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1. XILe9:
M
R1— YA /(’)n («)\n
| />-N\ | N
B—p ) R

£
R R&. (C1-Cie)-BE. (C-Co)-BARK. (C-Cs)-BuAiAk. (C-Cs)-3
ARA. Z-(Crr-Co)-BERK. (Co-Co)-BIFE-(Ce-Cro)-F 2 (Co-Co)-
LIEE(Cs-Cra)- B F . (Co-Co)-TBILEK-(C5-Crr)- 2. (Cp-Cy)-T
B -(Cs-Crp)-FRbt 2. =ZR(Cs-Cra)3F &
A, i, A, RBEEARTIR(Ce-Cra)3R & 7T VAFRIA
TARAZREEK: HE. (C-Co-i. (C-C)REAERAE. £
A, (Cr-Co-t ks, A&, (Cr-Co)-RARL. =(CrCr)-
ERE. £-(C-Co-REREHZE. —(Cr-Co)- A RAHK,
(Cr-Co)- B A HA . (Cr-Co)- B ABA . FA, ZRFE. =&
FAEL. (C-Co) S AARBARAAARBE,;
R1 Z&. (Ci-Cro)-3ti. (C-Cro)-BERE. KA. £-(C-Cro)- AR
Z(Co-Cro)- BRI,
EPmATUBATERARNK: BE. (C-Co)-BoE. (C-Co)-%%
EEE. £2E. (C-Co-EHE. RE. (C-Co)-RARE. =
«(Cp-Cro)-BERIKE . -(Ce-Cro)-F & -(Cs-Cra)-HF A, -(C3-Cra)-
Z IR R -(Cs-Crp)- IR,
FhFa, R AXASFREATUASAERBATE
AERSBA: BFE. (C-Co-BiRh. (C-C)-HAEARK. £
AL (C-Co-EFE . BE. (C-Co)-HARE. =-(Co-Cpy)-
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BE R

R2 R&. (Ci-Cio)-BE. (Co-Cy)-BIE-(Cs-Cro)-F 5

R3 R & (C;-Co)tE. (C-Cy)-ARKE. £R. (C-Co)-mAIE . &
. (C1-Co)- I ERE . Z-(Cr-Cr)- A RE. FAE. (C-Co)-BAHA .
HE. ZAFE. ZATERE. (C-Co-AmBLA. RAMRBE;

A RZ0.S.NR2). C(R3). C(R3)=C(R3). NH=C(R3). C(R3)=NH. NH=NH;

B ZC[R3). NR2);

D AZC®R3). NR2);

EFRAA. BEADF £V —ALAZ K

n &HiEILEIR2;

L Z#M4. -CE=0)-. -C(=S)-+ -C(=0)-N(R2)-. -C(=0)-0-. -S(0)g.2-
-S(0)0.-N(R2)-+ £+ —AK B A KA R TUARNRSI). O. SH-C(=0)-
R RR IR A

M & -C(=0)-N(R2)- . -NR2)-C(=0)- « -S(0)¢2- + -S(0)p2-N(R2)- «
-N(R2)-S(0)p2-+ -C(=0)-0-. -0O-C(=0)-;

BREARE FAREH,

2. BA|ZRIF ARG RS, H+:

R RE&. (C-Cio)-BE. (C-Co)-HERK. (C-Co)-AE. (C-Cs)-%%
ERA. Z(CrCo)-HAERE. (Cir-Co)-TIE-(Co-Cro)-F & (Co-Cy)-
TIE-(Cs-Cra)-HFE . (Cp-Co)-TIHE-(C3-Cr2)-RIRI . (C-Cy)-T
AR -(Cs-Cra)- bk, =3IR(Cs-Cr)3R %

Eepra. fedE. RIE. RBEERIR(Ce-Cra) 3R A T A A
FTARALRSBK: HE. (C-Co-Bi. (C-Co)-HEARE. £
. (C-Co-hsiA. KA. (C-Co-mARL. —(C-Cr)-H
ERA. B (C-Co)-RERARE., —-(Cr-Co)-IMAREHA,
(C1-Co)- W BAME . (C-Co)-BuEHE. RE. ZAFE. =&
FREEL. (C-Co)- A RBLE X AEABA,;

R1 Z & (C;-Co)-uik. (Ci-Cro)- s 8. BRI, F-(C-Cro)- Bt AL
Z(Cr-Cro)- AR,
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HPREATABMATERARNK: BF. (C-Co)-BE. (Ci-C)-%%
REER. L. (C-Co-mAME. AL, (C-Co)-HEARE. =
~(Cr-Cro)- S BIE . -(C-Cro)-F & (Cs-Crp)-#F XK. -(C5-Cr2)-
E B R-(C5-Cro)-FELE,
A FR, £FA. XA EATIAE HELEHA TR
AERSBNK: HF. (Cr-Co)-#dk. (Cr-Co)-ARE. £
A, (C-Co)-ARA . RE. (Cr-Co)-BARKE . =(C-Cry)-
A RE;

R2 Z & (C-Cie)- 3. (Co-Co)-TIA(Ce-Cro)-F £

R3 4. (Ci-Co)-3t&. (C1-Co)-BERKL. ZR. (C-Co-BAFE. &
E. (Cr-Co)- A RI . =-(Cr-Crp)- AR, T, (Cr-Co)-BEAH A
KE. ZAFTE, ZAFRAER. (C-Co-AHmBLE . RABEBE;

A &£0. S. NR2). C(R3). C(R3)=C(R3);

B ZCR3). NR2);

D AZCR3). N(R2);

AP HRRA. BRDF 2 —ARARK;

n SHIIEIR2;

L AZ#4E. -C(=0)-. -C(=9)-. -C(=0)-N(R2)-. -C(=0)-0-. -S(0)p2--
-S(0)02-N(R2)-« £ —AKEAFAR TARENRS). 0. SH-C(=0)-
BB IRRIRIR R

M 2 -C(=0)-N(R2)- » -N(R2)-C(=0)- » -S(0)o.2- + -S(0)o2-N(R2)- .

-N(R2)-S(0)p.2-+ -C(=0)-O-. -0-C(=0)-;
BEAE LR,

3. BRAIBRIB2P AR XIee, R+
n =&1;

R Z&. (C-Cio)-$tE. (Ci-Cs)-RAEKX. (C-Co)-BAE. (C1-Co)-Ht
ARE . Z(Cp-Co)-BERKE. (Co-Co)-TII-(Cs-Cro)-F A (Co-Cy)-
T IEEA(Cs-Cra)- 2 F K. (Co-Co)-BIRE-(C3-Cra)-FHFE. (Cp-Cy)-T
BE(Cs-Crp)-FR . =3 (Cs-Cry)3F &
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R, A EE. FIRERZIN(Cs-Cq) 3R % 7T VAR
TRARAERSBRA: HE. (C-Co)-i. (C-Co)-AEL. £
. (C-Co)-mBEFRE. BE. (C-Co)- AR, =-(Co-Cpp)- %%
FRE. F(C-Co)-HMAEAREFKE., =-(Cr-Co)-IEARLKA.
(C1-Co)- B HFE . (C-Co)-BEHAE. AE. ZATFTEA. =&
FEEK. (C-Co)- I EARBLEA R BABBA;

R1 & (C-Cpo)- i (Ci-Cro)-HERE. RA. £-(C-C)-RERL. =
-(Co-Cro)- I 2K,

AP RATABRAFTEAARNK: HF. (C-Co-E. (C-Co)-1
EEHA. BE. (C-Co)-mAERE. RE. (C-Co)-IARL. =
(Cr-Cr)- A BRI -(Cs-Cro)-FH. ~(C5-Crp)-#FH. -(C3-Crp)-
Z IR R -(Cs-Crp)-FRht Ak,
AR, 2FE. BHRASFCRATREAELBOATE
AEREBRK: BE. (C-Co)-ttRk. (C-C)-mARK. £
A (Cr-Co)- A B (C-Co)-ERK . —-(C-Cyy)-
AR

R2 Z&. (C-Cie)- 322 (Co-Co)-TIE-(Ce-Cro)-F 4

R3 5. (C-Co)- B, (Ci-C)-HARA. £HA. (C-Co)-RERE. &
. (C-Co)-BARA . =(Cr-Cro)- BRI A, (Cr-Co)- B AHA .
ME. ZATR, ZRATERL. (C-Co)-EAABLE ., REAABLE;

A £0. S. N(R2). C(R3). C(R3)=C(R3);

B RZCR3). NR2);

D ACR3). NR2);

EFRRA. BADY £ — A ER;

L Z#H4E. -C(=0)-+ -C=S)- -C(=0)-N(R2)-+ -C(=0)-0-. -S(0)¢.5-+
-S(0)2-N(R2)-+ £ F —AKEAFAR TAENR3). O. SK-C(=0)-
BB IRR IR A

M £ -C(=0)-N(R2)- » -NR2)-C(=0)- » -S(0)p2- + -S(0)p.2-N(R2)- -
-N(R2)-S(0)o2-+ -O-C(=0)-;
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BIELARE ARG,

4. BRAZRI1EIF—ARE A PR G XA, £

n A&1;

R Z&. (Cr-Ci-t. (Cr-Co)tARA. (C-Cs)-BAtAk. (C-Co)-3
B Z-(Cr-Co)- A RK . (Cp-Co)-BIRE(Ce-Cro)-F & (Co-Co)-T
B (Cs-Cro)- R F A (Co-Co)-BIEA(C3-Cpo)-HIFE. (Co-Co)-EIH
(C3-Cp)-FHE. =R (Cs-C1)3 %,

HEhFRk. RFE. HIE. TBEEARIR(Cs-Cra) 3R & T A
TARALRZBRMK: AF. (C-Co-E. (C-C)-HARRL. £
A (C-Co-mazii. BA. (C-Co-BARL. =(Cr-Cpp)
BARE. B (C-Co)-ARAKE., —(C-Co)- A RAZA.
(C1-Co)- St 8 IEFH A . (C-Co)-BuAZE . RE. ZAFTA. =&
FEREE. (C-Co)-REARBARALABE;

Rl Z(C-Cro)-3tH. (C1-Cro)-R AR, A, B-(C-Cp)-ERE. =
-(C-Cpp)- A 2K,

A RATUMATERARK: &, (C-Co)-tE. (C-Cy)-%
AEEK. BE. (C-Co)-HEHE. RE. (C-Co)-EARE. =
(Co-Cro) S RE . -(Ce-Cro)-F A+ -(Cs-Cra)-#FE. -(Cs-Cya)-
BRI ER(Cx-Cra)-FI A,
EFFR. 2FE. BREAIFRREATUALS HERBOATE
AEREBR: BE. (C-Co)-2tik. (C-C)-BRAEAL. &
A, (C-Co)- sz, RE. (C1-Co)-HARL . =(C-Cra)-
AR

R2 R & (Ci-Cre)-$eA. (Co-Cy)-BIEH-(Co-Cro)-F 5

R3 Z&. (C-Co)-Bti. (Ci-C)-BAEXK. £A. (C-Co-IAiAzEtL. &
A, (Cr-Co)- AR . =~(C-Cpp)- A B RAE. (C-Co)- b H A

HE. ZATE. ZRAFTERE. (C-Co-mAABLE . RABBL,;

A &S. CR3)=C(R3);

B RC(R3);
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D AZN(R2);

L R#H4. -C(=0)-+ -C(=S)-+ -C(=0)-N(R2)-. -C(=0)-0-. -S(0)o2--
-S(0)o2-N(R2)-+ EF —AREAMNFRA TAZNRS). O. S&K-C(=0)-
HERR KK E; |

M & -C(=0)-N(R2)- . -NR2)-C(=0)- « -S(0)¢-2- + -S(0)¢.2-N(R2)- .
-N(R2)-S(0)p.2-+ -O-C(=0)-;

BEAR FAEGE,

5. RA|BR1EAT —ARE R F AT XS4, £+

n £l;

R R(Ci-Cio)- . (C1-Cs)-BERE. (Co-Cy)-BIRE(Ce-Cro)-F . =
KR (Cs-Cr)¥ %,

AFFERZR(Ce-CL)FR 2 TABUAT AR LR S BRAR: HX.
(C1-Co)- Btk (Cr-Ca)-BeE L. B, (C-Co)- iz, KA.
(C1-Co)-BEARE . =-(Cr-Crp)- A RA. #-(Cr-Co)- AR
A, Z(CrC-EAREHE. (C-Co-AKHKE. (C-Co)-12
AFE. A ZRATE, ZRATEAER. (C-ComAmBAER
RAFEBA

R1 Z(Ci-Cio)-$e. (Ci-Cro)-mAAA. BE. £(C-Cro)-mARE. =
—(CZ-C12)'%}£-§L£\,

E P RATUAMATEARARNK: HE. (C-Co)-$E. (C-C3)-3t
EEE. £L. (C-Co-EE. BRE. (C-Co)-HARKE. =
-(Co-Cpo)- A RE . -(Co-Cro)-F &+ -(Cs-Cro)-#FE. «(C3-Cp2)-
Z IR R(Cs-Cr)-FFRB X,
AR, FA. BHREARFRETAEHERMBATE
AEREBRNK: BE. (C-Co)-B&. (C-C)-BEARK. £
AL (Cr-Co)- A A B, (C-Co)-HAERE . =-(Cr-Cr2)-
B RL;
R2 Z&. (Ci-Cie)- 3. (Co-Cy)-TIE-(Ce-Cio)-F 2
R3 Z&.. (C-Co)-Bik. (C-Ca)-BEEK. B, (C-Co)-mARE. &
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K. (C1-Co)- LA EI . =-(Cp-Cro)- AR RA. (C-Co)-BAEH A

HE. ZAFR. ZRAFRAAL. (C-Co-mAHBE. REBBE;
A &S. CR3)=C(R3);

B RZC(R3);

D ENR2);

L RM#M4E. -C(=0)-;

M £-C(=0)-NR2)-. -0-C(=0)-;
B AR FARRG .

6. MABRKIEST—AN L AT ARG EY, EAKEH.

7. —#HY, LS —FREFRANZRIEST —ARLE AT AL
a4 .

8. —Fr ), LOS—HREARFNERKIEST—ARS AT AL
-t By —Ft 5 I B RA.

9. BMA|BRSFHEM Y, LN AIGERBRLST—FTRE
FTAE B e e AB R L. HMG-CoAiL BB HIH] . A2 B BRIk
#HEF . PPARYE I . PPARa#F#] . PPARw/y# 35| . PPARSEFH A
M4FHE. MTPH#HIH . R BB 415 . MTP#H4I# . CETP#F4|H .
BowR feit BBk Al . LDLZARE S/ . ACATHHA . HEALH . IR
OB H A . ATPATRMRE S B HAN . A LXK ABWHA. BE
@B RA . HMTAATRESHH . BB A, BB E. SBKRE. R
PRk, REKEE, el — L. o-FBTHWHN . EATp@EY
ATP-RBMATE E 675 MRS B RBEBRALERI I A . R FH Ot AR
A BAEEEEIER . BB AEFEN . RBL6-—ABRETHIN. HEH
WIE B QAAT R . S RBE: RAE- B BLE S B al ) . AR AR
BEIVI4IH . 11-p-2 A X BB BLEB 1374 H) . &G B AR 1B 4
. SRAET HBHEEG132AT A . GPRIGAT A, MEHBMIE
Badp 4| R . TBLBEARALERIT R . BEBUNET R IR BRSO BRI . 4B
A B B3PI EIF . BAMBECRRHIA . AAF-ALKRERA. I B
BB EIF . BERREEZRATH . CARTESH . NPYESH . MC4

8
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A . RRERSDA . HIEF . INFEH . CRF#3H. CRF BP
BRA . REKEHZF . p3%sH]. CBILARERAAN. MSH (IREZ £
M E)E S F] . CCKE B\ 5-REBRTRERIFTHN . RoOMFE L
¥ ERE LS. SHTESHF . BN . HARRERA . £K
BE. ARMEFERASY. TREESHA . BEAKEA2IIATH. BE
B . DARSIF(RIEZF. doprexin). FEEE/ A BEEHFF . PPARAY
#. RXRiFAH H XTR-B- LS H XK ARk,

10. RA|BRI1ESPT —FARE R P ATRASYESER TATBE
A M F 6 I,

11. RA|ER1ESF —RARE R LGS WERER TRV BR
QYT 6 R IR,

12. A ER1EST —RAK S A F AL oW EFR &R T4 57Kl
AR B b B R &,

13. MA|BR1ESF—RAREATHEAGILESMERNER T7F R
BHEWGHHFHRE,

14. RA)|ZR1ESP—RARZ AP AR MW ES SR TR
L ESE A R PR

15. A2 R1ESP—ARZ AP TR NESHEFSA THF o
TG BTG E,

16. BA)ZRK1E5F —RA K % R F A& 149 4514 A T4 55 CNS
REFF e 4 F &g R L.

17. A B RK1E5F —FAKE AP IR GEWERE R Ti6 77440
FREQ BT R E,

18. MA|EBK1ESP—ARE AP RENNAMEFRSA THEAFR
RERANH DT AL,

19. 41 & 04 —FREFRANZRIEST —ARE AT ARG ILEY
KKk, LaERERRS ‘555 L& T BARRA VARG % RS
W) BRIE T8 97 X.
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2-Z% & K -wthe& H[3,4-C] e AT A M B FLAE 5 SCD 74| 7| 849 A if

AERAFBEARITEDBR L AT LA L.

$5 M) £ RS A A A SCD1Fr 4 7 64 Fl ik B A #34.,

AL —AB R RBER T HIEHF ETHAGER GFT1EY. si
BEmE, ZAWRFRETEAQRFEARFBRARKES S, KiltsE
AE. FEBE. KARABES)EHEERE S EA AN ETE). *&ﬁ«ﬁ‘
Mk B EM. LDL. HLDAVLDLA AR A S R34,

E sk, AKEA ia%&s‘wté\%:

—M (-) \n

A (»)
/>—_ I(\,)

o -

R REA. (C-Co)-BEk. (Cr-Co-BARK. (C-Co-eAhE. (C-Cs)-
AR, Z(Cr-Co)- AR (Co-Cy)-LIEE-(Ce-Cro)-F & (Co-Cy)-
LI (Cs-Cra)- 2 FH . (Co-Co)- LIt (Ca-Cra)- 2 ERE . (C-Cy)-T
BE-(Cs-Cro)-FBA . =3 (Cs-Cr) R %,

R, 2R TR FREEARIR(Cs-Cra)3R R TABIA
TRARAERZBRAK: HE. (Ci-Co)-ik. (C-Ca)-BAEE. £
K. (C-Co)-E#MA. BA. (C-Co)-HERL. =-(C-Cp)- 1%
ARA. B(CrCo-RERABE. —-(CrCo)- A RAHE.
(C1-Co)-BEA B A, (C-Co-AZE. RE. ZAFA. =&
FRARK. (C-Co) R AABLA R RAARBEE

R1 & &. (C-Cpo)- 3. (C;-Cro)-Bt & RE. 2-(C-Cro)- A RE.
Z-(Cr-Cpp)- SRR,

10
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HEFRAEATUABATFTRAARNK: BF. (C-Co)- 3. (C-C3)-%%
ARA. £E. (C-Co)-HERE. RE. (C-Co)-ARL, =
~(Cr-Cr)-BHAERE. -(Co-Cro)-FE. -(Cs-Crp)-RF K. -(C5-Crp)-
PR R R-(C3-Cr)-FRi L,
EPFA. BFA. EXRAIRBEATAE HEABOATE
HEXSEBAR: BE. (C-Co-5idk. (CrCo)-SiA R, £
. (Cr-Co)- A FA . B, (C1-Co)-HARIK . =-(C2-Cr2)-
PARRA;

R2 & (C1-Cie)-3ti. (Co-Cy)-TIHE-(Ce-Co)-F A

R3 Z&. (Ci-Co)-ti. (C-Co)-ARRK. £A. (C-Co)-ERE. A
A, (Cr-Co)- B AERK . =-(Cr-Crp)-BARK . . (C1-Co)- I AHA .
HNE. ZATEA ZRAFTRAER. (C-Co- A sBE . RABBL,;

A &0.S.N(R2). C(R3). C(R3)=C(R3). NH=C(R3). C(R3)=NH.NH=NH;

B RZCR3). NR2);

D RZC[R3). N(R2);

EFRRA. BRDF £ —AsbRAR;

n &HiEiMA1R2;

L A#4E. -C=0)-+ -C(=S)-+ -C(=0)-N(R2)-. -C(=0)-0-+ -S(0)2-+
-S(0)0.-N(R2)-+ H ¥ —AREAMFAA TEAZNRS3). 0. SK-C(=0)-
HEIRR IR F;

M & -C(=0)-N(R2)- . -N(R2)-C(=0)- + -S(0)g2- + -S(0)o2-N(R2)- -
-N(R2)-S(0)¢.2-+ -C(=0)-0-. -0-C(=0)-;

BEARE PR,
itk b B F B X E 2 L3 T o9 A4

R R, (C-Cio)-BE. (C-Cs)- AR, (C-Cs)-BAE . (C-Cs)-H
ERE. Z(CrrCo)-BARK. (Cp-Co)-TBAHA(Co-Cro)-F 2+ (Co-Cy)-
BIEE-(Cs-Cra)-RF R, (Co-Co)-TEIE-(C3-Cpp)- BT K. (Cp-Cy)-L
BE-(Cs-Crp)- SRtk . =3R(Cs-Cr)R %,

HEPFAh. IR, RIRA. RBEERZIR(Cs-Cra)3R £ T LA

11
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FTARAERZBMK: BE. (C-Co-BE. (C-Cy)-HEAERL. &
A, (C-Co-Bikzik. RE. (C-Co)-HERE. =(C-Cp)-i&
ERAE. B-(Cr-Co)-MABREEE. =-(C-Co)-IEAREZ A
(C1-Co)- S RAEHA . (C-Co)-ABEA. RA. ZATFE. =&
FREER, (C-Co)- St AABEA R RIERBLE;

R1 & 5. (C(-Cpo)-5t3k. (C-Cro)-t A, A, £-(C-Cro)- St X RA.
Z(Co-Cro)- AR,

AP REATUBOATRABRNK: HE. (C-Co)-BE. (C-Cy)-%
AEE. BE. (C-Co-ATmA. RE. (C-Co)-mEARE. =
~(Co-Cro)-BAZEI . ~(Cs-Cro)-F & -(Cs-Crp)-&F K. (C3-Cypp)-
BRIRER(Cs-Cro)- SRt 4,
EdFE, EFEA. EATERFRETAE HERBATE
AEREBNK: BE. (Cr-Co-BE. (C-Co)-RERK. £
A (Cr-Co)-BEFA . BRI (C-Co)-ERE . =-(C-Cp2)-
AR

R2 & (C-Cie)-$ti. (Co-Co)-TIE-(Cs-Cro)-F4;

R3 Z&. (C1-Co)-}E. (C-Ca)-EEK. £E. (C-Co)-ERE. &K
A, (Cr-Co)-SEERA . =(Cr-Cro)- AR, T, (C-Co)- A
&, ZA/ATE. ZATEARA. (C-Co-AABA . RASBE,;

A R0. S. NR2). C(R3). C(R3)=C(R3);

B ZCR3). N(R2);

D ZC(R3). NR2);

EFRRA. BRDF EV —A AR

n SHiEIHZINR2;

L ZM#M4E. -C(=0)-. -C(=S)-. -C(=0)-N(R2)-. -C(=0)-0-. -S(0)q.-
-S(0)0.-NR2)-+ HF—AHKEAMFKRR TEAENRS). 0. SK-C(=0)-
HERR K E;

M £ -C(=0)-N(R2)- . -N(R2)-C(=0)- + -S(0)o2- + -S(0)o2-N(R2)- .
-N(R2)-S(0)¢2-+ -C(=0)-0-. -O-C(=0)-;

12
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B4 EAREeg ik,
AL R E P18 XS, X4 T Xiatbso-%:

R1/MYA
DO
\
B\D R
Ia
o

R Z&. (Ci-Cie)-#. (C1-Cs)-BEAIK. (C-Cs)-BAAL. (C-Cs)-$t
AR, Z(Cr-Co)-BRARK. (Cp-Cy)-TITE(Cs-Cro)-F 2 (Co-Cy)-
TITEA(Cs-Cro)-FFE . (Cp-Coy)-BIREKA(Cs-Cra)-Z A, (Co-Cy)-L
BE-(C3-Cro)-SRbe k. —2R(Cy-Cry)3F %,

Hgk, £33 230K, FTRERTIRN(Cs-Cig) 3R A T LA A
TRARAEREBMK: HE. (C-Co-HE. (C-Co)-HARL. £
A, (Cr-Co-BEAE. BRE. (C-Co)-HERL. =(C-C)- %%
ERE. F-(C-Co)-mAREEL. —-(C-Co)- A RAEZAE.
(Cr-Co)- S EAZ A . (Cr-Co)- A B A, 4. ZAFEA. =4
FRERK. (C-Co)-StAmBLE R AL B,

Rl Z(C-Ci)-Bi. (C-Cro)-S A AL, BE. £-(C-Cr)- A RE. =
-(C-Crp)- S A 2K,

A PRETUABRATRARNK: BE. (C-Co)- . (C-Ca)-#%
AERE. BE. (C-Co-HEAFA. BRE. (C-Co)-EARL. =
«(C-Cro)- BRI -(Ce-Cro)-F & «(Cs-Crp)-#F A, «(C5-Crp)-
e IR R-(C5-Cro)-FR &,
APFE, £FR EXRASIFREATUAESAELRBATR
AEREBRR: BE. (C-Co)- A, (C-C)-RELRE. £
A (Cr-Co)- A FE . RE . (Cr-Co)-ARE . —(C-Cp)-
AR,
R2 A&, (Ci-Cre)- & (Co-Co)-TIA-(Ce-Cro)-F 5

13
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R3 Z&. (Ci-Co)-$ti. (C-C)-BAERL. A, (C-Co)-mAFHE. &
A, (Cr-Co)-BARI . =-(Cr-Cro)-BARKE. A, (C-Co)-BLEFKA .
NE. ZAFTE. R/ FEAEA. (C-Co-mEmAmBLA. RERBLE,;

A RO. S. NR2). C(R3). C(R3)=C(R3);

B ZCR3). NR2);

D RZCR3). NR2);

EFRRA. BADF £ —ANLHAK;

L A#H4. -C=0)-. -C(=S)-. -C(=0)-N(R2)-. -C(=0)-0-. -S(0)p.2-+
-S(0)0.-N(R2)-+ F ¥ —A %K $ AMFHA R TAZNR3). O SK-C(=0)-
HERR K E;

M & -C(=0)-N(R2)- . -N(R2)-C(=0)- + -S(O)o2- » -S(0)p->-N(R2)- -
-N(R2)-S(0)g.2-+ -0-C(=0)-;

BAAEE ARG H.

IEF 4 ARk 64 2 Xafbb-4h:

R1/MYA

| )—NmN—L

B\D \R
Ia

¥

R RE. (C-Cie)- . (C-Co)-BARL. (C-Cs)- WM. (C-Co)-Bik
A Z(CrCo)- AR (Co-Cy)-BILIA(Co-Cro)-FE .\ (C-Cy)-L
BE-(Cs-Cra)- R F R (Co-Co)-TAH-(C3-Cr2)-RIFHK. (Co-Cy)-Bhr ik
-(C3-Crp)- 3R . =H(Cs-C1) 3R %,

HEpFRA. £FA BFE. FRARIR(Cs-Cra)3R 2 T AHOR
TAAERSBR: BE. (C-Co-A. (C-Cy)-BAEL. B
A, (C-Co-tukaiik. REA. (C-Co-RERE. =(Cr-Cp)-%
ERE., B (Cr-Co-HAREEE., —(CrCo-ARABA.
(C1-Co)- BRI . (Cr-Co)mAHA. A, ZAFEA. =&

14
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FRERK, (C-Co)-SAARBLA S RABBLL;

R1 Z(C;-Cpo)- 3. (C1-Cro)- A EE. BE. £-(C-C)-ERE. =

-(Cy-Crp)-BL R RK,
AP RATABAFTEBARK: BE. (C-Co)-5k. (C-Ca)-1
AR, £X. (C1-Ce)-Sr 22 A (C1-Co)-BERE. —
~(Cr-Cr)- BRI -(Ce-Cro)-F .\ (Cs-Crp))-#F . -(C5-Cp)-
ZIRAR-(Ca-Crp)-FRB ik,
HFik, £FE E2FXEAITBETREIERBATE
HERSRA: BE. (C-Co-E. (C-Ci)-mARL. £
A, (Cr-Co)-mAFA . BE. (C-Co)-IE AL . =-(C,-Cr2)-
AR,

R2 &2 (Ci-Ci)-BtE (Co-Cy)-TIHHA-(Cs-Cio)-F A

R3 Z &, (C-Co)-Bk. (C-Cs)-BEARKL. A, (C-Co-ERL. &
. (C-Co)- A RA . =-(Cr-Cr)- B AEE . R (C-Co)- S AH L.
HNE. ZAFTE. ZARAFTEER. (C-Co)-uhmbtil. REBBLE,;

A £S. C(R3)=C(R3);

B ZC(R3);

D ZN(R2);

L Z#4. -C=0)-. -C(=S)-. -C(=0)-N(R2)-. -C(=0)-0-. -S(0)p-2-+
-S(0)0-2-N(R2)-+ HF—AHKEANFARR TARNRS). O. SK-C(=0)-
HERR IR E;

M & -C(=0)-N(R2)- . -N(R2)-C(=0)- + -S(0)o2- + -S(0)o.>-N(R2)- -
-N(R2)-S(0)o2-+ -O-C(=0)-;

BEAR FARFH .

3 E F 5 ARk 0 2 Nlatk o4l

15
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R1 A
B’\ />— NC@N—L\
D R

Ia

A

R R(Ci-Cie)- 8. (Cr-Cs)- S AR . (Cp-Co)-T I H-(Ce-Cro)-F XK. =
R (Cs-Cr) 3 %,

AP FEARIN(C-Cr)R A TAMA T EAALERERK: XHE.
(C1-Co)- %t (Cr-C3)-IE AKX, £R. (C-Co)- iz, X,
(C1-Co)- BRI . =-(C-Cpo)- B ERKE . £-(C-Co)- A RAE
A Z(CrCo)- AR FI . (Cr-Co)- AR, (C-Co)-11
AHEA. REA ZATRA. ZATEAEL. (C-Co)-BABBLA X
BAABLK,

R1 Z(Ci-Cp)-$t&. (Ci-Cro)-5 A E A&, B, £-(C-Cp)- A RE. =
-(CZ-C12)'%£%,

A FRATUMATRARMK: BF. (C-Co-BE. (C-Cy)-%
ARE. AR, (C-Co-AFE. RA. (C-Co)-ARE. =
~(Cr-Crp)-BAERI . «(Cs-Cro)-F . (Cs-Crp)-#F K. -(C3-Cro)-
R E RK-(C3-Cra)- SR A,
EdFA. £2FA, EXASREATUAEHERMATR
A¥ERSRK: BE. (CrCo-iik. (C-C)RARK, %
A, (C-Co- sk, RE. (C-Co-HARE . =(Cy-Cpa)-
A RK;

R2 & (Cr-Cio)-B. (Co-Cy)-BIHHE-(Co-Cro)-FX;

R3 Z 5. (Ci-Co)-Bth. (C-Co)-mAERK. £EA. (C-Co)-HEARE. &
AL (Cr-Co)-ARE . =-(Cr-Crp)- S RA . FUL. (C-Co)- SR E B A
RNE. ZRFTE. ZRAFEAERL. (C-Co-AmBA, RABBL,

A ZS. C(R3)=C(R3);
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B ZC(R3);

D ZEN(R2);

L 44, -C(=0)-;

M £-C(=0)-N(R2)-. -O-C(=0)-;
BALAR FAAAEKE,

B—AZRGTEF, RAHEZETnEEHFFALTHF F16XMMLS
4.

E—ANEHRFEY, RiEHREFLEC=08X1LEY.

E—ANERHEFEF, KRR L T ME-C=0)-NR2)H X1MLEH.

BE—ANERFEP, KL R E T ARLS. DENEBRZCHH XA Y.

BE—ANR®FEP, REHRELFTARCR3)=CR3). DENHLBZCH
8 XILa4.

BE—ANREFEF, KW R E TARZCH=CH. DENALBRCH# I
AW .

B—NERFTET, RLHRZETARCR3)=C(R3). DEANELBANH
KIMes#.

B—ANERFTEF, RiERELFARZCH=CH. DANABENH#H XI
o,
AERAGRIHE. ShHaed . K RRA W Fo o rT oKL B JE 5k
KRB RAHHT Kby X Le-H .

BARAR. Rl. RRFR3PHATIAR B4R X484,

BEAMA. . ERak, LLRARA.

AR EA6EI10NFE T 5 BT vA M 5 il BaA . ik 1R 24Pk
BRARARARN L IRR_INFRB AL,

REEREASENN KRR TFHELEY —ANFHRIAEAL. 2R3N LH
N. OFeSHIRLERTFREARETFRCHERI AR,

FRAR LS —ANRE NG Fe KI5 RI6F 6 R R (IS H &K
BF).

RAARCE—ANASEN TN AR STBFRGT R AT RE

17
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).

ZHRER NI RS RICHEG T E, L FIRAGERT Ta
SABRBRTFRELSAL 2H3INL AN, OFSHHRLRTF. £E4HKRFRC.
ZHRARAGEPHRZL—LTIARASF R T K,

4 A ASBARETRAEXNMLAYF EA—KA LB “n” ), €
AIToT VA 2SR 5 3t S A2 69 ARAEAR R SLSF BT A B R ) .

# T e e REARMNSYHRERES, FIALE AL
HBRANETERELR, IELLAELAAELAMEHGAEFRMEE T,
AE RS Y 6 E F 69 £ T E ARG B An R 3 R RALBR oAy HLER #G 2K,
Bk 6 RALBE Bl hoii Bl . SGRBR. BEER. 1RBEER. FHBR. AEBAARRBR, FF
RO IBA| I LB, KB, RTFR. AAHKR. LK. THR. #HE
BR. CBIBR. R TABE. FUBR. SUAEEE. D RBR. ¥ RB. TREBR. 334
BR. s-FREBRABELR, A TEHAY, FAREEARLE. EXHAE
BIrHRENBEREE. BEREB b)), BLER k(B Itk
i), B3, RTZHQ-ALA2-EFTA-13-A—8). — BB, M
RE . HRAME. fesd. BHYRERT K.

EHABR P RMEYABETRAETFHERKERALANERA, €
MV A A B &P AR T4 &R A 2 EARR G B A/ A TG T M
KL, Blhe kIR A .

AL RS HETAARR M S MB YA E, HlAREHFots &
R REGE. REPHRESHHIIE 3 HAH X ERLANEE
A, EMRARLAKGZ—ANFTE.

TFTXA “XKMLA” HPTAH AR L# R 4 XML Y fede K4S

KLY B H AT FARFHERA TR AT RAFGERSGY: R
FedB 2k B RREI & Rt A4E. Jopk. BAB. kS EM. LDL.
HLD#AVLDLE A XA o F B, BREKBER, LERZGREMLE,

KMWmL VAL B I E RS 4E3A .

ATHRBELEMFRAREEZHRNAHHERAT—AFAEL,

18
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) o BT ik 4 BRI S-% . TR, A FTEAEEWERFE., BF,
B # & 4 0.1mg £ 100mg(& ¥ 4 0.1mg £ 50meg) X/ F 4K E . 44
0.1-10mg/kg/ R 4SEE A . A H SEREH Tl 614044 0.01£100mg, BEF
0.02£50mg. *F A LR Z| G REHTREREHT e, RIS TARY
YA HIER, 12REMNKILASH THERKRGEHESWNOTY XA
. BARYERLARTHEY, 2XRLE5E6HH L CHEIMEHF Bt
BHEVRRALE. SATUARARIRARX =4, FEMKESLESH—
AR B REIRAE, Bk A, ETASH0.05%E95%F F6)7E M A&
4. LTABERINGHZZRYR, QIEFHIGXMLEY. KREAHEH
WenaWTvABIL e FH X — RS, XIBBFFEEARKEORE
¥rin a5 35 3 _EARF & BARFa/ B BH ) RA.

AL PG HEEHNRET O RMEZ O (FlE T AL, 21
RIER A F XEFHANRIT L TFTIRAETASE R QREGHRR T EH
VABAEBAY T LT P 6 R e KA, 6 R F) 7 Ao R E A5 7 44
AELAGEE &L, RiawBRfdm §aes . Ex0HFRAO0UKRE
HERAEE. RERUHTSER_TRE. 2ALATEALEAARX TR
BEf FEARARRE TARGRTEGAETREY.

BT 1 RAE A 6915 T 6 S B R T A R IR 5 £ S| RN . A LA
A F (suckable tablet) R A M GH X, AEZHLHFARTHNE S —FH X1
o, ARG HX; ERERIERKEZRART HERIRERNTY
Ry RAKCHE R QKBIAMNGHE X, O BREGAFE, Xskins
M VA R AEATIE A Hl 35 ik %, PRk st pEE A s b &
(TR —FF R 5 A F SN R Aa e TR, o —KRET
& MRS 5 AR T R a8 B AR BARBEAT I Q Fa ) R RA LB TRl
24Kz R m Rk E . B, Hlde, KA TAB LS8R RK
B, 1y —F RS FH IR EF SRR KB E. EF A TUAE
TEZTHNE PRELEHLSH . BERN . EEEEN /R —FRE
)R & E MR /5 BA RAE f R X KT G ER &
#14-. RE A (shaped tablet)™ vAif it £ & T 49 ML 3 P42 AUNE MR BA]

19
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ERALE DR A Y R E

EFLu(ET)EAGHHESHOIE: 28 AeHfFitl, &
THREERFTEAARATEZRARA, AR OIELEEELR B 4ot K fe
H i SR BEAE o T F A R P 691 B- M b R AR

H e Hpegms

RE AW T AL RE L —FHREFH IR FEMNR
SUAHA, RN ERERBRI PR ELRE T S HA L0
REAFAAGR. XEEWYGEHA
GBIkt 6254, IBARE,

BT ie s a8 R F e E MRS
W PRBAEERRAC ),
e,
IR E MRS
B T 677 B8 & & M Ra
P do A iE M AR A
A F it 57 Bt B b5 MR
. AT AR BNERERS, Fo
10. A %/éﬁﬁw/&ﬁ}%m*&ﬁ«ﬁglﬂ& 5B RAR KOG LR EMR
BRA" o

ST AL KL A& XILe-Has-, #HAAR THEAKHRARE. #
MRS A TIAB IR EB RS HNEA TEERA ALY ZFE
MRS T —F 5 H F 644846 S by R AT,

EAR THE R A IMEERSLLE:

FERote Liste 2006, F12F 7R 2|6 A FAE/R A Z; ZERote Liste
2005, F1F PRE|GEHTH BRICH /R4 H; ZRote Liste 2006, F58%
PR E| G PTA PBR EARA] . T A S RE A XL s, LLAF
KR GHERE. FHRSEASTIAB TR ERRSHNEA TELRE
AR T S ERRSAET—FHHE R P GES4 M T XREA. A

~°.°°>l.°~sl-.4=s~5~)t—

20
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TR 2|4 KR 97 M5 ZUSP Dictionary of USAN and International
Drug Names, & B 2532, Rockville 2001 ¥ 42 FF .

RBERRBOERGEAREEZNAEY, #doLantus®(H L
www.lantus.com) 3 HMR 1964 2 7 WO 2005005477( i #= i& & (Novo
Nordisk)) P #3i£ #9 AR 2k . ik Bk B (A ILUS 6,221,633). TR E 5]
4oExubera®. X 2 JRAE &% | 42IN-105 (Nobex)H Oral-lyn™(&F %474
#) I K 2> 8) (Generex Biotechnology)) . GLP-147 &£ 4 %] d= ¥ E #F KK
(exenatide) . #| 33 #% & K (liraglutide) 3, & 2 £ & F= £ 12 A/S ) WO
98/08871. W02005027978F . /£ 2/ 5] (Zealand)#I WO 01/04156 F X &
14835 L 4 2> 3] (Beaufour-Ipsen) WO 00/34331 F 2 FF 4G AR &k | BEBR-E- 2
AR (Symlin® , 225Kk 2§ d /23] (Amylin Pharmaceuticals)) VA& 2 JRA & M &)
M do bE B4

0 JRA 7 6 B fodE R R .35
EBLR K,
RN,
# 8 R BR X (meglitinides),
w& e bt — BF X (oxadiazolidinediones),
kel bt —BR &,
#4e B 4 7]
A% R BB AL B A ) A
P & g F R A,
M B LA,
RAE-1,6-— BB B #I FA),
F A EHIEZ G4 (GLUTH) AT A,
BB RAE-6-BEBE BERR S5 A5 BE(GFAT) 7 41 71,
GLP-1# 3 #|, 47 BE TR, Bl 2 EEREZASHWO 97/26265%=
WO 99/03861 F 2T ¢4 AR &k,
Z KRR BKEE-TV (DPP-IV)37 %7,
Fi By & A,

21
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A5 2 B BB R A& (gluconeogenesis)Fo/ R AE B 5 64 AT B 64 37 51 7 ,
HEBEIR, FAEHEE HERL AT A,

11B-HSD1# 4|7,

B4 - B R B BB BB (PTP1B)# 4 7,

SR FME F) BB 45 K 8 13 2(SGLT1, SGLT2)4 A F A,

BE R R e-H, #130iE 3G 8 f & (antihyperlipidemic) i 2~ F»
7& M HLAE fo(antilipidemic) A4

B ERYBAIAY,

¥ A jE RS H

PPARFRXRFF #|, #o

Ve B T pLa it ATPAR B P A78 1 09 7% ML R A

BEREPH—ANEkFET, XS P 5HMG-CoAL R B4 7 4
o FRAIT. BARALT ., BRAIT, BERAIT. FRAMAT. B ARAAIT.
F HARAIT. L-659699404-36 1 .

EREZPY—ANERFET, XS5 R B BE BT 5 ) 4] deik &
HAR ., B, WD F. FM-VP4 (=52 § B3/ b & B4R o BR B 8% B
g tbt B F A4 8] (Forbes Medi-Tech), W02005042692). MD-0727 (%
% & 2 8 (Microbia Inc.), W02005021497) 4 4% A, XF 5 4
W02002066464 (B AR ZE XS4 (Kotobuki Pharmaceutical Co. Ltd.))
R W02005062824( K & 2 & (Merck & Co.)) & W02005061451 F=
WO02005061452( 1 #7 #| B 2 5] (AstraZeneca AB))¥ #ik 49404-4 4043
R .

EALRH—ANFRRFEY, XIMESHEPPARYHE S Fl4e F #55]
AR, w58, JTT-501. G1262570. R-483. CS-011 (rivoglitazone)a4
A .

AEREZPAHG—ARHEFEF, XNI4LE Y5 PPAR.K 3 #] 4] 4=
GW9578. GW-590735. K-111. LY-674. KRP-101. DRF-10945284-36 /4 .

BEREPH—ANFEHRFEP, XA Y5 PPAR/yRA B F| FldeE
#fb 4 (muraglitazar). tesaglitazar. naveglitazar. LY-510929. ONO-5129.
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E-3030. AVE 8042. AVE 8134. AVE 08473.:#% ZAPCT/US 00/11833.
PCT/US 00/11490. DE10142734.4 % 3 /£ J.P.Berger % A, TRENDS in
Pharmacological Sciences 28(5), 244-251, 2005 %&£ ¢) AR sk 48536 ) .

ERAEPAG—NEHRFTEF, XNI4LE Y 5PPARSE 3 H 4l 4o
GW-501516£84-341 .

E—NERHxFEF, XIMLESH S5 metaglidasenH A 5 MBX-2044 3, 1
'CPPARYyI B S A /AR 426367 .

ERALPH—ANRHRFTEY, XSS E N REFeEEN 4. AN
4. RILN4FLEE#HA.

BERERAH—ANERFET, XML Y5 MTPIHF) 45 4o -1k
BMS-201038. R-1037573& £ W02005085226F #534 & AR 2L 40 556 ) .

EREPH—ANEREFTEFY, XNSHE5 CETPH 7 4]ttt
(torcetrapib)RJTT-705424-36 7 .

EREPH—NERFEF, XSS5 R BRI 7 (£ de A
JLUS 6,245,744 . US 6,221,897 3% WO000/61568) #] &= HMR 1741 &, # £
DE 10 2005 033099.1f=DE 10 2005 033100.9F #i£ 89 AR L 48456 7 .

ERERAH—ANREFEFY, AMLEHE REASWH AR H BB H 440
R, FRECEELER,

EAERAH—ANFERFETF, XMLESHEHLDLZARFEFH(ARALUS
6,342,512)#)4=HMR1171. HMR1586 3% % £ W02005097738 ¥ 4k & AR &
mAaA . |

E—NEHRFEF, XIS EOmacor® (0-3HE; FHEKREHN
=R BB LB e =+ BRSSO BR L BR) AR A .

BEREPH—ANERFET, XML HE5ACATI | F 6] 4o FT% EH
MAKA .

BERAEPH—ANERFET, XLoHEHREAF420PC-14117.
LFAE, AT, RIFOE. B-RAE M ERBELHKA.

BEAREPAG—ANERFETR, RIS H S8 AT Bt EBoREA
EB124846 A .
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EAL PG —ANERFEF, XSS REG IBERT N6 eI
#]-F (ibrolipim) (NO-1886)£84-3& /A .

ERERAH—ANERFEFT, KUY E5ATP-ArARER 5L A B 47 4| A
%) 42 SB-204990486-36 7 .

EREAG—ANERFEF, XILESHE A L %L BT H F] 4 4e
BMS-188494 34 £ W02005077907 F 4L ¢ AR 2L 0 S-56 ) .

BERAELAH—ANERFTETY, KISV EBRZEQFBRN 4
gemcabene (CI-1027)48436F .

EREPH—ANAEZRFEF, XIMEHE5HMTIAZRE S F| 5] 4038
BRLEASFE R .

EAE PG —ANEHRFTEF, XI5 R8BI 5 F 6] e 2 A 8] # 3K,
FH#F| 8] Ho(cetilistat) (ATL-962)284 36 .

ERERHG—AREFTEF, AMLESDERHTEELHEA.

BE—ANRETETF, AULE W5 BB E G40 F R8T Bk 5] A5,
¥ 5| bk XA T LIRS .

B—ANERFER, XIS YE SR EH 4o = FIRILLA A .

EFH—NERFTET, XLESHE A& RREH| o is 5] 2 XAREF]
BLAZER .

E—ANEwFEY, XSS5 R —FREG oh&F| H, F&7)
BR. 558, F #5583 AH £EDr. Reddy's Research Foundation#WO
97/41097 F AT 6944 L HERS-[[4-[(3,4-=5-3-F £ -4-FAR-2-" vl ok
AFEAERA T A 2,4 Krd bt —BRAEAHA .

E—AREFEFY, KHLEW 5 o- 45585375 H) 4] 2o K A7) B R T
FRAB LA .

BE—AFRRFEF, KMLSHE5ER TPEIRHATP-ARB M 4718 8 44
EM R Bl he FFAT B BFIAM. BFR. %5 ERA0ET A0
AR .

B—AEkFEY, XIESHE—FA L6y LiRSWmskm, #
Yo GBI L A = F SN, BEBRE AT FEIE. B A= F IR,
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MR B EAEBEE, REEFR TSN, BREEFGERIFE. REEFE
BT FL0E5EA .

BE-ANEHRFEF, XKW 5 ¥R BEERACE ¥ 4] F] 4] 2o PSN-357K,
FR-2589003% % Z£W02003084922. W02004007455. W02005073229-31.
WO02005067932 F #4534 49 AR e 20456 .

BE-NERFTEF, XS5 R 0 E TARBERLN F42A-770077
HNNC-25-2504 34 EWO02004100875. WO2005065680 F #4i& 49 AR b 20 A~
& h .

BE—AEHRFTETY, XA HE F4E R E H 4 LY-2121260
(W02004063179). PSN-105. PSN-110. GKA-503%# 4142 £ W 02004072031
HW020040720663%WO02005080360 F ik g AR 2L LA 436 .

BE—ANEHRFTETY, AHLSYE R L35 H 4 doFR-225654404
A .
BEANERFET, XHASYE R4E-1,6- — BB 5 (FBPE )47 #] 7] 4]
42 CS-917488-36 1 .

BE—ANFERFTEY, KNS WE HFHEHE R G4 (GLUTY)RET A 4
47 KST-48 (D.-O. Lee¥ A: Arzneim.-Forsch. Drug Res. 54 (12), 835 (2004))
(1436 .

BE—ANREFTEF, XS5 5 ABE  RE-6-FERBLEE 155
(GFAT)#7 4|7 4] 4= £W 02004101528 ¥ R4k 44 AR 2k 20 456 71 .

B—ANFERFEY, RS HE KX KREE-TV (DPP-IV)37 4] 7] 4=
%X 5| iT (vildagliptin) (LAF-237). ®4&3 iT (sitagliptin) (MK-0431). '~
5| iT (saxagliptin) (BMS-477118). GSK-823093. PSN-9301. SYR-322.
SYR-619 . TA-6666 . TS-021 . GRC-8200 . GW-825964X K # #&
W02003074500 . ' WO2003106456 . 'WO0200450658 . W02005058901 .
WO02005012312 .  WO02005/012308 . PCI/EP2005/007821
PCT/EP2005/008005 .  PCT/EP2005/008002 . PCT/EP2005/008004 .
PCT/EP2005/008283.DE 10 2005 012874.2 3 DE 10 2005 012873.4 % #4534 #)
AReeLa 2561 .
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BE—AE#FETY, XA 511-p-2 1 £ B BEALEBF (11B-HSD1)
%) F) 4] 22 BVT-2733 & & 4] 40 £ W0200190090-94 . ' W0200343999 .
WO02004112782 . 'W0200344000 . WO0200344009 . WO2004112779 .
WO02004113310 . ' WO02004103980 . WO0O2004112784 . W02003065983 .
W02003104207 . WO02003104208 . W02004106294 . W02004011410 .
W02004033427 . 'W02004041264 . W02004037251 . WO02004056744 .
W02004065351. W02004089367. W02004089380. W02004089470-71.
W02004089896. W02005016877. WO2005097759 414 &4 AR SL 40 476 ) .

E—ANEHEFTET, AMLSWHEEG-BAKRFAKREIB (PTP1B)F 4|
# 4 4o £ WO0200119830-31 . WO200117516 . WO2004506446 -
W02005012295. W02005116003. W02005116003. W02006007959. DE
10 2004 060542.4. W02007009911. W02007028145. W02007067612-615-
WO02007081755. WO2007115058 F #5i& a4 AR 2L 0656 7 .

E—ANFEHRFTEY, XIS HEHRBUET HEHEEG1R2
(SGLT1. SGLT2)#% # #4wKGA-2727. T-1095. SGL-0010. AVE 2268
FSAR 7226 %A Fl4= £EWO02004007517. W0200452903. W0200452902.
PCT/EP2005/005959. W02005085237. JP2004359630 % & $1 A. L. Handlon
A Expert Opin. Ther. Patents (2005) 15(11), 1531-1540 F f#3£ ¢4 AR sk £a A
& H .

BE—ANERFEY, XIMLESHE5GPRA0E T H L0465 .

E—ANEEGTEY, NI HEBE BRI EEHSL)I 4] 7 6l o £
WO02005073199F #iL &G AR e 40436 ) .

E—AERFEY, XIS YE LBHEEABRILEACC)HF H) 7 440
FEWO0199946262. W0200372197. W02003072197. WO02005044814 7+ 3%
R AR L LB AFE A .

E—ANRHEFTEY, XS5 BB 7R B BB B8 (PEPCK) 47 4|
7 4] 4= £ WO02004074288 F H53i£ g AR L LA S-36 /) .

E—ANEHRFEF, XS54 RA8HE-3p (GSK-34)47# 7 4
4= & US2005222220 . WO02005085230 . PCT/EP2005/005346 .
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W02003078403 . W02004022544 . W02003106410. WO2005058908 .
US2005038023 . 'W02005009997 . US2005026984 . W02005000836 .
W02004106343 . EP1460075 . WO02004014910 . WO02003076442 .
WO02005087727. W02004046117 F &L ¢ AR sk 20536 .

E—ANERFEF, AMLSHEZ G RECE (PKCP)HFIH 44814
73 (ruboxistaurin) 21436 .

E—ANEHRGTEF, RMESHE N K EALHRIRA Fldravosentan
(SPP-301)4R6-76 A .

E—ANREFTEF, RAMNEHE"1-«BEEE "3 5] KK 7)) 4] 4=
ZEWO02001000610. W02001030774. W02004022553. W02005097129 F
LA AR 4B A .

E—-NERGFEF, KILEUWEBERRBEZIERATAN AL
WO02005090336 F #i& 64 AR L 28536 7]

BEH—ANFHGET, KW TERRLSBEHEA:

CART A ¥ # (& I : "Cocaine-amphetamine-regulated transcript
influences energy metabolism, anxiety and gastric emptying in mice"
Asakawa, A.% A : Hormone and Metabolic Research (2001), 33(9),
554-558);

NPYH A, BldaoN-{4-[d-R A Erdak2- 2 R TR TAFT R LR
-1-#R Bk A 3 B4 3 (CGP 71683A);

FKYY 3-36 (PYY3-36)R EXAbad, #l4CIC-1682 (RiLCys345A
£ % & &G A HPYY3-36)KCIC-1643 (PYY3-36894T4 %, LAkl
M 7E G & E A NFE AEW02005080424 F Hbik ¢ AR 2k

XKAEZHRIFZTRAN (Bl F EMIE. SRI147778, R EZ Hl I E
EP 0656354 . WO 00/15609 . WO 02/076949 . WO02005080345 .
WO02005080328 . W02005080343. W02005075450 . W02005080357 .
WO0200170700. W02003026647-48 . W0200302776 . W02003040107 .
W02003007887 . W02003027069 . US6,509,367 . WO0200132663 .
W02003086288 . W02003087037 . W02004048317. WO02004058145 .
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W02003084930 . W02003084943 . 'W02004058744 . W02004013120 .
WO02004029204 . 'WO02004035566 . W02004058249 . W02004058255 .
WO02004058727 . WO02004069838 . US20040214837 . US20040214855 .
US20040214856 . W02004096209 . W02004096763 . W02004096794 .
WO02005000809 . WO02004099157 . US20040266845 . W02004110453 .
WO02004108728 . W02004000817 . WO02005000820 . US20050009870 .
WO0200500974. WO2004111033-34. WO0200411038-39. W02005016286.
WO02005007111 . WO02005007628 . US20050054679 . W02005027837
WO02005028456 . W02005063761-62. WO02005061509. WO02005077897
W 312 64 AR 28);

MC4# 5 7] (#] 32 N-[2-(3a-F 2 -2- F X -3-K4K-2,3,3a,4,6,7-5% S
FH[4,3-c]oZ-5-2)-1-(4- B R 2)-2- AKX T K ]-1-RHK-1,2,3,4-79 5K -2- F Bt
(WO 01/91752))3#4LB53280. LB53279. LB53278THIQ. MB243.
RY764. CHIR-785. PT-1413 % &£ W02005060985. W02005009950 .
W02004087159 . WO02004078717 . W02004078716 . W02004024720 .
US20050124652. W02005051391. W02004112793. WOUS20050222014.
US20050176728 . US20050164914 . US20050124636 . US20050130988 .
US20040167201 . ' WO02004005324 . ' W02004037797 . WO02005042516 .
WO02005040109 . ' W02005030797 .  US20040224901 . W0200501921 .
WO0200509184 .  WO02005000339 . EP1460069 . WO02005047253 .
WO02005047251. EP1538159. W02004072076. WO02004072077 ¥ #5:i£ ¢
AR &k 5

A% (orexin) L AR A (F01-2- F A Kok -6-2)-3-[1,5] B2
~4- 3 Wi 35 B 3 (SB-334867-A) A H 4] 3= EW0200196302. WO0200185693.
WO02004085403. WO02005075458 F #534 &4 AR 4k);

40 B H3 AR B ] (B 4= 3-8 T E-1-(4,4- = F 3K-1,4,6,7-79 -k H--
[4,5-c] LR -5- ) A B%-1-BA 3 B2 3 (WO 00/63208) 3K % £ W0200064884 .
WO2005082893 7 44i& & AR 2);

CRF# #A| (Bl 4o [2-F %-9-(2,4,6- = F A X X)9H-1,3,9- = K 2 % 4-
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A]-=AEB(WO 00/66585));

CRF BP# 57| (#12e f BR % (urocortin));

FRBUR B

B35 | () R 1-(4-R-3-F BB F RAFE)-2-[2-(2,3-= F A-1H-"3%
-6- R BA) TARA) TE H AR H (WO 01/83451));

MSH (12 2% s s %) s sh 7l ;

MCH (& &% REHRF)Z B RF (HIoNBI-845. A-761. A-665798.
A-798. ATC-0175. T-226296. T-71. GW-8034303% & £ W02003/15769.
W02005085200 . W02005019240 . WO02004011438 . W02004012648 .
W02003015769 . W02004072025. W02005070898 . W(02005070925 .
W02004039780 . W02003033476 . W02002006245 . W02002002744 .
W02003004027. FR2868780 7 #4:£ & AR S 40.5-47);

CCK-AB 37| (B4 2-[4-(4-R-2,5- = F EAEFL)-S5-Q-FRTETH )R
- KR F BEA]-S,7- = F A 5I%R-1-K) TR = AT B E (WO 99/15525) 3K,
SR-146131 (WO 0244150) % SSR-125180);

5-# & TR F R (B304 ZREN);

R & fefed F B LR E SL4LAH (5] 32 WO 00/71549);

SHT AR FHH, PAldel-G-TEAXFkd7-2)B2E B Y
(WO 01/09111);

5-HT2CZ AR B 3h 7 (41 42 APD-356 R BVT-933 3 # £ W0200077010.
W020077001-02 . 'WO02005019180 . W02003064423 . W0200242304 .
WO02005082859 F 434 44 AR 4k,

5-HT6 X ARIEIA], 4lHeEWO02005058858 F Hbik 44 AR £k

09 AR 2 AR B3 ) (BRS-38L 30 ));

H 7 Ak (galanin) AR LA ;

A KBE Bl AL KHEE RAOD-9604);

£ R EBBAEH(6-FEE1-Q-=FAXLL TEARTBE)-3,4-
= S -1H-F5ok-2- F B4R T 85 (WO 01/85695));

A RKBEFRSBEZAFERANERKREBHERERA), H32A-778193
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H A EW02005030734  H5ik 64 AR 1k

TRH# 3h #] (#1422 JLEP 0 462 884);

FRABEL R § 2-R3-1A T #;

BEHFHFA (B A I: Lee, Daniel W.; Leinung, Matthew C.;
Rozhavskaya-Arena, Marina; Grasso, Patricia. Leptin agonists as a
potential approach to the treatment of obesity. Drugs of the Future (2001),
26(9), 873-881);

DA F (R 18 F, doprexin);

JE B/ 52 Ay B 374 7 (5] 22 WO 00/40569);

ZBLEH IR O-BL A M B EE(DGATs)IFHI 7], #)2=£US2004/0224997.
WO02004094618 . WO0200058491 . WO02005044250 . W02005072740
JP2005206492. WO2005013907 F #4i& 44 AR &k;

BE B BR A B (FAS)IWH17, #l4mC753:% £W02004005277 F 3£ &4 AR
>3

BEBR R AR

7 b A - R R

REFTRBBEELRGESIAN(FRBEELARKSA), #d0:
KB-2115 & # & WO020058279 . WO0200172692 . WO0200194293 .
W02003084915. W02004018421. W02005092316 F 45i£ &4 AR 2k,

BREPAYG—AZEFTETY, FIGERRSRARE; FliR:
"Perspectives in the therapeutic use of leptin", Salvador, Javier;
Gomez-Ambrosi, Javier; Fruhbeck, Gema, Expert Opinion on
Pharmacotherapy (2001), 2(10), 1615-1622.

E—NERFTEF, AIGERRSRLEREABIEAR,

BE—ANRRFTREFY, HIHERRS AT RV RAFRLA.

BEH—ANFHRTREF, BIGERRSRABDHFEHA.

E—NERHRFTEF, HIQERRESZ D RIGHFA.

BE—ANEHTEF, XS DERDTE. KL TIEWRW L £ (H)
4o A R: Carob/Caromax® (Zunft H J; ¥ A, Carob pulp preparation for
treatment of hypercholesterolemia, ADVANCES IN THERAPY (20019
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A-10/), 18(5), 230-6). Caromax® :k £ Nutrinova, Nutrition Specialties
&Food Ingredients GmbH, Industriepark Hochst, 65926 Frankfurt / Main)
HAH A BIRN ES)EAA . TUAE—NRF F RAiE L5568 X1
- FCaromax®K £ 5 Caromax®#9 284, Caromax®iZ A AR
Bl 4ok A e Eomueslith &) 7 XE A .

BEEBAR, REPGKEHE —F RS LRILESYABRIELY
— MRS HING B R ZERY R EEETLESHBIAABARL A
RPTELEA.
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R R=CH;; CH,-CH,

QYQNOA
(o)

N N FMvPa JTT-501

Gl 262570 O Cs_01 1
Rivoglitazone

o
s
HOJ>< Qﬁniuo cl, Cl on
(5\/' ClM

K-111

GW-9578

0O
N\
/@/\/\(/ N/\©\ /I\CEU\”/\Q\ /©/F
HO\H><O ”—QO 07 ~OH o~ o
O

LY-674 KRP-101

0
0 X~ "OH o F F
N 0 HO F
“ S b

LY-510929 GW-501516
Cl
5% p
F \, S
¢ e
> N
F F O N

F)K/H ° O n o) /O\Q\Nﬁ
O‘Q R-103757 k/NO jiN/(

BMS-201038 oy
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s

JTT-708

Br
o]
CH
” 0\\ /0\/
I P~
N

NO-1886

HO /}D
Ssa HC_ CHy
0/0\/0
[0] CH,

BMS-188484

ATL-962

HO e
)Qﬁ( . NNC-25-2504
NH
N//

0
OH

i ffL
o NN
H
GKA-50

O\;/\O/
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KST-48 cl

'/\N/ H-CI
Q\ /p /EﬂN\)
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Cr

Cl

BVT-2733

SPP-301

o1
HNr
0 HN” O
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et 0

mMB243
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O H
¢ N NNy
o 0 h
F N
Cl X H N
F 7N
A-665798
0] O ATC-0175

O T-226296
F

NH, NH,
..... T
HH H H
N N\J\u 'HN\EJ\N N\J\N NI\OH
: N)‘P /-\ o SH o] NH
QJLNHZ HHS\g ) o OY\(
N\n/\N N\n/\N NH
o HNLOO wo? ° "
H
O e
cl fl i o~ mo °
N/) AOD-9604
GW-803430 HO
'/©/C|
0]
" NH o
2 A-778193
NTS OH
209¢
" /kN, 0 3 C75
o)
S0
/\/\/\f\/\/\/\/‘L o)
, h Bt AR B
Cl
/) .
S0
| N<>—N CH,
O
IS\i W, F
HO Ci OH
KB-2115 cl AVE1625

35



200880012991. 8 oM P FE27/4T)

ALK PTLRAE T XI# ZARF AR RA M Fe X1 45 AR FH AL R K,
169 JE st Bk RS- M e shdE stk X RAOYRB L &8 F EHITH B
8.

MG R0 A TiHmit AL, mIERLMRAEZRG FREEY
A AT R,

EATRZEZ G ABEAREELRNZ T AL PG XLESWsh .

(A TH-FSCDIH RIE M) L2 R § A BAKAA Y IRB IR R S
89 4 M Wistar K R 6957 F Potter R ) R B A4, A4H 250mM/LE ¥ Fo
5mM/l HEPES (pH7.0)8 & A R #ATEF B, B EIHREGBARIES
F-80°CHEA. #REE BN T E. A1-VC-ARTH ARG BN Z T A28 Bk
-CoAF Bt l., METX, FEEBERTHALYEHLAHAEDMSO
F, IRE A 1% [viv])S A£200ulR) 2 4 4 &R (6mM/1 MgClys 250mM/1E4E
150mM/1 KC1. 40mM/l NaF. 100mM/1 Na,HPO, (pH7.4). 1.3mM/l ATP.
1.5SmM/13L & B 5B AR . 60uM/l CoA. 0.33mM/11® Bt A& F2 0.94mM/1
NADH) ¥ ) 15pg X S AT ALK F 10min. A 0.5uCi [1-'*C)-A2 B8 8%
(55mCi/mmol), F37°CHK Z R4 HTBEF 1h. ME T 65°C A 2.5M
KOH/MeOH:H,0 (4:1)¥ 34+ MEATIT & B8 By BR /K B 4h, 280l F B8R T
e, AS0pTHEIR, FTLCHZEAL0Y% AgNOs ¥, 4% 8 3T # 47 #H85E .
FisomT A E A TR, BTLCHR AL TR (A&F:FE LMK
[90:8:1:0.8) & F, Tk, EBEAREA T IR EATHRIOAXFSCDL7E Rt
TRE.

AT IBRBARN R T vA £ BA 75 & 3% P52 i vA R AL RS Bh-CoA &
taFaBgE MR I, B AR T A10uMNG RE R, REAMGKREK
B 6940 A- M B Jm A K AE ) T FEIE G AR L B 7 BAE A SCD17 HI 675 1,
AT E A SCD1E M 374 8 4.
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R2: AMFFEM
5% 3645 % 4] (10pM)

1 65

2 31

9 26
10 100
13 100
14 100
15 100
16 100
17 97
18 38
19 100
20 100
21 100
22 100

AL HIrFISCD1E M, BbIpFiEs A T KRR, et
AR 4% & 4E (Hulver % A, Cell Metabolism (2005), 2(4), 251-261 #=
Warensjoe< A, Diabetologia (2005), 48(10), 1999-2005).
® T#HHISCDF M, XMLSWHLeem TERILDH . HEAFIESTT X
TG SCDANF- 49 5 5184 J& 72 RSCDANF- 89 JR
RERGIAS- DI ESR T b T Fa/ T
1. - FEB¥, HEZ A RGER)ERH
2. - BB R B AR Ao &) )48 A R AR
- AF ARG ERALRR
3.- BhHK, LERRBRRK, OEFGSEAXNGERE.
- RTFRX—%5, ARG FTER
- HifniE,
- WRBHEHRGKE,
- B EHRE,
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- R REPEIE
- T R F Aotk o AR
4. BPERFAILGEIE, HleshiBARL. BORK. Bhd A,
RERA—AREANAT BE AR AR L (2R FRFiX dk):
- BHORXHhZERE. HES XN ZERE,
- {RHDLA= B B3R E
- {RapoARSE A RE
- BLDLAEEBRE
- DEELDLEEEEHL
- SapoBlEEARAE
- FAaFede I (Hl ot A18:1 / 18:0n-9. 16:1 / 16:0 n-73.18:1n-9 +
16:1n-7 / 16:0/8 F5 BR)
5. THERBESEIXGEASER RN S CRE, Hld:
- R
- B RS RE (Bl dedotik = B it % Ao/ RIKHDL)
- RERHEMH
- SEEM
- SR B gE
- {#% & %9 fJE(microalbuminemia)
- e ar. B Mt G AR T BROR S (T R A ERAR)
. HRE
- RAHRBE, PR RRT)SIRES . &R B e AL
e
6. ATEERGFo by A Xt f
- RRREAT
- MR R M
- AEBARMAT X
- dEEAHIE B AT K (NASH)
- TBAHAT X
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& i B AT
- HEIRAG R RT
Y HE AL
- BB RTERF
- KP4
- FFAEAL
- Frempesg
- RERX
7. BRREFEFa iR E ARG % T 4048 By BR A 3K 4 AR 2k
- BHF
- BE
- BB
- BRSBTS R AT
- BHASBERE R BRALARA K HE kR
8. RA M GH b =B8R T RMAE SN S H b =8
- RARMLAL AL R K mAnsE %
- BREYREBHRZ
- BlEEY LR
- BIBE G2 (HldmapoClIRapoEsk £)
9. 578 M3 A X 6 KRR LE
Bobk 3 B A
- BE
- B
- BB
- BAAE
10. 5AFZHRKE. B RF RLEERRRER X6 &R RAE
11. R4 KRB Ao/ RSCDAF-8 2 € Wi a7 & 7T iA il B 55 44
LERRRRER
- FIRRBAEAL, Blie(2 RFRT)D RSB, CIESKAHRT
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PURE. bR Sednbd 5 b fakd FFH 4R 60 X 4E(TIA)

S JB) PR ok 5

M E FRFE RBERE

BB R, BlietERmfaRamtsm X

MR K

EX

e KMmE

AR S5, B do b A0 ) RE 5%

A8 W 4 FoL BT 7

FEIBHERE, Blhohs W B

EARBAAR LY, P RRT)EMER. FE. el iR
JRIE . W BERTIE. M. BRAGREE. AHEEE. THIR
& F

S Aol v B RN & AR RO BB

A A R,

APZ T MR

3 R WA

A AR

LIBEGE R MR B SR, BlRedR)E

FEER

PPARA Y & 36 BURK 7§ B RK % 5 % £

BB FAFZHE K

KK, BlhefgBZ R B AHEK

AR K Fefitbsm, Bt Bl Atm. BFALAB. Ak
. RFIRG AR EE AR

P IR S8 Fo i IR B TR B

#, QLIEBERRHBRL

AZLK R A FMPV) R %, #) 3w 7 Lk K B (venereal
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papillomata). A&FMHRKR, FliidHHRE. KGR

- EBME K (papular dermatoses), #l4e 5 -FE B

- RBRE, PR RmRE. REBRATERNCE

- BFRHBRBREANE, Pl BRAR. RERE

- KRE

. FhE

- X&BAE4E

- 3£ E5%44E(PCOS)

- 1

- RHH B

- UBRALE)RREIUE R, flieXUEH LT X

- BREX

- HA(ERR)

- AR

- By /B GE

- 'tiﬂ%'ﬂ%kff (ARDS)

- BEHEARRFBHERATRMEARE, LA TETRRAMER
(BiHe 2R 76 5T HIVE AT IE 64 49 5 69 K BB 4 AE A)
LA Fa g T LA (B Jo B BBAT AR Bhdt 75 B Tk 118k 2)

»E‘%#ilkﬁwkﬂ’%ﬁ]i'ﬁﬁwif&%%&mﬁ]/ﬁ:%ﬂ‘ﬁk

# &
AL R E XIS H R AL LR T KRG SootyF ikl &g, AT
BILAFTHERF, HTAEAEH P TLAAEL:
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r1-M A~)n R1- ()
Y/>—x+ HN'INL\____, B\)_N,I"_\

LT R (V)—=(~) R
(I (LI I
AAREAMFTHRNERTLR2BELEBREAIBRABBR, RE, #
e M-R1A B T AR —F 545, e RM-RIZEA, NERMKE, Bk
FE| GRS BRIBIR, AT HHELETHL-REAR, EEEHER IR
F /a\ﬁ‘fixfbé‘éﬂh\(IV), AERE—TFIATEGIRMAE,

(+) R1” A ()n
R B\/>—N 'I :H + X-L.R — I)—N I N—L

(v) ) v) R

(Iv) V) I

B A AR B PETREK B, P ABIre., Z k. 88
AN E R BRBE BB A #) T Anik B M . BH G648 349 R BLTE B W AT,
CEEINAECCHLEMAENHEGRETHATRAAG., FFRAERNGE
BlA R Fi. THF. DMF. ¥X. ZBTE. EER. —%x. T8
o, EELEKXRNELKEN T, AR TEN 2o THFRDMF ¥ #) 7% 55 4o
g4, SRR TEFRETY,

FIAE B A AL~ 7 B KA A geiB ik A Lk L ik 4 4
B, 2-BRAR GG R -4- 3R BR B 6038 i3 18 4R B 64 ALK BLE 5 BrCH,COCO,Et
IRALGE A KA A(R AT £ % Hi % FI4 FR2- 3] (Sandoz-Patent-GmbH), DE
3443698). —FHBENLEEWF ER A BETAYIRN2-18 4B FEL T
e 49 12 B F (£ 1M T RA. Stokbroekx, G.A.J. Grauwels, M. Willems,

EP 398425; K. Schiemann, H. Boettcher, H.T. Henning; G. Hoelzemann, C.
van Amsterdam, G. Bartoszyk, J. Leibrock, C. Seyfried, WO 2004041815).

A6 RL 89 5-BRAX, 049 4T £ 4 68 K A 3045 3| (A LK. Anandan, X. Xiao, D. V.
Patel, J. S. Ward, US 2005250784).
B ARS STk RER. £RRELENRERENTHEFE
$hALIE XIHG4LE-H . vA T A 6 2660 Al T LA REK R, 12 R FRB) AL B,
B2 64 S 7 R R AR AT 8
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=1
2-[5-2-= A F AKX T 8t55)-3,4,5,6- 19 - 1H-b o5 5F [3,4-c] tbod-2- KK R i

-5-W B T B%
0
I
N F F
O r

1a: 2-(3,4,5,6-W S.-1H-"o%- 5 [3,4-c] thok-2- K )R mk .5 F 8% B8 = R L B%
#

H,C P
2 \/o~§R F o
S F
/ I {
N/)\N F OH
/ NH

F80°C# £10ml DMF ¥ $91,2,3,4,5,6-75% 2.8 3 [3,4-c | b — S8 BR
3% (1.15g, 4.24mmol)F= = LH(2.18ml, 15.67mmol) ¥ & /& mAE3ml DMF
P44 2- i vked 5. F 8% ZES(1g, 4.24mmol). F80°C 3h/E, W iZmAdhib 3,
He b B, Rk, B4 E&AHPLC (PR18, TAE/K 0.1% TFA)%
. =&:60mg (4%), M+H+: 266.09.
1b: 2-[5-2-= R F A K F BELA)-3,4,5,6-19 £~ 1H-% 5 [3,4-c]thek-2- K &

w5 W B 88
0
HsC \/O S
(I
N F F
O F

FEEBH2-= AT AKX FBR(50.4mg, 0.24mmol) A Z| £4ml—F F
A 2mlh o ¥ #92-(3,4,5,6- 9 £.-1H-7k7% 5 [3,4-c] b es-2- 2 )ik vt 5. 7 B
LB = S LR 3 (60mg, 0.16mmol)F= = ZAR(64pl, 0.46mmol) ¥ . FEiR3h
B, Wi RAMRGE, MAKF T TE, BAVAS S, BERL RS,
B it 4 & 2 HPLC (PR18, TAE//K 0.1% TFA)4h. =&: 63mg (91%),
M+H+: 438.04,
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EHH|2:
N-2-FRAA TE)-2-[5-2-Z AT AR T BLRL)-3,4,5,6-79 &-1H-#EHF[3,4-]
PHeg-2- 2K PR k-5 B

A/\H’OKE}_NGDN&F

2a: 2-[5-(2-= R T AKX T BLE)-3,4,5,6-9 S -1H-7E 5 [3,4-c]tbes-2- X R

w5 BTES 423
o)
Li' 0~ )
e ag
S

FEBE2-[5-Q-ZRF XX T BLR)-3,4,5,6-19 & -1H-L7E-H[3,4-c] 7k
%-2- K k5. F BR T B8 (80mg, 0.18mmol)fr & &AL 42 KA # (29mg,
0.7mmol)Z£10ml THFfelmlR ¥ $#37h, K&, HRRA, ALBTEX
B, ¥RARSFETIR, LEHFHE—FRH,
2b: N-(2-FR A T 3K)-2-[5-2-Z R F AR X T BtiK)-3,4,5,6-79 £-1H-"L%-
[3,4-c]otbed-2-FR R ek -5- T Bk

&At‘.j&[}_,‘m" 18.:

FZERK2-[5-Q-Z AT AR FBLXK)-3,4,5,6-19 K-1H-7L 2557 [3,4-c] ik
2-F | 5-FBR, 473 (88mg, 0.212mmol). 2-FR A X LB L
(38.7mg, 0.318mmol) . = T A& (126pul, 0.92mmol) = HATU (128mg,
0.37mmol)B#2h., AKX IFEA, WA AWELH SR HPLC (PR1S, TAHE/
7K, 0.1% TFA)44L. = &: 6mg (6%), M+H+: 477.19.

K #43:
N-G-F AT &)-2-[5-Q-Z AT AR T 8LK)-3,4,5,6-79 £-1H-7tbe8- 5 [3,4-c]
w22k K e 5. F BLAk

44



200880012991. 8 o P E36/47TH

/(C’/\ i
H,C N )
-0
N F F
O F

3a: 3,4,5,6-W9 S.-1H-"t28- 5 [3,4-c] Fthed-2- ¥ BE AR T B8

(o)

HNmN—<O
H,C
H,C CH,

¥1,2,3,4,5,6-5% £.AeE- 5t [3,4-c]theE — SR BR 3 (4.3g, 15.82mmol)iE AR
AE215mIK T, R/E I NBE B 844 (3.45¢ , 41.07mmol). B T AeAf£40m]
WA 4 AR B — IR T B5(3.46g, 15.85mmol), T £ R Z RS MBLIE4h,
Y& 49 4,6- = - 1H,3H-778- 5 [3,4-c] b 25--2,5- — ¥ BR — 4R T 85 ) 4k 3
Rk, HIRBRE, DAERTR. MEMWEHL23g Y ELER Tit—F
A,
3b: 5-(5-LERZE A K 2 K)-3.,4,5,6-19 S-1H-"% 5 [3,4-c]thek-2- F 8%
R T Be

H,C CH,

. J%H HCA<

F 100°C % 3,4,5,6- W £, -1H- =k %% 5t [3,4-c] wtb 5-2- ¥ BR AR T 85 (1.2g,
57mmol) . 2-i K= -5 ¥ B T 85 (1.69g, 7.17mmol) F= = T & (1.09ml,
7.84mmol)£70ml DMF & #it#7h. & A4, HIRRRE, ¥R AR
RYRACRUEER, F3134g >4, ERGH—FuBrtiT R
(M+H+: 366.14).
3c: 5-(5-FR AR -2-3K)-3,4,5,6- 79 F-1H-71b %51 [3,4-c] thei-2- F BRAR T B8

o) H,C CH

HOJK[S/%N@CN_(

N )
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F50°CH%5-(5- T R A E e 2-5)-3,4,5,6- 9 £.-1H-7b 8- FF[3,4-c] 7tk
wE--2- W B AR T B8 (1.34g, 3.66mmol)F= R EAL4Z KA (385mg, 9.17mmol) /£
150ml THF #=50mlK ¥ $t32h, F80°CHt#8h, FTHFERE T RE, #
AR CBL B B, ERARBRAIL, B RA CER BRI, H PR RS .
= &: 662mg (53%), M+H+: 338.10.
3d: 5-[5-3-F AT AR TELEA) R 2-K]-3,4,5,6-19 S.-1H-"&-5F[3,4-¢] 7tk
wE-2- F BRAR T B

s o H,C CH,
N

H:C/K/\ /S:s H,CXO
o N)“N\/:EN—&

F £ RIS (5-BERE-2-5)-3,4,5,6-9 S-1H-#LE- 5 [3,4-c] otk es-2- F
BR 4 T B8 (186mg, 0.55mmol). /%A (0.42ml, 2.6mmol). = ZE153ul,
1.1mmol)#=HATU (209mg, 0.55mmol)/20ml DMF ¥ $it32h. R K ILEA,
KRR E KA TR TERE. WAIARS S, R, B9 EEdTiH
— ik, EE:225mg, M+H+: 407.20.
3e: N-(3-F & T #)-2-(3,4,5,6- 19 S-1H-wk o83 [3,4-c] Ptheg-2- 2 )R w5 ¥ Bk
MRZ R OB

F
cH, A
H,C

.

N S

HJK[N)-NC[DNH
FEEKES-[S-G-FATEARTBLE)E2-K]-3,4,5,6-19 & -1H-7L7%

F[3,4-c]PHbeE-2- F BRAR T B8 (225mg, 0.55mmol) A 5mlZK#20.23ml= f 2.8

B30, REE, ¥R ERRS, ALRUEBEIR, HRA50% TR,

ZF: 440mgH E WA T FHZRTK.

3f: N-B3-FEATA)2-[5-Q-Z A F AKX FB:4)-3,4,5,6-m9 £.-1H-wk % 5F

[3,4-c]rtbrd-2-FK Rk -5 F AR
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/CC;\O
" N s
N o e F

HN-(3-F £ T £)-2-(3,4,5,6- 0 & -1H-7LE- 5 [3,4-c] Ptbns-2- 2 ik vt 5.
W B = 8B 3 (220mg, 0.52mmol)Fe = TA(0.22ml, 1.57mmol)EME A
10ml DMF¥, AXKEF 52-Z R F XX T BLRA(218mg, 1.04mmol)i%4,
iz RAM A I BEFELh, REBREEER, RE, MAKFRTRTE, ¥
HAAasd, Reg, @Bit4)&HHPLC (PR18, TAF/K 0.1% TFA)%4L,
=& 25mg (10%), M+H+: 479.06.

B 4:
N-(% ‘IJ E ‘? E)'z'[s'(z'i ﬁl ‘? Eg‘ ? &73;)'3,475,6‘ W ?&L'IH- "tt q&,-}‘f— [3,4-0]
heg-2- R -5- F Bk

T4,

BB RAAT LB F ik, EN-GRR2)-2-(3,4,5,6-W A-1H-7s- 3
[3,4-c]oHheg-2- 2 )R e 5 BLAE = AL T BR 3 (106mg, 0.26mmol)52-= F F
AR FEBEAE. M+H+: 463.05.

KAHS:
N-(3-F & T 2)-2-(5-"& vk obk-4- 5. -3,4,5,6- 79 £-1H-"B- 51 [3,4-c]hed-2- )

e 5§ BhAR
H=°/K/\u/‘oﬁ:s
’ N)_—NGI/\N \_//N

HN-3-F AT #£)-2-(3,4,5,6- 19 £-1H-7t. 25 5 [3,4-c] k- 2- K ) w5
W B = . LB 3 (220mg, 0.52mmol)Fe = Z(0.22ml, 1.57mmol)E M £
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10ml DMF ¥, X% T 54-8849R172mg, Immol)RA-. KL REAW H
INBEFLh, BEBRETR, RE, WAKFLERTE, $A4a458,
WIT KL RS, B4 S HPLC (PR18, THE/K 0.1% TFA)%E4L, M+H+:
435.05,

5= 364)6:
N-GRA A F £)-2-(5-"F =k ak-4-2-3,4,5,6- 19 S .-1H-"b2%- 5 [3,4-c | Hboi-2- )

e -5 7 B
o]
% JQ[ Q
IN)—NGDN \N_—//N

BB EAT REFISHF ik, EN-CGRRE T EK)-2-(3,4,5,6-0 &.-1H-7k
& F[3,4-c]hr-2- 2 )R ek 5. F B = S LB 3 (106mg, 0.26mmol)5 4- R
obok B, M+H+: 419.15.

9’:2‘@45']7:
5-[5-(3-F A A AR T B )R -2-K-3,4,5,6- 19 K- 1H-vL 255 [3,4-c] b

2-FERAR T B
0 H,C CH,
O/\/\ﬁ/“rs H3c—l<o
’ N%N/\:IE/\N_&
BB LT EAPIZAG F ik, #5-(5-FEE-2-5)-3,4,5,6-W £-1H-
ek I [3,4-c]hE2- F R TE 53- KA AR L. F£:91%, M+H+:
455.26.

5= #45)8:

N-(3- K £ 5 £ )-2-(5-5 vk ok-4-2.-3,4,5,6- 79 S-1H-"L 75 [3,4-c] tbo-2- &)
RS- B
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O/\AL[SHEN@

8a : N-(3-F & % £)-2-(3,4,5,6-9 £-1H-"b &5 [3,4-c] thog-2- 2 ) o .5 F
Bt = R LB

o) F o
@/\/\”/K[:)_NGCNH F—i_<0H

BREMT Eabl3et F ik, B5-[5-G-FAREA A FBA )KL 2-
#1-3,4,5,6- 19 £.-1H-v 2% 5F [3,4-c] wh - -2- 7 BR AR T 85 (55 76 4] 7)(376mg,
0.82mmol)5 Z R LEBR &, F&: &> % M+H+: 355.10.
8b: N-(3-F A & )-2-(5-" "¢ ok-4- 2 -3,4,5,6- 19 &.-1H-7L. & 5 [3,4-c] thnh
2-F ek 5. F BLAE

O/\/\ﬂ%;}u\/:[)‘gq

BB EAT EHABI58 F ik, #EN-3-FK AR H)-2-(3,4,5,6-9 S-1H-7k%
H[3,4-c|nbes-2- ) Ko 5 FELRE = SR E 54-RErdok R . =%
98%, M+H+: 483.19.

£ #645)9:
N-G-F XA X)2-[5-Q-Z= K F AKX T BLX)-3,4,5,6-19 A -1H-7tk2E 57 [3,4-¢]
Ateg-2- 2K R -5 W Bk

Q/\/\HJZ[;%NEN«@:F

BB AT EHBII F ik, BEN-G-EARRX)-2-(3,4,5,6-T9 & -1H-71b
R H[3,4-c| e -2- R ) K 5 FEERZ A LM 52 = ATEAXTEBRAR
K. F&:61%, M+H+: 527.15.
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% #4)10:
N-3-F AT K)-6-[5-2-= R T AKX T Bt2K)-3,4,5,6-1 £-1H-"L%-5F[3,4-c]
aibeg-2- 3K | Y B e

"G o. F
)an N = Nm,, F
(o]

10a: 5-(5- TR H Ankng-2-3)-3,4,5,6- 19 - 1H-7bE H[3,4-c] PtbeB-2- F B

T B8
H,C _N 0
O
(o] H3c7<

H,C CH,
F100°CH-6- R IRBL LB (567mg, 3.05mmol). 3,4,5,6-79 S-1H-vtb=8-H

[3,4-c] teE--2- F BT B5(565.9mg, 2.7mmol)F=5% B 46,(878mg, 2.7mmol) £

20ml DMF ¥ $#t3#8h, F120°CH#8h. FELMHIE L, ARKFTLBRLE %

a, TR BRIk, Al TR UGB, ¥ =ik k. = &: 72%, M+H+:

360.20.

10b: 6-(3,4,5,6-79 S-1H-lb7&-H[3,4-c]PHbrd-2-F ) MBR LB = M B 3

F o
H.C N
N = NU:\NH F—H
Y/ F OH
o}

B RAATF EF3et Fik, 1#5-(5-CREZE A E-2-3)-34,5,6-19
£-1H-7 783 [3,4-c] "t 7E--2- F BR AR T B4 (525mg, 1.46mmol) 5 = R LB R
. F&:95mgh =4, NAATETHZRTKR. M+H+: 260.10.
10c: 6-[5-Q2-= A F AKX T BLA)-3,4,5,6- 9 S -1H-vbog- 51 [3,4-c]"tbeg-2- KR
B T B8

H.C (o] F
\_/ : F
o

50



200880012991. 8 oM P FE42/47TH

BB R MTF T F ik, 1£6-3,4,5,6-19 B -1H-"1b28-5F [3,4-c] 2%
2-R)MREE LB = R LB 2 (95mg, 0.25mmol)Fe = T (77.3mg, 0.76mmol)
52.= 7 AKX FBLE(56.6mg, 0.27mmol) EAKE T B . FH: 99%,
M-+H+: 432.10.
10d: 6-[5-2-= A F XX T BLE)-3,4,5,6-19 &.-1H-"tbo&-H[3,4-c]Pbes-2- K |-
piifid

0 F

HO%C),N(I)N F E

(o) /2 é;
BB EANT EASIIH F i, #H6-[5-C-Z AT EARTBLE)-34,56-m

S -1H-7o&- 5 [3,4-c|Ptbei-2- X | R 8% T B8 (110mg, 0.25mmol)#AT T 454k, &

£ 40%, M+H+: 404.10.

10e: N-(3-F A T X)-6-[5-2-= A T AKX F B1K)-3,4,5,6- 19 Z-1H-7b7& 5

[3,4-c]"hrg-2- 2 R Bk

H3C>,\/ o) F

H N F

R S A F
o

BB EMT ARSI F ik, 126-[5-Q-ZRTFEAXFBLE)3,4,5,6-W
£.-1H-%te8 5 [3,4-c] ho&-2- 2 /R BL (40mg, 0.099mmol) 5 H# KRR E. &
% 34%, M+H+: 473.18.

EH11:
N-(3- ¥ & T £)-2-[5-2- 12 -5- F & A X F Bt 1K )-3,4,5,6- 79 £ -1H-. %
[3,4-c]rHbrg-2- 3K R e -5- F BLik

B R EMT RPN F ik, EN-B-FEATH)-2-(3,4,5,6-9 &-1H-7L

51



200880012991. 8 oo P FE43/47TH

oK I [3,4-c] PHheB-2- 2 K o 5. W B Ak = A 2 8% 3 (43.8mg, 0.1mmol)52-i8
S-FTERAEXTBMARAHATUZERLSE B, M+H+: 519.15,

EEH)12:
N'(3' X?}—‘s ‘;J 5’-"‘)'2'[5'(2' 7‘7%‘5' ‘? i%g‘ ‘? %g)'3a4,5,6' L) ?E_L-IH- wk Eg‘i'f‘
[3,4-c]rtbed-2- AR R mk -5- F Bz

H,c—©

BB EALTF LB F 5, BN-G-FEFHE)-2-(3,4,5,6-9 &-1H-7k
& H[3,4-c] Pt oE-2- 2 )R ek -5 F BB = T BR 3 (44.6mg, 0.095mmol)L2-
RS- FERARXTEAEAHATUERSE B L. M+H+: 567.17.

F e ]13:
N-XK T E-6-[5-Q-=Z A F AR FBLE)-3,4,5,6- 09 K- 1H-"1bo&-5F[3,4-c]thes-2-
KB BEAE:

@’\'HTC%@QNJBJF

BB AT LS F ik, 126-[5-Q-Z AT AKX FBLE)3,4,5,6-W
S -1H-tb28 5 [3,4-c] otk e8-2- A | JEBR (S0mg, 0.124mmol)52-F K TR B .
7= £ 45%, M+H+: 507.28.

5 364)14:

N-Q-FRAE TH)-6-[5-2-= R F AR T BL)-3,4,5,6-19 S-1H-7t7&-5F[3,4-¢]
Peg-2- BN R B

_ o F
MHJ/C%(IN—? F ;(F
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BREMTIANF ik, 26-[5-Q-Z AT EAXFBLE)-3,4,5,6-9 &-1H-
PheR I [3,4-c] b es-2- A JE B (50mg, 0.124mmol)52-F A X TARERER
K. F%:37%, M+H+: 471.28.

& #AH15:
N-wEed 2 2 F R -6-[5-2-Z A F AKX FBLE)-3,4,5,6-9 £-1H-7tb25 5 [3,4-c]
wbeg-2- BN MR B

{J&,H%@,N(rngz':

BB EMTF RHHIIAEG T E, #£6-[5-C-ZRAFTEARXTBLL)-34,5,6-
£ .-1H-%t"5-5F[3,4-c b ns-2- A JR BR (54mg, 0.134mmol)L5 C-Erd-2- K F A
ShEg o, & 28%, M+H+: 500.22.

5% #416:
N-F 2 N-rod 2 2 7 2 6-[5-(2-= AT A K F 84 )-3,4,5,6-79 - 1H-7b%
FH[3,4-c|PtbeE-2- A R B

BB KT RPN T ik, #B6-[5-C-ZRAFTEAXTBLL)-34,56-1
£.-1H-b78- 5 [3,4-c|HhE-2- A R B2 (54mg, 0.134mmol) 5 F HE-Eek-2- K F
EBEB A, =%:52%, M+H+: 514.30.

EHA17:

N-ZR R A F £-6-[5-Q-Z AT AR T 82K)-3,4,5,6- 09 S - 1H-vH&- 5 [3,4-c] ik
-2- AR B
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BRAMTF LAY F ik, 26-[5-C-ZRAFTARXTBEL)-34,5,6-m9
£.-1H-%te8 5 [3,4-c] hog-2- K JR B (54mg, 0.134mmol)5 C-3F R A F A R
B F&:77%, M+H+: 457.26.

5 #4518:
N-(3-£ % /% 2)-6-[5-(2- & -5- F A K F 8L 2£)-3,4,5,6- 09 &.-1H-vk 2% 5
[3,4-c]tbeg-2-FK |k %-3- F BLAE

H,C—0
BB R ANTF LB F ik, EN-G-BEKE)-6-(3,4,5,6-T9 £-1H-71b
& H[3,4-c]Ftbei-2- 25 )ik k- 3- F LA = AL AR 3 (466mg, 0.464mmol)52-i2
S-FERAEXFEARAHATUZENE R, M+H+: 530.02.

£ A&H119:
N-(Z-% %JE LE)'6' [5'(2'3‘ ﬁ ‘T] }J_{X ‘? %E)-3,4,5,6—W ;E_L-IH-V]:E%'H"‘ [3,4-C]
rteg-2- K |k %-3- T Bk

BB EMTF EHBI30EF ik, HN-C-FRAXTE)-6-FridE-3-FBL:
(150mg, 0.665mmol)#=(3,4,5,6-%9 &-1H-"b28-5F[3,4-c]bof-2-35)-2- = . F
ARA)FE = /T8 2% (263mg, 0.665mmol) BEAT T $4L. = & 27%,
M-+H+: 472.08.
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5 #6.4120:
N-sRep 5 K T 2K _6-[5-2-= A F AKX F BLK)-3,4,5,6- 79 S-1H-7b%-5[3,4-¢]
wheg-2- K | R BLAR

BB RAAT LB T ik, 1£6-[5-C-ZRFARXTBLL)-3,4,5,6-
£.-1H-71b"5 5 [3,4-c] Pthos-2- A PR BR (S0mg, 0.124mmol)L5 C-Erd-5- 3K F ik
BB R A, & 58%, M+H+: 500.20.

)21
N-ZR A A T X -6-[5-2-Z AT AKX T BLR)-3,4,5,6-19 S -1H-L7E-5F[3,4-c] vk
k-2- A A B AR

BB EMTF EAFIAN F ik, B6-[5-C-ZRTFTEXTHL)3,4,56-1
£.-1H-b"8- 3 [3,4-c] b 7E--2- 2 | JE B (S0mg, 0.124mmol) 5 C-3F K2 F A 3
BB, *&:69%, M+H+: 485.28.

S 764022
N-(2-3R %5 TH)-6-[5-(2- = A F XK F Bt K)-3,4,5,6-19 S-1H-"178-5F[3,4-¢]
Phe&-2- 3K | Y8 Bt R

BB EMTF LA F i, #6-[5-Q-Z AT EAKXTEAR)-34,5,6-9
S-1H-7b78- 3 [3,4-c| ik eé-2- 2 | JBBR (S0mg, 0.124mmol) L5 3R /XA THR B,
£ & 34%, M+H+: 499.28.
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% 364)23:
N-E e 4- 2 F K 6-[5-(2-= R F AR FBLE)-3,4,5,6-79 R-1H-t78-H[3,4-c]

Pheg-2- K YA B
«s/ o} F
BB EMTF LHAFIANG F ik, #6-[5-Q-Z AT A X TBELL)34,5,6-m9
£ -1H-7e5- 55 [3,4-c]Phek-2- 2 | )8 8% (140mg, 0.347mmol)5 C-E -4 ¥ i
SR, F&E:16%, M+H+: 500.40.

F )24

N-(2-3R A2 TA)-2[5-2-Z A T A K FBLR)-3,4,5,6-79 £-1H-wL28- 3 [3,d-c]
whege-2- 3K |- e -5- W LA

N O F
A/\'H%C'?,N\/IDNBQF
BREMTFERAEFIFNFT X, BEZRTCBRALSHN-Q-HFALXT

£)-2-(3,4,5,6- 9 £.-1H- vt 2% FF -[3,4-c] wb & -2- 15 ) " e -5- F Bt B2 (300mg,
0.726mmol) 52-Z M F A X FBLE AL . = %: 23%, M+H+: 472.16.
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