) — HidE 5
R52. R53
1% ST R HL (C=Cy) — BEdE OH. (C,—=Cy) - HikedE | (C,-C) - ki3t - (C,—C) #¢

O p R AT HIE 0.1.2.3.4.5.6 5
R54 ., R55
M 06 A ST & OHL 0—(C,—Cy) — %E 5. CON(R56) (R57) + N(R58) CO(R59) + N (R60)

(R61) . CO, (R62) \ SOMeCN\ A 0 & 3 MMEH NLOFI S (AR T 3-10 JTIR R, Hn] LIgh
—AEE AT FIEARIEEUAR :F\ C1.Br. CF,. (C,—Cg) — Kt & 0-(C,—Cy) — Kt 2k CO (R63) VAR

%\ OH;

[0295]
[0296]
[0297]
[0298]
[0299]

R56. R57. R58. R59. R62. R63
M ST R Hy (C—Cy) — et

B

R56 Il R57

i 5 AT A AR MR 5-6 JUIN, BTN T iZ 8 R 1 LLANER]
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PIALHS 0-1 A~ F3 411 B NH. N=(C,—=Cy) — Bids IR IR 24 B 1

[0300]  R60.R61

[0301]  ffz Al S7 b & H. (C=Cy) — Bk, (C,=C,) — Fid2E - (C,-Cp) — Fidk. (C,-Cy) — BEMMEE

(C,~Cy) — BREE, CO(R64) . (CR65R66) ~R67 CO(CRE68RE69) ,~R70 ;5K # R60 Fl R61 5 &A1 s

A AR A AL 4-10 JTTHRER IR, Frid R T m R FLUAME S 0 22 3

ML E NS 0 AT S 1% )R 1, FF BT BLS S — A B2 A T AR <F. CL. Br,

CF,. 0-(C,=Cy) — HEdE (C,—Cy) — HEE CORTL) AR OHL (C,—C)) — KEd 2k — (C,—C,) — KE kS

3L - (C,—C,) — BEdE . CON(R72) (R73) « N(R74) CO(R75) . N(R76) (R77) . CO, (R78) . SOMe ;

[0302]  R64.R65.R66. R68.RE69. R71.R72. R73.R74. R75. R76.R77.R78

[0303] 7 A7 Hb R Hy (C=C) — B

[0304] B3

[0305] R76 Rl R77

[0306]  fEiEil 5 EAIITEA MEIR A 5-6 T, Frid ke T E R 7 LLAMER]

DIAGHE 0-1 A J3 41k B NHLN-(C,—=Cy) — HEds IR R 24 IR 1

[0307]  g.r fRUEARSTHEAE 0.1.2.3.4.5.6 ;

[0308] R67.R70

[0309] 7% At 57 ##l1 2 OH. 0—(C,—Cy) — %% FL. CON(R79) (R80) . N(R81)CO(R82) . N(R83)

(R84) €0, (R85) \SO,Me CN. HA 0 & 3 ANk NLO TS FIZ4 5 T-11) 3-10 JoHRZ, Hom] LUk

F.Cl.Br. CF,. (C,—Cy) — kidk. 0-(C,—Cy) — %t CO(RS6) EANIE . OH HUAX 5

[0310]  R79.R80.R81.R82.R83.R84. R85, R86

[0311] AR eS7 A Hy (C-Cy) — Bt

[0312] B3

[0313]  R79 F1 R80. R83 Fil R84

[0314] 7z b T AT L b 5 AT T Bl B BUR 244 i 56 JTIR, TR IR ER 1 % AUR

FLAAME R IALHE 0-1 > 53 7RHIE B NHLN-(C,—Cy) — HEdE IR I 2% R 1 5

[0315]  H:[H N(R89), 11 RS9 :

[0316] Az b A s7 Hb & H. (C—Cy) — HEdE . (C,-C,) — Frda 2k - (C,—Cp) — Hidk. (C,—Cy) — BRI

(C,~Cy) — FLF= . CO (R64) « (CR65R66) ~R67.CO (CR68R69) ,—R70, BX & W1~ R89 J& 1 1 5 & 411t

%Aﬁ’ﬁf¥ ECHE 8 4-10 JCRTERIR IR BIRER, iR IR T i EUR 1 LIANE 5 0 223
FHEMRE E NSO M S Ik, IF H AT LS Al — A2 A F IR EUAR (FL €L Bry

CF3~0 (C,=Cy) — HESE. (C,=Co) — HEHE CORTL) HARSEE OH. (C,—C)) - Se%ZE - (C,—C) - Fidk.

L - (C,—C,) - BEdE . CON(R72) (R73) \N(R74) CO(R75) \N(R76) (R77) . CO, (R78) . SOMe ; {1k

H. (C,—Co) — F 2k, B WA~ R8I Jii+ H1 5 BAN I T & I US4 i 5-6 TGI8, Bk

W TIAIRFUSMEEE 0 2 1 AL A Ny 0 S 4R+, I Hal LS 44—

B Z AR A BARIERUYE :F. C1. Br. CF,. 0-(C,—Cy) — Sk, (C,—Cy) - %k, CORT1) JAARIE.

OH. (C,—C,) — %43t — (C,—C) — Brdk R EE - (C,—C,) — %L . CON (R72) (R73) \N(R74) CO (R75) .

N(R76) (R77) . CO, (R78) . SO,Me.

[0317]  ZEP] Q ME— Lt A T 218

[0318]
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|
Lo ,L N
A0
ree—N ‘;‘89
I‘\l R
RSQ

I
'l“ DY
N\
RBQ

N
/Y }qag

[0319] i R89 HA i X
[0320]  FL[F] Q W HALIEH BA T4 X
[0321]

| I

l
N N N

89
R
N N_Res

89

' N
89 \
R R

[0322] A RS9 HA k4 Y.
[0323]  QAEFEALIEML 2
[0324]

89

R'\

l
89

R
[0325]  Hrf RS9 HA k4 .
[0326] AR BHIGW K H R E N T EY) -
[0327] A.B.D.G
[0328] 7z by Hb 2 N B8R C(R3) , H HAZM AR T 8800 0-2, ik 0 8¢ 1, Rel ik
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0;

[0320]  HrpsX T g ERfF 5 an B30 E X

[0330]  7E— ML SE T 2, A HiEW A H A & EERTE A A THE) -
[0331] A.B.D.G

[0332] & C(R3) ;

[0333]  R3 4& H. F. Cl. Br. CF,. CN, 0—(C,—C,) - %3k, 0-(C,—C,) - feda ik - (C,—C,) - Lk
S—(C,=Cy) — Fidk . (C,—Co) — Hidk (Co=Cy) — Mt HE — F5 55 0-(Cp—Cy) — WbEE — J7%E . N(R4)
(R5) + SO,~CH,. CON(R6) (R7) . N(R8)CO(R9) . CO(R12) . (CR13R14),-0(R15) ;i H. F. Cl.
Br. CF,. CN, 0-(C,—C,) — %Edik . (C,—Cy) — %tk . S0,~CH, CON(R6) (R7) - N(R8) CO(R9) . CO(R12) .
(CR13R14),-0(R15) sHERILLE HoFL CL. CF4a ON, (C,—Cy) — 3. (C(R13) (R14)),-0(R15) ;3E
WAL Hy Fy CL. (C—Co) — Je & sHAE R AEH Rtk Hy CH;  F 5

[0334] R4.R5.R6.R7.RS

[0335]  fR UL AMST 2 Hy (C—Cy) — HEdE 5

[0336] B

[0337] R4 F11 R5.R6 F1 R7

[0338] A b MR B S EAT T EE S AR T & K 5-6 JCHS, PRI ER T EUR
TLASMETR] LLALHE 0-1 S SB AL H NH,

[0339]  N—(C,~Cy) — JediE BRI 24 JR 1

[0340] R9.RI12

[0341]  Zfz b A7 b Hy (C=Cy) — Bk

[0342] RI3.R14

[0343] & H;

[0344]  R15 42 H. (C,—Cy) — Bidk ;

[0345]  x & 0. 1.2, 008k O 1, FeAlfRik 1.

[0346]  7E 57— MMRIER) ST S, X TG ) AVBL G FI D 2 CH,

[0347]  R2 fLikHbIE H T4 -

[0348]  (C,—Cy)— fidk. (C,—C)— Ke %k — (C,—Cp — HEdk ] LLALHE 0 22 3 M1k B4 &M
Wi 2% S5 1) 3-10 Jo B 38, = IR BIE BN, FLrP i 3F R0 LS S — AN e 2 AT 41
BURIERUAR :F. C1. Br. CFy\ ONy (C,=Co) — Fedk\ 0-(C,—Cy) — St gk (C,—C,) — Wtk - J5 k.
SACIE. CORAL) . CON(R42) (R43) \FEHE. N(R45) CO(C,—Cy) — Bt dk . N(R46) (R47) B SO,CH, ;
ik (C,—=Cy) - fe gk (C,—C,) - fef 2k —(C-C,) — K il LIALHE 0 2 2 41k H 4 BB I
FRJA 1 3-10 JTHI I B 3R, oAz s R 0T DL M — A B2 AT SRR BUAR <F
Cl. Br. CFy ON. (C=C) — Bk 0-(C,=Cy) — ftdd A ARZE L CO(R41) | CON (R42) (R43) « N(R45)
CO (C,—C,) - frdtak S0,CH, ;

[0340]  Hrp 5 XK -

[0350]  R41.R42.R43.R45.R46.,R47

[0351]  Zfz b Al S7 b2 Hy (C=Cy) — Bk

[0352] &k

[0353]  R42 Fll R43. R46 Fll R47
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[0354] AR AT HIAT M S5 e N AT A I EUR T — &M 5-6 JTHE, IR IR T i ZUR
FUASNET] BLALHE 0-1 AN AR E NHLN-(C,=C,) — BEds B 24 S5 7o

[0355]  R2 ARGk B IEIEIE T 26 7 T8 S BRI 26 IR T 286 0 3 R O
N = (1) = gk 2R3 N — JARSEE O — GRS 6 — YRR E X — AR L 6 — AR IR 2R
X = =g AR AL

[0356]
N S
O - L T

—N =N Cl 7 ] N
[0357] K ifikHhik A 4l -
[0358] /4. 0. CO. OCH,. CH,0. N(R36)CO. N-S0,. CON(R37) . (C(R38) (R39)),. (R31)C =
C(R32) . C = C. SCH,. SO,CH,, {1 # %k 0. CO. OCH,+ CH,0. N(R36)CO. CON(R37) . (C(R38)
(R39)),+ (R31)C = C(R32) . C = C. SCH,+ SO,CH,, FE AL OCH, CH,0. N (R36) CO CON (R37)
(C(R38) (R39) ), (R31) C = C(R32) .C = C.SCH,SO,CH,, JEH 5 HI4L1% OCH, . CH,0.CON (R37) «
(C(R38) (R39)),. C = C.SCH, ; H:r
[0359] R31.R32.R36.R37.R38.R39
[0360] 7 b7 Hb 2 HL (C,—Cy) — fiddo
[0361] X Pttt B HOTEER N(R16) 2, HoAr R16 & H Bk (C1-C8) - Kk, e Al
BT NH.
[0362] o T ALEWZEA E 0 BSCfE Lo %M iR B e X, B w] DU i T o Bk
INTGHR e WURFEHT E A2 ToocEh, W T A& 5958 BT K A X AR — ML de i S8 77 S b 4
FIEZ L ICHRE) 1 AT 3 A7 R E S 7S o, W K A0 X 75— M1k ) 98 i 07 2
HEZNAE1Z S O 1R 4 £ (g2 Ui A IR )
[0363]  Efplfikthit 5 N4 -

[0364]
; 2 Y
F F ,
/N
N— —N N—
\_/
S b

Z/

\ / \

/@\ D\

[0365] \;Zr__3§\\\‘ i
N
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-0

[0366] AR EHILW X T G A 25 GVE R MCH SZARECAR IR A 3% o AR B
() MCH A2 A Be 7R )3 A A MCHIR 375 14 IR 2571 o

[0367]  MCH 7F ¥ 15 fi &= 7 47 b ¥ /E - IR AE © A 78 23 I SCwk i 2% (Qu, D. %8 A Nature
1996, 380, 243-7 ;Shimada, M. Z& A Nature 1998, 396,670-4 ;Chen, Y Z¢ A\ Endocrinology
2002, 143, 2469-77 ;Endocrinology 2003, 144,4831-40 ; Z£ A :G. Hervieu, Expert Opin.
Ther. Targets 2003,7,495-511)

[0368] &7 B MCH F5HT77 BEXT A A AH I R i dn PR oA A 22520 (Borowsky, B. %%
ANature Medicine 2002,8,825-30 ;Z£ih :G. Hervieu, Expert Opin. Ther. Targets 2003,
7,495-511) .

[0369]  iXZRALEWREAIEA M TIRITH / Bk -

[0370] 1. JEJRE

[0371] 2. Kl PR, JUH AR 2 BYBE PR, BAE I 5 2 A R R st . 7EIX— s b, BRI
JrnA

[0372] - fyIfAE,

[0373] - JESZMPL (insulin resistance) ks,

[0374]  — i Z Ml i 2 FT 505

[0375] - JEEMR B 4w fRir,

[0376] - K& SN E BRI 5

[0377] 3. Mffg5 ¥ (dyslipidemia) J¢ 3 J5 g, 45 4zl ik SR AERE AL | et 0o g « i afn 5 i
WG4, LR DL —Fhe 2 AR 51 R 2 AR IE R 4 ((EAFR Tk ) -

[0378] - fRy ML H I — MBS « R I I3 H o — R T

[0379]  — Ik HDL JIH [ BV JE

[0380] 4. HFhH BT RE SACIHZEAME (metabolic syndrome) 3 JCHIAE, W -

[0381]  — I ARTE e & S AR A T R 2 ( BhIRFIER K ) »

[0382] - filfiLi,

[0383]  — /L JyEEulg, 1 G (AHANRR T ) Lo LA 2 | ey afi He 00 A B30 DL i 100 0 3
Uy 5

[0384] 5. AP 2408 M, U

[0385] - HIIAES,

[0386] - fEIERAS,

[0387] - BATHIERAL,

[0388] — HEPEREMfES (affection disorders),

[0380]  — Ko ZLiE,

[0390]  — RSCJREE

[0391] il

[0392] X BIPT AW EAEH TR T LSV BBk T 2 PR 2=, a0 P ik £ 2
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B4 T g it FH O ORI R B IR AR H )& — A 0. 001mg 2 100mg (38
0.0lmg & 50mg) / K / T FAKE, 4 0. 1-10mg/kg/ Ko ek P97 E AT LL A4 41 0. 00 Img
% 1. Omg/kg, FT LUE MM LA 10ng £ 100ng/ T8 / 2 8h ISR « X Tax e H i, i
BRI AT LA A 0 0. Ing 22 10mg Gl Ing & 10mg/ ZZTh. BAF0E AT LL& A 5
Img %2 10g WG HEe s PRIk, A T 5 (R 2R mT LA A 0 40 1mg 42 100mg, wT LA i it FH
(163 0. 70) 2 i) 50 8] 2y 79 sk fise B 5 m] LA 510 40 0. 05 22 1000mg, L 0. 5 22 600mg. &l ik
WOIE v 5, 28 LA G LML G A 5 B 48 T (B2 e ML & S #:2
ARG A BT FRC IR IIAE S A G0 S s A B B e &
(RS AR AZ 1) o SR AT DL ] AR BRI A B 5 A2 ] R FH A, AR e M 5 4k & 4 — 2
i R &, B R, AT RLAE 0. 05 e % 42 95 HE % NS sy . ] DIfFAE
gt AR e T EY. RRHAMAGY T DR Cadlgy ik —n
P&, ATk 7770 = B R o 5 25 25 F Al AR / SR IE R A

[0393] AR HMZWAEYZAE T OB R0 (FlanE T ) fE ks (Flin
B2 R VUL EU R N ERER K ) I, B2 B3l A e 5 sAE SRR 1 O Bk
TR AE M S B A, FR RO TR E L K L AR . A
)00 4 2 Il T A e BH (S Lo O J2E I 18 0 R 5 P 50 o T O B VR
A ALFEBEER AT 4 22 SR IE IR £ &0 28 — AR IS F2 TR 4 P RS 41 4 22 40 2K — B s A0 R R TA 4
%5 FENGIR PRI S T RE6Y.

[0394]  FHF IRt FH 38 & (1) 25 W 486 0 ml LA sy 85 e 461 4 s B 511) Lt B2 591 e By
(suckable tablet) BV FHIRIER, H& B &AM EENX LAY sk KRBk KER ;
TEZR M BAR A P8R h i 8 BRI T 2 5 B 7K A 9 2R B A K B L e K.
CLZ 8 S TR, IX e 2 A W m] DL AR 33 B 190 1) 25 5 2 4 5 BT I 7 V2 A0 68 A0 1 il
S8 (KT LAE — Rl R S AR ) AR P IR . AW — o BUR 7
2% TR 0 P 0 5 VAR R/ B 40 K3 e 1 [ PR3 AR B AT 3 S R VR &, 2 Ja W R
TAZ R o PRI, 481, 3T DIGE R AL A R AR BORIURE (763 B O R e
B P Z P AN RS ) He I SBER R 4 o Fs R T LUB LK B HRAsh B S dnky A&
SR AL A4 (FETE B R 0 LT VRAE RS G5 Bhin ) M PERR R FIAN / s — Pk
Z R RG] / 3 BOR)) 08 B AL TP T R ke il 4 o B R Rl LS K R % X
()5 ELFH ¥ P v AR R RNV R A 5 D E IS B ML AP R AT B R Tl 4%

[0395] & T4 (1) MHKZAMAEGWEFES A X T AEPRTR I8 E A R
FRITAT Pz AT e B PG 8 e PO e R P DA A 5 A 0 T 6 5 2 e R ek o R ]z A1 e
LA PIEREER] (pastille) o

[0396] i T B W dh it FH i 2 A & I i L 15 5K 1 AL &9 B9 T8 B /K PE 5, L0
5 TR 52 3 LI 5515 o I U0 A 3 Pk o4 7t S (R ] DB B WL B R
B P S R AT e FH o 320 S ) 50) T DU 38 138 ok Ak B 5 KR A IR BT A TR E B HL 5 i
WEB RIS . BARHPTENAEY—REH 0.1 2 5% ERIIEHILED .

[0397]  1& T E it 25 A AL E R BRI . e Bhd L 1 ik
H S —Fh ik 2 PR L AR AR a0 mT T BRVR A AR S TR A Y K %

[0398] I T Jms N FH T R Ik (R 2590 2 AN ok b A 3008 3R L8 01 30 R 5 22 )
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REFIBaH TR FTUAE A REARE T I B0 5 & s B2 DL R aX 264 o i plek,
PR B S . WEHER S — RV EYI 0.1 22 15 EE % lan 0.5 22 2 HE % 1K E
e

[0399]  I&W] LAREATIE B2 45 2. & T B2 NV 5G] LU IE T KIS B R
SRR A R R S IR S R B S AR/ B0 BIOPE BRORG 3R B A3 B
AW B AE BE S (P K PR VR P v M Y o 38 B BTSRRI N 2 1% 2 35 %,
P L) 3% &2 15 % o ¥ P 20 e il 2 mT DU i v 9 42 B0 W vB o7 VR A R, andal dan
Pharmaceutical Research,2(6) :318(1986) T iR,

[0400] =X T A& LA e BACH HA At /R O Re i, B AT TR iE & H T e SLsh ) 4
5 P B R A B ol A i 4 R e el A ) A B O BT VR A I5R) (anorectic agent) .
PR AL &R e BEEACRI RIE FH 2D o ik &4 mT LA sl 5 e R fR d el
TRV PE o 4B AT o 1K 53 A0 B R SRS M 82 9 4N E Rote Liste, 25 01 Z [
REIREET) / S ARIDHR I A HA, I e FESE A ALk g8 & 7 31 i 3 SUR E 3
R I TR A B DA IR B AN 2 5 SUIR 05 DOAR B IR E R R B B 3 B L
A1) T 107 DRI 16 7 22 e A LR B4 S A S 1 i 23 o PITi A &40 3E & F T Py ot
Bl a7 ME s I bGP -& M T 9B 3¢ Bl 2 a7 1T Z98E PR  slik
BB AL R8T AR I A LA RGBT L s

[o401] S EAYKA S

[0402] A B G P AT LAl Bl B — el 2 b o) S0 25 B g ) AL S T S B
2 AN PEY) B A AR B LB A% 5 A RIS B A s fEH o X R sE

il

[0403] 1. PEIBEIIZ54, DUKEIRIG 2,
[0404] 2. yR¥7 IMAG S H S PE Ay
[0405] 3. Hiahk ARG 254,

[0406] 4. HLACEF,

[0407] 5. HURIGEHERSY

[0408] 6. YRYTENEME 0 VEE R,
[0409] 7. HLiARTE BGIE MY s

[0410] 8. Y7 far I Hs A3 Pk i 73
[0411] 9. YRYT /L )3l P PRl 43, A

[0412]  10. ¥a7 R0 / BCTRET HOBE PRV 3 200 B 5 88 PRI O IR H RIE IR PR 1 53
[0413] BN LA AR KA T AEWASATH, fr ol SEESCR P R PR3 o 351
J8 3 20 VR Tt FH AT DI e 1 18 23 0 il it P T A o sl DA A 2 B P i A AR T —
PG AL G i e 2R3 T .

[0414] W] LLERBISEHIA -

[0415]  HiHE PRI 24

[0416] &G WIPUHE RN 258 FFAEHI 4 Rote Liste 2001, 55 12 a3 USPDictionary of
USAN and International Drug Names, US Pharmacopeia, Rockville 2003 1, HUHE R

L T M 2 R S 25, 1 Lantus ® (220 www. lantus. com) 5 Apidra ®
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LR AR 3R (S0 US 6, 221,633), WO 01/04146 &9 Frid ity GLP-1 52 &4
F1), 41 7E NovoNordisk A/S ¥ WO 98/08871 /AT Ik LL,

[0417] [0 JR A A% 10 B I 8 % T R 23 AR 2 B A 68 T I DR 2 OO 28 & 2 R 2
(meglitinides) I W fo — i 24 W M dovs —— i & . 1 B 1 900 At 5 T v I B 3R 95 051
FK GLP—1 3303 DPP-TV HiF) B I8 1 - JGR51 an7E WO 97/26265 FTWO 99/03861
JIT O TR IS G | Jik I 25 BB « 2 55 00 i S A2 R0/ SR DR A 1100 P8 00 05 7 2 A
PRIV F ) 5 B ARG R Bt e 2R SO A A A D £ A B R A A R A
144 PPAR 5 PXR PAFEFFIVER T B 40 MR ATP— (R I 48 18 35 1 Bl 43

[0418]  FEAREHII— AT &b, X TG S RE =4 G .

[0419]  FEAR IR — NS 77 Z2rb, 3 1T A& 4 5 52w A 25 6 7= A 1 40 o 48] v i
W B AL I F0 )57 (22 WL :WO 01/94300, WO 02/096864, W003,/084923, WO 03/084922, WO
03/104188) &

[0420]  FE—AMSEHE T &, 2 1AL A 1) 5 AT IR 2461 G AR 2 T IR A% B AR IR S % At e
BN LR A H

[0421]  FE— AL &, X ITAEYSIEHT B 48R ATP— MO #1  1E S Tk
3 B R TR R S AR R S NEL R A 1) 36 TR B A B AR A A T o

[0422]  FE—Asitir &, T A5 BN a0 — FFOSUICAE & e

[0423]  FE5—ASEHE T &, X T ALEW5E SR AR BRI i sm b5 71 52 240 4 i

[0424]  FE—/NsCjli &b, 3 T A A 4 5 e M e — I S 451 40 R4 2 Bl it A% 2 B L 20 A
Sl % Dr. Reddy’ s Research Foundation ) WO 97/41097 1 B2 H AL -S4 K A A2
5-[[4-[(3,4- & —3— FIEE —4- 5040 -2 W meph il FR A0S ) R ] AR ]-2, 4w doe —
A 214 7t

[0425]  #E—ANSEii 72, R 1 A& 5 DPPIV $HIF0 it an W098/19998 .W099,/61431 .
W099/67278. W099,/67279. W001/72290, WO 02/38541, W003/040174 1 JiT iR fr) H 246 4% 1) 2
P93/01 (GAk 1- 380 3E —3- A —1- 464K —2- 3#% ) \P-31/98.LAF237 (1-[2- [3- FRFE G NI
ft —1- FRa 5L ] SR ] Mg bE —2-(S) - FIE ) \TS021 ((2S,4S) —4- g —1-[ [ (2- 2% -1,
I- ZHREOH) @2 ] QB T bkt -2- FIFRaRmRR R ) A6 .

[0426]  FEAK B —AS2iti =, X T ALEY5 PPAR Y a5 4n 56 41 i < it 4% 41
W20 A e

[0427]  FE— A7 b, R T A& 5 X SGLT-1 F1 / 88 2 B 30HI7E I te-& 4 151
UI{E PCT/EP03/06841. PCT/EP03/13454 11 PCT/EP03/13455 1 B3 8% (R4 /A FF I FR e 40 &
it o

[0428]  FE— LTS, X TALEW S a — F0HE 70 5091 G K 47) T s ] 1 e B
HEHH

[0420]  FE—ASEitir &, LI WEWS— MUl LW Eidb-& 4G i, ) a0 5 s it
JIR IS R0 — TR SN2 45 it FH -5 T R i 22 AR S B B A6 Tt FH 5 B A 270 2 0 — FR XU 5
it FH 5 R B 2 RN R IR AR A 2 5 i FH - Mok i 2 R PR UL 5 Tt P 5 it % 35 R ot 4 471) i
AR S IR R ISR YT 205 e 4%

[0430] IR BT 4455
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[0431]  FEA I —ANSEH 7 27, X T ALE9)5 HMGCoA & i B il 1) an v AR At v T 60
BT EAARTT AT | ivastatin AT BTFEAARYT B IR Ay T A1-E Tt
[0432]  fEAR M —ASEHE 77, X T A& 5 Iy B e fmdl ) (2 W, %140 US
6, 245, 744, US 6, 221, 897.US 6, 277, 831.EP 0683 773.EP 0683 774) & .

[0433]  {EA I — AL 7 2, TG 5 R A BURRT FR WS 451 4n 3 1R Jiig 5%
KYECH AT

[0434]  FEAR B —ANSLHE 7 Zrh, 28 T A0 A4 -5 1 ] e W e 3 il 5704610 a0 WO 0250027 Hp
PR L B AK K DL 2 I S A A

[0435]  {EAR K I —AsEii 7 ZH, X IT4E&W S LDL Z 43 T/ (2 W4 1 US
6,342, 512) HAHH .

[0436]  {E—ASEitiy =, X THEW S5 IZMR (bulking agent) A0 IE AN P B2 K 5]
(2 W45 i carob/Caromax ® (Zunft H J % A, FH T35 fa IH [ B i 95 1) ) & 28 1A ol
i (Carob pulp preparation for treatment ofhypercholesterolemia), ADVANCES IN
THERAPY (2001 4 9 H -10 H ), 18(5),230-6) 41 & i . Caromax /& — F {1 Nutrinova,
Nutrition Specialties&Food Ingredients GmbH, Industiepark Hoechst,65926
Frankfurt/Main $& L& M SR8 ) o AT RAAE— S50 slddi o 43 it FH =X T AR5
Caromax ® HSEH 5 Caromax ® MIZH 4. Caromax ® tHn] LLLAEH)™ i ¥ % Xt HH , 9] 4
DAKE % B b s B 845 (muesli bar) HITEHEH] .

[0437]  EAREAR—ASERTT S, X TGS PPAR o JahI 4G A .

[0438]  FEA K EIH—AN L7 20, X T A& 5 WURER G an e ve DR 5 AR DL5F V&
R ZRFL URR AL A T H

[0439]  TEACR B —ANSEH Ty S, XX T A& 5 R EE v BRALA Tt FH o

[0440] £ A K W — A Sl 7 &b, X TG Y 5 CETP ) ) 5 5] 41 CP-529,
414 (torcetrapib) 204t

[0441]  {EAR I —ANSEH Ty S, X TG 5 ACAT I & -

[0442]  FEAREHE— A0 T7 S, X T ALE 95 MTP F0HIF0) 51 a5 8 fih YR 205 0 FH
[0443]  {EAR I —A L7 S8, X TG S i HA G .

[0444]  FEAREHE— AT &0, X T A& 5 la i a0 D7 B R 414 i H o

[0445]  TEARREHEI—ASEiti 7 &, X 1 EW S ATP- Frig e 2 G REFDHIF -4 1A .
[0446]  FEAREHII— AT 2, X TG0 5 MG g sl 446 i o

[0447]  FEARKREHM— DL, R TEMERED (@ BIUNA s M. JUth

il
[0448]  FEA BB — AN SEHE T 20, 2 T AL -G 4 55 I 107 Al 400 1 550491 G B ) At 2 5 e
Ao

[0440]  fE—/NS T S, J3 AN P o3 A2 5T B I A BE SR S5 B o

[0450]  {E5)— NSt T S, Sy s o) 2 vt A it B

[0451]  {ED—ANSEHt T S, SN HIREE o R A IR

[0452] fE 5 — A sl 7 &b, X T 5 W5 LN %4l & A :CART i 4%

711/ QR Rt B N v B SN G R e N 2 - A N O = O AV N2 o L = o
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(Cocaine—amphetamine-regulated transcript influences energy metabolism,
anxiety and gastric emptying in mice) ” Asakawa, A Z& A\, M. :Hormone andMetabolic
Research (2001) , 33 (9) , 554-558) \NPY FEHLAIBI WIZE —1- fftliR {4-[ (4- LMWt —2- 3
L) I RO ) BiZhRRER (CGP 71683A)) MC4 J4sh3) (Fln 1- 23 -1, 2,3,
4- VY% -2 TR [2- (3a- Wk —2- A1 -3- 40fX -2, 3, 3a,4,6, - /NAMEMIF [4,3-c]
MERE —5- 2% ) —1-(4- SURTE ) —2- AL 2 T BEiE (WO 01/91752)) VEHRER (orexin) F5#T
F (A 1-(2- P32 IFTE M —6- 5 ) -3-[1,5] 250 -4- FR LR EE (SB-334867-A)) .
CB1 #5H1H / SOAHE BN H3 5507 / SARFBhH] (Hlan 3- MOk -1-(4,4- —F%E -1,
4,6, 7- VUZBKMETITE [4,5-c] MERE —5- 55 ) A -1- M EREE (WO 00/63208)) « TNF Hizliiil
CRF $5507) (it [2- 3k -9-(2,4,6- =LA ) -9H-1,3,9- =% =% —4-2 ] —
HEfZ (WO 00/66585) ) \CRF BP il (WK iiER (urocortin)) IR TR FBN. B 3
Bzhil (lan 1-(4- & -3- PRIk P3R5 ) -2-[2- (2, 3- — FI 3L —1H- M| -6- L4
i) CEFE ] G ER (W0 01/83451))  MSH({E B IE ) #sh7l. CCK-A #sh7) (4
un {2-[4-(4- & -2,5- “HEAEERE ) -5- Q- A LA ) memp —2- S AL P -5,
7- IEMEINE -1- 5 2B =R MR Eh (W099/15525) | IfiL i 2 P R BN (540 A5 e
Al GREE MG RN L TS EIRERAEY (H1i0 WO 00/71549) (5HT s 7151
U 1-(3- SEEZRFFIRIE —7- 2k ) WRIEFLEG#E (WO 01/09111) « BRS3 Hahiil H A BB
ghrelin F5HU51 MCH F5HT \mG1uRb FEHTH Bl K550 A KEER (FImANEKEZER)
ERKBMERBANEY) 6- FEE-1-0C- “RARAELEAETER)-3,4- “&A -1H- =
sk —2— AR AL T i (WO 01/85695)) \CNTELCNTF #12E4%) (#i4n Axokine) TRH &5 ( &
W, B4 EP 0462 884) \fFABICEE F 2 81 3 P50 R BN (2 W, U0 Lee, Daniel
w. ;Leinung, Matthew C. ;Rozhavskaya—Arena, Marina ;Grasso, Patricia. FHAEIRITHERE
IV 7E T B 98 2% sh 77 (Leptin agonists as a potential approach to thetreatment
of obesity).Drugs of the Future(2001),26(9),873-881) . DA ik zh) (5 {1 iR k=
Doprexin) i il / SR BN EIF (FIAIWO 00/40569) \PPAR YEH7 (51 41W0 00/78312) |
RXR 425788 TR- B B

[0453]  FEAKR B — AL 77 S, S MR I AR

[0454]  FE—ANSEHETT =0, Ji MG 3 Je A AR P I 2R TR S M Mg W sl 0T
[0455]  {fE—AsKpti 7y 2, 2 T A G4 B X e RS IR E AL I 22 e 1R FH ) 201
ACE iR (e KA ) A T IS B KR - B R RERNAY . IEH0N. B A7
LHGHH .

[o456]  {E—AsEitiy &, X T e S HAHi A EH KA -G

[0457]  fE—ANSEHET &0, X T A& S TR AEVR T R AE TR i) 25 40 & I
[0458] MY BRARH S, A K I EY) S — M el Bl EiR S W NUT 8 B — sl 2 Ff I
BB AEE MY T — RS A AL G SR A VRN AR R IR TS Y

[0450] 40 N IRAL SIS -

[0460] A MCH A2 {A[¥) cDNA [¥)5e & IE N MCH 32 4 (1) 520 HEK293 4 Jif 25 1) il 26 LA e
HHM M ARBATHI T REN 2 5 Andinot 22 A (J. Biol. Chem. 276, 13554-13562, 2001) Ft
R TTEAR B T7 VAT o B, 552276 SOk 22 7 A T Ik B EDGE Biosystems (USA)
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(1) Bk pEAKS SR ) B R IR B0k . % Yy it FH B 1 5 A2 B R O “PEAK A2 e 4 i 1 4% AL 1)
HEK 40 fig & (32K H EDGE Biosystems) . H) H ¢ #5 il i& i 19 /7 %, 15 B2k H Molecular
Devices (USA) ] FLIPRAXZFEAFAEA K B HIBCAAR BTG &0 DDA @71 (MCH) Jim 12E4T 40 a5
T I D) R 2

[0461] E%%ﬁw‘ﬁ

[o462]  FHMENE NMRT /N K Er AR D HIVE A o SSRRE 17 /NI i, 8 a8 )y it FH A
). KB ERAMGESR A B ST K, TR W 30 4B RN TL . BN
TERFLIHFERIE 7 /NI, MBI B — M BER I o K B = R LTS FE I 5 A AL B XS
W AT LL A

[0463] 3K 1 :LAALELZIW) 5 %] HE S WAH LL B8 v 3LV FE 5 i i D Il 2 190 R e iRk
120 T AR sk IV

[0464]
T p=
A=
. E—
Ri G—D
"
[0465]
SE it 1 MR [mg/kgl | R FLIHFE R,
Ry %o} R %6
9 30 82

[0466] " SCHT VRN IA 1) S TG R i) 2% 72 F T e i A BH , AH2 AN PRI A & B

[0467] il £ i

[o468] AR BHII T AbE4mT LAAE Bl R D) b U i B 8 il 4% o 5, 22 HE T 20038 FH s B
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