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1. TS

R N-ftedy. THAMBRL, Foafo1hbFzRFME, Lt
5 IRA ko, ErE, sbRRXREK;

R'AHE; FE;, FoE; CREEKE; C-tXk; C- S BE;
HTBE, C-oREABRE, C.LoRAERE, CooRERAERRY Ci
BE; HFHEC-RERXRERAN C-oRAR C R ERE;

X % -NR'-; -NH-NH-; -N=N-; -0-; -C(=0)—; -C(=8)-; -0-

10 C(=0)-; —-C(=0)-0-; -0-C(=0)-C.-« $2%; -C(=0)-0-Ci¢ Jx % ; -0-
Cis 32 £ -C(=0)—-; —C(=0)-Cis 5t % -0—; —0-C(=0)-NR'-; -NR'-
C(=0)-0-; -0-C(=0)-C(=0)-; -C(=0)-NR'-; -NR'-C(=0)-; -
C(=8)-NR'-, -NR'-C(=S)-; -NR'-C(=0)-NR'-; -NR'-C(=S)-NR'~; -
NR'=S (=0) =NR'~; -NR'=S (=0) .=NR'=; -Ci-¢ 3£ & -C (=0) -NR'~; —0-Ci

15 S E-C(=0)-NR'-; —Ci-s B ¥X-0-C(=0) -NR'; —Ci-st¥—; -0-Ci-sBE
- —Ci-s 322 ~-0-; —NR'-Ci-s B0 2-; —Ci-s B & -NR'—; -NR'-Cis 35 £ -NR'-;
~NR'-Cis B -Cor IRIE R~ —Coc BB E—; —Cos iR~ -0-Coe WX
- —Cos M E-0-; -NR'-Co-s M X—; —Cos & 3% X -NR'-; —NR'-C:-s
& 3% X -NR'—; ~NR'—Co-s 4 K -Cor BRI E -, -0-Co-s B F~; -Cos Bk

20 X -0-; -NR'—Ci-ef2—; ~Cos BB -NR'-; -NR'-C:-¢ 2 -NR'~; -NR'-
Cos e B —Cor SR E—; —-0-Cie EE-0-; —0-Cis K -0-; —-0-Cis bk
X -0-; -CHOH-; -S—; -S(=0)-; -S(=0).—; -S(=0)-NR'-; -
S (=0) ~NR'=; —NR'-S(=0)—; -NR'-S (=0).—; -S—Ci= wA- -C-i
~8—; —-S—Co-s A —; —Cos B E-S—; —-S—Cie BB~ —Cos B X -S—;

25 —0-Ci-c B2 XS (=0) - HL44E;

7 hHHEEM, Cs BlX: Cos BWHE; Cs BRE; ~0-; ~-0-Ci
®E-; -S-; —C(=0)-; -C(=0)-0-; -0-C(=0)—; —-C(=8)-; -S(=0)-;
—-§(=0):—; -NR'-; -NR'-Ci-s #% & —; -NR'-C (=0) —; -0-C(=0) -NR'—; -
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NR'=C (=0) -0—; -NR'-C (=S)—~;  —-S(=0)-NR'-;  —S(=0).~NR'-; -NR'-
S (=0) —; ~NR'~S (=0) .—; -NR'-C (=0) -NR'~;  -NR'-C (=S) -NR'-; -NR'-
8 (=0) -NR'-; —-NR'-S (=0) .-NR'~;
RAL, Coodh, ConddE, Cookt, R, THEE, VA
5 ATFTHEAATELAM—ARSEANAERIIELHATHRAERN:
=8; =0; R”; %&; &&; AME; #X; R"-0-; SH; R'-5-; FEL;
# X R°~C(=0)-; R"”-0-C(=0)-; R"-C(=0)-0-; R'-0-C(=0)-0-;
-S0:H; R“-S(=0)—; R“-S(=0):-; R’R‘N; R'R’N-Cis 2% ; RR'N-Cis
KA RRN-C A E; RRN-C(=0)-; RRN-C(=8)-; RR'N-
10 C(=0)-NH-; R'R‘N-C(=S)-NH-; R°R‘N-S(=0).—; R’R°‘N-S(=0).—NH-;
R¥-C(=8)-; R'-C(=0)-NH-; R'-0-C(C=0)-NH-; R'-S(=0).-NH-;
R¥-0-8 (=0) .—NH-; R'*-C(=S)-NH—; R'-0-C(=S)-NH-; R'R"N-Y..-;
RVR"N-Y.-NR"-Y:-; R"-Y:-NR"-Y.—; H-Y.-NR"-Y.-;
RAHE; £X5; BF; C-xd; HAL, BEHR-CEORBRKH
15 Ciodil; CoeddBbR; HM—ARIANAIHRTFRAERNKY Cotblb X
Co-s 25 ; H—AZEANAERTFRRERNKRYN Cos i Cs BRAXK; Cis
maAX; C-ORARABE; C-RARAE;, RE; 5 A%, &%
¥-H = (C-omB)RE; ZaRC-RE; PR C- AL, 2Kk
Ce BB ; R¥ RY~Cis B2 & ; RV'-0-; R¥'-8—; R"'-C(=0) —; R"'~S (=0),—;
20 R’-S(=0),—; R™-S (=0) ,~NH-; R*'-S (=0) ,-NH—; R'-C (=0) —; —-NHC (=0) H;
_C(=0) NHNH:; R'-C(=0)-NH-; R"-C(=0)-NH-; -C(=ND)R’; -
C (=NH)R™';
R Aty IR, — KX ZHEK; Koo fHER, —FR=
HEFRIFHLR, —FKRZFEK; THRYE, B iR B 2 SR AR
235 —ABSAEAEBRIRHATHRRERNK: =5; =0; RY; £X; X
#: A& fk; R¥-0—; SH; R"-S—; F&k; HXK; R°-C(=0)
R-0-C (=0) —; R“-C(=0)-0-; R"-0-C(=0)-0-; -SO:H; R¥-8 (=0) —;
R¥=S (=0) .—; R°R‘N; RR‘N-Cis bt & ; R'RN-C:r 3RELE; RRN-Cis SR
£: RR'N-C(=0)-; R'RN-C(=8)-; R'RN-C(=0)-NH-; R'R'N-C(=S)-
30 NH-; R'R°N-S(=0).—; R°R‘N-S (=0).-NH-; R"-C(=5)—; R"-C (=0) -NH-;
R*-0-C (C=0) -NH—; R'*-S (=0).-NH-; R'°*-0-8 (=0).-NH-; R"-C(=S)-
NH—; R'"-0-C(=S)-NH-; R'R"N-Yi—; R'R"N-Y:-NR"-Yi—; R"-Yi-
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NR”-Y:—; H-Y.-NR"-Yi-;

R R° S B 3b A, R, -Vi-NR*-Y:-NR“R", -Y.-NR’-Y.-R’,
-Y.-NR'R", ¥

Rf= R TR G EMATEEN R—RBAR 3-8 LijefeR iyt
KRR, RBRI-8 AFREER, FFRERE G THEAHR AKX
BA4%H R R RYHRARERRK, RAMERFEHTHELREX
FAL, AP RRERR—ARSARE R, RV F R HRKLE
BA;

RS C-e kbt C-e X, £X, ¥-2= C-s X)) REXSE R
ﬁ Ci-s %ﬁ, '

R'D Cos X CosdtbR; Coodtih; t0foth IR, — KK ZKB
K RoMPHER. —KEZKBK; FHERBHER, — K=K
BIK; AR, —HRRZKER; FHOFGER, —HKR=K
R, FHEHR, ZHRRZFLK; RMBFQGEIR., KK ZKKK
ABRIBFG LR, —KEZRKBERIBMFFREGER, ZRK=
FEREBAAFEG IR, — KX ZREXRIBRSEFGER, =K
HERBEREMFHELIR, ZRRZFRRBARY C-E; B R K
FHEEBTEEBM—AREALE R RV F R A RARERN;

R, R'FR'Z i hERR, &

R. % R $HEEAASAT —REAT Cs BIRER C BHE,
Il TR BB F—RHY R 3 -8 utitbfe R oafty f i
HRH 4-8 AT HRERK, FREREATHAB ARSI LA
RZ. RV RY B9 IR KR

RVRU A= RV A BARE04 8 R B4, g4, Ak; fX;R"-0-
SH; R“-S—; Fstik; @@ R“-C(=0)-; R"-0-C(=0)—; R”-C(=0)-
0-; R"*-0-C (=0) -0—; —S0:H; R"-S (=0) —; R"*-S (<0) .—; R"R'’N-S (=0) —;
RURN-S (=0) .- RR“N-Yi—; RR“N-Y:-NR'*-Yi=; R“-Y.-NR"-Yi-;
H-Y.-NR"-Y.—; AR, R#

R, RUF= R b 942 EBAT—R AT Cs BIREK Co-s BHE,
M EEMAAERGRTF—RE K 3 -8 LT R0 LRI K
RRAIBAR 4 -8 AT HREERI LR, 4

R, RV A R P 94 & HA T —REAT-0- (CH) —0-, A 5E1M
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B RF—RYK 4 -8 LHafe, L0 RFHHeFRRKE
#3K;

RV Cadt; G- E; C-BtXK; WAHER, ZHIX=ZK
B, RO ft RN, —HRZFEKK;, FHEMHHER, ZXX=
FRI; WAL, — KX KRR, Houf R, —KE=
HRER;, FhER., — KX =ZKER;, #thhd IR, —RKA KK
HREBFS G ER, KRR ZRERRBFTFRGELIR, —KX
ZHBERRBEANHER, KR FEFRER SR, =
FEAZHRBRREFRER, KRB Co R R
ATFHERATHELEB AR LG R RV R RAERA;
BEFRARARERE A THRSE XM ES, FHAERFRE LW —
A% %A% A R RV Fo RV IR EIRAR;

R RV, R"f RS ARIHERR", R4

R R", R B R T—REAT C-BRER C-s BHE, AR
B 3-8 AR B ERRIBR 4-8 AHFRERK;
Frid e 3h 8 B TAERK—ARE ANk R, R o R GRAERK;

RV R G R —RTHEAFTCBRER G BHE, ARE5EMNAH
HRGBBETF—RYBAK 3-8 LRI RI ARG ERTIBR 4-8
T FHRERI; TERKE O TELEK—AKS A% EH R R f R
6 AR AR ;

R Gt 3R, — KA KKK, RoUFHER, _HX=
AR, FEHEMGER., —HXZIFKIK; B PIR, —KH{ =3
BRI, FHoli BN, KX ZKEK AFERER, —KI=K
&K,

R 4ty B3R, —HRRZFKIK; FoBfGEIR, —HKX=
RERIR; FAHEMHER, —HRZKHEK;, AP, —K{=K
JeIR; WAoot IR, —RBZHRLR; FRER, —HKR=KE
K i M RANBRIAEKE ATHELAM—ARSZARH R R
R 89 AR R IR,

Yio 3 -Y5-S(=0)-Y:—; -Y:=S(=0).~Y:~; -Y;-C(=0)-Yi—; -Ys-
C(=8) -Yi—; -Ys=0-Yi—; -Y:=S-Yi—; -Y:=0 - C(=0)-Yi— &K -Ys—C (=0) -
0-Y.+—;
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V'H .S asih e, -Y:-S(=0)-Y; Y-S (=0) :-Y¢—; -
Yi-C(=0)-Yi—; -Y:—C(=8)-Yi~; -Yi—0-Y.i-; -Y:-S-Y.=; -Y:-0 -
C (=0) -Y.—HK-Y:-C (=0) -0-Y.~;

LRS00 b HReE, C BRE,C o BHEK - BRK;

nH1X2;

m# 1K 2;

PAH1K2;

r A 1-5;

s b 1-3;

FERBEERB—AN. @A ZA. OAREANEHRILH
L TFTHRAERKRGERE: HX. C- X, CoRA. C-s RAXK.
FE. AL, FARC-REFZ K C- AKX

£HR-X-RF/ZARFEHL; Fo

AL

ll" —R? Ri— ‘ Y—R2
7\ b_ﬁ 7\
A X RE
% ® \ 7 ""\(R:"),
R‘

B, B:
LEAPEHR AEATE, sH2, PHFREB-X-R'AHTFREN,
-1 R it H B4 NH;
BRPHRBEXTE, s H 1, ' H -RK 4-FREL-X-V
AHEn, -I-R KReeh 3wk i, 4-wbo R & 4-wboe i N-fbd;
Lkay R HAN, IR ReEHh:
— =
\_/
Ly R HEE-ZI-R' b -wRERRKY 4oz ie, R
Fa-X-R' A &;
AR KA Y
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1 X, R& EfTW—QJ
s PA

L

B, W

R R AT T RIRA A, A N-R i, 1-F %
RE, FRBM AR FTEARRGEGE, ERB—AIBATE
BRAKRwE, Xifknd, ok, Bk, 4T ERAL
ik, Erk, oEEX;

ABREHRTCIET L.

1

Me AN AN
LA g
S N B N
(8]
Cl

2. JeAR AR 1 AR, R PIRADsE, HRA AR
L ¥

3. iR AIER 2 FFEHHESH, FF:

Z hEBH, Coc BRE; Coo BIHE,; Co BHE; -0 -0-Ci
B E-; -C(=0)-; -C(=0)-0-;~0-C(=0)-; -C(=8)-; -S(=0)-; -
S (=0):—; -NR'—; -NR'-Ci-s 3 —; -NR'-C (=0) —; -0-C (=0) -NR'~; -NR'-
C (=0) -0—; -NR'-C(=8) —; -S(=0)-NR'-; -S(=0) .—NR'—; =NR'-

§ (=0) —; -NR'=S (=0) .—; -NR'=C (=0) -NR'~;  -NR'-C (=S) -NR'-; -NR'-
S (=0) -NR'-; -NR'-S (=0) .-NR'~;

REAE, ConBil, CndHE, Coott, R, TH&HE, &R
AFHELAATERE—AXSANAE G BIE H AT HRRERN:
=s; =0; R'; yek; H#&; AME; RX; R'-0-; SH; R"-5—; FTHLE;
% % R"-C(=0)-; R"-0-C(=0)-; R"’-C (=0) -0-; R"-0-C (=0)-0-;
~S0.H; R“-S(=0)—; R“-S(=0):—; R'R‘N; R'R‘N-Ci-s R & ; RR'N-Cs

7
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Fk: RRN-C BELE; R“R“N-C(=0)-; R'R'N-C(=5)-; R°R'N-
C(=0) -NH—; R°R‘N-C (=S)-NH-; R°R‘N-S(=0).—; R’R'N-S(=0).~NH-;
RS-C(=8)-; R“-C(=0)-NH-; R"-0-C(C=0)-NH-; R"-S(=0).-NH-;
R*-0-§ (=0) .~NH—; R“-C(=8)-NH-; R"-0-C(=S)-NH-; R'R"N-Yi.-;
RVR"N-Y.-NR**~Y:—; R"-Y:-NR"-Y:—; H-Y:-NR"-Y.-;

RAE; 2E; §F; G X, #RE, BEAX-CE)RRRH
Cs b CoeddIBX; M AXFATRTFRAERKY C BHX;
Coos BB H—AKSABRTFRRERKE C-o RIS CodBAE; Cie
REEEE; CooRERAL; BE; RE; X, KX F-H—-(C
BR)ER; PR CEE; SR CRARX; R RY-CalRE;
R*-0-; R™-S—; R"-C(=0)-; R"-S(=0),—; R'-S(=0),~; R'-S(=0),-
NH-; R’-S(=0),~NH-; R'-C(=0)—; -NHC(=0)H; -C(=0)NHNH; R'-
C(=0) -NH-; R*-C (=0)-NH-; -C(=NH)R'; -C(=NH)R";

R pwsiekb X, —Sokvbi, bk, wediik, %k,
okelobk i, shedm i, Wek K, FRE, WRE, REE, RREL, R
Rk, %A, Bk, —FORFRAES ERE, TGS, AEER
A piti—ARSAL AR AR THRRERK: =§; =0; R
pi: EmE; AME; RA; RU-0-; SH; RU-S-; FELE; BE; R-
C(=0)-; R“-0-C(=0)-; R"-C(=0)-0-; R"-0-C(=0)-0-; —SO:H;
RS (=0) -; RS (=0) .—; R'R°N; RRN=Cis o2 ; RRN-Cir SRBEK;
RRN-Cie 2 8. & ; RRN-C(=0)—; R’R°‘N-C(=S)-; R°R°N-C(=0)-NH-;
R°R‘N-C (=S) -NH-; R°R‘N-S (=0).—; R°R‘N-S(=0).-NH-; R"-C(=8)-;
R"~C (=0) -NH—; R"*-0-C (C=0) -NH-; R"'-S(=0).-NH-; R"-0-S(=0).-
NH—; R“-C(=S)-NH-; R"-0-C(=S)-NH—; R"R"N-Y.—; R7R"N-Y.-
NR“-Y.—; R“-Y.-NR"-Y.—; H-Y.-NR"”-Yi-;

R*Fe R B I Y 4, Cs Bt Coc B E & Cs ek, KK
R o R W AR S R TR —AKXSA#/ A R R F R HRRE
BA; |

AR 5 IR ARAELEN R R HERBAR TR,

4. i A ER 1-3 P E—AFERGLSY, X T HEALEHRA
T



02821900. 7 A B kB E8/161

10

15

20

z—R*
T

(a-1)
7
m’r{l
X

Y—R2

5. JAAIEE 1-3 FE—ARFRGLOH, LFHRASHEA
FX:
™

0

NR]

(a-2)
-
(Rs)'_Ek/lk
\ 2
R

6. o F| &R 1-5 FE—FAHENGLESW, L+ R D 5-0F%k
kIR, THths, RERR—ARSIALHRIE AT HRAER
K: =S; =0; R”; #&4; m&; MA; K& R-0-; SH R'-S-; ¥
Ak, BAE; R°-C(=0)-; R"-0-C(=0)-; R"-C(=0)-0-; R"-0-
C(=0)-0-; -SO0:H; R“-S(=0)—; R"-S(=0).—; R’R°N; R'R'N-Ci-sini;
RR'N-Csr SR X ; RRN-Cis REXE; RRN-C(=0)—; R°R'N-C(=5)-;
R°R°N-C (=0) -NH-; R’R°N-C (=S) -NH-; R°R‘N-S (=0).—; R’R°N-S (=0).-
NH-; R"*~C (=S) —; R"*-C (=0) -NH—; R"*-0—C (C=0) -NH~; R"*-S (=0) .—NH-;
R'*-0-8 (=0) .~~NH—; R“-C(=8)-NH—; R'"-0-C(=S)-NH-; R"R"N-Y..-;
R”R”N‘YZ—NR”"YP; R”"Yz—NR”—Yn—; H-Y.-NR"-Y:-,

7. do i F B K 6 BTG Ed, P LA AR,

8. Jui A ER 1AM ESH, XYLt HAh:

N— (1H-"3 s —5—-R)-N'- (2,4, 6—=F X EE) -2, 4—F"Z —fik;

4-[[4-(Q-F A -1H-okep-2-R)-2-Fw X ] RE]-2- (XX TR
£) ¥ 8

4-[[N- (1-F R -1H-skee-2-%) -2 KT RE]-FH;

R N-fedh. THAMKRL., FE&o L ROFRME.

9. oA ER 1 R, LPHENLSHHA:

N'-(6-"Bok—4—- R -2 -3-X)-N'-(2,4,6-= FEEL) -2, 4%

9
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N-(H-K Ak -5-K)-N-(Q2,4,6-=ZFEFEX)-2,4-FR=
s

N'— (S-sf—wbo-2-R&)-N'- (2,4, 6-= FEXRE) -2, 4—Fx —k;

N-(6-FERE--3-%)-N-(2,4, 6-ZFREEX)-2,4-FR=
JBe;

N - Hok-6-K-N'-(2,4, 6-= FRAER)-2, 4Bz —fk;

N— (1H-%| v —5-%) -N'- (2,4, 6-=F R ER)-2, 4B —_;

N-(IH-X#F = -5-X)-N-(2,4,6-ZFEEK)-2,4-FR=
)i

N-RH L3 M ERKAH-5-E-N-(2,4,6-=FEEXK)-
2, -2 —BE;

N'- (6-F e -3-K) -N'- (2,4, 6= F XA ELK) -2, 4k —fk;

N'— (1H-%|9e—-5-2) -N'- (2,4, 6-= TR X R) -2, 4—Fvx —;

N-wbok—6-R-N'- (2,4, 6-= FEER) -2, 48R &,

4-[4-[(RKHF [, AR EFRH-S-EAFE)-RE]-ER-2-
ERE]-FH;

4-[4-[ (eobk-3-R FTR)-RA]-B=-2-KKK]-FH;

4-[4-[ (kwh-2-R FX) -8B X]EHR-2-KAR]-FH;

4-[4-[ (ER-2-2 FA)-REA]-F-2-E RE]-FH;

A N-Ficd. THAMAL. FEAIALFRHK.

10. AHEHHHRAIZR 1-9E—RAFRHLEW.

11, B ARNERATRGRAFBALCSINFHAANH DT
AR, R aTRsdh X (I°)b%:

2
1

R

)

A 4 __\\ , O
% ®)

R

4

A N-F sy, THERAGRARE, FEPIALFRFAE, LT

A Huere i, Fk, AR RREE;

R'AHE; FX; FBE; CooRERK; C-otk; CoRABERE;
MEBE, CoAEBL, CooRAAEE, CooRRARAERNY C

10
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WX ; Fika C- AR BRERNKY C-o AKX Cs BAKA;

X % -NR'-; -NH-NH-; -N=N-; -0-; -C(=0)—; -C(=8)-; -0-
C(=0)—; —C(=0)-0-; -0—C(=0)-C:i¢ £ X ; -C(=0)-0-Ci-s SR X ; -0-
Cis 2 & -C(=0)-; -C(=0)-Ci¢ 3 £ -0-; —0-C(=0)-NR'-; -NR'-
C(=0)-0-; -0-C(=0)-C(=0)~; -C(=0)-NR'-; -NR'-C(=0)-; -
C(=S)-NR'-, —-NR'-C(=S)-; -NR'-C(=0)-NR'-; ~-NR'-C(=S)-NR'-; -
NR'-S (=0) -NR'=; -NR'-S (=0) .-NR'—; —=Ci-s 3x X ~C (=0) -NR'=; -0-Ci-
£ -C(=0)-NR'-; —Ci-s S X —-0-C(=0)-NR'-; —Cis X —; -0-Ci-s 55
- —Cs RE-0- -NR'-Cis RE~; -Cis RE-NR'—; -NR'-Ci-e JTA
-NR'; -NR'-Cic 3t R—C: SR X —; -Co-c X~ —Cos -, -0-Ci-
WA -Co R0 -NR'-Cos WX~ —Co-s I E-NR'—; -
NR'—Ci-s 4635 2 -NR'—; —-NR'-Co-s SEF X —Csr IR X —;  —0-Cos B X,
—Co-s B & ~0—; -NR'—Co-s BB ~; —Co-s B ~-NR'-; —NR'-Co-e B -NR'-;
~NR'=Ci-c e B —Cir IREEX—; -0-Cis X -0—; -0-Cos BEWHX-0-; -
0-Cr-s B2 X —0-; —CHOH-; -S—; -S(=0)—; -S(=0).—; -S(=0)-NR'-;
—$ (=0) .-NR'~; -NR'-S(=0)-; -NR'=S(=0):—; —-S-Ci-s st & —; -Cic %
g—s-; -S-Cz-sﬁﬁi-; —Cz-sﬁﬁ'g—s—; -S—Ci-s ikix—; —Ca2-¢ y&i—s—;
—0-Ci-s B2 XS (<0) -~ A 42 4E;

I AR, Coo BIRE; Coc BHE; Coo BIE; -0 -0-Cis
wE- 8- -C(=0)-; -C(=0)-0-;-0-C(=0)—; -C(=8)—; -5(=0)-;
-8 (=0):—; -NR'-; -NR'-Ci-s %% X —; -NR'-C(=0)—; -0-C(=0)-NR'-; -
NR'-C (=0) -0—; -NR'-C (=S) -;  -S(=0)-NR'-;  -S(=0).-NR'-; -NR'-
S (=0) —; -NR'-S (=0) »~; -NR'=C (=0) -NR'—; -NR'-C(=S)-NR'-; -NR'-
S (=0) -NR'-; -NR'-S (=0) .-NR'-;

RAE, Conlti, CoofE, CoodtX, R”, T, i% R’
AFHERXATHEEB—ARSIAE BTG AT HERRIRN:
=S; =0; R”; £&; &%; ML, £X; R"-0-; SH; R"-5—; FEX;
# %; R”-C(=0)-; R"“-0-C(=0)-; R"-C(=0)-0-; R"-0-C(=0)-0-;
-S0sH; R"”-S(=0)~-; R“-S(=0).—; R'R‘N; R'R‘N-Ci¢ & ; R’RN-C:r
Rk RRN-Cs AX; RRN-C(=0)-; RRN-C(=S)-; R'R'N-
C(=0)-NH-; R°R°N-C(=S)-NH—; R°R‘N-S(=0).—; R°R°N-S (=0).-NH-;
R'“-C(=S)—; R"-C(=0)-NH-; R"-0-C(C=0)-NH-; R"-S(=0).—NH-;
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R"-0-S (=0) .~NH-; R"-C(=S)-NH-; R"-0-C(=S)-NH-; R"R"N-Yu-;
RR"N-Y,-NR'*~-Y:—; R"-Y.-NR"”-Y:-; H-Y.-NR"-Y,-;

RBE; #E; B%; C-oRE; #AE, BEX-C(=0)RIKH
Cisdti; Cos M E; M ARENMHRTFRAAEIMARY Cc L
Co-s ﬁti; 7&*4‘&?4‘@&%&%&&4&&6 Ci-s ﬁtﬁ; Ci-s ﬁ.ﬁ‘g, Ci-s
Ak, CoRARXEE; CoREAKRAR;, BX;, X, AL, &K
B-H=(C-eomA)RE; FAKC-E; FAKC- AL, 2AK
Cos BEBRE : R R —Cie 5 & 3 RM'-0-; R"=S—; R"'=C (=0) —; R"-S (=0),-;
R’-S (=0) ,—; R’-S (=0) ,~NH-; R*'-S (=0) ,—NH-; R’-C (=0) —; —NHC (=0) H;
-C(=0) NHNH:; R'-C(=0)-NH-; R™-C(=0)-NH-; -C(=NH)R'; -
C (=NH) R™;

R'AMF R, — KK ZKERK;, FHEAHER, — KX =
RERKFHER, —HRRZIKEK; TS, MRS RFRELER
— ARSI L ABRLTE AR THRKERNK: =S; =0; R”; 2E; &
#; AE; RA; RU-0-; SH; R"-s-; Fmik; RH; R°-C(=0)-;
R"*-0-C (=0) =; R"-C(=0)-0-; R"”-0-C(=0)-0-; -SO:;H; R"-S(=0)-;
R¥-8 (=0):—; R’R°N; R'R°N-Ci-s 5025 ; R°RN-Cs-r 3R40E; RRN-Ci-o 3R
& RRN-C(=0)—; R°R°N-C(=S)-; R’R‘N-C(=0)-NH-; R°R°N-C(=S)-
NH-; R*R‘N-S (=0) .~; R’R‘N-S (=0).-NH-; R"-C(=S)-; R"'-C(=0)-NH-;
R'*-0-C (C=0) -NH-; R"-S (=0) .~NH-; R'"-0-8 (=0).~NH—-; R"-C(=S)-
NH-; R“-0-C(=S)-NH-; R'R"N-Yu—; RR'N-Y:-NR'*-Yi—; R"”-Y.-
NR”-Y.—; H-Y.-NR"-Y:-;

Rfe &R B A, R, -Y-NR-T:-NR"R", -Y:-NR’-YV.-R,
-Y:-NR'R", & &

R fe RETT A G B ATk e R—2F A 3-8 LéjtafaR otaf
¥, RBRAI-8AFHRERRK, FELKEATEEAB XS
A R, RV R HRARERR, XA ERKE HTEREERRX
Mo, AP ERELEK-ARSARA R, RV o R HRARER
K

R7)9 Cl-sﬁt’;i&; Cl—sﬁ’.ﬂ.gs —i.&v -¥"ﬁ.; (Cx-sﬁi)-ﬁiﬁﬁﬂ
K Crs ST

REH Crost i CosBMR; Coe b R; HMAHER, —HKRZFHK

12



02821900. 7 A o ok P FE12/161

10

15

20

25

30

K HWSOMRER, —HKRA KKK, FERER, —KAZRH
F; Mfed R, —KE=ZKER; oMy RR, —RKI=ZRE
W, FHRER, ZRXZNER; RAPHER, KRR EKAR
MRS FGER, ZHRRAEZRERIBFFRER, — KR =KB
FEBAAF G LR, —RKX R LRI FIAG LR, — KR =
RERIBETHER., R =IRERRALY CmE; & AT
AXATHEER—AREAZA R, RV F R HRALRK;

R, R°F=R'B B hAKR, X4

R. RFa R w4 EMAT—REAT Ci-s BRER C-s BHXK,
AaEEMNAEAEGRRF—RYR 3 -8 AHAFRR,HF 2K
RA4-8 AW FHERK, MELKSE THER-AXSZALE R
R" Fo R' 6 B KRR

RZRUA= RV & Ak 3 3boh £ RY; BE; §&; AK; UK RV-0-;
SH; R“-S—; ¥®k; ®’A; R*-C(=0)-; R"-0-C(=0)-; R"-C(=0)-
0-; R'*-0-C (=0) -0-; —-S0:H; R'*-S (=0) —; R"*-8 (=0).—; R"R"N-S(=0) -;
RUR'N-S (=0) - RR“N-Yi—; R'R"N-Y:-NR"-Yi—; R"-Y:-NR"-Yi-;
H-Y:-NR”-Y.:—; &K, R4

R”, RV % R" d 642 & AT —RF T Cic Lk X Cos BIH,
M5 EMEEdBRF—RBK I -8 TR0 LEKEX
PR AR4-8 AN FREERRERIK, ¥

R, RV o R o &9 42 & AT —HR K 7-0- (CH) .—0-, K®5EM
ARG EF—RYEMR. FrhfeRFHFRY 4-8 TERRXE
#3K;

R Cs bR Cos WA, CoodbR; Mot ¥R, —HKA=ZK
BIK; HoMFI IR, KRR KKK, FHEHYER, —KR=
R, Wb, —HRZREN; FOBFHER, —KR=
RAER; FHRER, —HRRZIRREK; HMPHER, KK ZKK
KEAMBSHANER, — KR ZKERKRFTERGER. ZKXK
ZHRBRRMBFNER, — KX ZHRERRER PG ER, =
HRAZHREFRRABFTHLR, R ZRERPRE Cui; & RY
ATHAEAATHELE—ARXSEANALA R, R F R HRARERNK;
REFREERRRIRSE § TR L XKRS, FHLATREFRERB—
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AXREAEH R RF R HRAEXRK;

R R, R"FRE A LIAHAXR’, X4

R'E R, AR ERT—RHER C-c BEER C-c WK, Kb
B 3-8 AtaFEAHRS M ELREBR 4-8 THFRERK;
R 04 THEEB—AXEANEAR RUF R HRAERK;

RVFe R 5 R —RTEF C BIRAR C BIHE, A 5EMA
EREHRBRTF—RHA 3-8 LthfelFoufot) L LRI BA 4-8
Ty Fh B RIR; RERE H THAR—AXSAK AR RF R
8 BRAR R IRAK;

R Hiofetg ¥ IR, K ZHFKKK,; Foafod K, KK =
RBER, FHEHRMGER, — KX ZREKR,; PR, AKX
BRI, FoMFHER, KR ZHFEK, RFERER, ZKK=K
&K,

R" it 2R, — KX =ZKBIRK; Fyhht)fR, — K=
RER, FHEHGER, ZRKXZKKN; HBPGER, —HFRX=K
BRI, FLMPHEIR, —KRZHKEK, FHREKR, ZRKI=ZKE
K, & R REANKRKILERES g THEAM—AHNEA®H R, R F
RY &G IR IRAK;

Vi 3 Y-8 (=0)-Yi—; -Ys-S(=0):-Y.—; -Y:=C(=0)-Y.—; -Yi-
C(=S)-Yi=; -Yi=0-Yi—; -Yi—-S-Yi—; -Y:-0 - C (=0) -Y.— &, -Y:-C (=0) -
0-Y:—;

VRV 4ARIYEBHE, -1:-S(=0)-Y.—; -Y:-S (=0) .-Y:—; -
Y;—C (=0) -Y:—; -Y:—C(=S)-Y.:—; -Y:=0-Y.—; -Y:;-S-Yi—~; -Yi-0 -
C (=0) -Y—#,~Y:—C (=0) -0-Y.—;

LR VEABRIRDARE, Co BRA,Cs BHER Cos BK;

nAHhlx2;

mA 1K 2;

p A 1R 2;

r A 1-5;

s A 1-3;

EERBEREIFE—A. A A AREANZHEIRP
A TFHRAERRGEL: GF. CE. CoRREX. CRAE.
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fE. AR, 3K C-REFE HK C-RAE;

FHA-X-R Fa/ 3 R FREH A

12. A B 1-9 PE—FAHRGUSBHESHER TR RET
Wit CSKINFHARGBHTHER.

13. RAIER 1-9 K 12 P E—FAFRGASHERER T B K
A TRERGBEBFGER: SRR (K3 2RI HR
i#), BERK, MRARERKA, G0 V&, FTDP-17 (5Wi Ak
AHKXGB-Fet BB RE), KAERMTE, #ITEELERR, %
BMAE%ES, Pick %, CH Niemann-Pick %, HERH X, L
MR, B 5485ME%X, Down 5545, MBRAEAMEHRRR, Guan-
WMEENBIERA-BREE, RBXMER, BEAEML2E%ES
B, ALBRRAER, RDIBEBRBALELEX, Bt XM (FLD), H4
MK, BEMAEIALMLME (SSPR) (FHABLREHREARNE
FHEE), KHER, BE, KBRARAFLEL, WASIEE, AR,

14. AR F| R 13 RGNS WAL, AATRABREAETR
KB A WA B, X b5 R 08 M A A,

15. s, LOETERARARPUEATHRRSYERAK
FHRAER 1-9 PE—RATEGLLSH.

16. #1&AIER 1S RBHEASHG T &, AHELETHER
AREGRAAEZR 1-9 PHE—RAFEGHEBETHRABEKER

&

17. #ERAER 1 HFELSHEG Tk, AFELET:
a) EELBNAET, HERESENRALAT, R (D) FH
b X (11D F R4&R A, |

| Yem=R2
LB, — O
@—Nﬂ Wy I\ ®, <Al_‘>— _ \(Rs).
‘%‘ m L

0

AP WARAZLEELLEHA, Hs, Z, R, R, R, R, X oI A witf
E2R1PRL;
b) AELEN . ELSBEAN, ELRAPELIRGFET, #X D)

W
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TR L X (I11) ¥ &R A,
QO G,

®)
@y

om

—te B

o

®

AP VWARRKZESHLERA, Bs, Z, R, R, R, R, XK A winH]
ER1FENL;

c) AEYUEHN .  ELBAHN. . EYREFPEZELRGFET, #X V)
PiRlE&SE X (V) PRAERE,

'f' *—R? 'i‘l *—R?
L —
sz “N_Qm’), <:Alf_->_ =
1A )] ¢
) 0

APWNARERELESEAR, BHs, Z, R, R, R, R, XK A A
2R1FREX;

d) AHEEENALET, FELAEL IR ELRALET.2X (V)
Fa kG X (VII) & W& E,

. % ¥
O—’l‘ 7 o e —— ),
A 2 i ®’)
} =/ @,
W, 4

) Vi
®

%‘P W3Riﬁ§ %%im, _H.S, Z, Rl’ RZ’ R3, R4’ X#%A'ﬁpﬂ*l}
EZ2R1¥EX;
e) EEYUBMNALT, X VIID dM4&L X (IX) & &L,

2
X—R2 Rl —R

Rl
Y R <\
—\(R’), 1 = (Rs)v
0 =0
W,

Vi) )
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AP WARAELSEERA, Hs, Z, R, R, R, R, XA iR F
E2R1FREN;

f) A BWAH . 2EGBRFPELEMNALT, £KX V) ¥k
55X+ MERE,

, ol X~R2
1 =R |
2 ——*’QD— CAW
A 2 HO” L ®)
I — (Ra)x 4
W3
v )

(-b)

EFWLRAZELEFELELH, Bs, R, R, R, RS XA A oifE
K1dr;
g) EELEFERBENGALAT, XX FH&kS S RAMEE,

a2
. X—R? '," / \x y
NN
K1) (i-c)

 ¥s, R, R, R, R, XfeRAdeRAER1 X
h) AZELEBEMNAELIRFET, £X XX) FiEAES X XX ¢/
R _HE

' ~?
H&__}'{l 4 \\ R" >N\Ark4 — Q}‘ Ld(k’k
0

HyN =/ "R,

00 OX1) (-q)

Eds, R, R, R, RS XARARARRL PRX;

HEH, pREE, BRAABRLLGHLT ERMEIEL (D) 4LE
W, t—Fb, PREL, FLARREFX (DHEHEMREA S
HFERGAERWRE, RBLARLEERHUREA LT EROL
HmimAi i, RALHAAR, BLHREE, F8REH LR
HEA [ELARLEFRPREHARBETR; B, PREER,
HEX TR FRME. FEXN-RHBX.
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Ak e A B B B 3P A 1) A
(GSK3 ##H) &9 7 F Bt 4%

5 FEAT R —EHGERTES, REIBHHHER, ENAEH
ERMFAEAEIBRABES 3 M FHERROGBBITHER; 418C
M FHERAROLSEMGHHALY.
WO 01/72745 R T TR TATHAERARY 2-RNAHG 4-£F K
-ge A .
10 WO 98/41512 F AT R4 & & M B4l A 0 RAL 2-FREER
AR
WO 95/09851 #3& T T A T35 7 MR A A EBITEY.
WO 01/12621 $i& T c-JUN-N-3% # B f 3t € T & B A .
WO 01/60816 33 T ¥ A4 M3 41 M e Foedr A 4.
15 WO 97/19065 AFF T 5 M4k p56'*, p59"™", ZAP-70 ek & & C
o HH B RK M 2-BKRERXERHESH.
WO 91/18887 A T B4 H M A3t 4l A o) — R B ERMLED.
WO 99/50250 B w4 HIV g4 R AFRATAE Y.
US 5,516,775 5 A 2-RARERULABEHA T OB CHFAMNY
20 MA.
WO 95/09853 #A T A TR ARG N-KEX-2-HXEHTAE
.
WO 98/18782 H A A HH K & & B MBI H A & 2-FR B
wES.
25 EP 0,337,943 AF T EAREREHAE KA T EHG N-KE-N-
ey -2- R AT A .
EP 0,164,204 F#RARZHLBEREH 2-REERLEY.
EP 0,233,461 FRBARFHEMN 4,5, 6- =N 2ERE
e,
30 WO 00/62778 R§3E T SRAKEE R AR B &7 HI 0 .
US 5,521,184 AT A FHBARGERITEY.
AEPFARLLEMN., HREHR., HHAREBFELIER TRAEHKY
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e,
AEAFEX (1) 4dW, L N-Fibdh, THEA AL, FEAL
B F AR
—R2
Il{l
%ot

RA bR A, ER, wEARLRL,;

R'AL; FE;, FoE; CooRERE; CoRE; CoRAERE;
HFBE, C-REBE, CLoRAREBRE, CoEXRAEXRNAY Ci
ﬁi; A£ 3% 4k Cies R—ﬁ.iﬁgkﬁﬁ C-s AKX C-s REZRXK,;

X % -NR'-; -NH-NH-; -N=N-; -0-; -C(=0)-; -C(=S)-; -0-
C(=0)-; -C(=0)-0-; —0-C(=0)-Ci-s 5t %; -C(=0)-0-Ci-s st X; -0-
Cis 3 £ -C(=0)—; -C(=0)-Cis 3% %X -0-; -0-C(=0)-NR'-; -NR'-
C(=0)-0-; -0-C(=0)-C(=0)-; -C(=0)-NR'-; -NR'-C(=0)-; -
C(=S)-NR'~, -NR'-C(=S)-; -NR'-C(=0)-NR'-; ~NR'-C(=S)-NR'-; -
NR'-S (=0) -NR'~; -NR'-S (=0):~NR'~; —Ci¢c =& -C (=0) -NR'=; -0—Ci-
X -C(=0)-NR'—; —Ci-s 2 E-0-C(=0)-NR'; ~Ci-skRX—; —-0-Ciedpi
— —Ci-s B0 3E-0—; -NR'-Ci-s 52— —Cis B -NR'~; —NR'-Ci-« S E-NR';
~NR'-Ci-s S B —Corn SRR —; -CoctEtH R —; —Cos B -0-Cs A
~; =Cis W E-0—; -NR'-Co-s MK~ ~Cos B X-NR'—; -NR'-Co-s
R -NR'~; —NR'-Co-s MWK -Co-r SR AE—;  —0-Cos foE—; -Cos Bk
E-0—; -NR'—Co-e X —; —Co-s R -NR'-; —NR'-Co & -NR'-; -NR'-
Cz—sﬁtg—aﬂﬂ:ﬁg’; ‘O—Cl-éﬁ:i"o—; —O“Cz-sﬁﬁfg—o—; —O—Cz—sﬁ&
% -0-; -CHOH-; -S—; -S(=0)—; -S(=0).—; -S(=0)-NR'-; -
S (=0),-NR'=; -NR'-S(=0)—; -NR'=S(=0).—; -S=Cisdxi-; -Ci-dti
—S—; —S-Cz-sﬁﬁi'; "Cz-sﬁﬁig‘s-; =5—C1-s bk,i—; —=Ci1-s kg"S‘;
~0-Ci-s B2 -S (=0) .- A %42;

I HHE, C-s B, Cz—siﬁﬁg; Co-s HEX; —0—; —0-Ci
wx-; -S-; -C(=0)-; -C(=0)-0-;-0-C(=0)-; -C(=8)—; -S(=0)—;
—S (=0):—; -NR'—; -NR'-Ci-s # & —;-NR'-C(=0)—; —-0-C(=0)~-NR'-; -
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NR'-C (=0) -0—; -NR'-C (=8S) —; -S (=0) -NR'=; —§ (=0) .—NR'~; -NR'-
S (=0) —; -NR'-S (=0) .—; -NR'-C (=0) -NR'~;  -NR'-C (=§) -NR'-; ~NR'-
S (=0) -NR'-; —NR'-S (=0) .-NR'-;
RIAE, Coolii, Congdtbi, Cooted, R, THEHS, R B
5 AFHAEARATHEAK-AXSAESARIRAHUTHRARERRK:
=S; =0; R”; #&; mX; AMEA; RE; R"-0-; SH; R"-5—; Febi;
A R"-C(=0)-; R"-0-C(=0)-; R"-C(=0)-0-; R"-0-C(=0)-0-;
~S0:H; R“-S(=0)-; R"-S(=0).—; R°R‘N; R'R'N-Cis $EX; R°R*N-Cs-r
Tk RRN-C-s BAX; RRN-C(=0)-; RRN-C(=S)-; R’R'N-
10 C(=0)-NH-; R°R°N-C(=S)-NH-; R‘R‘N-S(=0).—; R'R‘N-S(=0).-NH-;
R"~C(=S)—; R“-C(=0)-NH—; R"-0-C(C=0)-NH-; R"-S(=0).-NH-;
R'~0-S (=0) .—NH—; R'“-C(=S)-NH-; R"-0-C(=S)-NH-; R'R"N-Y..-;
RVR"N-Y.-NR'*-Y.:—; R“-Y.-NR”-Y:~; H-Y:-NR"-Yi-;
A& £X; fF; Coomd; #HiE, BES-CE)RRRHY
15 Cl-eﬁﬁ; Cz-sﬁﬁ'i; ﬁ"*ﬁk&’i\@&%i'ﬂihﬁﬁ Cz-sﬁﬁg;
Cos B s M—AKEAHRTFRAARNKS Co-c X G- RBE; Cis
Bk CoomB Az, cooREBAE; RX; £ A RE;
ﬁ-'ﬁ.:— (C1~6§6£)-§.£%; ; é‘Pﬁ Cl-sﬁg; § @'ﬂ. Cl-sﬁiﬁ; § IiJ’R.
Cos B RY: R =Cis Bt 2 ; RV'-0~; R'=5—; R*-C (=0) —; RS (=0) ,—;
20 R'-S (=0),—; R’-S (=0) ,—NH—; R"'-S (=0) ,—NH—; R'-C (=0) —; -NHC (=0) H;
~C(=0) NENH:;  R'-C (=0) -NH-; R"-C(=0)-NH-; -C(=NH)R’; -
C (=NH)R';
R' At IR, R ZHRLH; oo ER, —RA=
KAHETHER., —RKAZKEK; TS, HESRREER
75 —ARBALHRILHRTHRRERNK: =5; =0; R”; £X; &
& AA; fA; RY-0-; SH; R"-S—; Fmi; RE; R'-C(=0)-;
R”-0—C (=0) —; R'-C(=0)-0-; R'*-0-C(=0)-0-; -S0:H; R"-5(=0)—;
RU-S (=0):—; R°RN; RR‘N-Cis3tX; RRN-Co-r 3R3EA; RRN-Cis LR
£ RRN-C(=0)-; R'R‘N-C(=S)-; R’R‘N-C(=0)-NH-; R’R°N-C(=S)-
30  NH-; R°RN=S (=0).—; R’R‘N-S (=0).-NH-; R"”-C(=S)~; R"*~C (=0) -NH-;
R'~0-C (C=0) -NH-; R'*-S(=0).-NH—; R'*-0-S(=0).~NH-; R"-C(=5)-
NH—; R“-0-C(=S)-NH-; RR"N-Yi—; R'R"N-Y:-NR"-Yi~; R¥-Y.-
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NR"-Y:=; H-Y:-NR"-Yi-;
REAo R°S- Baksdbb &, R, —Y-NR-Y.-NR'R", -Y.-NR’-Y.-R’,
-Y.-NR'R", X &
RAe R TR B EMATEE6 R—RE K 3-8 TijtafeRKoui
5 BRI, AMRAI-8AFRERK, FREKRE G THERB—ARS
Ak g R RV e R MBRARRRK, RAEFEETEHTHERLERK
Mo, RYATRERMERM—AREIALE R’ RV F R HRRER
R
R’ Codid; Cobfil, RE, £-H-CoRB)REXSH
10 A Ci-s X
R'% Codidh; Cos IR Co-oBtX; MA)HIR, —HX=ZHK
W MR, — KA ZKER, FERER, — KA KK
R, Ml RIR, —RXZRER;, RS FGER, —HRR=FR
W, FHRER, —HRRZKEK; HAPGER, —HKAZFKRRK
15 HFHBAGEIR, —HKEA KKK MFFHLER., — KRR =ZKHK
KEBMFGER, KA ZRERIBFETHAGER, ZHX=
KREREBFHLR, ZHRRZHFRFRKY C-o 8K & R RTH
A EATEREB—AXSAZLH R, R PR HRARERK;
R, R'F RS b ERR, ¥
20 R, R% R G EBAT—REAT Cs BIRER Cos BIHE,
Wil S ATk RRF—RE K3 -8 L Rf RIS f LR K
HA4-8 AMITHBLIK, HRERS A THEH - ARSAEH R
R" Fa R" o AR K IRAX;
R R R gaaith &;RY; B, gf; AA; £5%; R0
25 SH; R-S-; ¥EtX; #X%; R'-C(=0)-; R"-0-C(=0)-; R”-C(=0)-
0-; R"-0—C (=0) —0—; —S0:H; R"*-S (=0) —; R"-S (=0):~; R"R"N-5 (=0) ;
RUR'N-S (=0) .~ RR'N-Yi—; R"R"N-Y.-NR'-Yi—; R"-Y:-NR"-Yi~;
H-Y.-NR"-Y.—; K, RF
RZ, RAe R PR EBHAT—REAT C- BRER C BHX,
30 MmSEMAEREGRTF—RYA 3-8 Tf NI4T0 b) KK
BRFAHBAR -8 ANTHRERKIEERK; XA
R, R"#= R & iy 42 & HA T —R A F-0- (CH:) .—0-, A5 B4

21
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Frid R RTF—RY A, BRI EFIFTERG4-8LEERXRE
RIK; \

RV Cis o CocdIb R, Cooi; HoFebd ¥ K., — KR =K
BRI, F5MAER. — KA =ZKEK; FHEHGER, —KK=
KA, HfER, —KRZFEH; FSEFHER, —HX=
K, FHER, —HRAZHEKX, #REFHER, —RKI=ZKK
KAKFES MG ER., KA ZFKERAEFTEFEHER, — KX
ZRBERKARAFGEIR, KK ZRLEHRREFRSAAGLR, =
REAZHRREABEFTHLR, R FLHRBAY Coani; AT
REATHERATELBE—ARSALH R.R R HRAERAK;
KEFABRR RS THELESEXFRME, FLAFERFRERR—
AXRSA%A R R R GBRAEIRK;

R, RV, R RS R IHARR", ¥

R'E R", £ R H R T—RAT C- BIREK Q- BHE, KA
BARI-8 A RFI ARG ELRIBR 4-8 LY FRERK;
P % b THEEER ARSI AR E R’ RF R HRRERNA;

R R B R —RTHTFC BIRER - BHE, N 5EMA
EBYERF—RHBR 3-8 TR FI MG ERTIBR 4-8
AL HRBRR; FERRE ATHEEE—AKSZALH R R F R
69 AR R IRAK 5

R® Aot 3R, —HRRX=ZFEIK; -GN, K=
FBR:, TAEMER, —HRXZHKKK;, BFHER, —KR=KH
IR, FoBAHER, —HKRZHEK;, RFARER, KA =K%
*x;

R hHaAe i K. — KX KKK, FLHFHER, —KX=
AR, FEHEMER., —HKR KKK, B ER,. —KI=ZKE
IR, HPMAEIR, KRR ZREK;, FHER, ZRKXZKRK;
BERREAGERREHRE HTHELEBR—ARZALE R ROFRY
BRA K IRAR;

Y # -Y:=S(=0)-Yi—; =Y:=S(=0):-Yi~; -Y:i—C(=0)-Y:—; ~-Yi—
C(=8) ~Yi~; -Y;=0-Yi—; -Y:=S-Y.~; -Ys-0 — C(=0)-Y.:—K -Ys—C (=0) -
0-Y.—;

22
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VR TSI EEME, -1-5(=0)-Y; -Ys-5 (=0) :-Y:—; -
Y:—C (=0) -Y«+~; -Y:=C(=S)-Y:—; -Y;-0-Y:—; -Y5-S-Yi&—; -Y:-0 -
C (=0) -Yi—H-Y;-C (=0) -0-Y.~;

LR VAR AR, C BRE,C TR R Cos BHXK;

n}1K2

m}1XK2;

pAH1X2;

r A 1-5;

s A 1-3;

FERBEEAREK A, BN ZA UAREAEABIRA
ATHRARERRGEE: . Ci i, CoRih. Co AL,
FE. HE. BARCRERS R C-RAEX;

EHR-X-RA/ERCREHE; F

FHRS
? —\(RJ): RE. Zz\j —\(Ra)a
! |

B, W

LEPHRAERTE, sH 2, PAFTREI-X-R'H FRAN,
-7 Rtk A A B4 NH;
LRPH R AEXTE, s A1, B¥H -RK -FREB-XV
b AN, —I-RKEEH 3-wpvr ik, 4-wbre i K 4-wbsz K N-Rib;
5 # R AR, 1N KA
H—N\_jN—‘<\ />—-
Ldeg RAEHA-ZI-R' 4 I-REIRKEY 4-wREN, -R’

Fo-X-R' R H &
AR EHAES:

23



02821900. 7 o P /600

10

15

20
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. P
<>ﬂ~<§ R Ejﬁwij

S

B, 0:

R REE A AE B T R R, s X N-Rib, 1-F X
RH, FRR AKX TFERRKGERL, FRB—ANARBNAFTE
BRARMEwmA, Rk, ddkk, BRE, FRBETERAGH®
ik, ErRE, oEEL;

ABRKHRROIETHEH:

& Ukﬂgﬁ“

AEARF RSB ERNER TRB R4 57 BT CSKINFHER
WEHFHER, Ffr:ﬂbA%ﬁi\(I’)&A%

N /3

A N-Fedy, THAGMRE, FEPIhMERFME, L+

A b, ok, R R REL;

R'AR; FA; FRE; CoRERE; Colii; CoRARKE;
MEBE, CooRBRE, CoORAERE, CoRRERALRRY C
ik ik Coo AR EARMNY CRBE Co AR K

X % -NR'-; -NH-NH-; -N=N-; -0-; -C(=0)-; -C(=S)-; -0-
C(=0)—; —C(=0)-0-; -0-C(=0)-Ci-« X ; -C(=0)-0-Ci-c ST X; -0~
Ci-s 3% & —C(=0)-; -C(=0)-Cis 3% % -0-; -0-C(=0) -NR'-; -NR'-
C(=0)-0-; -0-C(=0)-C(=0)-; -C(=0)-NR'-; -NR'-C(=0)-; -

24
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C(=S)-NR'-, —NR'-C(=S)-; -NR'-C(=0)-NR'~; -NR'-C(=S)-NR'-; -
NR'-S (=0) -NR'~; —NR'~S (=0) :-NR'~; ~Ci-s $£&~C (=0) -NR'~; -0-Cis
ﬁi‘C@O)—NRl—; —Cl-sﬁ£*0—0(=0)—NR1; —Cl—sﬁ.g"; 'O—Cl—sfbg
-; =Cr-s B2 XK -0-; -NR'-Ci-s B 2 —; —Ci-s B2 -NR'=; ~NR'-Ci-s 35 & ~NR';
-NR'-Crs SR B ~Cor SRR~ —Co-c W E - —Coe k- -0-Cci R
- —Cos B X -0-; —NR'-Cz-s & X —; —Co-s 43 K -NR'-; -NR'-Co-s
B E-NR'—; —NR'—Cic S35 K -Co SFBE—  —0-Coos SRE~; —Cove 2R
E-0-; —NR'—Ci¢ tfi—; —Cie$tE-NR'=; -NR'-Co-e X -NR'-; -NR'-
Cos B K —Cor IR HE—; —0-Ci 32 E-0—; -0-Cos I E-0—; -0-Cos Bk
£ -0-; -CHOH-; -S—; -S(=0)-; -S(=0):-; -S(=0)-NR'-; -
S (=0) .—NR'—; -NR'-S(=0)—; -NR'=S(=0):—; —S-Cispt—; -Ci-cduik
-S—; -S-Cos4MbE—; —Coc AW R -S—; -S-Cos Bk - —Cos B X-S-;
-0-Ci-s SRS (=0) ,— K, A 4E;

7 hAEBE, Cs BREA; Cs BHE; Cs BRE; —0-; —0-Cis
- -S-; -C(=0)—; -C(=0)-0—;-0-C(=0)-; —C(=S)-; -S(=0)-;
~$(=0):—; -NR'=; -NR'-Ci-¢ % X —; -NR'-C(=0)~; -0-C(=0)-NR'-; -
NR'-C (=0) —0—; -NR'~C (=§);  -S(=0)-NR'; -5 (=0):-NR'~; -NR'-
S (=0) —; —-NR'=S (=0) .—; -NR'-C (=0) -NR'~; -NR'-C(=S) -NR'-; -NR'-
§ (=0) -NR'=; -NR'-S (=0) :~NR'~;

R'AE, CoolE, Co#HE, CoulkE, R”, THHE, &R
ATHEAATHEAR - ARIANAE IR AU T HRRERK:
=S; =0; R”; #&&; m#&; A%, £&; R"-0-; SH; RV-S-; Tk,
# A& R®-C(=0)-; R"”-0-C(=0)—; R"-C(=0)-0-; R"”-0-C(=0)-0-;
—S0sH; R"”-S(=0)—; R"-S(=0).—; R’R‘N; R'R'N-Cis B2 X ; R’R*N=Ci-r
Kk, RRN-Cos R E; RRN-C(=0)-; RRN-C(=5)-; R'R'N-
C (=0) -NH—; R°R°N-C (=S) -NH-; R’R‘N-S (=0).—; R’R°N-S (=0).-NH-;
R*-C(=S)—-; R"-C(=0)-NH-; R"-0-C(C=0)-NH-; R"-S(=0).—NH-;
R-0-8 (=0) .—NH—; R"—C(=S) -NH-; R'*-0-C(=8)-NH-; R'R"N-Yi.-;
R'R"N-Y:-NR"*~Y:—; R"-Y.-NR"-Yi—; H-Y.-NR"-Y.-;

RAER; BE; gE; ComE; #RE, BEKCE)RRAH
Co-s i it; Coe A, BM—ARIAHRTFRAEARNKY Co-e IHE;
Cos ek, M—AREANAHRTARERRM Co-e X CoBRAK; Cie
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AR, C-BERE, C-REREE;, RE; R, AL, R&;
¥-F-—CRE)EE; SR C-oltX; FHRCHRAR; F5K
Cis s ; RY: R¥-Cis B2 X ; R'-0—; R*-S—; R*-C(=0)—; R*-S (=0),—;
R’-S (=0) ,—; R’-S (=0) ,—NH-; R*'-S (=0) ,~NH-; R'-C (=0) —; -NHC (=0) H;
-C(=0) NANH.; R’-C (=0)-NH-; R"-C(=0)-NH-; -C(=NH)R'; -
C (=NH) R*;

R AR, KRR ER,; Ry R, K=
HREFRFHRER, —HKRZFLIK; ThGE, MRS ERERK
—AHEABHRIE A THRAERNK: =S; =0; R’; X, &
#; AE; fX; RV-0-; SH; R"-5-; FEEE; RX; R'-C(=0)-;
R"”-0-C (=0)—; R"-C(=0)-0-; R"-0-C(=0)-0-; -SO;H; R"-S(=0)-;
R¥-S (=0) :—; R°R°N; R'RN-Cis 322 ; RRN-C: RIER; RRN-Ci-e X
% RRN-C(=0)—; R’R°N-C(=S)—; R°R‘N-C(=0)-NH-; R’R°N-C(=S)-
NH-; R’R°N-S (=0).—; R’R°N-S (=0).—NH—; R"-C (=8) —; R"’-C (=0) -NH-;
R"*-0-C (C=0) -NH-; R'-S(=0).-NH-; R'*-0-S (=0).~NH-; R"-C(=S)-
NH-; R“-0-C(=S)-NH-; R'R"N-Y.-; R'R"N-Y.-NR'-Yi—; R"-Y.-
NR”-Yi—; H-Y.-NR"-Y.-;

R & Bk AHE, R, -Y.-NR'-Y:.-NR''R", -Y.-NR’-Y.-R‘,
-Y.-NR'R", &,#

AR TREEMNAERG R —EY R 3-8 LHHFRKIH0H
BRI, ABRI-8AFKRERIK, HRARKEHTHELEEK—ANRE
A A RY RV R HBRARERR, N4 MRERE TGS XK
M, R XKLk —AREA%kA R, R F R HRAEXR
&;

R'H Codpdh; Coodtfilh, RE, £-H-CoRkBP)REHS
R Cs i

R' G Cs i CosMB; Coo bR AW ER, —FKR=ZFHK
R, H,oMFGEIR, —HKREZKKK; FHERER, KA =ZKHK
R; WAt IR, —HKRAZKER; FoHARHER, — KX =KL
R; FHRER., ZHKRZKRER; HIOFGEIR., —HKRZFKEKKR
WSO AFG LR, — AR KRBT HFRLEIN, MR =K
FRBARYER, — KX ZRERRBEFTOARGER, —KR=

26
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RERIMFHRER, —HRRZRERRKH C RE; I R ATH
ERATERB—AXSZALA R’ PR GRAERAK;

R, R'fR'E I AHERR, X4

R. RFe R FHEEBAT—REAT Cs BRER Cs BIHX,
M5 EMAERGBRF R K3 -8 AHHEFARR I 0F L 2K
KA-SAMFHRERK; MERFE G TELR—ANKS Ak g R,
RV fo R 4 AR XA

REVR A RS Ak &R, £X; F; AL; X R0
SH; R”-S-; ¥BtE; RA; R°-C(=0)-; R"-0-C(=0)—; R"-C(=0)-
0-; R"-0-C (=0) -0-; —-S0:H; R"*-S (=0) —; R"*-S (=0).—; R"R'*N-S (=0) —;
RUR'N-S (=0).— R"R"N-Yi—; RR"N-Y:-NR'*-Y.—; R“*-Y,-NR"-Yi-;
H-Y:-NR"-Yi—; AR, R4

R, RPFe R W EEHAT—REAT C BREX Cc BH X,
MG EMAERBEGERETF—REBR I -8 LR FL,OF N LHIERX
PEREABRA-8 AN FAERRRELRK; XH

RY. R¥ #= R d 49 £ R HA T —R A F-0- (CH.) .~0-, K5 EMN
BN RT—RY Btefo. Fgtafed FHFHE 4-8 LEHEIRN$E
#3K;

RY G Ce R Cos IR Cos BRE; MPWEIR, K=K
BRI, oM EIR, — KR ZKERK;, FERGER. — KK =
REEIK; taftdEIR, — KR ZREK; F-BHER, KX =
RER, FHER, —HKRZIREN; ROFGER, ZRRZFHK
HAKF 2O LR, KR ZRKERIMFFRG LR, KK
ERBAABEANGER, KX ZRERAB TSP ER, =
RREZAERRBEFTHEER, AR ALK C-E; & RY
ATHERATELE—AREAZA R’ R Fo R 6§ RAERAK;
RE T EERRERE THERL XKMAES, FEAERRIE R —
A SR A R R A R SRR RA;

R R, R RBABIMAHRKR", KH

R'E R, AR5 R T—ARHBR C-« BLRER C« BHE, AR
B 3-8 TAefo R0 L RTRXHB R 4-8 LHFTRERK;
& 8 TAHEEH—AREANEH R, ROF R GRARRA;
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RV R 5 RY — & & T Cis TRER C- BHE, AmmEEMAT
EBHEEF—RYER 3-8 AhRRFIERGERRIBR 4-8
SRS RIR, FREERE TIHEEH—AXEANALAR R F R
B IR IR ;

R® HioFfetd IR, KK ZHKBAK; o PR, KK =
WRR:, FHEMGER., —HFRA KKK, BHER, —HKR=ZHK
IR BOMFWHER, —HRRZFEK, RFARERXR., —HKR=ZK
30

R Hiofetd 23R, — SRR ZKBIK; F-efti R, —RKR=
RN, THEHEGER. —HFKRAZHKK,; BFGER, K=K
2K, ROBPER, —HKKZREK; FHER, —RKIA=KE
K i R RANBREARKS h THEAR—AKXEANARLA R R
R 9 B K IRA;

Yoo 3% -V=8(=0)-Yi—; -Ys-S(=0):-Yi~; -Ys=C(=0)-Yi—; -Ys-
C(=8) -Yi~; -Ys=0-Y.=; -Yi=8-Y.i=; -Ys—0 - C(=0) -Y:~K~Y:—C (=0) -
O—Yr'";

V&Y. & ikl E84, Y-S (=0)-Y—; -Ys=S (=0) =Y -
Y.=C (=0) -Y+i—; -Y;—C(=S) -Yi—; ~-Y:=0-Yi~; -Y:=S-Yi=; ~-Y:-0 -
C (=0) =Y.—H~Y:~C (=0) —0-Y.~;

ERE-S-E XV AL o T, Cos THH AR Co-s BB

nA1lX2;

mA1XK2;

pH 1K 2;

r A 1-5;

s A 1-3;

ZERPBERIB—A. B ZA IAREZASTABRIEA
ATHERAEARRAGEL: gF&. Co BBE. G Fa k. Cos AL,
A, AL, 2K Costt o A Cobu L

£FHR-X-R F/H R REEH 4.

AXTRAGEAEAIEA LG C-RERBAA 1-34K
BFHisiianpnt, siefTh. X, AL, 1-FTRTE;
hAERIAR—FIH C-REARBEAR 14 ARRTFHASAX

28
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#fri, PCoREMEXGEARART R, AHXARKER—F
A C-RERBEAA 1-6 A KR TFHEAR L EWOPRE, 0 Ci
REFZAHEARNZRE. K, 2-FETEAF; #AHALAILR
—HH9H C-u R AZIEA 1-10 ARRFHEAR I Bk, &
o C AR WEANR R, FE. FX. 25, AHAXAR
EAA—HSG CBRAZBEA 1-6 ARRTFHEIBR BN
toFelE X, HleBFE. 1,2-BZ 4 (1, 2-ethanediyl) K 1,2-Z X
(1, 2-ethylidene) , 1,3-% & X (1, 3-propanediyl) & 1,3-A X
(1, 3-propylidene), 1,4-ZTX (1,4-butanediyl)& 1, 4-TX
(1,4-butylidene) ¥; Co- AWEXRZBEA 2-6 A KR FTh AR
HAAFIARE, PlTHE, ARE, THE, RFE, THE
HF; oM ERBER 2-10 ARETHR—FRBEGAL4F MR
X, BoC HBEAZXHARARZREE. FHE, THE. 2%
AF; Co BHEARBAA KRS ENMELREA 2-6 MEETFH—
HES/LEXERE, PlBLHE, THBE, TTHE, EAHE,
TEHAN: CoBRERBREF 2-6 ABERFR—FARHA/AL
ik, Wik, ARE, THRE, XBRE, TREF; CopkiR
BEF2-10ARRTFR— ARG ESPRIABE, o QAT
SHEARARE . FhE FHE ZBEAF; CBREAIRS
H—EDB LA 2-6 ARRTH_HESSXERE, #loR i
X, BARKRE, BTHRE, BARE, RTHEEF; CGHREARKA
E.RTA, FRA. FOAFKEXGBHK, BN EIR. ZKK
EZRBEFREATE 1. 2R IARARYGERERLE, AXRRARAAKRTA
B, HAXFHKRERSLHE, R BPHLER, — KR EZKERRF
Wl 2RINRARGERKREL, ERARGBERTFARFHLOEE
—fobt, HEKREAARFHRFE; FEHNHER, —HKR=KK
T 1. 2 XIAKARNFARRRL, AFARNORRTAR; KX
BEFERRARBEARAARN Y, AT 40°+2 S FHREHKER,
HEFEA 6 A 10 A~ 14 AFAH n-%F (Hickel MF;0°H 1. 2,
3E); WAHER, —HRRXZREKATE L, 2K INAKARGES
EV—A%B 0. NKSHERTHIRREAL, HKEZRSEHE;
Pt K, —RAZRKEKETE 1. 2RIANAFARHLEES —
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AEHO. NKSHERTFHRES—EREARRAL, REFRELLE
HFAKRE; FHEER, —RIZKEXREAFE 1, 2 R IANAKARY
CEES—AO0, NKXSHERTHIRKREL.

Hfet K, —RKR=ZKBERGEEEAARAE, KTE, X
AE, KTk, FEE, FFE, —F[4.2.00FX, KEX, KEX,
+EER, THAEL.

HPFH LR, — KA KRG AARZHARAHE, KT
WA, KAWL, KTHBE, KEBE, KFEHE, 3[4 2.01F%
X, FEHE, FE2HEA, NAKE, 1,2,3,4-waREL,
1,2,3,4,42,9,9a, 10-AE L.

FEHER, —RE=ZKERGRAEEZHHEE, XX, EX.

ot 23K, KRR ZKRERGLEEHAHADAKDE, ®E%
A, —fARE, ke, e i, wiEp R, — A0 X, F
kel X, Fue ik, oekir X, Zeblr R, ok K, abediR
X, ke i, SEERE, SARER, ZHREA, BhkK, —ERX,
AAGHRE, REL, ZERE, TEERE, NATUI%RE.

Ry AGEIR, ZHRXZRERG AR LA AabbdhE, ke
sk, weedak R, 2, 3-—AXHFkvhR, 1, -RKFARERRAFL,
2, 3-=8-1,4-KHEBRE, 2,3-—4A%%REF.

FHRER, KR ZRPEHRYGEARLHARERT L, &
A% A (oxethylidenyl), wbep ik, sk, Eopr X, ke X, "o
£, Foeb R, Eeb i, BoRkep X, wbep i, o X, Ko X, W-
X, e R, ek, BRi, wiEL, 25k, =44, wwi,
EaAkwmid, FEFxmE, XirEok, FEFEuk, d2L,
ek, Fulhi, KK, Xifoke X, K, Fipmex,
EppEee X, i X, X E - X, Xk —wbk, Xt =v
A, %A, gk, e, F-REEE, 2K, BKEX,
gk i, wbebak R, Rov X, ¥ i, Eifdabwhi, vhefifag K,
Wy JFabsg X, kbR A, FEase R, Eebjfaese X, FUE
o S R, U IFURTT A, e bwter R, wkekfubeR &, wbeb
HA, Koifubdd, kit di, FEifugkl, Kb
X, Flesfabgik, Wedfubd Rk, wbedifobg X, skedSiabg X,
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aheg s X, it Ewk, kmitErR, FEEHERE, &
B A, AR, ek A, weedfeEr Ak, sk it
e X, whok R g, it g, khiREX, Fkedsiek
RX, debk kg X, F¥edfear Rk, Beb kg, wbed kB X,
ke Sk K, okt R, oK, =R E, ¥
Zeb bR, EovdifR X, SRk, Wok gt &
e ez K, Zebjfupee t, WMok R, K e Feth R, =
vk, oked HuEep K, oRek Rl X, okeb okl K, Fuled it
%R, Rk, kit =%R, Ebitg ik, Ef=%
A ook =k, o= X, E =i, =vf=%%,
ehe X, PrRE, wdl, Rk, wEER.

S-FHRRAG AL Aotk K, ki, 0K, K2k, &
X, e, Ee X, FEek K, bk, e X, e X, W
e R wgmk X

WX FRAGRE(=0) B EERTFHYREEFS, ikl
ARARTLEMBAERAELEA, YA GRABEBLERR T LHEY RA
L.

RiBH R)ZHBR. K. RfrhBHh, EoREAETPH
A, AEXAIEA—HRSH I ARTFERBE-RSARGTE, &
MNRBRE —AXEARBRTHTE, Pl RTFER=ZRTE; #H
AAIEAA NI ER CRABELAHE-H L HRH C B
X, HlmRKTAVTHEGRA, 1,1-—R-TAF. EFSHRTEAR
FARK C-o MEANZLEEA, A MALELYERTEEAREL
i, EMTUHRARXLE.

E#lde R, R, R, PRRZXPRAGRELFOIEMELK
WA TROGFHAEX, Fliebd R ais 20vg X,

IR EZA F A, ERRIRTUABLEITE SRR R TS
EXQMB Mo FRMekasb., #ld, SHSMEFGH_KH
1,2,3, 4 maEEAN, ETAE1,2,3,4-w8HF-1-%, 1,2,3,4-m
fF-2-X ¥,

o REA FmitE, ERERTABIETELSHHRERTFRE
BRIABFERX (DR D) TFHHRFLL. Hldo, BFTHRERTA%
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s int, BTAR 1-skeb i, 2K, 4R RFF,

LAETEE Wi R ' F)AETHRSBEART -, Z86
RA AT,

MEBEAET EHHAAINFKRAAHERA FERTERAETER
®RRT L.

gFieRERARE, X(DR(MO)ALLHHLERBATREETH
B P TRESHAEL, pHFEREESORASGL DK
AR, vlieh FTHERBALTEALSY. AXEE, LRRATEH
AHERFEHAY, HOHLEELALAKHELEA.

FRTHEAMRLEEER (DX D)L HEBSERGET LA
ML ERmRL, XARMRETESHESREERZY XX
(MR (D) A RES, L FArERPPHANRE, AR, #
ALK, SARY; AR, AR; BARF;, AAFANRE, TR,
AR, AR, 2-BLAAR. 2-ANRAR. FR. R-R. #HAK.
Lis. T8, FRHR. 5o, R, 2-2%-1,2,3-AKR=ZR
B, THR, LEHR. X5, I-FEEXHR. XTREAHR. 2-
BEETR. i-RA2-LEAXTHRFR, A, SSARLE, &7
oA 3 X A 3k B X bR 3 & sk K.

Bt M ASEHAME LA TE, LTS H BERFGX (D)
F MO WRLREELRER. RHEHRELEIBERmREN K.
EENREHROEH e, RARLIEAEEX, HleE. 8. 4.
B, HEF, SARBRII AT RGE. FREL, Tk,
LB, A, FRE., R TRAHEK, —FEK. —CBE. —0U8E.
A, —FAEE. —-ETEE., stedtt. R, Gk, Z TR,
ZThe. ZAEE. £, kR, Sk dek, FEFEX G, N-
FE-D-FHEHHB. -RA-2-(BFR)-1,3-AK_8B. ok
(hybramine) AR &L X, REZHKEBRHI IR, HARFH
AHEX, X, ASHXTELAREE RGN FERY X,

Rizmg i —Ae@iEX (DRO)EHAREREGKE DI
ENmopH X, EEABXG X HREH. TEBHLHF.

WX P RAHRE “F& ABXODRAD)EHREBBRGF
g, X (1) R ()4 R E4E 6 F4AN iR
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REEED . FERGRFERARK (H)30sk F RN T AR LEH &
FgE, LTUEARLARTELAANECREREY, =R F5
BREAE, FomLs, -TESREEAS. FELATELA
BR., THRAMRAEETFOER. 2. s, R LBRBFTRE. A
HBEGEAEETFTUAHA ST MBI

E48M, X (XD AsHFeeg N-RALH, M.
FoPIHBMFFHETRLE—AXSAFHFC, FhIkbE
FMEH XAE.

WX FRAGKE “ShOFHFMHE” ZXAHX )X D) 40E
MABREMG N-F4t. AR, FEIEESTRTAEDTRLE
TR TR IAFHE. RIEFALARI T, HEBHGLF LK
ATHAETRGIARLFFHEGRESY, FERSBHELEELNT
G A et m ik fertirik, AZEREARLS FHEKYGX ()R
(D) o A=CMes N-Ffidh, &, ENLHRFEHEANE—FH
&K, FEPRACRAEGASERT 10%, KE&T 5% HILEKTF 2%,
HRAELT 1%, B4&KPF, THRERFSTHRES R-X S-#AR,; —#
RGPl EGBRARETHEEIAMX-RAX-HE., a4
RS HAEHESGEETALFER I-244F . 2K, X (DX (1)
A TAELFFRAOCEERLAHEBIA.

AZAXSHE N-RHH IXARRBOEL T M REARART
B ALK TR 69 N-R A @ X (1) 4eed.

FEX (DR O)AHAHETALEIEFMEB X (Hl=F-HF
ERAK) AA. WEBXRAALXNPTHAIRE, EEAICELER
AAREZIA.

FxFASEARE “XDsH” R “X (DX D)EH W,
¥iraemey N-fid, S, ENBFEEFRSNHIARLF
Ftgik., R PRI LG AL FHGX (DR (D) LEH.

Mt Exe FRX (DX O)sH, FERLS BT
HEEEGHD 1000u, A REFHH 800u, EHFNGAREH T00u (u
ATFH—NRFREEE, FT1.66x10""kg).

Bt aiExe FRX (D)X (D) 4b%, FHZLERHE
BF, R X Rk 4 -C(=0)-NR'-HK—C (=S)-NR'~-; FofHRE X H HE4H
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AR AAM, RETEAXT FVRARERE-K = (C-oRE) REH
R'-C(=0)—; Fo&#RA L X HEBMA R HEN, B R" RiEHEK;
ABFAHRZ S RHEN, M RREHFK,

M ERGHSHHXE ERX (1) XK (D) 44, EINE N-fi
. THAKRRL, F&pLIALFRHE, LT

KA s, Eod, kiR RL;

R' HE; FE;, FBE; C-oREAEEK,; C-tX; CRmAEXKE;
WTBA, CooBREHE, C-RAERE, C- o RAKALRKE Ci
%&; &ﬁﬁ Cis Rﬁ.ﬁ»#&#’-ﬁé‘l Ci-s ﬁﬁg Ci-s ﬁi&i,

X %-NR'-; -NH-NH-; -N=N-; -0—; —C(=0)—; -C(=S)-; -0-
C(=0)—; -C(=0)-0-; —-0-C(=0)—-Ci-s £ X; -C(=0)-0-Cis S5 X; -0~
Cis 52 K -C(=0)—; -C(=0)-Cis %% % -0-; -0-C(=0)-NR'-; -NR'-
C(=0)-0-; -0-C(=0)-C(=0)-; -C(=0)-NR'-; -NR'-C(=0)-; -
C(=S)-NR'-, -NR'-C(=S)—; -NR'-C(=0)-NR'-; -NR'-C(=S)-NR'-; -
NR'-S (=0) -NR'=; —-NR'-S (=0) .—NR'=; —Ci-s 32 ~C (=0) -NR'=; —0-Ci-s
B’A-C(=0)-NR'-; -Cis3t £ -0-C(=0)-NR'; —Ci-edpX—-; —-0-C-slt X
—; =Cis e & -0-; -NR'-Cis Bt ¥ —; —Cis X -NR'—; —NR'-Ci-s S XK -NR';
“NR'-Ci-s B R -Cs-r IR —; —Co-e B K~ —Cos X -0-C- B E
—; —Cos 4 KX -0—; -NR'-Coc MR- —Cos B E-NR'-; -NR'-Cis
43 A -NR'—; -NR'-Cos M X -Csr FRIRE—; -0-Cos B2X—; —Cos B2
£ -0-; -NR'-Co-s B —; —Coe & -NR'-; —NR'-Ca-s B2 XE-NR'~; -NR'-
Co-s B X —Cor %%g‘; —0-Ci-¢ %;E—O-; —O—C:-sﬁﬁi—o-; —0-Ca-s B
% -0-; -CHOH-; -S—; -S(=0)-; -S(=0).—; -S(=0)-NR'-; -
S (=0) 2"NR1—; ~NR'-S (=0) - -NR'-S (=0) 1—; —9—Ci-s ﬁi\—; —Ci-s ﬁ&
—S—; —S—Co-s 4 E—; —Cos BB E-S—; -S—Cos Bk —; —Coe BBk -S-;
—0-Ci- 3 X -8 (=0) .~ H 34

Z ﬂ].ﬁ.&‘&, Ci-s ﬂﬁiﬁ, Ci-s iﬁﬁii, Ca-s ﬂk&&; "0—; ~0-Ci-s
k- -S-; —C(=0)—; -C(=0)-0-;-0-C(=0)—; -C(=5)—; -S(=0)—;
-S$(=0):-; —-NR'=;-NR'~Ci-¢ 3% % —;-NR'-C(=0)-; -0-C(=0)-NR'-; -
NR'-C (=0) —0—; =NR'~C (=8) —; -8 (=0) -NR'—; -5 (=0) .—NR'—; -NR'~
S (=0) —; -NR'=S (=0) :—; -NR'-C (=0) -NR'~; -NR'-C(=S) -NR'-; -NR'-
S (=0) -NR'-; -NR'-S (=0) .~NR'~;
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REA A, Coodti, CondEWE, CooitX, R, TEHME, &L
ATHEEABATEEBR—ARSIANSHEIR AT HRAERAK:
=S; =0; R"; #&X; m&; AME; RE&; R"-0-; SH; R"-S—; FBELE;
$#% % ; R"-C(=0)-; R“-0-C(=0)-; R"-C(=0)-0-; R'-0-C(=0)-0-;
-S0:H; R“-S(=0)-; R"-S(=0).—; R’R°N; R’R‘N-Ci-s £ %; R'R‘N-C:o
R A; RRN-Cs S E; RRN-C(=0)-; RRN-C(=S)-; R°R‘N-
C (=0) -NH-; R’R°N—C (=S)-NH-; R’R‘N-S(=0).—; R’R°N-S(=0).-NH-;
R”-C(=8)-; R"-C(=0)-NH-; R"-0-C(C=0)-NH-; R'-S(=0).-NH-;
R'*-0-S (=0) .—NH—; R'~C(=S)-NH-; R'*-0-C(=S)-NH-; R'R"*N-Yi.-;
RVR"N-Y.-NR'*-Y,~; R"-Y.-NR"-Y:—; H-Y.-NR"-Y.-;

Rzﬁﬁ.; gi, ﬂi, Cl—sﬁﬁ; ﬁ‘ﬁngh ﬁiﬂi—c (’0)R1$~Rﬁﬁ
CostX; Co-sBHE; M ARZIAMAHRTFRALRAY C L,
Cos I M—AXEAMHREFRAARRARL Cos Bk CofREK; Ci
A, Coolt B ERE; CooOREBAR; RE; RE; MK, &X;
- (CemA)RE; ZAKC-BE; ZRRC-BEAXL; 2K
Cis AR K R™; R —Cos 52 3 R*'=0—; R*'—~S—; R'=C (=0) —; R*'-S (=0),—;
R’-S (=0) ,—; R’-S (=0) ,~NH—; R*'-S (=0) ,~NH—; R'—C (=0) —; —NHC (=0) H;
—C (=0) NHNH.; R’-C(=0)-NH-; R*-C(=0)-NH-; -C(=NH)R’; -
C (=NH) R";

R A MFetd 30, KA ZHKEK; oG ER, KR =
RERKFHRER, KRR =ZFEK; Tehe%E, AL RHRERK
—AXEAL BRI E AR THRAERNK: =S; =0; R”; &%; &
X; AE; K&; RV-0-; SH; R”-S-; FEE; RE; R'-C(=0)-;
R"”-0-C (=0)—; R"-C(=0)-0-; R'-0-C(=0)-0-; -SOsH; R"-S(=0)-;
R”=S (=0):—; R’R°N; RRN-Ci-e 3t X; RRN-Cs R E; RRN-C-
A ; RRN-C(=0)-; R°RN-C(=S)-; R'R°N-C(=0) -NH-; R°R°N-C (=S)-
NH-; R°R‘N-S (=0).—; R’R’N-S (=0) .—NH-; R"-C (=S)-; R"-C (=0) -NH-;
R""-0-C (C=0) -NH—; R"-8(=0).—NH-; R"-0-S (=0) .~NH-; R"-C(=S) -
NH-; R"“-0-C(=S)-NH-; R'R“N-Yi-; R'R"N-Y.-NR'-Y.i-; R"-Y.-
NR”=Yi=; H-Y,-NR"-Y:-;

RPfFe R° & Bz bh &, R, -Y.-NR*-Y.-NR'R", -Y.-NR’-Y.-R®,
-Y.~NR’R"’;
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R'A Cttd; ColmBE, &K, 2-3-CoRB)BEX K
AR CeBE X ;

RO CodX; Cos MR, Cos R, Mofd) I, XK =IRBK
K; FHohf iR, —KEZRKERK;, FERER., — KA =K%
K, taAti IR, —HRRZKER; KoM ER, ZKRIX=ZKL
R, FHRER, —HRZFER; ROPHEIR, KR ZIRKKR
HESHA G ER., — KA KBERARFTFRGER. —RKHE =K
BRAMAAFG IR, KX =ZRKERREF PN ER, KX
ZRERBRBTHER., ZIRKZFLFRAY C-RE; I RAF
HEERATHEEE—ARSA®A R, R o RY GBRARERK;

R, R R"E A AHERR,

RERUA RS- BXk b &; RY; £X; g&; A, K RV-0-;
SH; R”-S—; ¥sti; ¥X; R'-C(=0)-; R"-0-C(=0)-; R"-C(=0)-
0-; R"*-0-C (=0) -0—; —-S0:H; R'*~S (=0) —; R"*-S (=0) .—; R"’R'’N-S (=0) —;
RUR'N-S (=0) .~ RR"N-Yi—; RR"N-Y:-NR"-Y:—; R"-Y.-NR"-Y.-;
H—'Yz“NR”—Yl—; ﬁ/‘“{‘,

R Cos X Cos M R; Coo iR Mg BIX, KA =3
BIK; ot R, — KX =ZKEK;, FEHEHGER, —Kx=
RAER; WHfthER, KR ZFEF; FOARGER, KR =
R, FAER, —HKRAZIREKR; HAPGER., —RKI=ZKHK
RRBFESFG IR, KX ZRERRMFFRGER, R
ZHRBRABEAGER., KX ZFLRIABFIOFGER, =
FREZHREAREIMFALR, ZHRRZFERBRAY C K, & R”
ATHELATELEMR—AREZAEG R, R Fo R GERAERK;

RY. RV, RUFfRVE A aibhAKXRY;

R® Aoty L3R, —HKRZFKK; HoofeghR, —KK=
RAKIR; FEHEMBR., —HRXZKHEK; B ER, —RKI=ZKE
B, oM, —HKRZKER, AFTHRER, ZRKI=ZKE
R,

R bt 23K, —RH{=ZRBEK;, RyEPHER, KX =
RBIR; FHEHER., — KK KKK, B ER, R ZHE
R, HRoteftEIR, —HRXZHKEKR, FHRER, —HKIZKLEK;
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WR'RAGERRERE f THELB—AKSALEH R R R
BRARERAK;

Yio 4 -Y:=-S(=0)-Yi—; -Y:-S(=0).-Yi=; -Y;-C(=0)-Y.:—; -Ys:-
C(=S)-Yi=; -Ys=0-Yi~; -Y:;=S-Yi=; =Yi=0 - C(=0) ~Y:=HK -Y:~C (=0) -
0-Y.=;

)& Y. %‘ EJ ﬁiﬂ’a)& .ﬁ."&‘&y -Y;-S (=0) =Y4=; =Ys=§ (=0) =Y -
Y;-C (=0) -Y«=; -Ys=C(=S)-Y.~; -Ys=0-Y.:—; -Y:=S-Yi—; -Y:=0 -
C (=0) —Yr'ﬁ.-Ys—C (=0) —O—Yr‘;

VR Y& Aisbh H8,C BRE, C-s BHAXK Co-s BE;

n}h1XK2; |

m¥ 1 2;

pAH1HK2;

r A 1-5;

s A 1-3;

FERABEREIB—A. BA. ZA. OAXRENL BT RA
ATFHRAREBRARGERE: 5. C-o X, C- R A, C XA,
A A, 3aRCREFS K CRAE;

£HR-X-RF/EA R RBEAHEL; o

42 L

A W o
B, M

AEFPHR ALKTE, sH 2, PAHAFREB-X-R N FHREN,
-7 R fh B4, NH;

EAEFH R AEXTFE, s H 1, % 3-8X 4-FREA LX)
AHEN, -I-R R 3wk, 4w R X 4-vsr i N-fdbdh;

EXF@ R AEAHN, 2R FeLHh:

-0
\_/
AR R AHEB-Z-R'H -k R E AR 4-wboe i, R
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Fe-X-R' T8k 4 £&;
o N

M, R
5 -R' R h ek FRBRAMubw R, aboz X N-f b, 1-F Kb
R, FRB AN TFERRGEDRK, FRB—ARBNSATE
BRAMkwmE, FifkwmE, $HhEK, 9ni, £HATERNG®
i, Ek, oERE;
AR EHRRLIETF A

-
&sﬂ(@{@f ~

#— T ERHHESHAHXE ERX (1) X D)4, €M N-
fid, THRAGRRE, FEAAIARLFFMEK, LT
FAHeee X, Sz ARk RL;

10

R' b &

15 XAhHBH, -0-R-0-C- K~
7HEBE, -NR'-, -NR'-Ci 32 X~ ~C (=0) —;
R* & &K R";

RRAEA, 5%, CX, 2K C AL
R' AfaA IR, —HAZKERK;, Foafe) B K, KA =
20 HEHRIFHPIR., —IRR=IKLIKR, TGS, HRELKREHTHE
B —AXEAE O BILEA R, R¥-0-. R¥-C(=0) -HK 5§ K Wy IRAKE
BAR;
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R Co ki eI LR, —HRAZHRER; MFTEFHHER,
SRR EZFEFIAN C-s Bu X
R HFAMPIN, KK =IFHKK;

s A 1-3;
FHR-XRA/AVCREAHE;
R L
= L/
} & * Mﬁ;
!
95]', E'J:

ERXPd s H1, RPP 3-FH-X-R*HEN, -Z-R' Rt h 3wk,
4-wboz B &, 4-dbsz B N-f ¥,
-Z-R* e b

I\ /T
\,

AR F-I1-R'h 3R A KRN 4K, R F-X-R R
A A;
ARFA R L
x—R? ®),

! K C

—

N&

B, R

RO H 4k FARA Gz &, ko & N-fibdy, 1-F Xk
A, FRBE—ANEAAASATERNKGEDR, FHBE—PIABNSATR
R kA, Fifsknhik, Bk, Bk, FHHETFERAG®R
wk, BRE, ERL;

FAERGLAH e ER X ()X (D) 484, FFEAEN
L PN

a)
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XR?
==N
=
r®

AN

XH-0—;R"H Coodt X, Co-e R K C-o X, M RUVRAMNEHR
TAERBIRR; R A Coo; RTAHER, &K, HERARY Coul
A, FRBAN C-o R, IR Cokk X, X, &K, ¥-
R Ce B EE, Cs BE-C(=0)-NH-, Cs RAK, Z HK Cis
REAK, C- ALK, K C-RAE, FHRE; VAHEAXK CRE,

HBZI-R4eEZN;
R* &Y
O
=7 g4

b)

ZHC- ek, Coos BIHE, C(=0)-H-C(=S); KA LEEZX;
R' HtoAaty B30, —RKZRER; FSBAFHER, KR ZKL
FRFALR, —HRRZFLK; 3 N RAGEABTELEBRK; R
HER; FE; ColBAEE; Coltl; C-omBARE; BTFBRE, C
AR, CLoRARBE, CoRARARXRAY Clti; £
Cr-s BL AR ARG C- AR C-a AR X H HEMR Co X
R, Rofes w EZN;

c)

R4 ®%),

X 4 H84E, -0-, -S-, -C(=0)-NH-, -C(=0)-0—;R* A&, CFs,
C e k; RAHEK, BA, 8%, CF, CKA, CLRAL, CBRA
A, RE, RE, REERE, BE, CLREEEE,; R AHER Ctr
X: R, Rifesdw bE;

d)
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X-R?

W oo d \
O =

ZR*

R'-Z RATGBIREA-C-o AR Z HHBH, ColtE-, -NR'-,
~NH-NH-, -N=N-, -0-, -(C=0)-, -CHOH-, -S-, —-S(=0)-, -S(=0) .-,
~0-Ci- Bt —, -NR'-Ce R E-, -S-CBtX -, BHR kX, %
X, 2gX, dbEX, ARNREAGEATELMRA; RAHA, Fi,
C-oREEE, CootpE, CLoREERE; X-VAHA, X, Cok,
Coo Rk, = aRFE, ZRFARX, RE CEX; R*AAE,
Coedt, X, A, = gRFE, ZgRTFREIBRERREK
ia’?ﬁéﬁ Cl-sﬁg; R”%gga Qi-’ Cl"*‘%i: Cn-s)‘fﬁﬁg, 'ﬁni,
AL, AL, RE, ZRTFE, =aORTFRE; sH0, 1K2;

e)

R2

Q_W_dm’» R

R

Ry 2-wbeor i, J-wbo X, 4-wbog i, 2-FX-3-woeX, 4-F
A-3-wmo k, 2-skwb i, S-FA-2-wkwbi, 2,5-—FE-3-s%wmi,
1-Ek, 3-ERR, S-FA-2-Ey Xk, 2-9KER, 4hEX, 2-
Kiekmh i, N-Fib-2-sb &, N-FAb-3-bse X, N-RAb-4-= K,
1H-%%k-2-%, 1H-%l%-3-%, 1-FE-1H-weg-2-%, 4-%oki,
B 1-FR-ber F-4-%; RV AHAK CE; X-R, Rfeswbx
X;

f)

Q_W_Qm *

R N-FhmaX, i, bk, =k, Xifoked X, 3
PEATHEEAMCREARXCoRARRFER=ZATERKG4-XL
—wkk-1-%, 1H-sked-1-K Cdu&, 1H-oked-1-% ClmEE, 1H-
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sk -1-K Cs AKX, "Bk Cobuk, ki Cs AR, Gk
Csdtaii; X HABH; RAHEA, Cobtk, 2-wbmE, 3wk, 4-
e &, 2-FE-I-wbm K, -FR-I-wbw R, 2-kvmK, S-FE-2-
kbR, 2, 5-—FR-3-skvmk, 2-E9K, 3-E9K, S-FE-2-K
ik, 2-9kX, 4-mEER, 2-Fikhi, N-Ha-2-wbrd, N-
Fb-3-wbm &, N-ftb-4-wboe X, 10-"31k-2-X, 1H-9|%-3-XK,
1-9 £ -1H-wbeg-2-%, 4—dokE, AL 1-FEX-WHF-4-K; B H
&, Cs bt A, 22X, 3w E, 4R, 2-FRE-I-mEK, 4-
FA-3-mbez i, 2-vkwh i, S-FR-2-skvhE, 2,5-—FH-3-=kvh
PR O WRE OF WEELE SYEL L2 SIVELS ¢ 3 WREL Y 3 8
-F Ik, N-fb-2-vbo &, N-RAL-3-vkse i, N-$fife-4-v
sk, 1H-%|%p-2-%, 1H-%|%-3-%, 1-FR-1H-wkek-2-%, 4-%
sk, B 1-FR-wF-4-%; s E2L;
g)

Xx-R?

R > 8

R' A AR AN K. KRR ZRAK (b 3-TARTFAR)
etz X, BX, R, Rfs ERX;
h)

R ROHAE 3 EBIRAE 4RE; ALK, BF, C-oRmEEK C
wA; R b® R AFEL;

i)
I

Xe=R
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Ed R AL IEHRARN 4RE; AR, BF, Coabt A K Ci
mE: X-R4m EZ;
i)

A RTAEE, RE, CRAE, 3ARCRAE, CRAL,
CH%E"S (=0)", C1-4ﬁ£"s (=0) 17, Cl-nﬁia §é'f“ﬁ Cl-4R£, Ci-4
mEABE, R = (C-BE) REARE, BEKE, 3R C-TAR
g; Rn%gn lﬁ'i:’ ‘ﬁga ‘Ega Ci- Rga Cis %ﬁ&: §@K Ci-4
BE, CoRAEAEE, CooREZRE; R*AK, HEK G- 5E; X
2wk, 2-Er KK 3K K

k)

Fo ROheeme R, ok, Eeek, wkd, RE RSk K, AR
HE gaEgk—AREA LR THRAERNA: 5K, X, KX
# £, —C(=0)-0-R", -C(=0)-R", -S(=0).-NR'R‘", NR“R*", -0-R"
SALR A BIRAN Co R, T R RS AT RAESAEBR
#-F = (Coo o) REABRNKM Ctt; R, Rifes m BRI

1)

R‘

R 3

- /(Rz)n

N
R‘—-{;N' \ /

Rk R A 2-wbmz R, 3wt A, 4-wbRA, 2-FE-I-RE, 6-F
-3k, 2-kmK, S-FA-2-vkwwA, 2,5-—FR-I-wmA,
-y ik, -k, S-FA-2-E X, 1-9EEE, 4-wEA, 2-
E Ak, N-fip-2-vbz &, N-RAb-3-ub X, N-RA-4-HRE,
1H-% % -2-% , 1H-%%-3-%, 1-FX-1H-wtog-2-%, 4-FHhXK,
4-vmr R P AR, —FREER; VALK ColE; sH1-3; L}
Fo R4 B 5L,
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x—x?
Y
s

ERA 4R, 1-FEA-1H-wbeg , Fi Co R ERAE R
A, ik Co o RARMKR N N-Fibmbsr & ; X #-0-, -NR'-C (=0) -0-,
~NR'-C (=0) -, -NR'-C(=S)-, -NR'-C(=0)-NR', -NR'-C(=S)-NR'-HX &
Ba; R ARRAKY CooRE, FRARRKOEEIEL, FERAY
FEC-RE, #-10A4MKRFARGOPEIR, KK ZLHKK,
W 3-10 AR TFABRGHE,eft) K. —RK =K, #d 3-10 4
BREFHURNOFLIR, — KX ZFEKRRE 3-10 AR -FARGHF
S IR, R ZFEFBRAKL C-odn X, 21-3A4%H0.N
RSHERTH S-K 6-ARIK, & 5-H 6-ALERTH-AKXAAX
EMe, B 1-IANMLERTH S R 6-ALRIRRKHEH C X, £+
BERTFHEAONKS, HHEHIKS K -ALRKTE-ANXAAXEHA
4 RAHME; R'-C(=0)-NH-; R"-C(=0)-NH-; sdw bR X,

H—FRAEGHABAHAXIEX (DR (D) E4, LFamTHMk
#Z—:

a) XAHLBRPRAEK;

b) R'FRREHA;

c) RHEK;

d) ZHAEEBH.

B AL A4 A ik X (1) R (D) 4édd, R+:

KA Aubee X, B R AER, HALFwESZEEL.

EEeRAGLASHAHAIEX (DR (D)4EH, KT:

IRA ez i, oA Nkt FANLEREIREX;

RIBE; FE; FoE; CooltEXEE; C-E; CoRmARRE;
MFBE, C-omARE, CoRAERERE, C-REAKAEBNEY Ci
WA R C R EE R ERAL C- s RE Co bt B A

X % -NR'-; -NH-NH-; -N=N—; -0-; -C(=0)-; -C(=8)-; -0-
C(=0)-; -C(=0)-0—; -0-C(=0)-Ci-s ZuX; -C(=0)-0-Ci-s L£&; —0-
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Ci-s Bt X -C(=0)—-; -C(=0)—Ci-s % XK -0-; -0-C (=0) -NR'—; -NR'-
C(=0)-0-; —0-C(=0)-C(=0)-; ~C(=0)-NR'-; -NR'-C(=0)—; -
C(=S)-NR'-, -NR'-C(=S)—; -NR'-C(=0)-NR'-; -NR'-C(=S)-NR'-; -
NR'-S (=0) -NR'—~; -NR'-S (=0):-NR'—; —Ci-s %2 —C (=0) -NR'~; —0-Ci-
%E—C (=0)“NRI"; —Cl-sﬁg—o—c (=0)—NR1; —Cl-s)lféii"; —O—Cn-efﬁi&
— —Cis 3t K -0-; -NR'-Ci-s BE K ~; —Ci-s 30 2 -NR'—; -NR'-Cis ST X -NR';
“NR'~Ci-s SR —Cor SRIEH—; —Cos IR~ —Cos - E—; -0-Coe X
= —Cos MR -0—; -NR'-Co-s AW X —; —Coe M E-NR'~; -NR'-Covs
%iﬁ&-NR‘-; —NR'=C:-¢ ﬁﬁg—CH ﬂ:ﬁi—; ~0-Ca-s ﬁt{a—; -Ca-s B
#-0-; -NR'—Cos $e~; —Cos BEE-NR'~; —NR'~Cos SeEK-NR'-; -NR'-
Cos B ~Cor B —; —0-Ci-s BE-0—; —-0-Co-s M XK -0—; —0-Co-s Bt
% -0-; -CHOH-; -S—; -S(=0)-; -S(=0).—; -S(=0)-NR'-; -
S (=0) .~NR'-; -NR'-S (=0) —; -NR'-S (=0):—; -S-Ci-sdbtX—; -Ci-odT i
~§—; —S-Cos X —Cos M E-S—; —S—Cos R E~; —Coe JRE-S
—0-Ci-s B2 —S (=0) .~ L E4E;

I HHBH, Co BIEE; Cs BHE; Cs BeH; -0-; -0-Ci
% £ -;-C(=0)-; -C(=0)-0-;-0-C(=0)-; -C(=S)—; -S(=0)-;

S (=0):—; —NR'—; —NR'-Ci-s 5.2 —; -NR'-C (=0) —; —0-C (=0) -NR'—; -NR'-
C (=0) -0—; -NR'-C (=8) —; -S (=0) -NR'~; —S (=0):—NR'—; -NR'-

S (=0) —; -NR'-S (=0) .—; -NR'~C (=0) -NR'=; -NR'-C (=S) -NR'—; -NR'-
S (=0) -NR'-; -NR'-S (=0) .-NR'-;

R A S, CoodR, Confiia, Coote, R, THAHE, &R
ATHERATHEEB—AREAE AR AR THRAIRA:
=5; =0; R"; £X; "#&; AX; #XK; R"-0-; SH; R”-S—; FBA;
%%, R®-C(=0)-; R“”-0-C(=0)-; R"”-C(=0)-0-; R"-0-C(=0)-0-;
-S0:H; R“-S(=0)-; R"-S(=0).-; R°R’N; RR°N-Ci-¢ 3 ; RR'N-Cio
Kk RRN-Co A X; R*R“N-C(=0)-; R°R°N-C(=S)-; R'R‘N-
C (=0) -NH-; R’R°N-C (=S)-NH-; R*R‘N-S(=0).—; R°R‘N-S (=0).-NH-;
R~C(=S)-; R"“-C(=0)-NH-; R'*-0-C(C=0)-NH-; R"-S(=0).-NH-;
R'*-0-S (=0) .~NH—; R"-C(=S)-NH-; R"-0-C(=S)-NH-; R"R"N-Yi..-;
RUR"N-Y.-NR'*~Y:—; R"-Y.-NR"-Y.—; H-Y.~NR"-Y.-;

RHE; i 8F; C-omA; #AE, £ER-CE0)RERRH
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CoeRA; CeBWE; M ANHEANAHRTRAERNN Co-o BB X
Cos it X; BM—AREANAHRTHAERRE Cro X CobtAE; Cie
SEABE, CLREBAE; BE, K AX; &L £-%=(C-
RA)RE; $ANKC-RE; 28K CRAR; RY; R-Cobik;
R”-0-; R™-S—; R”-C(=0)-; R"-S(=0),~; R'-S(=0),—; R'-S(=0),-
NH-; R"-S(=0),-NH-; R’-C(=0)-; -NHC(=0)H; -C(=0)NHNH:;; R'-
C (=0) -NH-; R*-C(=0)-NH-; -C(=NH)R'; -C(=NH)R";

R AwmEskmmik, —fkwmik, wodogklk, wtedinl, sk,
ok X, skob b, Eeb X, ek, wbor R, kK, RARK, &
2R, = %X, Dokk, —EARKX_FREK, ThEE, AAERK
BHERB ARSI E OB IE A THRKERK: =S; =0; R";
i, BE; AMHi; KA; RU-0-; SH; RV-S-; FEtk; HE; R'-
C(=0)-; R"-0-C(=0)-; R"-C(=0)-0-; R"”-0-C(=0)-0-; -SO:H;
R”-S(=0)—; R”-S(=0):—; R’R°N; R’R°N-Cis 3R AE; R'R'N-C:- SRETE;
RR*N-Cis B2 J A RRN-C(=0)-; R°RN-C(=S)-; R°R‘N-C(=0)-NH-;
R°R‘N-C (=S) -NH-; R°R°N-S (=0).—; R'R‘N-S(=0).-NH-; R"-C(=S)-;
R'—C (=0) -NH-; R"-0-C (C=0) -NH-; R"”-S(=0).—NH—; R”-0-S(=0).-
NH-; R“-C(=S)-NH-; R"-0-C(=S)-NH-; R'R"N-Y.—; RR"N-Y:-
NR'*-Y.—; R"-Y.~NR”-Y.-; H-Y,-NR"-Y.=;

REfr R B g3k 3sbh &, R, -Y,-NR-Y.-NR'R", -Y.-NR’-Y.-R’,
-Y.-NR’R"’; &

R*#RB I AHA, Colni; Cos IR X XK Cos B2, RE
RO RO GRS R ATHGEH—AREALA R R AR GRAK
B

R A= R TEA L EMATEEG R—RH R 3-8 Liofo R Hoiafety
AR, KB 4-8 AT HRELR, HEARRKSHTHEAE K
BA%E R R A R HEBRARERRK, RAEFEEHRELHTHERER
FAL, RPARERERB—ARSZALA R, R F ROHERARL
BAR;

R17‘9 Cl-sﬁi; Cx-s)‘iﬁag’ «i.ih -¥‘_§&:— (Cl-aﬁi‘)-ﬁ.iﬁ.}ﬂ
K C-s BT X ;

R°A Cisdn B CosMA; Coo X, HfER, —HR=ZKK
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R Fofetd R, —HKI KKK, FHEHRGER, ZRKIA=ZK
BIR; AR, —HRRZFER, HHEFHER, KKK
I, FHER, —HRZHFLK;, #ARGEN, — KR =ZKEK
HAKF MG IR, KR ZRERRBEFFERGER, KX =
FERB BTG LR, — AR ZRERIMFTOFGER, =3
HERERIBMFHRER, KX ZRERRKY C K, ER K
T A AR THEREB—-AXSAALE R RV o R GBRAERK;

R, RUFuR"& 35k ARR,

R°. RFe R FHEEHAT—RET Ci-s BIEEK Cos BIFX,
MaETMAEBGRRF—RBA I -8 AN FSOPe LR
HHK 4-8 ANFHELK;, MREKEATHRB—AREANKA
R, R”# R W RARERA,;

R.RV A= R & B 233000 8 R”; 24 B4 A% & R°-0-
SH; R"-S-; ¥Ei; HE; R'-C(=0)-; R"-0-C(=0)-; R"-C(=0)-
0-; R"*-0-C (=0) -0-; -S0:H; R"-S (=0) —; R"’-S (=0):~; R"R"N-S (=0) -;
RUR'N-S (=0):—; RR"N-Yi—; RR"N-Y:-NR'-Yi—; R"-Y:-NR"-Yi~;
H-Y:-NRV-Yi-; R, KA

R, RV R“"‘" WAEER/AT—RET C-s BREERK Co-s WX,
A B EMIARERF—RHB A I -8 T hF KI5 4G L KILR
BAFREHARA4-8 AN FHRERIRERK; A&

R, RV Fe R ¥ 69 4E& HA-T—REF-0- (CH) —0-, A 5E1M
P& BT —RmH B A, RS FRFEMN 4-8 ALETRE
K,

RE 3 Cosdtik: Coc MR Coo Bl MPpER, ZRHK=ZK
BIK, ROMAHER. —RAZKRK; FEHGER, —KR=
HRBER; MR, —IRRZHEKR; EoRPGER, K=
R FAREIR, ZHRAZHRAK; HAFGER, KA =ZKK
FRBESHA LR, — KA ZKERIEFFRGER, =KX
EHRBEREIBEPGER., KX ZRERIBHRTRPGLER,. =
WA IEFTHRLR., —HRRZRERBRE ComE; i R"
AFHELATHERE—AREAALE R, RV A RY HIRARIRA;
AEFAELSREIRR LR THLE XFRRE, L FAERFELK A
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REANEH R, ROA R HRAERK;

R, RV, R RS A B I HEARR"; RF

RV R, RRUERVT—REBACEBRER C . EHE, Kb
B 3-8 ARG ERRIBR 4-8 L FTRERK;
rE RS g THER—AXRSIALDL R R F R RARERK;
E¥ 3

RV R 5 R —RTEAT Cs BIRER Cs BHX, AR5 EMNA
HBHERTF—REBR 3-8 AR EI NG ERTKIBR 4-8
A ERERH; EASRFTHEEB—ARE Ak R, R = RY
& AR A IRAK;

R Hiafetg 3R, —RRX KKK, RoBRGER, —KR=
FBEIK; THEMGER, —HRAZKHEIK; B ER, KK =ZK
IR FHoWMAGER, —HKXZKEKR;, AFHRER, _KA=ZK
3K

R At by 3R, KX ZIRKIK; FoHPHERXR, —KK=
KR, FEBRMER, — KA KKK, AP ER. —KI=ZK
eIk WOy ER, KRR KRR, FHER, —HKR=KE
R, i R RANBRILERE A THEAH ARSI A%H R R F
R' # BRAKEIRAK;

Y. 3 -Ys=S(=0)-Yim; ~Y:=S(=0):-Yi—; -Yi—C(=0)-Yi~; -Yi-
C(=8)-Yi~; -Y:=0-Yi=; -Y:-S-Yim; -Y¥s~0 - C(=0)-Y.— K -Ys—C (=0) -
0-Yi—;

Y. & Y. .S 3 B3 h AiEe, -Y:-S (=0) -Y.—; -Ys-S (=0)-Yo—; -
Y:-C (=0) =Yi—; -Y:—C(=S)-Yi=; -Yi—0-Yi—; -Ys-S-Yi—; -Y;-0 -
C (=0) —Yr‘ﬁ."Ys—C (=0) —0—Y4‘";

VLR Y. 5 aEakdh EEE,C BRE,C IR K Co-s BIRE;

n#HlK2;

mA1X2;

pAH1R2;

r# 1-5;

s A 1-3; ,

FEARBEEIE—A. @A A OARAEASARIHR G
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ATFBRAREBRAREGELE: &, Cobtk. G R, Ce AKX
FA, A SHRC-REFS AR C- AL,

2R X-RF/RRREHR; AR

R LI AREE RN N REEHERRA LR,

B—skkt e A X ()X (D) b&H, K+

A, FREARXRER, HALEREARKLEL;

R'HE; FA; FoA; CoomBARE; Cobd; ColAARE;
HFBE, CoREBE, CooRAEEE, CooREKRARXRAL Ci
SA; kA CooR BERERAY Co RAK C- A K,

X #% -N'-; -0-; -C(=0)-; -0-C(=0)-; -C(=0)-0-; -0-
C(=0) —Ci-s 3t i; —C(=0)-0-Ci-s XX ; —0-Ci- X E-C(=0)—; —C(=0)-
Cis B &£ -0-; —-0-C(=0)-NR'-; -NR'-C(=0)-0-; —C(=0)-NR'-; -NR'-
C(=0)—; —CisdtE—; —0-Cs E— -Cis BE-0—; -NR'-Cis T
—Ci-s B X -NR'—; —NR'=Ci-s 5L -NR'—; —Co-c 4 M 2 —; —Co-s B2 X —; —0-Cis
%ﬁix-; —Ca-s ﬁh&;},—o—; “NRI_CI-G ﬁﬁii-; —Ca-6 %ﬁi—NR‘—; -
NR'~Ca-s S 35 X ~NR'~; —0—Ci-s B dh—; —Cos SRR -0—; -NR'-Cos SR~
—Cr-s A -NR'—; -NR'—Cos SR A -NR'—; -0-Cie BEE-0-; —0-CocBhIb R
-0-; -0-C:s ¥t X -0-; -CHOH-; -S—; -S(=0)—; -S(=0).—; -
S (=0) -NR'~; -8 (=0):-NR'~; -NR'-§(=0)—; -NR'-S (=0):~; —S—Ci-s}%
A Cosh-S—; -S—Coc bt —Cos BHE-S—; -5-Cos BB ~;
~Co-s JR RS- REER,;

Z HHAEE, Co BRE; Cos BHE; Coos BRE; -0 -0-Ci-s
& - -C(=0)—; -C(=0)-0-;-0-C(=0)—; -S(=0)—; -S(=0).—; -
NR'—; -NR'=Cis $% & —; -NR'-C (=0) —; -0-C (=0) -NR'=; -NR'-C (=0) -
0-; S (=0) -NR'~; =S (=0) :~NR'—; -NR'-S (=0) —; -NR'-S (=0) :~;

RzﬂJﬁn CI'IO%£’ C2-10%ﬁ§’ Cl*loﬁg) RZO, _"Tﬁgéq%’ iiRz
ATHEALAATEAR —AREAE IR A THRKRERN:
=0; R"; #&4; H%; AA; R&; R-0-; SH; RV-5—; FEHE; &
£ RY-C(=0)-; R"-0-C(=0)-; R"~C (=0) -0-; R"”-0-C(=0)-0-; -
SO:H; R“-S(=0)—; R“-S(=0):-; R'R‘N; R'R‘N-Ci-s%ti; RRN-Cis%k
F A RUR“N-C(=0)-; RRN-S(=0).—; R‘R‘N-S(=0).-NH-; R"-
C (=0) -NH-;
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RAHE; 24 B4 Coonk; #AE, £RH-C(0RRALH
Coodtd; CeBHE; H—AXIATRTRRAERKY Cos WX,
Cos o d; M—AKEAGRTFRIARERKY Cos B X CaRAK; Cie
RAEEE; CoRABRAE; RE; RE; A RE; £-2=(C
ﬁg) ﬁi, § lﬁ'ﬁ Cl—6ﬁ£; % lil'ﬁ Ci-s ﬁﬁ&; R“; R"-Ci-s B
R"-0-; R"-S—; R"-C(=0)-; R"-S(=0),—; R'-S(=0),—; R'-C(=0)-;
~NHC (=0) H; —C (=0) NHNH:; R'-C (=0) -NH-; R*'-C (=0) -NH-; —C (=NH)R’;
-C (=NH)R™;

R Y fekvht, —HeknhR, abelok R, bl b, kb X,
sk X, wkedpR R, Hed X, A, RRE, REE, REE, &
gk, Z%E, BRE, —HRRRERIBRE, TS, AEER
AR B—ARIANASABIR A THRRERA: =0; R’; £
& f&; AR R RVY-0-; SH; RU-S—; FELK; &K RV-C(=0)~;
R-0-C (=0) —; R"”-C(=0)-0-; R"-0-C(=0)-0-; -SO:H; R"”-S(=0)-;
RS (=0):—; R°R’N; RR‘N-Cis g5 2 ; RRN-Cis L ; R*RN-C (=0) —;
R'RN-S (=0) »—; R"’~C (=0) -NH-;

RAR & fEIibAHERR,

R Fe R B BIBAL, C-oRh; CocBWER CokF, R”
Fe RO TRAKX B RAAE fTHELEH—ARXSZAELA R ROFRH
BRA K BRAR;

R A Cooid; CoofR, R4, - - CRHP)RELIE Y
R Cedni;

stb C1-6*}6£; Cz-sﬁﬁﬁ; Ca-s y&ﬁt, &ﬁ“éﬁ*ﬂ;‘ ;ﬂiﬁkiﬂ;&
I, HOMAEIR, ZHKRZHFEK;, FERGER, —KR=K
B, WA E R, —HKIZKERK; EouMmGER. K=K
IR, FHER, ZRRZAER, REFHER, ZRHKRZFKK
ZEFRI A ER, —HRKRXZHAERREFEFRG LR, — KR =
KB R G LR, — KR R RA B RSB ER. =K
HEREREBEFRER, — KX ZRERRRY C K, HR XK
THERBATHERE—ARE A% G R RV A RY A RAREIRA;

REVRU A R A gakasbh £; R, B4 gF; AE; A& R-0-
SH; R"-S—; ¥stik; %X; R'-C(=0)-; R”-0-C(=0)-; R"-C(=0)-
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0—; R*-0-C (=0) -0—; —S0:H; R"*-S (=0) —; R"*-S (=0):~; R"R'’N-S (=0) —;
RUR'*N-S (=0) :—;

RV h CiemE; Cos MWK, Cos BE; eI, KKK
B, BN ER, —HKRX KKK, FEEGERXR, KR =
KRR, Hf R, —RKAZKER, FohfhER, KX =
KR, THER, —RIZKER; #HERGER, ZHRZHK
AR B GEIR, R ZFERREFFRGLIR., KK
ZHRBERB MM LR, — KR ZRERIBF LB ER, =
KA ZHREREEFARER, ZRRZRERRAL Co o X; & RY
ATHEERTHLER—ARXEALAH R, R R GRAERR;

R A AR

R® At 3. —HRAZRKEKR; RyBFHER, —HKR=
R, FHEMMEIR, —HRKXZIRHEK; B PR, —HKR=K
B, HBHpMPGER, —HKAZKER; AFHER. —KA=K
R

R et 3R, —HRXZKERK; Ro-UPFHER, —KR=
RN, FEMHER, —HFRZHKK; HBfe)PR, —HKRX=K
BRI, FHMAHER, —KIZKREK FHER. —KRIA=ZKE
K @ R RAHBRELEKE g THEAR—AXSA®LAH R R F
R' 49 AR IR

nAlX2;

m¥ 1R 2;

pAH1R2;

s A 1-3;

ETEREEERB—A. BA. A OAREANESABIRA
A TFHRAEFBRKGER: . C-uki, G IRBRA, Cr-s BT A
FA. A, BERC-RERS G CRAE;

£HZ-X-R /X R REHE; AR

£t YR AREEREAN R KA ERRA A,

#—FRigx X ()R O)4eH, LFrkasdHhhikg T
A XZ—HpeH:

1)
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z—R*

2=
:/Z
-

\
2

-

(@1)

\

& |

X~—R?

4

2)

K
]

)

pl\_

(@2)

®);

BRI AEREIXE X (a-1) 5400, XPRA—ARA (TGN
%) 3 A, KR TR T 71694

(a) s A1, BAE RRAEA T NR #EX QL

) sH1, FFRARRAKEASETF N 8L G4, BEXH Colx
FEAXZ BN C-s WRE;

() XXRAEBHN Clii;

d ZXR%S;

(e) X-R*ReeAHLELE, CoolE, C-REAE, ZARTE, =
REELE, FAC A, REERE,;

) RAFEZRBRRGEAESBARERTH 5 THRIK;

(g) R*AREEHE, Csbti, C L, Cos X, HXREEH O,
S, C(=0), S(=0), S(=0)., -NH-S (=0), —NH-S(=0).-, —NH-C(=0)-;

(h) R'REeH 4.

RATHGXEX (a-2) e, HFRA—AREFA REAT
HA) F 5 6Bt

(a) X RfeH HBHEH Ci-s Bt 2 ;

(b) RAEAHE, ZRATFEX C-RE;

() X-RRfEHEEX, CmE, CLRAR, ZgRTE, =5
RPARE, REC A, RERE;
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(@) R'AEZRRARE 5 TRRK.

H—FAARLRGHSHAHXEX (D), (), (a-1) XK (a-2)
e sdy, L ROHIERIAKL 5 TR, HARBERRAGERE
HAEHRRE =k K o/ R AT L H LB4E.

¥k ey X ()R ()bt h:
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GARERRNERFLE), RMER, BE, RBFAOBRL, #8271
Hl, WAPRE, AR, KFURNZREAER. CSKI Hp&H T
RTHEHTFORSIE, BRTRAGRERBEN, FHE, RLAWY
WEHTRATHRGRAETTREXERRAK. BAKR. LEZL 2 AL
# GEMR B ERBEIERR) .

MAXERKANEIZHBAEFRHERNBARK. TR
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ETHREOHELECRY. EHERFPTAOCEEIRER. HHBER
REAREHARERGRARABAFE, L TUAHETEHGRE
F, AP T ALSEHRATER. EFHNFAaS. AFLOELE
AT AR AEY XFHNGBABAHN. 2EL2KLHHA
Mt , BAELECIHERENf/RAOEHBEMN, £ARA &R/

64



02821900. 7 o 4 ZE48/601

10

15

20

25

30

BIEA B BIR0E S B, X RiR REst BBkt & W86
EER. RSN TREAEATHRRGLH L/ XA B THERE
Bia Ay, XBLAHTRELEFFFXLH, ol EARRN. &
&7 (spot—on) R F ML, KX AN WETIAB BN KA
Xed, ITURARAFRFPELSZIFLEFXANFTERSHNT
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MAM L BERFABRATMREERRAG L EH MG HFA
B, MRFASHTARAERHEXEA. RLPRLTF A —FHE4H () X
(DX (D) &484%, O EBRERETTRARERRAYGLEH
P GBS M GHI, FIRBRASHMNATERN. 338808 T
FHRATFTREERKAK. FRANEHTAETHARK LS
EF—HR T,

AR FRERET 2BABEAGH N, X (D)X (D) 4544
HTRESHF 2 BREARANELECFTLEHRA, XXGHH R
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FIAM. RAAK. %7 F4. #Howdk. SHER. FHTHR. =
FAA., FTEkE. KB RBE. nateglinide. BiERIL. 47 MMk,
W EM. . 25, FHAFI®. rosgilitazone. "Hi& 5| ¥,
isaglitazone., Bk, AKX PEF AKX (I) X (I 5 L FH K8
7 2AREAGACENGHRAED. FRAAFHTARRH X2
B. REPELTE—F4H () X)X 1) %ddh, #=0) LSRG
RET 2 BBRAGECHENEARSFHN G &, LKL HA
TR, 2ARBEER TREREF 2 BBAFB. REGHHTIL
5THEARK—RILSEL M+

AR TR REFREQHH, X (D)X (1) 6409 T 1A
HEABERNXCETRLBHKA, LK B W0k 448520 % 6] 2o 0T
MR F4; BURASHOI RS (paclitaxel) R EHBHR; T4
RSB B ol 5 BRI AER, RAEBRESE KA. K
AN BRI KERR;, LHBEETLEWH S-RBER. THLK
(gemcitabine) R AKX M (capecitabine); IR T AL K 4L
Bl KA BLE. TREN., FRATRBENIT;, ANBEHFLDHH
wROFE. FRUERFREAREHE; HER2 SR Hl3de trastzumab;
B R GHEITEH ORI ARIBRAK, RBMEN QTR
EFRARRMN KL ERBRBE TR BN, e EH I, Rk,
F&B%, faslodex ABEH; FHEBHFHAN EREL T,
anastrozole. Ry ek Fuk; H4H b retinoids, #£4 £ D Fo
DNA Xk 4448 B39 41 3] 4l o FTILAE 3, BB $) ) 41 4= flavoperidol
A PR inatinib Sk RASAS B 44 413 R115777. Bk, XX
AEFAX (DR (DB ERBPERAAREGRLCHENGHFA
By, FANABHTUSRBIAEA. AEXALTE—FH4F () X
(D) (D) 8548, D) RBREREARENALCHHNEARESL
HAGH R, FERSFAATRAN. 2R RABRBA TG RE T
B, FROHHTAETEHEARK—RISEL—FMNT.

LRAKR TG RAETRAAREHEFGEHE, X (DRI
REHTAELTRAEBRAEFAGAECTLEWKA, LB
Pl A ERBOGRHFRE, RBAH. X012, £4, 4l
BRF. FRW,. FLHEL. AR, £ADH. Ak, KAHAZLY
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AXDA MW SR RAETXABEFFERFORLCHMNN
HAHH., FRAFAZTHTAHRHBIEA. REARLFR—FHEHR
(a) X, (I) & (I°) 84424, #= (b) ELBTAEF R4 7 AR MM AP A4 3L
CHMEABRSHMNGHE, HEABRLSHMNATRAN. SRR
AFRBREHFIATRFHER, FRAGHHTAETHARK—R
EAEE—HINF.

LAKATFRBXREHF AMERBRYHHE, X DR D) GLeH
TREEAABERAGACELGHBRA, AXEHHh B&
. RAEASEH-2 WEHN, ESAKRRXH. INF-a ik, #llBKH
B. TELHE. REHRRY. RAFHRRM. FER. REATZH,
WRBLLER, WA, AEE, RELEH. EBEFR, RRBEF. T
R, REAR. TERR®. JI9LF. A8 LA, WEL. AHARR.
R EH. WEEE. B4 K. REAF. fenylbutazon. 5 %,
— AR R, kR, SEORA. AR, Rk, IR
B, RERA, SATHR. FRER., XRMR. Réh. X8,
celecoxib. rofecoxib. infliximab. % #K4¥. etanercept. CPH82.
WAES . M RSB,

Bk, AXBEFEX (D)X (1) 4HE RTERETRERR
HACHANGHARY. HEFABTHTUARSBXEA. ALRL
F B —FHAH () X (1) X (I°) 4d-%, F= (b) LB TREF X677 Rk
RUETHANEABSLHNGH R, FEAKSFNATRAR., 48 %
A FRERLHFEAMAER. RAWHBHHTAETHAH AL
EokEE—#HF.

% g&ﬂ é\!

FTxd, “DIPE” AF—fAiEk, “DIA” AFNN-ZFXRT
Bh:, “DMF” & & N, N-—F X Ttk

A, 1) A4 A- 4 Sl A

% #4] Al

FAEESAB Fitir. & 2, 4-=F %% (0. 0664mol) /1, 4-="%
3 (100 m1) $ e 2,4, 6-=FAFKB (0. 0678 mol) ., AN, N-=(1-
FRAZE)TENN-=FHATE) (0.0830mol). HEDRALR
S 4 K, REZRIEN. RAGHETF CICL, AhFRKBRANE
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RkdE, RETHRNa.S0), id&, RXEM, F17.1g B4 ARE. #
i EAGETF CH:Cla: &% (1:1,150 ml), REEFHARKREET 100nl,
REitEk, ARGl KP-Sil & E#44L (ZRBLA: CHCL). Ik &KFF
TBa, BRKEN. FRMEEOE CLCL FPHIE 3 I, MEiLE,
5 0.44g 4-F-N-(2,4, 6-=FERXR)-2-Hx M. F AR TH
TR, Eh, TR, F 2-8-N-(2,4, 6-ZFEEXK)4—FRE (¥
"] 4K 1) .

k3641 A2

ESARARTHEAFRR 4-[(-2E 282 X) RE]-F (0. 12
mol) £ POCl: (90 ml) PRS- 20 24F. RRAERSHERBIA
750ml /K Y, LELSHEA, FEEBHEFAE 500l K, Hidh
20% NaOH ERAVEERG pH B F K. BALESSH4H, #nh
A%k 200m] 2-"EF, A 1L —RFE. mHBLSHEEKLK
B, SHINERE, 2RKE, ANERARELTHR., £RKR TR
MNEEFTERNAEABR. t—FTARBTAHER, ShilE,
%% 21.38g 4-[(4-|-2—82K) KRE]I-FH (P R4k 2).

F 4] A3

a) FHEAK 3 HEE:

“poe

£ 100C FTHE 4-RE-2-Q-FR T H L) ¥4 (0.012 mol) A&
L, -RBE—[2-FRE K] (50 ml) k#RAW. RFRARELR
(Iml) . EERAHT 100CHH 30 04, REETERBHIR, F
1nl BAR, 100CHHRERLSY 24 i, Am 1ol LAR, #—
FF 100CHBBEAE RS 24 . REEMN. REGH (6. 3) A
Hyperprep C18 HS BDS FauikAR & %4640 (BEBLH: (4 0.5% NHiAc
& H.0/CH:CN 90/10) /MeOH/CH:CN 75/25/0; 0/50/50; 0/0/100). ¥k
EF W, REER, 53 1.36g (42.6%) F 4k 3,

b) ¥ iE4K 4 &5 H &
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NH
S Hal

N

80C, M 4-RE-2-(EE TR -Fai st (1: 1) (0. 0444mol)

ELU-8B-[2-ZHEATR] 90 nl) FHERAFHIARLER

(0. 0444 mol). 100CH I RS % 3 10, B HBEE, BAKRKF,

5 FRARY., REXER. REWARIKE CH.CL. F, &&. BBRRK
4, TR, F12.5g F@4k4 (90%) (mp.1327TC).

%/
/\ N\

a) T4k 5 4 E:
10 TR, BARET, @ 2-ARARTE (0. 153m0l) PAaA 1,1-
ZCEE-NN-—F & Fr(0.153m01), N 15 54F. RFBEMSKT

30C. m#M AR BRASWE 80CTHE 24 0. RGBT R,
9.8g (37.4%) ¥4k 5.

FE ] AS
15 ¥R 4K 6 &4 &

~Aertoe

G ¥4k 3 (0.00477 mol) & DMA (30 ml)FERFAATIEEK 5
(0.0057 mol) . EERBMHR B BRSH 110, RET 100CHHAHTX.
HiERASHT 100CHERI 24 10, REAFITE, RAGHEA
20 484 NaCl-#%& (300 ml), &, Kk, ¥REHET 2-AWT, £
R IER. FTAFEIMKA EtOH 25 4, id38, 40CAZ TR, 4 0. 64¢
(35. 8%) )4k 6.
L& H] A6
a) TR T &HEE:
25
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BHERA 1-(1-FE-1H-skee-2-%) Z % (0. 0028 mol) /1,1-=
CEE-NN-—FRFAA0n]) 3 12 0, REMLEAAHI TR, &
Bk, FROEOC, AE), #50.42g (82.3%) ¥ R4 T.

b) Fia4k 8 &G4 &

- .
,N’\,/R\(;l/\"\,

SOTCH H S-T B X -3-wbor F8bE /A DMF/DMA (100 ml) ¥ & R4
AL, BB, FTRAER), F4g T4k 8.

B. RS MiHE

% 7 4] Bl

M 1 &4

N

AN\ CF3
SR o]

ARERA S 6-2-2, P-BEekmZ (0. 00042 mol) . = (—EFEA
A7) =42 (0) (0. 0085 mol). 2,2-% (=X A K)-1, 1’-B K (0. 0128
mol) Fodx T 844 (0. 00051 mol) AF X (4 nl) Y HRH&EF R, £i&
BHT, A - (ZHRFE) EXB(0.00051mol) . I0CHIMF AL
RAM 18 SN, RERASHAK(Q nl) ki, REEM Extrelut i
B, RERE®R, $40.027g40é% 1.

2 3,41 B2

a) oW 2 WS

fosenta

B4k 2 (0.000242 mol) F= 1H-w3| it —5—Ak (0. 000242 mol) &y
RABmaA s FE (4nl) . K (4 ml) A HC1/2-%& 3% (0.2 ml) A&
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RAW. 0CH A HRAHiTA. B RP C-18 & #A8 &% (FLBLA:
(4 0.5%NH.0Ac % H.0/CH:CN 90/10) /CH30H/CH3CN 70/15/15;
0/50/50;0/0/100) & & F464LE B, WETEEMS, REEMN,
1F0.017g 444 2.

b) 44 3 84

95 CHEHd P A4k 2 (0. 000325 mol) + 348k ¥ & (0. 000357 mol)
Fe N,N-—F- AL TH(0.0005 mol) £ 1,4-—rEL: (4 ml) PARK R
b3 X, REEN, $AGWET KT, mAKnl). K
BAH 30 94 KRBt Extrelut ZI, Bxtrelut AR FRii
Wik, FRWYBIHBRGRAABEHBL (BN —RFR/FTH
100/0; 90/10). ¥ EE Ry, AEEM, 45 0.048g 449 3.

%36 4] B3

c) a4 844

0
(;ggm:
}Nm

TRBHFRK 6 (0.002 mol) 59k (0. 002 mol) £ F & (15 ml)
FHRASM 1 R; RE SOCHERHFE 1 R, RAEN. RAGHET
CH.C1./MeOH (95/5), K#k. T MgS0) ok dyAFAME, ik, KK
BN, REHAKBEER Ll s 444 (38 H : CH.C1./MeOH
92.5/7.5). KEEE2ML, AXEHN. RARGHELRPHE. Bl
iR, RAFMUATRGOC, AF), /40.32g4b4% 4.

% 36 %) B4

d) o9 5 8%
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ARAAE FTHIEGERA) 6-R-N-(2,3-—RFEK) -3-—%E
(0. 00037 mol) F=v9 (=3 A%) 42 (0. 000018 mol) &£ Z Ak (10 ml) P &R
2%, m#kF) 90T, HBHMmA -t X ME (2 equiv, 0. 00074 mol)

5 Z& 0.4 M Na:COs KiE% (10 ml) PR (FRAELARAABTRA),
FERAABTREMFRERSY 18 0, BRI RRLH, BE
A CH:CN (1ml) b, #AEA LK T (4nl) H#, REE Extrelut
Hk/ TR, REXER. AQYAHEEEHELL. KETHHBS, &
RBEN, 440.027g 4084 5.
10 % 747 BS
a) o 6 &4 &

YO
ol

fr 4k 4 (0.01 mol) & DMA (25 ml) B & ¥ fm A NaOEt
(0.68g). £RBIFERARASH 1 0. HPE4K 4 (0.01 mol)iZT
15 DMA (5m1) 5 EtOH (15nl) ¥. Wi ERAFTER TRBMIRLRLSY
b ERRHRLS 2 RELB M#AD) 100C, HEKRETH
#3 K, ¥ixm4H it hyperprep C18 & & kAn & % sh 4k (0. S%NH.0Ac
7 H:0/CH:CN 90/10 %) /CH:CN 63/37; 25/175; 0/100) . &% E &M,
REEN. $AGHEFLTDIPE &, BWHLA. BdEH, TR A0

20 T, A%), 51.34g (35%)4s% 6.

b) 4o-4 37 8944
QKQE
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10CHBIH 3-G-ZRAFE) XK B—AERE (250mg) . F H 4k
8 (220mg) . FEM (0. 05g) e FRAZH 20 al) AR RS HEL 1
R, B3 160CER, bHRHERSY, RELEN, $AGHET A
ARY. BB, REFTRER), 248, 1g 4% 37,

5 k364 B6
~&

Hedh 164 %:
N~ '
\|)q H

oS

50CTF, #I/A PA/C 10% (1g) A MM, & FEEH DMA (50 ml)
P+ @444 8(0. 013 mol) (M4 BS 414):

oY
o \Oﬂ\/o
AR 1 B FHAE, BEMAN, RERSHE 100nl, Ek4

R ek, R DIPE Bk, TH, /F2.6s4b8% 7.
A2 145 BERBERLHHZ—HEGX (1) 1eH.

3
NH
R4/HN /\Nj/ j{)\
N
N e CH,

Co. No. |BEx.No |R’ oy 1 M 3B

o e [ +=O-0

10 B2a 1H-F ke -5-%

15 £k 1
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11 B2a 1H-ked-6-%
12 B2a 5-f-2—F R H.0 (1: 1)
13 B2a 5—3f-2-vwbo K

14 B2a 6-F HE-3-vbor &

15 B2a 6-F e X

2 B2a 1H-v3| et —5-X

16 B2a 1H-RHf =wp-5-%

17 B2a 1, 3-F M R RFAH-S-5
18 B2a i A

19 B2a 1H - %|%-5-%&

20 Bla 6ok X

X2
sl N
U
x AN
CN

Co.No. |Ex.No |R yA
21 B2b - Sk & ~CH.~NH-
22 B2b 2wy —CH.—NH-

£
23 B2b = —CH.—NH-
ﬂ,c—o—Exr

24 B2b 2,2-—F -1, 3-—FMFK-4-K% | -CH.-NH-

25 B2b 1-Z Rk -2-% ~CH.—-NH-
26 B2b 2-k A ~CH.-NH-
3 B2b 3-wgk K ~CH.—NH-
27 B2b C(\ (3 ~CH.~NH-
28 B2b 4—1 ehok K — (CH:) .~NH-
29 B2b 1, 3-F AR EHFKRH-5-% |-CH-NH-
30 B2b 4-F Ak -1-%% X K 33

31 B2b Has

74




02821900. 7

v B ZE58/601T

AN
H

32 B2b 4ok R HiEst
33 B5a 1—?%—-111—‘*!4:—2-% -CH.-NH-
#3:
2 3
O
R—®/ N
Co|Bx |R* G |R* R | wman
No.| No.
34 BN a4 |H
N_.§ NN CeHia
CH;
5 |B4 [3-mmz g_C’}_; 2Cl |3l
35 |Bs |3mzs o d H-3|3CR B
1 |B1  |3-memx J‘\(‘j‘a 3.CF; |H
£ ]
36 | B5b N\(;N( \C}A 3.CF; |H
NH
37 |BSb | j\(j/ &Cf- 3-CF; |H
N
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15
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£4: \

O

N X
RB

Co.|Ex. |R* Z X-R? R} i
No.| No. sl
6 |Bsa U\} lib* -0-CH,-C¢Hs f-CN

Ly
4 |B3 | 1-%#x |(=0)- |-O-CH»-CiH; §-CN
8 Bse ([ §\§ ib* -0-CHy-CéHs [

Y

CHs
Co.|Ex. [R* Z X-R? R | w4
No.| No. g
7 |B6 | [V P O-H H

Y

CH,
*db= Hipsk

C. #3® L#k4

AL HHHEERR TR RER X,

CSK3B RAF 25CA 1001 R pikfrdy 250M Tris (pH 7.4) ¥
#t47, L£¥4AH 10 oM MgCl.. 1mM DTT. 0.1 mg/ml BSA. 5%
44 19n0MGSK3 B 5 uM 4 Kk BEBR4L CREB Ak, 1 p M ATP, 20M ATP-"P
FeZ BEFHX (KR (D) 2iXSH. 1 MBS, ImA 70p1 Stop &
A4 (1 oM ATP, 18 mg/ml & FRAH X TG L4kt PVT SPA fikzk pH
11. 0) L B B . 3 555840 CREB fk:E 4 9 s # E 30 £4F, FIAMK
¥ AR IS B R A M TE M, HFE R RE (RAEREAS
W) 33| g2 R muk bk, A K% CSKIpWHF . RERRA TR
oA L THATER GSKIPREKREANEREBL, #HH ICo
{8, BP S0%3% 4| GSK3 B & XBLA- e RAE M) .

A 55 EERRE T RFGREASHE pICodh (-log ICs

™).
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£S5
N L PICs
22 5.74
24 5.36
25 5.72
26 5.81
2 6.28
17 5.30
20 5.44
6 7. 01
4 5.53
33 7.11
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