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8. MAIER | X | HRITAMRA XL HF LTHLHE, &
AR ATH, ATt g
(1)  4-(3-BAFRL)-6-"Boph K -2-(3-7k=2-4- K A BRI )HE =,
(2) 2-B-(6-—F A RAETBARNL)RK)4-G- 2 F A FKL)-6-Dok

2
&

R
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AR,

B) 2-G-2I(R3S)3-BERT- 1R LBAL) RA)4C-ETAE
R)-6-Totp B

(4)  4-(-5 T AEA)6- Dol 2 -2-[3-2- R4 L RS CBAL)F
AR,

() 2-[-G-AEFERTREL)ELI4-G-2 T AEL)-6-DH L
ug\ur"’,

(6) 4-(-#2 T A FLR)-6-Boph -2-(-vkor-4- £ A BB FE)ER,
o

(1) 4(G-%FEEL)6- Dbk £-2-G-9hB-1- £ A RA KL)%
%,

9. —HH|IERANER 1 WX | BRITEVWERFLAF LTES
ik, BRESMRITHWGF &, ZF5%aE:
(a) 42 TF X I a4y 8ez;

O
(e
N

R2
N
| N X! — Q'
Z

L N

(R¢), I

£ LETE#HAR, R q. R RN X' Q' BARAIEK 1
b Z ST AL, AR AESZRZIRIFHIEAERAKRIN, b5
F X, I 64 AU KT R

L1
|

B
(R! )p\@r e
I
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£ LA TR RRE, L& HALEMNEA, pA R AA
BAER 1 FELGETEL, 2RELSE]ZIRYP GIEME
Aok, MUEBLEFEGIEFRY L

(b) sFF4)14 X' H NRP)CO 94X, 1464, #FX IV 6hk:

o
(5
N

RZ
S
] ! NHR12
/
(R'), N
(R4), v

#d p. R R% g R r. RYF= REEARAER 1 F & LHFFT
o3, 2R ELERZIRPEMERARSI, ATX V KRR
RAL B MEAT A BRAG:
HO,C-Q! \%
£F Q' EARANER 1 F2ETEL, 122 £0EH X BRY
WAEFTE SEE RSN, MG BLE A e TR A,
(c) 4% TFX VIggEee

L
Rz
RN,
| N X' — Q!
N/
(R"),
(R*), VI

HEb L ATEHAR, p. R RA . R XM fe Q' EARAIZR 1
b EXGIET AL, 2R ELENZ IR GEMEREOKRS, 5
T X VI & Bok R_EL

14
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0]

(™
N
H

HEF qf REAFRAER 1 b2 LHEMENL, BR2AELERZE
BRAP AT E AL ST, MUE B3 A 28 AR AR 4

(@) *F44 X' H NRP)ICONRD)# X, [ toddh, HATRKL
WEENHETXIV ek

0
[:},(mn
N

N
i N NHR
~

(R'),; N

(R*)

FoF X, VIII ¢ 484
RPNH-Q'  VIII
£4 p. RV RYL g R RY RBA QEARAEZR 1 FEXH
fEATA S, 2R AELENZIRPGEMERAKRS, MEREH
R AEATR A
(e) 1T X XIV #hFee:

w

\

/
(R'),
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AP LRETEHRAA, p. RV R g REARHMER 1 2048
AT AL, 48R Z BRI EERARI, 5T XV E
AR F) B ;

|_1

J X1_-Q1’
B/BTij
(R*), XV

g9 L' L TRHRRRE, FHLEHAHSEHHRMA, 1. R, X

Ao Q' BAARAER | F# 2 LEMENL, 2R ELENZIRP
1EATE LB RSN, RGPl A 9 1EATHR P 2

) sFF414& X' % CONRP)H X T10b4h, ¥ F X VI &8
R®NH-Q! VIII

£+ RPF Q BEARAER | FRANYEMENL, BRAELERNZ

BRIy OETE AR, AT XVI 69 BRI WAT A DB

1%
O
(o
N
A2

NN
| COH
p
(R), N
(R*), XVI

#£& p. R R g R rfe REEFARAIER 1 2 L9474 3L,
{o R AL EZW Z IRy GEFMERBARSI, BEREAEGEMRE
R A&
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(g) s+F4|& X' 4 COE Q' AHNEBYWEFANHKX [ 1L,
o R Ie Y, LENRPELFPHEFMTERA, AT XVI &
B8R R AL R AT A B

o
(3 m
N

R2
SN
| CO.H
N/
(R,
(R*), e

#£4 p. R'. R: qo R rfe RYEFAFAER 1 & &2 LHETA L,
{22 BB T B R AT E A RSN, MEMEAENEMK
K

AETE2X | FRITAMHHF LTHSAHEN, TARELHHE
RO T A 4 B A-1E W BR R W 3R AT

EEEX 1 FRTAMNGEF L TRZHNEN, TUAAAF
M ERF.

10. —#Hipinsdn, TAAMEERFER 1 09X [ERITE
MRELELEFETHZHE, BASMRTWERRGF ETHZH
AT AR

11, AR | X [ FITAYRA LA Z ETELHE, &
FAY R B ASER T RERFHY G AKRRN AL AR 6
24 o4 IR,

12. —# A& EZRXAET7 69RRFH W de AR R F ARG A A
W F ik, EHRQIELTHEDHYA LEGRFEZR 1 69X 1 E=hT
AMRERLGFLETEZHE. BREHRTH.
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H1/10611

Ak S 5% 18 BEILEE(PY) 3-8 4 ) 1) 49 2,4,6- = B9 2X
BEAERESLT TR

REPP R LRI B RAITAYRE LB F ETHRLGE, &
FAOMRATH, CMEFARFBER, BRTHTFETARKDY
e k. REALH RH %Fﬁ':i"f‘"’/im}’i%éﬁf% e efle
HMEAMBREELT FETHRNE, HleEs &R TERERY
B AR I = A SIS TAAE ) 69 B F 64 R iR

st T em I TA M R R ) e R E AR R, BRI S AATR
¥ % B 3% DNA 2 e94bb-dy . X ENAWstiF % mieHr LR &0,
182 A stk S B IR (B) 4o I B tm ) e B AE R SRR By, @&
it R 244 DNA 2 sl m L B AN B S FLE 7 xRAA
AR, BPERNLEERRS

BERAETLE, AMAI, & -Famibssrs DNA 48404 & L B (FF
LBEE, SREMMEMLTY RGEAR), XemieTRENER
smff(Bradshaw, Mutagenesis, 1986, 1, 91)., —sX ey R AHXFK
EAAKBFLAK, ME, ARRFXRILSHHHATTFHER
RN A, flde, Ci—iE AR KMABARME, XREAKRBT

% 4k, 2 B 5 B4 9 Bs(Yarden %, Ann. Rev. Biochem., 1988, 57, 443;
Larsen %, Ann. Reports in Med. Chem., 1989, % 13 &). A% T8
% —in B A g B b X AR R AR AR F A, Flde pp60™T BE R B
B (TR AR v-STC)KA B IE ¥ 400 ¥ 04 AR BL B& R MUK BE, )4 pp60”Sr BE R
B4 B (FF AR c-Src).

LB R BT AR MR AP AN ESHREEFER. ©
MALmEIEe KA 8, LA/ FA2KETW iR A KET(EGE)
4 B 2 A2 A IBOA BAE AL B G R P B R BB BLL 6 MBS ATAE

18
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IR RS, BkBrhmieig i, RIBLEES TR LIRBE AR MY
AKBFR%, $AHRR LR 6T IREER BB Z T4 oy (Wilks,
Advances in Cancer Research, 1993, 60, 43-73), %/ AR HBELR
035 1 ASRBEEB B, £F a4 EGF Rk LR 2Bk,
#5)4e EGF. TGFa. Neu #= erbB &4k,

Thmif B RN T AR RBSELAY, SN T
mip i, AHANESTHEE, PR aitEmiEsi. &%
BARBEEANBREE QBB ARG AERGE S, EFARYERX
IRBA BB BE 2 E4nty, €.4% Src Rk, #l%e Src. Lyn. Fyn A= Yes

ool 0B BT L AR/ A EABRMBEALY, SN TFEIEA
AR B R B EREAL ) T, BABANESHMEE, FlefEYm
R mi A KW AENRIES, RELABR/FARETHFERECHE
Raf-MEK-ERK #4J£vA & PI3K ¢4 Fi#(#)4= PDK-1. AKT #= mTOR)
(Blume-Jensen #= Hunter, Nature, 2001, 411, 355).

Fhoil W R T R E TR R HEEXE, AL T @mE R,
ARG EMAT S t4EE, ] 4o AR R o0 T R mpp A KRR NG E
WAE . Cho S FRE LR RS Rk EE, QIEABIEE 3-MBs(ET
x ¥ %5 4 PBK)R ik, AAARAFENEBILEE-3-4 B8 Kk,

DB R et 2, A o A ) AR 64 KRR AT de e L3R
558 o B MR HE A, ARARR B MR A. R, BEA
Ngeif, PBK RAEA-$0ME THFREAN S WiLIR(CHERA
AT EAEFEENEA, FRLXERBORARFEALE
7k Fo 2L 95 7% 84 B0k B £ (Katso %, Annual Rev. Cell Dev. Biol,, 2001,
17: 615-617; Foster %, 1. Cell Science, 2003, 116: 3037-3040).

A% i 4 B 0 PI3K R 2 — 20 5T A AL IS BLALES (2 T X T 4 5 4 PI)
S LB IRGY 3 [ TR e B, =X 3 &e PBK B8R S0t JF
B2 ARE T AN 64 & B R A4 Fe M 4T 42 (Vanhaesebroeck %, Trends

19
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in Biol. Sci., 1997, 22, 267). III % PI3K &&4x44% Pl #ds4k. A8k
T, 11 £ PI3K B Bt4% P BB AL, X 4% Pl 4-B584 [ £ F L ¥ % 5 4 PI(4)P]
BB, RAAAIERAR Pl 45- BB [AETXT %5 4 PI4,5P2) 2 &
B mpe kA, 122 1% PI3K 820+ 4% PI. PI(4)P #F= PI1(4,5)P2 B§ER 1L,
PI(4,5)P2 #4535 BRAL = A NG R 5 — 1544 Pl 3A5-ZBR[ETXFEE
H PI(3,4,5)P3]. SR TA X A LR AN A IV L8, #)3» mTOR
F= DNA R BB, TNTRE G R P o) L AR/ 7 EBRELBR
o, sTiXBE RSB ARS . THREARGA] £ PBK &,

1% PBK 2 pl10 L B £ AAH B AB AR L -BK, FAH
BAE AP BRABRARA PTG G TR, BRAHE—F45H lakfIb L
B, la X852 B A RF) 69989 LA (8Sa. pSSa. p50a., p85BA= pS5y)
5= F RE AT L (p110a. pl10BFA= pl108) =i Fm4am by, F
AR AL T AR B 5 AT A 69 P T2 AR E AR R Y A E-FT R R
W BR, —fkph, BiAT EA SH2 £HRE FTIARRA
B G (F)4e IRS-1) 8945 F WA B -BA R B A A WA Z4E A, Ta % PI3K
oh) L S A BE B BR B 64 A K B T R mAROEE . pl10oe pl10B AL AT
Hegtmpp kR b A AL, @ pllodtiRiAE 2 e TamER
Wi LR mie., AARZT, £—6 b kB2 hmy plOl AHF A
AEAER 6 pl10yHEL B A B R 4. sbot, Tb RBsrm i G BEGBIKT
#R(GPCR) % A #igi®d, TMNMARMTFBHRTE @K,

NAIY % e4iEE 400, la % PBK B8A 5% REIHALEETP
B 48 3,8 42 #E AP B & & (Vivanco F» Sawyers, Nature Reviews Cancer,

2002, 2, 489-501), 4i4e, pl10c e £ 75 & 3k f¥ & 45 4o 97 & 7% (Shayesteh
% Nature Gepetics, 1999, 21: 99-102)#="% % 7& (Ma %, Oncogene, 2000,
19: 2739-2744)% 3% % . &if, ¥ pllIOofE LA FHERES S
MALCHBIREAL, Pl ARG, UM IE 4 b 31 0T 78
(Samuels ¥, Science, 2004, 304, 554), Eér’ R R EFRET L
e p8Soukd AYE A8 % R & (Philp %, Cancer Research, 2001, 61,

20
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7426-7429). ARMERT BH¥F Ak, la £ PIBK #BUE L TR L Hlde
TARBER BB . GPCR A %Rk IR & o) Be AR #1 2X 3E Bu KR #
M E, MR35 4582 Lk BRI B E L FH(Vara ¥,
Cancer Treatment Reviews, 2004, 30, 193-204), X £ b #4254 Fi&
P2y ) QL IE AT R E) IV F L ARBE R BUS B Erb2 sy g RE, F
# PIBK /-5 44 i 248 7% (Harari %, Oncogene, 2000, 19, 6102-
6114), vAZ & 2 F Ras #4913 # & X (Kauffmann-Zeh %, Nature, 1997,
385, 544-548). H 4, la & PI3K LM BR#EFH T HESTHTE
BEl ALt B A A, Plde, PTEN AFJE 474|558 8 =T E 4L PI(3,4,5)P3
iR w3 PI(4,5)P2, FrAAmBEE R ML sy PBK A~ 4
PI(3,4,5)P3 & & F# #u 5 iF % At J& B4 % A2 k(Simpson #= Parsons, Exp.
Cell Res., 2001, 264, 29-41), tob, Af1iA%, ik i€ PBK A%
BIESHSEHNGER, Bl eigiE Akt @3RS RE GEE
(Nicholson #= Anderson, Cellular Signalling, 2002, 14, 381-395),

BT EMBEEEFNFHBRAEESESERAN, AR
B %, Ta % PI3K B&fa@ it M8 AR X A i F 44 2 RRAR AT 78
%, #Hlde, B4 PBK E54FAENFALBIEHERLE EXE
F(#)4= VEGF)#y 0% 4 X F4 + LA €24 F(Abid %, Arterioscler.
Thromb. Vasc. Biol., 2004, 24, 294-300), & F I £ PI3K #4545 #%3)
1 #= if #% (Sawyer, Expert Opinion Investig. Drugs, 2004, 13, 1-19), A7
vA PI3K 4 %) 52 1% 18 47 4\ A8 e 0 iR 2 et 46 MR 4tie 77 2 L.

By, 1 X PRKEARATEY PBK EHG LA @MY LA EE
YR, F BT R mIe e L g & 4 45 A (Coussens F= Werb, Nature,
2002, 420, 860-867).

L RAR, 1 £ PI3K Bgey B In4| R Fia 97 SR Xeh
BRI YA G NE, 35 S ARE(F) 4ok Ao ) B A R & o R
ﬁvﬁ'iﬂ*&% Bk, 1 £ PI3K 8837 4) F) 5178 57 4] %0 TR JE
FEEFEHFNE: LB, EBEME. HER(QE @I E.
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EhmRiRAmEAEMARE). NIRE. RERE. FR. BM
B, KFHE. BE. FRE. EHARE. REE. WERE. KR
B, KBE. BLE. TRRE. TETR. THE. VL. dh
(€3 ALL &= CML). 3 A BB HEFHERE,

— kg, AFRAR A PIBK #7417 LY294002 #=2 8 & E & A4t
% PBK EERAMAERBEER. ATARNXELEHT ALY
PI3K A S b eitEm, 22CME PBK R&NEA L%k
B, AR FALELEEAREARGERA. aFTXARE, £F
. ikEN E &6 A PBK A& AHF K6, LF EREANT # PBK
AReIFRER R 98T HY.

BT RBAR AN, EAIEEAN ] £ PBK BELECKRATER
# ) (Wymann %, Trends in Pharmacological Science, 2003, 24, 366-
376). la % PBBK Befedt— Ib KBEE LR RS WO T ¥ AAH E2M
/A (Koyasu, Nature Immunology, 2003, 4, 313-319), B e A KEF
TARREEFES 7. % PBK B T@S A RLEY
ofy S UL 48 0L 77 78 T 8 o & & % (Prasad %, Trends in Cardiovascular
Medicine, 2003, 13, 206-212), Bk, 1% PI3K 34| H R T Mk 4=
BT RAEVAS, B TR AT SRR RRA.

E [ $) 35 WO 2004/048365 2 F T 3 sk oZog 47 4 4 £ PI3K
Baip s g M AATRAFERREE. ATFARETEFAEL-FEF
A EA-BRARAER. A RRR @48 2-F AR HER.

B E A wiE 1 277 738 K T BA PI3K Bdp4|iE ey S A4
M, EMTRAFERRE. AFAECHE 4" DRAR-BRRE KL
FALA-H) (B do o vk Aot R [ 3,2-A) R AT £ W) Fe A-"B AR -FR AN Y
Z IR 2 3 A AL A () b dh A 3 e FF[37,27:4,5) 7k v 5T [3,2-d]E R AT
A e bd). AT EIRR QIR IERITAY.

BAVE I, LT AT A WA AN A B A T E M,
TR T4 EHERIRGR TG MBER. BRAIFEZRT
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AEPFTATFANEHAB At E— D FEBROEAR LR S
FEN, BRAHRLPHSHAE L4 1 £ PIBK 88, 4728
it 44| Ta X PI3K B8 A=/, Ib £ PI3K . #4572 @ it 474 Ia £ PI3K
B SR IEAE R

AL P AWET B T Ire &k Bt sk sm 5l AL o) R s 4 09
AL TE , lde KRB (H e KRR X T K KM R). FHET
PR SR (B de AL A A AT 2 4L). B RE K. B A ML, SRR,
oM AT F) BRAE K (BPH). KB ABSLE AL . dnE & R (1) %o 3 Bk 5 A AR AL
FoBRE). TEME. REERAMABRAD. BAREPLR
Fog Ik A M B

— R kP, AE PS4 ] % PBK 8. L4 la % PI3K &
B A 2K G Hp 40 B M, T B BB B ) o AR BE 2 BR 8 B () 4o EGF
% ANBk F B8 B o/ 3, VEGF % /R BS SBR I B8 ) 3K 3F % AR BA 2B B ()
o Stc)ed A I B E HEBAK, Suoh, REAHSMEHE L] & PI3K
B, #5240 la £ PI3K 84939 9 B4 T EGF XAREE R B4 S
K VEGF % /hBs R BB X St JE R ARBE R B BE 0 T8, X RALS
ARG 1 £ PBK Bshik, TTolik—E A, RoAH 1
% PI3K 8. 4572474 la £ P3K 8, P& X3t EGF ZAREE 2B
B4 3, VEGF % /KB4 5,85 9 B 3%, Stc 3 % IKBA S BUS BE JU-F A & .

AER—FEORBTX | 9FRAITEDRELFHFETELY

B, BREHRAG:
O
Cy
E
R2

N
| N X — Q!
N/
(R")y
I
(R*),
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EFpHl, 2K3;

EANAR'ARATUAMBARRE, FHEAHARE. ZAFTEA fA.
FREA. A 2R RA. KA. FRA. RA. AATBRA.
Wi, (1-8Cus k. (2-8CO)HA. 2-80)kki . (1-6C)x &4k . (2-6C)
WaA. Q-6C)REL. (1-60) k. (1-6C)x A BaEsLL. (1-6C)
wAEA, (160 A RL. =-[(1-6C)mA]RA. (1-6C) kAL
#A . N-(1-6C) R AL FBA . NN-=-[(1-6C) AR 1R A FHLA.
(2-6C)EBLE . 2-6C) B A R L. 2-6CBLERL. N-(1-6C)nk
-2-6C) B A R A (B-6C)HBLARA. N-(1-6C)tt 2 -(3-6C) My Bt 2%
L. G-6C)kBA AL, N-(1-6C) 4 -(3-6C) LA AL . N'-(1-6C)
EAME ., N N-=-[(1-6C IR N-(1-6C)sx M. NN'-=-
[(1-6C) s & 1Mk A . NN N-Z-[(1-6C) e K Mk & N-(1-6C)h A RAk
Brik . NN-—-[(1-6Cyx A1 RABLA . (1-6C)aBLA R A N-(1-6C)
WE-(1-6C) R AABARA, XAt A TXHAR:

Qz_Xz_
o X2 AR AL E O. S. SO. SO,. N(R®). CO. CH(ORY).
CON(R®). N(R®)CO. N(R)CON(R®). SO,N(R®), NR*)SO,. OC(R’),.
SC(RY), #&= N(RY)C(RY),, £¥F R*AHANI-8COik. QAFA. FA
(1-6C) k. (3-8C)FRE A . (B-8C) KM A-(1-6C) 2. (3-8C)E R
A, G8O)IMA-(1-6CRA. ZFA. BFA-(-60)kA. HHE
RETA-(1-60E, AR, HA3C)RiK=FE,

£ R'EAAFIEF CH. CH, & CH, AE & FLTAH—A
HE A B E RSO ARRE A/ B — Ak AT HIRAREL: FA,
k. B4 B4 24 ARATEA. BRA. (16O, (1-6C)
Ak, (1-6C) A Takdt . (1-60)Assii. (1-6C) A AL
=-[(1-6CyE LR . (1-6C ABAHAE . N-(1-6C) b A T BLA.
NN-=-[(1-6C)E A 8L Fark. (2-6C)xBtik. 2-6C)BLA AL,
(2-6C)BE A R . N-(1-6C)k & -2-6C) Bt H AL . N-(1-6C) it &
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Wik . N-(1-6C) L . N N-=-[(1-6C)3x £ 1Mk & . NN-=-[(1-6C)
W AEVRE . NN - =-[(1-6C) 2 Mk A . N-(1-6C) kit A B AR BLAL . N,N-
=-[(1-6C £ 1R B . (1-6C) 1Ak BLE R FE A= N-(1-6C)kx A -(1-6C)
wARBL A AL, AL h TXOAA:

-X3—Q3
g X3 AhEaER Akl O. S. SO. SO,. N(R®. CO. CH(ORY).
CON(R®). N(R®CO. NR®CON(R®). SO,NR®). NR®SO,. CR%),0.
CR%,S #= CR),N(R®), £F RS AHAR-8CPnA; QAF A, FA
(1-60) 4. B-8C)F KA. 3-8C)FRmA-(1-6C) k&, (3-8C)FA M
. G-8O)FRMmA-(1-6C A, £FA. HFA-(-6Ok. RIHA
RLFTE-(1-6CHR L,

#£ o R' EHBRARAPIETFA. 3-80) k. (3-8C)F M A,
RFAREABAELEPA 1. 2 R 3ARKRE, FFERRET AR
ARE, FHLARE. ZATEA. R4 AL £EX 2& AR
. RAFEA. PR, (180 . (2-8C)H A, (2-8C)t k. (1-6C)
mEL. Q60 AL. 2-6C)aL. (1-6C)rmik. (1-6C)xA L
Bk, (1-6C)AssA. (1-6Cpihfik. =[(1-6C)k]aA.
(1-6C)EE A B L. (2-6C)mBui. Q-6CBAEAA. N-(1-6C)t i
AAFELA. NN-—-[(1-6C) A )AL FEA. (2-6C)keBbARE.
N-(1-6C)% £ -2-6C) B &£ £k . N-(1-6Cy M. N-(1-6C) 5t A
Bth. N N-=-[(1-6C)RAIRE . NN-=-[(1-6C)E k1A . NNN -
= [(1-6CYE AL . N-(1-6C 2 BABLA . NN-=-[(1-6C) A&
Bt . (1-6C) B A R Fr N-(1-6C) A -(1-6C) AR B AL 2K,
KAk f TXEAR:

-X4-R7
H X AR AE A OF NRY), £F R AAK(-8C)A; R
A EE-(1-6C)EE. BA-(1-6C)A. RA-(1-6C)A. (1-6C)REA
£-(1-6C) A . (1-6C) i -(1-6C) k2 . fE-(1-6C) 5t 2 . £ A -(1-6C)
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A (160 A RA-(1-6CY i, =-[(1-6C) A ] R -(1-6C) Bt A
(2-6C) 1Bk B A -(1-6C) st A . (1-6C) B FA B A R A -(1-6C) B AL
N-(1-6C)5 B MR & -(1-6C) 4 . N-(1-6C) 15 A &£ -(1-6C) 2 . NN~
Z-[(1-6C) k. A Ik 2 -(1-6C) 3 2 . NN'-=-[(1-6C)k A 1k A -(1-6C)ix
AR NN N-Z-[(1-6CYr R A -(1-6C) 2, KAk T Xe94hE:
_XS_Q4
b X hFaR At s 0. COF NRY, £¥F R4 EK(1-80)%
A QU AFA. FA(6ORE. BFA. 2FA-(60)KLA. &
RARLEFLE-(1-6C)e ik, CNFERFAR 12 ABARK, FrdBAKL
TAME B RE, FHtHRE. £4. (18O AF(1-6Cr ik,

Ed R' EHIREFATAT LR BAFA T A 1-2 HERKIARKR
KA,

4 R' BUR A & A4 (2-6C) T 4% Fh 4 ¥ 69 AR AR R TR ARG
ANEPHARRT, EAGTHLARLA O, S. SO. SO,. NRY),
CO. CH(OR'), CON(R). N(R'9CO. NR')CON(R'). SO,NR'").
N(R'9)SO,. CH=CH #= C=C, % R4 &K (1-8C

R? 4 &R (1-8C) 4

qA 0. 1. 2, 3384

AEARARTAMBRRE, FEH1-8C)ERT X924 H:

X6-R!

B XS hiubER ikl O = NRY), Z+ R? AHHAH(1-8C)
ak: RUAHE-(1-6C)%L. £E-(1-60k. (1-6C)xAK-(1-6C)
. BA-(1-60)EA. EA-(1-6C)REA. (1-6C) AR (1-6C)k
£ = [(1-6C)R A ]EE-(1-6C) 4 £ R (2-6C) i Br AL B A -(1-6C) i &

rAH0. 132

AMRAATUMRARSE, FHAHDE. ZATE. RE&.
A, BA. A AL, B, AATERA. BA. (1804,
(2-8C)H £ . (2-8C)t i . (1-6CP AL, (1-6O)aA. (1-6C) A

26



200580029749. 8 o 5E10/1061

TagB A, (1-6CpnAmBta. (1-6CRARL. —-[(1-6C) & ]R
£, (16O EAHA, N-(1-6C) A RAFHA. NN-=-[(1-6C)k%
H1EAFEA. Q-6C)xB A, Q-6C)BARL. 2-6C)TBLAR
£. N-(1-6C)x £-2-6C) i BL A £ A . N-(1-6Cyir AN, N N'-=-
[(1-6C)3E £ 1WA . N-(1-6C) & k& . NN-=-[(1-6C) s A 1R A
NN’ N-=-[(1-6C)s A Mk . N-(1-6C) 2 £ #kBu A . NN-=-[(1-6C)
BAIEHEBA. (1-6C) AR BLA AL Fe N-(1-6C) ke -(1-6C) bt AR BLA
2A;

X' #% f CO. NRPCO. CONRP). NRP)CONRP) .
N(R"*)COC(R"?),0 . NR?)COCR™),S . NR?)COCR),NR") #=
N(R")COCR®),NRP)CO, #£& RPHEAK1-8C)tk;

Q' HI8C)HEL. -804, (2-8C)kA. HE-(1-6C)HEL.
#R(1-60) A, #A-(1-6CxEk. (1-6CurBA-(1-6C)e k. A&
(1-6C) 4. HA-(1-6C)A. (1-6C)ARKA-(1-6C) . —-[(1-
6C)kz 18 A -(1-6C) & . (1-6C) A -(1-6C) A . (1-6C) ke A T
e E-(1-60) A . (1-6C) A B A -(1-6C) A . (2-6C) MBI R
E-(1-6C) A . N-(1-6C) %% £ -(2-6C) Bt A A K -(1-6C) e i . (1-6C)
¥ F A B -(1-6C) A N-(1-6C) e 2 M A -(1-6C) i A N'~(1-6C)
R B -(1-6C) A . NN -=-[(1-6C)k & k& -(1-6C)ke K. NN™-
= [(1-6C) A )& -(1-6C) s . NN N'-=-[(1-6C)bt & Wi £-(1-6C)
Ak (1-6C)mBLE RA-(1-6CAR N-(1-6C)4% 2 ~(1-6C) b A Bt
EEE-(Q-6OA, EF Q AFA. FA-(1-60kE. (380Kt
. G-80)KBmA-(1-6C) k. (3-80)FKMHA. (3-8C) M A -(1-6C)
Wk . KA. RFA-(-60)A. RIRERBIFE-(1-6CPTE,

#£& Q' k44T CH. CH, & CH, £ B & fEaFH —AKXEAN
5 R (18O AR LA/ R—Ak B A T oyIARA: £ A,
A, 4. BA. AATERE. KA. (16OmAKE. (1-6CHLAR
A, (160 A Basm k. (1-6C)mARBA. (1-6COARL. —-

27



200580029749. 8 o E11/106m

[(1-6C 1 EA . (1-6C)AAH A . N-(1-6C)ie A 2 A F LA . NN-
=-[(1-6CHE A AL FEL . (2-60)mBLE . (2-6C)BLE AL . (2-60)
BB A AL . N-(1-6C)5 A -2-6C) B R EE . N-(1-6C) 3% 2B
N N-=-[(1-6C) Ak &£ . N-(1-6C) LR . NN -=-[(1-6C)ix 1]
P NN N-Z-[(1-6C)s AWk . N-(1-6C) ik BBtk . N-(1-6C)
A BB, NN-=-[(1-60) KA #BEA . (1-60) A B A R A
Fa N-(1-6C) 2 -(1-6C) L A A K,
£d Q LiEMEA. (B3-8C)HIsk. (B-8C)FMHA. AFARLE

FEAELBA 1. 2 R 3 ARKE, FFEBARATUMRERTE,
Rt glE. ZATE. KA. A, £2E 2 AL BAT
Bk, BRA. (1-8C)ki. (2-8C)H . (2-8C)tk. (1-6C) kA,
Q2-6C) A . (2-6C) L. (1-6Q)aik. (1-6C) 4 T ARBLE
(1-6Cyx sttt . (1-6C A RA. = [(1-6Cm A lak. (1-6C)k
AEHE. Q6O)KBE. QO6C)KBLEANL. N-(1-6C)i A RALF
B, NN-=-[(1-6C) k) RA FaLE. 2-6C)mBAaAL. N-(1-60)
¥R -(2-6C) B A E A, N-(1-6C) A MA . N N-=-[(1-6C)ix %]
Bk N-(1-6C M. NN-=-[(1-6C)P AW, NN N-Z-[(1-
6O A IR . N-(1-6C) A RABLA . NN-=-[(1-6C)t & ) & AR Bt
k. (1-6C)E R A E A N-(1-6C)E £ -(1-6C) B A RA, HA&
% BT Re9AA:

X7-RM
£ X A FaRALE OF NRY), H+ R°AHAK(1-8COE;
R4 4 HE-(1-6C) . BA-(1-6C)5E. (1-6C)AL-(1-6C) A
FA-(1-60)5A . AA-(1-6C)mA . (1-6CARAL-(1-6OA K=
J[(1-6C KR -(1-6CHn ik, KAt h TRAHR: |

_XS_QS
£ X ApaRAiLs O. COF NRY), £+ R AHEK(1-8C)
vk, Q@ AFA. FA-Q-OMRA. RFE, #FE(1-60E.

28



200580029749. 8 o E12/1061m

REERRTE-(1-6C) R, eMERFA 12 MRARE, AFRBRRA
ATOUMRARTE, SFEAEART. £A (1-8ORAF(1-6CHTA
5,

# QA AT RRIMERFA 1-2 M ARIFARIKA,

£ Q' A H EAEAT(2-6C) It sk bk b 49 ARATAR B F AT R ARIEN
AR R, AT ALA O, S, SO. SO,. NRY),
NR'®)CO. CON(R'). NR')CON(R'), CO. CH(OR'®). N(R'®)SO,.
SO,N(R'S), CH=CH #= C=C, #£ % R 3£ X (1-8C)ix 4.

EAGA BT, BAKE “(1-8C)KL” Al LA,
Blhe@m i, FRAFRTE, LaFEGIC)IKL, #FliIfdmi, K
THE. FAL. KTAFIFERLE, LaFEG-6C)FKEA-(1200A,
Bl ALFTE, 2-FRLATE. FTAFTA. 20TAZHE, X
ERA. 2-RRACHA. RTATFTER2-FMTATE, 22, ARR
ARE RS e “RmA” AR ASR AR, REANAH LKA
Blde “FRE” WAMRAEIERAR, RENANRITEF 4 “K
BRA” AR AZ S AKEAR. RMYHEER THECEMAARE,
%) 4= (1-6C)% B .35 (3-6C) I A B A= (3-5C) SR A -(1-20) 2 A
A, BlTaA. CRA. RAEL. FREAL. FALARA. KT
ARE. FALEA. RTARL. KALATAL. 2- AL TAK,
RTAFTAL. 2-FTACAREAFRTKRATAL, (1-60RARLE
1 (G-60)FIE AR RAAG-SOFTBA-(1 20 A RK, HlaoFEARL.
LEARA. RARL. KALERA HRTARA HTARL K
AEAFTEAERL. 22HFXAACERL. FTATEAAL. 2-RTALE
AR RETEAAL;, =-[(1-6C HAIRL I —-[(3-60C)F It 4]
B A A= [(3-50) T A-(12C A1 AL, Fle—FREAL. LA
A, —RERE. N-RAEAN-FEEL, NIRTE-N-FERE.
N-ZRTAE-N-TEEXE, N-FARAEAFEAN-FEALE, N-2-HFARLLT
B)-N-F AR E A N-30 KA T A-N-F A2k,

29



200580029749. 8 oo 5E13/1061

HYEEEHR, EALENNHESKX I EWTFTred FT—4
KB NIRRT i AT XRINE AT XN, KREXAELIEL
SUE B A 6 B A LR E M EAT AT R A AT RSN X, ek
7 K 896 AT VAR i RATIR AN Fm 69 A AL F AR A BEAR TR, Bl 32 A
"M RAS A Vi shiH e X, £k, ERZHTART
KRBT R T HATFN

BEEEAR, ALEXHES X | S TRETZEFH
RE, Bisbit, EEFMIALTHRY R R F Q' ¥HH 1-2 MEAK
RARBAREGERE, RHEROR, ALALHELZSEEANY
AA TR FEMAETTHELEFMEAXLREY, FARFELE
F T K RAAL R T M KB R E PG5 M —FFELLF
AR X

BS R R, -X'-Q ART ML FERKE 2 LKA LT
A BALE, E40RE, X'-Q AALFAERANIEN 42, £
EaeR, -X'-Q AR TAEREN 315,

TH BT, EERRY 4 2R E EAENET R T
FHARRGETARALE. SHESZANAR T, AR ABTAA
3 AR, E40%, RF—AR AR, 2EL0HE, —ARET
Pk A9 3 4%,

TH LML, EERIRG 6 1k A EEST R T
15 F BBk R A AETH AL E . AR, AN R AR, £
EAHAE, TAER AR (G0).

EF LM E, AERIGG 2 5 FRA LA AR R T
FHARBGEMARLE, E60HR, A R AR, 2#LH
82, RAERERE=0).

A LRB B EANSERAALIET @S EAIE.

BAEfT—A “Q” AHQ-Q)H FAN, HAxT “Q” AAF
R, FANSEREABEAREL, REFE,

30



200580029749. 8 o E14/1060

BAEAT—A “Q” AR(Q-QYAHB-8C)IRAR, AT “Q”
AH P G-830)EA, (3-8C)FH ey ERIMEAF IR RE. K
TH. RRE. RTE. FEA RFRR2IREARFFL, HEM
—A“Q” AH(Q'-Q)H B-8C) SR M A, A& st T “Q” A H F 49(3-8C)
T, G8O)NHANSERMAAA WA THE. FREL. KT
Wk, FREHARKFHL,

BART—A Q> AR (Q-Q)AH&FAN, A& T “Q" AR
P RFR, RFANOERULA BlheF ke 5 AR 6 LERIA 9
AKX 10 MK, FESHERZ SARHR. AFRANKILEET, #)
dovk b, wbeg Ak, Eep A, etk RREeR A, oked A mted K,
ek A FoEei | BE—ep A eR el el woe L WROE
. owdm i, e, kAL 135-Z R A. Riekwak. vk
A, FRbEe A, R RofeRked R, RSEe AR vk,
Fbekrh A, kA, Fobohd. oBedok . BRI, "Hok A K
Ao A,

LA “Q” ARQ-Q)A HIAK, AT “Q AR
oy IR A, IR 04 E IR A B 4o 3F ik 69 40 Fe R AR A de e 6
3-10 AEKARIK, FELEHARS 5 ML AR, RFAHERT,
Blee KBTI E. ALK THRA, WEKHA. Dasmik. &%
KEgpA, wiEst. LI-—EREAEDA, waEHA. 11
SEAWAREHE. AAKTHRA. utebdrA, iR, Kok
A wkeiog k| owbedeih | wbedtp L BekAR. WA-LARRA, LL-
S RRTE-AER L. R, BRRA. REL. HREL. 2-
AR R21EA. 2FHEA. RF_Gebmmi. FRFZE0th
Eo. iRk, Folvkek A, AR, WARREA. B
ARWETRL, hAWEAKHEA, WAHEA, DREHA, W
ok, wekm . Bekd . wkeR A RRA. IRMEARFATR
i, EEFH 1-2 A ERIRRIREA AR 6 SERER B0 2-

b

31



200580029749. 8 o 5E15/1061

R . 2-BAR A A L 2-BRekebm kL 2-AR AR R K
2-A AR A 4-BAR-14-Z e b 2,5- R ARE IR k. 2,5-=
FRokr i & & 2,6-= ARk i

L “Q” AEAZFA-(1-6CHRILN, HOERMEAHiFTE
P, 2-AFACERI-LRFEARL. F “‘Q ARRAELEFA-(1-60)
BE, mRE T -0k, (-80)FKmA-(1-6C)mHE . (3-8C)
Tt B -(1-6C) 8 A 3 e M -(1-6C i i, RAA R “Q° AHH
A6 BL ) A IE BRAE,

stFEA “R” ABAR'RT), R R KRBT 09541 A1,
Q', X& Q' FH&AALAH, AEETEOHE:

STHE: . R BFemk;

st F(1-8C) Ak WA, A, AE. FRLA. RTA.
KT A, RTA, FTAFT AR 2-5A
AT,

T (2-8C)Hr A LA R HRERT -2 A,

st F(2-8C) ke ik LA 2-FmREFT 25K

st F (1-6C) Bk - FAL, CAE. RAEAL. ARALEN
TERK; |

5 F(2-6C) 5 B LHs B A A REA,

5+ F-(2-6C) e Bk LB R A 2- R B B

st F (1-6C) Ak Wrid . CREAFRAL;

st F (160 A BABA: FRERBES CALRBE;

sF(-6CARBLA: FAMBLA TAMBLE;

#+F (1-6C) A A FEAA. TARA. AEARL.
FRAREFTEARL;

st F - [(1-6C)m )AL —FHAENL. —CTHERL.
N-TA-N-F K8 =7 R ERE;

s F(1-6C A s A TFTERALKE. TAREAEE. AREAKA

32



200580029749. 8 o 5E16/1061

Fod T SR,
s F N-(1-6C)st A £ F Bk
N-FAERATEBA. V-TARATEL
Fu N-7 R EE FBLA
st F NN-=-[(1-6Cx L ] 8L F B
NN-—F AR FBA.
N-T&-N-F R AL FBEEA
NN-Z LA ERF L,
st F (2-6C) 15 B A LBLA. ABLEAF THBA,
st FQR-6C)BLA AL  LBEALFABLAL;
st (2-6C) 4 Br A Rk LBL AL A ABLRE
stF N-(1-6C) £ -(2-6C) s B ik £
N-¥ A CBL RS A=
N-F & A BRI
st FG-6C)HBLERL:  AHRBAL. FTHBRALM
T BREL,
5 F N-(1-6C)tt 2 -(3-6C) M B A &k :
N-F A A B E A A
N-F A TWHBEA;
st F(3-6C) B AR ARBLEK;
s+ F N-(1-6C)# 4 -(3-6C) B A R
N-¥7 5 R e BL R
stF N-(1-6C) AN E:  N-FREES N-TENBA;
stF N N'-=-[(1-6C))z A Mk A& -
N'.N'-= % Mg 2 Ao
N™-9F %-N"-T M A
stF N-(1-6C) sk :  N-FEBRAEF N- TR,
stF NN -=-[(1-6C)}z 2 [k :

33



200580029749. 8 o E17/1061

NN'-=F BRI
N-F & -N"-T AN A Ao
N-THK-N-F A
stF NN N-=-[(1-6C)ht A M Ak .
NN, N-ZF Mk
N-ZJ-N'N"-=F Wi F Ae
N-¥ A -N'N-— T A
st F N-(1-6Cyx R 2 AgBtk:  N-F AR AABLAI N-THERFRBE,
3t F NN-=-[(1-6C) s A ) R AR BL A :
ZF A AAEBLE,
stF(1-6C Bt AR FAB AR A F TARBLA R
st N-(1-6C) 2 -(1-6C) 1t s B 2 R A
N-F R Tt A g i e
N-9 & LA A
s F R F-(1-6C) A AFA. 2-RTA s’i OF-SUNTE RIE N
2L,ﬁaﬂ.22 ZRTE. -HAA.
3-AAmE. 33-—RAALAR 333-Z8R

A

st F #2 A -(1-6C)it Ak pREE, 222204 - BRALEF
-2 AE,

st F A -(1-6C) A - FETE. 2-5ACA. 1A CEA
3-mA ALK,



200580029749. 8 o 5E18/1061

2-FAK K. I-FRATES
3-FAR A A,

5 F (1-6C) 2 T A Bt 2 -(1-6C)Az
FAEABRATR, CARABLTA,
2-FAERBATE, I-FRAIRBRAL
Ao 3-F A DAABLARE,

st F (1-6C) 45 A as B AL -(1-6C) 4 A
WAL TE, CARBLATA.
2-WHABATE. |-FABBRACEM
3-F A AABLA R,

s FAA-(1-6C) Ak FARATFA, 2-FRETA. I-RATEAF
3-RARAE;

st F A -(1-6C) A - FATAE. 2-RATHE. AL TE,
-AAAL. -RAAES S-REARL,;

st T (1-6C) 2 A -(1-6C) Ak :
WEARETE., CARATA.
1-FRERTE. 2-FA J;t_\z,);i.\‘
2-LAEL CEF 3-FELALARK;

st F - [(1-6C)x A ) R -(1-6C) b A
—FEAERRATEA. =T
- —FRRETE. 2-
3-—FRAREARE,

st F(2-6C) 5B B -(1-60T 4 .
LELEATA. ABLELTA.
2-TLEBLAK LA 1- LB AA TE;

stF N-(1-6C)15 £ -(2-6C) B A A -(1-6C) ke A
N-F A TBLRA T A,
N-FERBLEA T A,

=

7

EF’

\\w

%“*ﬁﬂ‘
W‘?‘“—‘

Z»E&ﬁv

35



200680029749. 8

i

B 5E19/1061

2-(N-9 X CBERIL) LA
1-(N-F R LB RL) TR,
st F(1-6C)x BA B AR -(1-6C) ke
FEAH AR

5t F N'-(1-6C)ht A Mk Bk -(1-6C)he 2k
N'-F AT K
2-(N"-F AR ) T A Ao
1-(N -9 AR ER) T A
stF NN -=-[(1-6C)kz W -(1-6C) bt 2
N N'- = F M A F K
2-(N'\N-= % KM k) T Aw
1-(N' N-=F M) T
st F N-(1-6C)t A Mk 25 -(1-6C)he 2L :
N-F AR F 2K
2-(N-F AR A) LA A
1-(N-F MR T A
stF N,N-=-[(1-6C)hz. 2 Ik 2 -(1-6C) 2 -
NN'-ZF B M F A
2-(N,N'-=F M) LA
1-(N,N"-=F M) T A
st F NN N'-=-[(1-6C)xx 1Mk 2 -(1-6C) e 2 .
NN’ N-Z F MR F .
2-(N,N'\N'-Z % JK M K) T A A
1-(N,N'N"-Z 5 AR T2
s F (1-6C)hr sk B A E IR -(1-6C) b

36



200580029749. 8 oo 5E20/1060

FARBE AR T A
2-(F Bt AR A LA A
1-(FaaBe A 2 4) T A,

stF N-(1-6C)ke 2 -(1-6C) ks Bk L R A -(1-6C) b 2
N-F A Fagdt R BAF A,
2-(N-F 4 F agBu A B T A A
I-(N-F R F sk 28 TA.

LR, H(A-3C) Rl =R, HEEBLAH4e L F A,
LX 8 A, FAX—EARI &L, FEEMYAET EE
Bl IReg42 B .

JEde EXFATESL, & R'MARKX Q-X-e9 AHFBbl4 X2 %
OCR?), 4240, MAH OCRY), HANKETF, MIkLET,
HHERR, BARTNERE QAH. £46k, H#ld RIBRKLF
49 CH, £ B %A X-X2-Q° ¢ A H J- B plde X° 5 C(R%),0 &4 K0T,
NZd CRY0 #H#ANEET, MIERRT, 8 ZCH AR, &
RFMNiEEZE Q AH.

e EXF TR, RUBRARE FAEAT(2-6C) Tl A4k F 69 AR 4R 2K
BF T oA IENEE P e L B (Fl4= O. CONR'OK C=C)fg . 4
4o, 4-FELATERLAN A FIEAN O BTFiF3 64 2-Q2-FHL
LERTERL; 2-ZACEAN A FIEAN C=C 35| 4-2 4T
2-gR R R 3-F A R ARG w4 P A5 A CONH 43 2) 4] 4w 2-(2-
¥ ERA UBAL) TR,

Ede EX P AR, % R'BEARKAFI4ES CH, CH, & CH, AH
EAELTH—AREAGFRA-BORARREN, &AF& CH
ABLETAE 1 AREXRA-SOBARKE, EANFTE CH AH LY
B 12 A RBAREL, EAFTE CH, £ B LT AL 1. 2 X 3 AFF
IR

Ede EXF AT, 4 R'EBARLAFIES CH. CH, & CH; £ 7

37



200580029749. 8 o E21/1061

R B A 4o X ¥ F U IR R, XM REEE R BRREAaE
4o A -BAR G (1-8C)RE (BB A TR, 1-2LTEMF 2-B4T
£). BEABKH1-6CHEEL (B4 -2 LR AL 3-BAREN).
(1-6C)% B - (1-6CR AR (B4 2-F AL TRLAA 3-TRA
AEL). BA-BARNRL-Q-OCREAL(Hl4e 3-RE-2-2 X REL).
A -BUAR G (1-60) I A R E-2-6C) A (Fld 2-HR-3-FAALR
A4, AR =-[(1-60) AR EE-(2-6CP BA(Fl4e 3-=F &
AA2-#ARAL). BEA-BARHEE-2-6C A AL (Hr 3-RA-
-2 A RELAL). BEA-BAH1-6C)KARI-(2-6C) A RI(H40
2-BE3-FAEARLARL) LB =-[(1-6C)x & ]2 A -(2-
60 A B A (Fl4o 3- = F A EKR-2-ZARERL).

AELEMNZ, Ede X e, % R'BMALPEF CH,
CH, 3, CH, A B F A 40 L F 2 LA BAR AR, XETRIRARL
TIAHILE RV BRA T FE, HFAREFREHIRARE(Ge LT #)
# 3 )% ey CH, CH, 3 CH, £ A E. #l4e, % R' @24 (1-8C)ke R
KRR LA, M(1-8C)EL T4 CH. CH, 3 CH, £ F T
fikdk —A B P 2 S BAREIRK, Flde, 4 R @EH 5 4e(1-6C)
B (160 R B A 2o 5 Aay, R (1-6C) AR A R3% CH,
£ B T it — ) e (1-6C) A A B K (2-6C) T BL A IR, 4w,
RIUSTVAA 2R, Hldodk N-Q2-F Eaik O A RA T AR ES
#, X4 R T A4 5 [N-2-F ABBA TR RE T AES-2-4.
ok, Bldes R @4 £ IRAS o RR T EAQ-6C) B IR 4
wkox R IRE AR, (2-6C)kBLA M K CH;, AR Thit—F4klde
=-[(1-6C A EAEIRAK, #lde, R TdAH N-Q-=FAALTBAE)
URoE-4-H K 4-Q-—F A EL B )RSH-1-K.

£y AEEAT-X-Q F o EEARNK, Hldm, Jzim,ts;‘#
Frasl, % Q' w#yiEfT CH, CH, & CH, A H/FFH 4o L FE
SUHBR AR, deit MR ey 4iE Q' AH Gl e - AL -

38



200580029749. 8 o 5E22/1061

(1-6C A (Bl 1-RE2-BETEAR 1-24£-2-2488). (1-6C)%
FA AR EL-(1-6O) A -RA-2-FEATHE). (1-60)mik
FHA-(1-6C) e 2K -BARE 2 F (Bl de 5-[N-Q-F EAgde L TA)RA T
A E-2-R)F2-6C) B A - LA A (Bl N-Q-—FLEAT
Bt Ak -4- A K 4-Q- = F A RAE LB RR-1-4).

XA M 5t F ETEZ A EF X 1 oY e) B
R, Bliel RABS AR (Floh B, SR, B, Z 5 TR,
AR R D R B B B, KA BEA RSB X T b,
B doii e B B R LA B (Bl hed5 R4 ). . REH BB
e F e, Wi, ZFE. RE. GHRNZ-C-REATA)E)E.
X IAYHECEENBF ETETHLEA B EX TIEHET
ARG TS px 0

K 1 feodh i oiE 6y 2 & LT HZ BN WA Bl ke Ko B
o d KA, BREY . ZREY. ZREMALERETNKEY.

AZRMABTIUAANET XL T, WA EARKSHMEA
NIRERBAARPIEMGIEY. TR TRERALALEY
BB F AR BRI FHR. SAKALSY O RBEREK
A e E A A RIARLR, TUAREITH. ATHE K aFK
A T LR A BE AT A A BAR A T RB A BRIRAT A Y, BEITA W VA
AX TS B ERBEAT R, MBARITENTALEN [ LD
B BEELT K.

B b, AL QIETT A ITH A AR & 9 A BT vA B I AR
RPN BB AT H R 4 EX P XX [ 14, Bk, &
£ B @ isB A MAE RFT KGN T 10ed, LaBEARID
R B SR AT SRR 0 X T a9, Eakiit, XN I14éh
VAR A B B9 40 B BRI 891 E .

X oty bl F ETEZHINARRTEENET N
i, EOBTFARKRDHIK, REAARERNAHEELLEAFIES
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lEX:aE I/

BB 4T 5 XRFNEBT 2FH Xy 8.

a) Methods in Enzymology, % 42 %, % 309-396 %, K. Widder
% % 3% (Academic Press, 1985);

b) Design of Pro-drugs, H. Bundgaard % 4%, (Elsevier, 1985);

c) A Textbook of Drug Design and Development, Krogsgaard-
Larsen #= H. Bundgaard 4%, % 5 &, “Design and Application of Pro-
drugs”, H. Bundgaard, % 113-191 R (1991);

d) H. Bundgaard, Advanced Drug Delivery Reviews, 8, 1-38
(1992);

e) H. Bundgaard %, Journal of Pharmaceutical Sciences, 77, 285
(1988);

f) N.Kakeya %, Chem. Pharm. Bull., 32, 692 (1984);

g) T. Higuchi #= V. Stella, “Pro-Drugs as Novel Delivery
Systems”, A.C.S. Symposium Series, % 14 #;

h) E. Roche (% %%), “Bioreversible Carriers in Drug Design”,
Pergamon Press, 1987,

BEAHAENK | KEWHSENRF ETHZONERFlIoC
WK T RGBS, SR A X TSR A T RB e BER #l 0 2
F FTHTAE, CEARKYAREB S ATIRE, REANGS
EhE LT L8 (16O A B (F e FAE., TABEEMR
TABS). (1-6C) % E L FRAE(Fl4 T AATLAE). (1-6C)BLA A
AP LB (Bl e #T NBEARA T AS). 3-F b [c]hh iR A B G-
phthalidyl ester). (3-8C)ZRit A # & B -(1-6C)It A BE (5] 3o IR R A K
AEATFTABR -RTEAHELRATHEE). 2-8RK-13-ZRHE KK
W A T LB (4o 5-F A-2-BAR-13-Z ARSI ARM-4- 4 F AE) (-
6C) 1 B B B -(1-6C) ke A B8 (] 40 F AAHRA BT Al 1-F
SAEBARA TEE).
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EHEAGN [ oYW ENBF ETHZNOTHR e
BRI T ARG BE R BE. 2B R T4 g4k A =T ZLAR 64 B B
ABl4F ETHTHERE, CMNAEAMIIMIRNEF L F
WA, BANSENEF ETHEZNEY AR QLELMN
B5, Bl4eBhBR S (RLIE RN EBLINES). ZAVMAECHENHF LETH
ZH BT A E A35(1-10C) R BLA (Bl e TBLAE), KFBLA. KB
A BARGETERL. BRAHETEL. (1-1I0CO)REAEAZA(HI 4T
FAHERE). NN[=-(14C)mAJRA TFELA, 2- AR A TH A
-HBATHBAE. RUBAFRRT A LRI EF it a AT
A N-BEERAFTA. NN-ZARATA, HHRARTFEA. %k%-1-
AT A 4-(1-ACR AR E-1- A TR, ZARYSENHF LTHZY
BT AR G fto-BL A AL, Bl CEBERA T A fed RELARAT
A,

EHBAENGX | LM LENHF ETRZHNEA Ao
BRI T A B, Plae sl T RA ¢S R b Bl BE(H)
4w 5). (1-4C)R EIE(Fl e F B). —-(1-4C) e (B e = F &), N-
TE-N-FEBER=CHE. (140)5%AE-Q40) A (Hl4 2-F A4
L), A-(1-4C) 5 A ()40 B £ B (B ot BB SR B,

AEAALENK [ oY ENHF ETEIHINEAFE
WA TR B BRTAY. RANSENBF LTREINBREC
o5 A FEARH A B (1-100) 5B A (Fl4e LBL). K TBL
A, XLBE. RRORXTBRAFBRRGRIHE., RLBEAFR
FELA ERBRARA G EFOFREATEA. NRARATEA. NN-Zkk
AERATE. DHRKRTE. %kE-1-AFEF 4-(140)E%KSR-1-4
A

X [ oW -Td 3o i —F X S AR RN LFEEA,
ik Rff LT X 1 e /S EARRIYIRA £ R, o LFATE,
X 1 ALA- 45T vA F) B BT AR &4 (AT 25 ) e AR AE A R 4R R KB4
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A .

AEPA—F AR B EL P ELGX | BRiTEAYRE L
FETHLNE, BRNSHRITH:
H£PpAhHl. 283

EANREABTOMRRAR, FHAARE. ZATFTE. RA.
FRA. A, BA. A RA. FERA, RA. RATEA,
PRk . (1-8C) . (2-8C) 4. (2-8C)kk . (1-6C)r AL, (2-60)
WEL. Q-6C)REL. (1-6CHammit. (1-6C)EATmAmBEL. (1-6C)
ARBA . (1-60)ARL. =-[(1-6C)h]RA. (16O AL
HAE. N-(1-6O) A RAFTHA . NN-=-[(1-6C)) R AL FHLA.
(2-6C) B . 2-6C) B F L. 2-6C) B AL, N-(1-6C)kt ik
-2-6C B A A (B-6COFBLA A . N-(1-6C)kx 2 -(3-6C) M Bt A
FHE. (-60) kBt R L. N-(1-6C) & -3-6C)BLEA AL, N'-(1-6C)
BEMA . NN-Z-[(1-6C)t KM N-(1-6C) e M. NN-=-
[(1-6C) AR A . NN N-Z-[(1-6C) ke R 1M Ak . N-(1-6C) b A AAn
Bt . NN-—-[(1-60)x k) Esm k. (1-6C) Bt i A4 N-(1-6C)
s -(1-6C) Bt A BA, KAt A TXe94kA:

QZ-XZ-

o X2 hiraERFik f O, S, SO. SO,. N(R®). CO. CH(OR’).
CON(R®), N(R®CO. N(R’)CON(R?®. SO,N(R®). N(R*)SO,. OC(R%),.
SC(R%), # NR )C(R®),, ¥ R’ AHAR(-8CYehk; Q AHFA. Fik
(1-6C) . (B-8C)F A . (3-8C)FRiE £ -(1-6C) k2. (3-8C)E M
. (B80)FHA-(1-6CHrA. #FR., HFA(-6COK. #FA
RAEFE-(1-60 K, RAR, H(1-3C) T A= FK,

#% R'BRALE$/E4T CH, CH, 3, CH, £ A& gEgHH —/4
R E A BER(-SCPRAIAREFo/ R — AL Ak THIRRLA: £E.
Ak, RA. FUR. B RATERA. MA. (16Ot fzk. (1-6C)
wagk . (1-6O)s A Barme k. (1-6C)mAmiit. (1-6C) AR,
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Z-[1-6C IR, (1-6C)mBAHA . N-(1-6C) s A 2R F B
NN-=-[(1-6Cyx £ 18 A FBLA . (2-6C)BA. (2-6C)BLILEA.
(2-6C) kBt A B . N-(1-6C) 1 2 -(2-6C) I BEA B A& . N-(1-6C) ke &
Pk, N-(1-6C) Bk ik . N N -=-[(1-6C) s £ 1k & . NN -=-[(1-6C)
B NN N - =-[(1-6C) W £« N-(1-6C)It A B ARBLAL . NN-
=-[(1-6C)m A | B FEBLA . (1-6C) At R B A F= N-(1-6C)k A -(1-6C)
mABARL, Ak h TXOAR:

-X3-Q3
£ X3 hEaREic g O, S. SO. SO,. N(R®. CO. CH(OR®).
CON(R®). N(R®)CO. N(R®CON(R®). SO,N(R®). N(R®SO,. C(R),0.
C(R%),S #= C(R®),N(R®), ¥ R HARI-8Ck; QAFE. F&
(1604, (-8C)IFREA. (3-8C) A -(1-60) k. (3-8C)3R M
2. 3-8C)FMA-(1-6C) 4. £FA. HFA(-6OeA. £AE
R FA-(1-6C)m AL,

f R E@BARA T A, (380, (3-8C)FR M A,
fE R SARIRAEAEA 1. 2 B 3 ABKA, FTARKLT AR
AR, FHEHHE. ZATA. RE. BE £ A& A
A, RATELA. A, (1-8Ok. -804, 2-8C)A. (1-6C)
BEL. 2-6C)F AL, 2-6C)rAL. (1-6Curik. (1-6C)i L
BELd. (1-6C)REmmA. (1-6OARA. =-[(1-6C) k] ak.
(1-6C)E AL A, Q60w . 2-6C)BLARL. N-(1-6C) A
SAFEA, NN-=-[(1-6C) A ]RA FBLA., (Q-6C)BA AL,
N-(1-6C)#%. £.-(2-6C) 1 Br £ £k . N-(1-6C Ak . N'-(1-6C) b ik
Bt N N-=-[(1-6C &Mk . NN-=-[(1-6C)tx & W& . NN N
=-[(1-6C) 5 £ . N-(1-6C A RABEA . NN-=-[(1-6C)t ] &
B . (1-6C) Ak B A A e N-(1-6C) 2 -(1-6C) s A Bt A 2
KE®RHTNOAR:

-X*-R’
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P X AFREA LA OF NRY), £4 R AAKA-SCHA; R
A RE-(1-60)x k. £A-(1-6C)i. 3HA-(1-6CA. (1-6CPR A
E-(1-6C)E £ . (1-60) 5 m £ -(1-60) 5 4 . & -(1-6C) i & . &K -(1-6C)
AL (1-6C) A RA-(1-6C) A . =-[(1-6C) 5 K] A-(1-6C) Bk
(2-6C) kBt A B A -(1-6C) Bk . (1-6C) ke BAF AR A -(1-6C) T A

N-(1-6C)ke £ i £-(1-6Ct 2 . N'-(1-6C) ke i 2k -(1-6C)bt 2L . NN -
=-[(1-6C) % 2 1k 2 -(1-6C)e A . NN-=-[(1-6C)xx 2 Wk 2 -(1-6C)¥
AR NN N-Z-[(1-6CHE A IGRE-(1-6C) A, Akl TXeGAH:

-XS-Q4

£ XS AR Akh O, COA NR’), £+ R’ HAN(1-80O)%
B QP AFE. FA(-60O5A. RFE. AFA(OE. &
AR LFA-(1-6CE LA, BIMERFAH 12 MARKL, FIERAE
TUARSRE, FHLAARE. BA. (1-8OREMP(1-6CHR AL,

#£ R' IR A PR RRAATR TR 12 N BRI
KA

Hp R B P ARAT(2-6C) Tkt Ak 4440 4R AR T ELARAE
Nt AR R, A THEBLA O. S. SO. SO, NRY),
CO. CH(OR!). CON(R'). N(R!)CO. NR')CONR'). SO,NR').
N(R%)SO,. CH=CH #r C=C, ¥ R' % K (1-8C)tt4;

R2 4 S (1-8C)r &

q# 0. 1. 2, 3&4;

AARARTUARRXRRE, FEA1-8CYLERT Xy A:

_X6.R!

Hb XOhiFaRALa O F NRY), £+ R?HANK(1-8C)
ik RUARE-(-60)mE. ZA-(1-6C)k. (1-6C) A A-(1-6C)
i BA-(1-6C)EA. AA-(1-6Cti. (1-6C)5 kR I&-(1-6C)H%
A, = [(1-60)%A1EE-(1-60) 5 AR (2-6C) LA RA-(1-6C) 5L &

ry 0. 13%2;
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EANMRARATOMBERRE, FELHRDE. ZAFTEA, A,
A, B2A. A RA BA. AATEUEA. BRE. (1-80)kA.
(2-8C)H & . (2-8C)# &£ . (1-6C)maH. (1-6Crisk. (1-6C) A
TagE . (1-60) AL, (1-60)mAERL. =-[(1-6C)A]E
. (1-6C)yma szt N-(1-6C A B L FoA. NN-=-[(1-6C)x
EIEAFEA, 2-6C)EBLA. (2-6C)mBLARL. (2-6C)BLAR
. N-(1-6C)m £ -(2-6C) e Br L B . N-(1-6C)t Mk . N N-=-
[(1-6C)k A MR A& . N-(1-6C) s 2 i . NN-=-[(1-6C) %t A& 1 Wk 2
NN’ N-=Z-[(1-6Cy &I A . N-(1-6C) 2Bt . NN-—-[(1-6C)
B RIRABA . (1-6C) B A RAF N-(1-6C)5 & -(1-6C) AR BLA
24

X'i% g N(R¥)CO. CON(R'™). N(RZ)CON(R").
N(R*)COC(R),0. N(RCOCR"),S. NR")COCR"),N(R")%=
NR*)COCR®),N(R)CO, HF R” A A R(1-8C)kk;

Q' A(1-8C)E . 80 A, (2-80)BA. & -(1-6CTA.
B2 E-(1-60)A. #A-(1-6C)Ek. (16O RAE-(1-6C) . RA
(1-6C)5 A . BE-(1-6C) A, (1-6C)RARL-(1-6C) k. =-((1-
6C) 45 L ] B A-(1-6C) . (1-6C)AA-(1-6C) A . (1-6C) AL
R -(1-60) A . (1-60) A B -(1-60) & . 2-6C)BLAR
H-(1-6C) & . N-(1-6C)#% & -(2-6C) s B E A A-(1-6C) ke & . (1-6C)
5 BB A B A -(1-60) A . N-(1-6C) 8 £ Mk -(1-6C)1 4k . N'-(1-6C)
2R MR -(1-6C) A . N N-=-[(1-6C)1x AV A -(1-6C)bt k. NN~
= [(1-6C) B A Wk A -(1-6C)e 2k . NN N =-[(1-6Cybt 2 I £-(1-6C)
wa . (1-6C)Ea LA R A-(1-60)A K N-(1-6C) kA -(1-6C) ke At
EAE-(1-60)E, 34 Q AF A, FA-(1-6CpA. (3-8C)K)
2. (3-80)FEA-(1-6C) & . (3-8C)FMA. (3-8C)F M A ~(1-6C)
A A, X E-(1-60EA. RRAREFA-(1-6C5E,

# Q' L4E4T CH. CH, 3 CH; A B & AiELFH —MREA
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B % R (1-8CO) A B A/ B — AN ik H A T oA 2. A,
2. AU BA AATEBA. BRA. (6O K. (1-6C)at
A (160 ATaBLA, (1-6C)RAmBtE. (I-6C)RARKL. =-
[(1-6C)r 1R, (1-6C BB A . N-(1-6C) I R BILFBLE . NN-
Z-[(1-6C)e R 1B F B, (2-6C)BEAR. (2-6C)BLARA . (2-6C)
EELA R N-(1-60)5 A -Q-6C) B A £ A . N-(1-6C)kt A i .
N’ N-=-[(1-6CYE £k & . N-(1-6CY L. NN-=-[1-6C)% 4]
Pt . NN N-=Z-[(1-6Cx &Ik 2 . N-(1-6C)ix k£ AL A . N-(1-6C)
A RABA . NN-Z-[(1-6C) s A1 8 Bt A . (1-6C)mBt A R4
Fa N-(1-6C)iz. 2 -(1-6C) e At Bt A EAK

£ Q' EEATHA. B-80)FkE. (3-8C)IRMA. HFARSE
FAAFRFEA 1. 2 K3 ARKE, AARKRATUARKXNKRE,
Bt amE. ZATA. &4, A, 24 25 AE, 24T
Beak. Mk, (180, (2-8C)HA&. (2-8C)ki. (1-6C)kt A,
(2-6C)H B 5. (2-6C) A&, (1-6CO)amit. (1-6C)R A LARBLA
(1-6C)E B Ak . (1-6C)AERL. —-[(1-6C)sA]RE. (1-6C)x
AEBA. Q6OBLA. Q-6CPTBARL. N-(1-6CP A RET
BLik. NN-—-[(1-6Cr AJRA F oA, (2-6C)mBLA R, N-(1-6C)
R -Q-6C) B E R . N-(1-6C) AL . N N-=-[(1-6C)% 4]
Mk, N-(1-6C) Mk k. NN-=-[(1-6C)ix £, NN N-=-[(1-
6C) I IR . N-(1-6C) s A BEA . NN-=-[(1-6C) i K | R AR B
A, (-6C)ABLE AL A N-(1-6C) K -(1-6Ce Bt A R, A
% f TFROLARA:

X7-R'

o X s s ik g OA NRY), £+ RAHAR1-8OMLE;
R A HE-(1-6C) k. £A-(1-6CE. (1-6C)x AA-(1-6C) A
A6 BA-(1-60)4. (1-60k A RI&-(1-6C) bk 3 —
[(1-6C)k ) B A-(1-6C) k.,

46



200580029749. 8 oo 5E30/1061

HF Q' LAEFTHRIAAMELTA 12 MERIAARBAL,

HEd Q' _EAEAT(2-6C) B 4t b WA 4R B R FAE AR IENEE T
HARRIF, AT AL H O.S. SO. SO,. NR'). NR'®)CO.
CON(R'®), N(R')CON(R'®)., CO. CH(OR'®). N(R'®)SO,. SO,N(R'®),
CH=CH #= C=C, # ¥ R AH&AR(1-8C)ik.

ALK 4R 3 Q3B Honh TEXA X 1 FATE MR
FHGEFE ETESHE. BENSGHRTE: L, RIEZAHLA,
ZM p. RLRL g R R X e Q& fBA LARA FH&
% (a) 2 (rr) ¥ A& ST 2 3L

(@ p#Hl.2K3, EARAATUARRARIR, FELLAK
. ZATA. fA. 2A. A AL REA BRATBAE, K
2. (180 A. -804, (2-8C)z. (1-6CEL. (2-6C)F
FHE. Q-60) kAL, (1-6O)AREL. =-[(1-60OA]RAL. (1-6C)
BEABA . N-(1-60) A RA FBA, NN-=-[(1-6Cx K] R A T

Bhit . Q-6C)EBLA AL, 2-6C)BLA AL, N-(1-6C)kt A -(2-6C)
A AL. 3-60)HBLE AL . N-(1-6C)k 3 -(3-6C)H Bt & 2
(3-6C) 1k BE A AL . N-(1-6C) k2 -3-6C) e BRI AR . N-(1-6C)h A
FAEBLE.. NN-=-[(1-6C) A1 8B, (1-6C)mBLEA AL N-
(1-6C) A -(1-6C) B AR, Ak h TXeAH:

Q2 X2
¥ X AHFaREiLg 0. S NRY). CO, £+ R AHANK(1-8C)
sk QAR FA-(1-60) . (3-8C) I . (3-8C)F ke -(1-6C)
k. A LFE-(1-6C)kAE. RFAREIRA-(1-6C)E,
AR, A(1-3C) A,

#% R'EAL T4 CH. CH, & CH, XA & gELFH—A
HEANBER-8OEARRA /B — ANk A AT HIRRE: £E
#k. B4 A RA BRATEA. KA. (16OkAA. (1-6C)
ek, (1-6C)m AL, (1-6C)rtambtil. (1-6C)ih sk,
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Z-[(1-6Cym A LRA . (1-6CPREAHA . N-(1-6C) i RA FBLA .
N-Z-[(1-6Cy AR A Tt . Q-6C)BLASL. (2-6C)EBLER

. N-(1-6CHn 2 -2-6C) i Be A A Ak . N-(1-6C) e L B AZBEA . N,N-
=-[(1-6C)e ) B BLA . (1-6C) KA BEA A Fm N-(1-6C)ix & -(1-6C)
AR B EL,

£¥ R' EeIBRATEM TR, (-80)3Rk. HFARER
EAERFAH 1. 2 K3 ABRKE, FERKRATUARXTE, FH
MARE. ZATA. £4. BA. A4, (180 E. (2-8C)HA.
(2-8C) 4. (1-60)x & L. (1-6C et B A f—-[(1-6C) k] AL,
A R _EBRARA P LT RAFAFTA 1-2 AN BRKARIARE;

® pH1X2 EAREATUHRARLRR, FELEHERE.
ZATA. £, 24 AE. BA. AATEA. KA. (180K
£, (2-8C)F £ (2-8C)e & . (1-6C) A . (1-6C) L AA . =-[(1-6C)
mAIRA. (16O ARAHE. 2-60)BEARLA N-(1-6C)HT A -
(2-6C) ke B AL £

# b RUBRMAA T 4E4T CH. CHy X CH, A AERHA 1. 2 K3
MEE RSO AR /R — Ak B A T BRARE: £ 22,
. HA. AATEA. BRA. (16O EAL. (1-6C)kAEA.
= (1-60) A1 RE . (16O ARLBEA . N-(1-6C) A A T BLA

N-=-[(1-6Cx A R A FBA . 2-6C)RBLARAA N-(1-6C)A-

(2-6C)I BL A EA,

© pH1R2 &2AR AATUHERSRRE, FELLE R
£. ZATA. RA. B, BA. X RATEE. KRA. T
LA, BA. LHE. BRA. TRE, 2-AKRE FEL T
A, FAAL. TEEL. CTEARE. AEAAA. =F
'f&\ —LEARE. TAASZE. CEAZE. THRAK. Al
CN-FRBRALE. NN-FRAABRAL. £2ATA 1-ERTA,
A-1-FRZE, 284 THE. 2284 1-FAZA, 2224804,

i

s e b
H
N

Call Al

p—l
‘H‘ﬁ
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LI-—9R2-25 K, 2-8452-FARE, 2ATA. - RATA,
I-RA-1-FACHE, 2-84824. 2-84-1-FATE. 2-845R%.

2-BA-LI-=FHRTHE. 2-RA2-FHAAL, TARATFTA. I-FA
RACE. I-FRAR-1I-FATE, 2-FHAREE, 2-FARA-]

WHE A, 2-FRAEARE, 22FRAEAA-LI-—FETHE. 2-FAR
E2-FHEAA. LHALTFTLA. 1-ZBEAATH. 1-TEBERA-1-F
ATHA. 2-TBAETE. 2-TBRAN-1-FATE. 2-TBALRA,
2-LBLAA-LI-ZF AT AA 2- LB AA-2-F A AL

@ pH1XK2 F—ARAALALL A& RE. £
ek, PARL. CAARA. —FEAARL ZCARE. T
BA. CAEABA. TEBRAL. ABRAL. N-TEALBRAL. M
AABEL. BATA. 1-BATE 1-HA1-FRE REATE,
-E Ak, FRA-1-FACA. FTARATA. -FARATA,
- PARLI-FACE. CHRAATA. 1-LBAL LR -TBA
B-1-FRAE, FROFARERLRA. A ZATE. REA,
A, WA, LA BA. UHA HAA. CHRE 2-RKA. T
4. TRE. REARFARAL;

€ pH1IR2 F—ARAALHHEL RETRE, LB
4. ABLEL. N-TABAL. -FAABRERL. BATA. -
HZECEAR -BAL-FLCE, FRF AR AREAR Al
ZATA. A BA. TR A TARARLAL

® pHl, RIEABETFREN IR 4aF 0B aEL RE
WEAk ., CBAL. BEATA. - BACER I-ARLAL-TALE

() pAl, RIARMGEFERNILHFLLARLFPELTE

(h) RPAA. FhA. THERAL;

(i) REAHAKTFE;

() R*AZR;

&) q#0;

Pl
- PP
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M g# 1 2xK3, BARAATUARARXRTRFELATFE.
CHARAE;

(m) g# 1, RPAFE;

(m) r#40;

(0) rAH1IXR2, ENRAATUMRARKE, FHiLAHKE.
ZAFA, fA. BA. AL, (180)KA. 2804, (2-8C)k
£, (1608, (1-6CmARA. =-[(1-6Cnk]laik. (2-6C)x
Bt A e N-(1-6C)%% -(2-6C) BRI R ;

@) rAHOKRErH1IR2, EARABATUMARAXKR, HE
HAR. B ZATA. KA BA AL FEA FEREA TR
BA A T AR,

(@ rAHOXErAH 1, RAAZAA. R ZRAFE. B,
£A. FA. FARA, TAREFZTRARIL

) rHOKEr A1, RRAAZAR. [FFE;

(s) X'-Q'ABET 342K 41,

1) X-Q ABEM4LF 34%;

) X'-QABLT 41%;

(v) X'k H NR®)CO. CONR"). N(RP)CON(R").
N(R*)COC(R"™),0. N(R)COC(R?),NR")#=
N(R*)COCR™),N(RP)CO, % R"” % ARK(1-8C)RA;

(w) X'i#tf CO. N(R®)CO. CONRP). N(R"”)CONR").
N(R)COC(R™),0. N(RP)COCR"?),NR")F=
NRP)COCRP),NRP)CO, ¥ R”AHAX(-8CPLE,;

(x) X'it g NHCO. NHCONH. NHCOCH,0. NHCOCH,NH
#2 NHCOCH,NHCO;

(y) X'zt CO. NHCO. N(Me)CO. CONH. CON(Me).
NHCONH. NHCOCH,0. NHCOCH,NH #= NHCOCH,NHCO;

(z) X'ik § NHCO. NHCONH #= NHCOCH,O;
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(aa) X'it  NHCO. N(Me)CO. CONH. CON(Me). NHCONH
F= NHCOCH,0;

(bb) X' NHCO;

(cc) X' NHCO = N(Me)CO;

(dd) X' CONH;

(ee) X' CONH 2 CON(Me);

(f) X' CO;

(gg) Q' AH(1-8C)y&. -804 . (2-8C)k%E. X&-(1-60)
R . 2A-(-6C) A, FA-(1-6C A, (1-6C) s AA-(1-6C)B A
FA-(1-6C)A . RE-(1-60A. (1-60OARA-(1-6CE. =
[(1-6C) % £ 18 A-(1-6C) & . (1-6CAA-(1-6C) A . (1-60)%%
TR EE A -(1-60) A . (1-6C)% A AR BE A -(1-6C) B 2L 3(2-6C) kBt
AEAE-(1-60EL, Z& Q AFA. FE-(1-60kE. (G-8C)Fk%
£, GSOFBA-(1-6C . &FE. £FEA(1-60A. FHE
AT HE-(1-6C)T A,

4 Q' 4247 CH. CH, % CH; A B & AEAFH —MRIA
8 E R (1-SO)RABMKAA/H— ik A AT e BREA: A 2&.
S, A, BATEE. BRE. (6O EL. (16O, (I-
6C) £ BB . (1-6C) A B A, (160 A RA. =-[(1-6C)
pAlEA. (16O AEHE. N-(-6C) A RATHA, NN-=-
[(1-6CE AV RE FRLA . (2-6C)RBLA RS A N-(1-6C)u A -(2-6C)4%
Bk R,

s Q bTEA. (G-8O)E. AFARERAELTH
1.2 & 3 ARAKRL, FABRKAETANRRRE, FLLARE.
ZAFA, RA. BA. AL (180KA. Q8OHA. (2-80)%
£, (160 8. (160 L ALEA-[(1-6C) A AL, RAL
B FXE9EA:

_X7_R14
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o X7 AheaE Ak f OF NRY), EF RPHER(-8CPr A,
R'™ A4 -(1-6C)k 2. (1-6C) AA-(1-6C)5u k. RE-(1-6C)bt A
A A-(1-6C . (1-60) A R A -(1-6C) A R =-[(1-6C) 1t A ] & -
(1-6C)Hz. %,

H Q' LAEMEIRAELTA 1-2 MRRKARIRANL;

(hh) Q' H(1-8C)kA. (2-8C)HA. (2-8C)kik. 5 %-(1-6C)
ik . A(-60EA. A-(1-60)Ek. (1-6CHRAK-(1-6CHT i
A -(1-60) L. BA-(1-6C) k. (1-6CARK-(1-60)c ik, =
[(1-6C) 1% A B A -(1-6C) k& . (1-6C) Ak -(1-6C) 2k . (1-6C)¥%
BT aABA(1-6C) %A . (1-6C) % A Bt A -(1-6C) At 2 K (2-6C) bt Br.
REE-(1-60)E, #F Q AFL. FA-(1-6Oi. (3-8C)H ik
A, G-80)KIEA-(1-60) A, ZFE. £FA-(1-60)A. AHEA
R T A-(1-6CHE L,

£ Q' LT CH. CH, X CH, AR & g4 FAH —MHZ A
5 £ RSO ARKLEA/R—A L §A TR IRARE: 2E. &5,
4. HA. BATEE. BE. (6OAE. (1-60kmA. (1-
6C) ik AR A . (1-6C)mAABEA . (1-6CARA. =-[(1-6C)
wAIAA. -60)AAEA. N(-6C)ARATBA, NN-=-
[(1-6CH A 1R A FoLA . Q-6C)RBLERLEA N-(1-6CY A-(2-6C)%
BRI,

fd Q EEMEA. (8O A. AFARKILELRFTAH

2 & 3 ABKE, FRRKRATUMEARRR, FRLEAXNE.
ZHRTEA. BA. BA. AL AATRE. (180KA. 2-80)%
£, (2-8C)#A. (1-6C) AL, (-6 AELA =-[(1-6CYP AR
B, KAk h TXNEAHR:

_X7_R14
¥ X AFEai Ak h OA NRY), H£F R°HANI-BOE;
R™ 4 2 A-(1-60)5 4. (1-6C) A -(1-6C)FA . FA-(1-6C) 1A .
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AA-(1-60)5 . (1-6C)E R -(1-6C) ke £ K =-[(1-6C)tt & ] R Ak -
(1-6Cye i, HA&Lf TX9AH:
-Xs-QS

b XEAFEALA O, CO A NR), £+ R7HHAK(-8C)
WAy Q AHZIARLIA-(-6CNEk, BMNELFH 12 AN
R, FRABRRKRATAMERRE, FHLHHE. &L (1804
Fo(1-6C)h% EA

£ Q' LAEATRKIAFEFA 1-2 AN RRKIARIRARL;

(i) Q' H(1-8CEi. £&-(1-6Cxsk . (1-6C)RAL-(1-6C)k%
2. fA-(1-60A. BA-(1-6CHEA. (1-6C) A AMKL-(1-6C) .
=-[(1-6C) iz A1 E & -(1-6C) 1 . (1-6C) AR -(1-6C) bt 2k & (2-6C)
Bt AA-(1-6CE LA, A Q AHFA. FA-(1-60)kA. (3-8C)
Fhk. G-8C)FEmA-(1-6Cak. £FA. £2FA-(1-60tik. &
AR A IR (1-6C) B 2,

#9 Q' _E4E4T CH. CH, sk CH, AH & A4ERFH 1. 234
B £ R (1-8C)R A IR A Ao/ — ANk A T ogBRA: &2 &4,
FE. BA. AATEA. KA. (-6OEA. (1-6CamE. (1-
6O A A L. =-[(1-6CAIRE. (1-6CxAAAL. N-(1-60)k
A RATEA, NN-Z-[(1-6C A1 RE FEuA., (2-6C)LBLARL
Fa N-(1-6C)2 2 -(2-6C) i BL A 2K,

£ Q EETHA. (G-8O)IRMKA. AFARETEERFA
1-2 ABRAKRL, FIRBAREATAMERARXRE, FHLAHRE. ZATF
E. B4, BA. A4, (1804, (1-6CxE&. (160 AR
BA-[(1-6CAIRE, A TXAA:

_X’-R"*

HoF X hisade RY A2 A (16058 (1-6Ct RA-(1-6C) b A
S -(1-60)m 4. £A-(1-60)k . (1-6C) kA RA-(1-6CH A K=
-[(1-6C) e A 1R -(1-6C) I A
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() Q' A(-8CyaA. £A-(1-6Chxa. (1-6CHAL-(1-6C)k
A AA-(1-60A. (1-60mERL-(1-60O) 2. =-[(1-6C)B 2]
FA-(1-60)8 L R(-6C)ERA-(1-6C)EL, RE Q HFA. F&-
(1-6C) . (3-8C) kA . (B-8C)FmA-(1-6C)t A . 4., &
ZH-(1-6C) k. ZIRAR LT A-(1-6C)5,

£ Q LA, G-80)FEA. AFARLRAFRFA
12 AEBRAEL, FTEBRAREATUMRERXRE, FHLAARE. ZATF
£.BA AL (1-8C)A. (16O EL. (1-6C L A& . =-[(1-6C)
mAIRE. BE-(1-6C)kA. RA-(1-6C)k. (1-6C)k ik & A&-(1-
6C)kz i Am =-[(1-6C) 3 A ] B -(1-6C) ke 28

kk) Q' AH(1-8C)ik. FA-(1-6C)k. (1-6C)k A A (1-6C)
Wik, fL-(1-6C)A. AA-(1-60)mA. (1-6Ct L AL-(1-60)k
. - [1-6C AR E-(1-6C) . (1-6C)k A AgB A -(1-6C) )kt A&
RQ-6CEE A RE-(1-6C 2, HH Q AFA. FA-(1-6C)A.
(B-80)F g A . (3-8C)Fmk-(1-6C) k. ZFA. £FA-(1-60)k%
A BIAREIFREA-(1-6C)A,

#9 Q' L4EfT CH. CH, & CH, £H & AFELFH —/NL A A
THBAL: £4. 4. £, BATEA. (1-6C)EA. (1-6C)
AL, (1-6O)mARLE. —-[(1-6OA]1RAL. (1-60C)AL
#HE . N-(-6C)EBEELTFTRE. NN-=-[(1-6C)r 2 ] AA FBEA.
Q-6C)E B . (2-6C) B AR N-(1-6C) 1t ik -(2-6C) T B A R,

£ Q' E4EATERA. B8O A. LFARLKEILRFTA
12 ANBARE, FRABARATAMBERTRE, FHLARNE. ZAT
R, 2A. 84, RATFRA. (1-80O)mA. (1-6C)EAL. (1-6C)
AR, - [(1-6C AR, HBA-(1-60th, FRA-(1-6C) .
FA-(1-6C k. (1-6C)RARARL-(1-6C) A . =-[(1-6C) xR ] R -
(1-6C)ke A= 2 IR K -(1-6C) e 1k

) Q AWHA. Tx. AA. TA, KA. RAFTE, 2-84%

54



200580029749. 8 oo 5E38/1061

LA, 3RARA. 4RATA. SSRARE. FEARATFTA, 2-F
ARACHE. -FREARL. 4-FEARATA, S-FTARERE,
LEEATE. 2-ZARATE. 3-CARARE, 4-TARATA,
S-LEAAARL, —FEAERATR, 2-FARACH, - ZFEK
EAA. A-FREATE. SS—FRAELERL. ZTEARETE.
SLEARATA. FCEREARE. 4 TEAR gT%& —z
Eﬁ%&g,ﬁ%41ﬁ$£\%g\%igag‘%mg\%aﬁ\
HELA, KAATA. FOATHE, HRELATEA. bk, E95,
MEod 2, whed | vEek gk PR R e wbiR R, EURA
kb A TR, EOE TR, B A TA, R ATE, KU ATEA,
ME—ek g WA R e PR R A TR, FRATA, WAK
k. WA A ., WEREA. sk, e s A, sRedl Ak,
shedo . vhoks . WA-LA-RE L, koA, HURORA. kRA.
Sopeh . 2-RMIR[2.2.1 kA BlkakA. FolRerE. ZAi
el WA RATA, WAMHETA. WEAEBATA. WS
BhA AL whekn A T AL skedm AT A, e AR T AL BMRA
Wi, 2-CEHA) A, WA LAEEATE, 2-(WA-LAERA)T
AL kR A PR 2-(RE ) TA. BREATA, RREATEA 2-(OK
HA)TA. HRELTER 2-RESR[22.1]RA T XK,

i Q LAETEA. (8O KA. AFARKTAELFTA
12 ABARE, FABKREATAARRARR, FFHLE R %~iﬁ
WA, LA A FE. A FRE. CARA. FEARE
WHEEL, BATA. 22ATE. AATE. 2-2ATA. ‘?f&ék
AFA. 2FARACE, —TARATAR 2 ZFARATE,

mm) Q'AFA. k. AL FAA TEA A& HARA
2EATA. -BARL. 22FAACTE. FTARLRA. 2-CAL
LE. -LBARA. RATE. 2-RACTHE. -REAA. -RA-
-P LA, &RATE. SSRARE. ARATA. 228424, 3-

k
h

h
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FARAE. 4RATA. SSARARE. FAREATRA. 2-FAR
A 3-FEEALAAL 4FEEATA. S-TERREAREL. CAE
WA, 2-ZARLTE. -TEREARL STHEREATA. 5
FAAL. -FALI-TEAAATEA, —FARATFTE, 2-=F
A4 FoFEELARL. 4 -FARATE. S-ZFARERE.
;Cgﬁiﬁi‘}#Lﬁﬁﬁai\&a6£££ﬁ£‘¢,ag
AATA. 5-ZCARLARL. 2-FTAHBA K. 3-FEARBAR
A, CBEAATEN 1-LBARLCE, & Q AFRA. FA 22X
AR, AL, KTA. FRAL. RTE. FEEA FRATE,
%Tgﬁg‘%&gWg\%agﬁg\%&gWﬁ\%%g‘%
ﬂg\%@g\%%@g\%@% ALY N L S F 3
EXTE R a7 P G155 SN &
%%%?g‘}%%ﬁaﬁ‘%%g?g‘-@%Eag\% AR T
AL O2MEeR A A, REEeR AT 2-FREE R R, R AT A
Domkeb 2, ek A TR 2wk KA B AT AL 2R A
LR, Zee AR -z 2k BB A TR 2R R T,
o AT R 2R AR, wek A TR 2-me R TR, R
AW, 2wtmr A oA, AL TR 2R A K RERTE,
oA LA, A TA. 2-FRA LK. WEKkHA. TANH
£, WEERLE. RAKRTHREA. sk, bmik, ek,
aped R . Rk, WA-L4-EEA. REA. HWRE. REA
Topok . 2-RAMIR[2211EA. HlRakA. FUlAdRE, S A0k
e, WEAARATA. WAMHATE, WAEHEATA, 13-=
AARAKLEATE. L4 ZAERTEATE, b h TA, ot
A TA. kel A TA, e A A, DaRA TR 2-(BHA)
Zh. WA AEELTR, 2-(WA-L4ERL) TR, REATE,
2-(RRAVT A, FRRATE, REATE. 2-(kFEHTE. 7/
ko A T AR 2- RN 21V RAT A,

}..

i
S

}i*ﬁ“‘“ﬁ“%‘
M O
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#4 Q' L4#4T CH. CH, & CH, KA & g1EH A —/ ML g A
FTeyBAA: £ R4, fA. AATRE. FERA. AL,
WaBRE. FTEAL TARA —FAEAL —CTEEA.TF
SASA. CEREAHZA N-FARATEE. N-CEARATHRE. M-
FRALELTRL, NN-ZFARATHBL . NN-Z LA RAFEE,
LB, BBLA. TELA. HRBLA. LBLAKL. ABLALS N-F
£ TBLRK,

o Q HETEA. (8O, AFARKKEELFTAR
12 ABALE, FFABRKLETUMERRR, FHLAHR. & =&
WA, 2A. AL AATRE. FA. A FARE. TARA,
WAL, —FAAL. BATA 28ACE TAATEA 2-F
FACAE. FATE 2fECE RATA 22RACTE FAR
AWHE 2FAAACE. —FARATA, 2—FARATE. W
BE A FA, DA TA, REATE. HRELFE. REAT
ERHkEATE;

) Q' ATA. ¢h. AL TA. KA RATA 2-8%
i, EAAL. &RATE. SSRANA. FTAREATA. 2-F
AERECE. FTAELARE. 4FEARATA, 5-F
—FAELATE. 2-FEALCA. - ZFARAARE,
SATARS-ZTARAME, & Q ARA. T4, 2-R4T
FAL. ROA. KALATA. FLATA, Eok. ok, &
. vEovk g, A FA. ke A TA, B ATA, Rk
AWA . mEAKhA. WaAMHA, WAEwA, b A, ek
A, Bukid. WEA-1L4EEA Rk, FHURK. hd ik, %k
Bk, Aok, Fulkokk. et A TR, BRATE. 2-(B
WAL, RRATE. 2R TEA. BREEATE RELT
£ 2-(RBEA)TE. HRELTER 2-ALEVERR22IRATE,

b Q LEMEL. G8O)FME. AFARARAERTAH

e

A}
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— N AL THERAL: A 8. ZAFTE. 24, 8. FE.
PAL. FARAF_TFEAL, A Q LEMXAeyFk. (3-8C)
Hip ., 2FARLERATREEFTR—NL A THERAL 24
Fh, FARATER_FREATE;

(o) Q' AWH. TA. AA. FRA. TA. KA. HRAL,
-FERACE. -FRALAAAL. 2-CAATA, 3-2AEAAEL. RA
Wa, 2-fACE. RAAL. RAL-FRATE, 4RATE,
S-RARE. AATA, 2-RATE. -RARK. 4EAATE, 5
FASE. PTARATE. 2-FEARAAE. 3-FAREARA, 4-F
ARATA. SSPARARE. THAERATR. 2-TARATE, 3-
CEARARE. S-TAREATE. SSCEARARL. ZFEARATA.
2-—WHAEACE. ZFEARAAR, 4 FREEATHA. 5-=F
FAXRE., —CEAEATA, 22ZCARATHE. 3-TARER
VACZLERATE. SSZTEAAARE. 2-TEAABRATANLT
BLAATA, R& Q AXKA. FA. 2-RACTHK. FRAL ATA,
FALE. KA. FALATEA, FTATEA. XRATFTA. KTA
WA ekeh A, cE AL BEee R, FUEed R, wRed R b R
i Zep g BE—ed | R —ed | vged . bR R A
gk, Her A, kb A TA. EHATA. B ATA, FiEL
AT skeb RFA . 2ok R LA, e RFR, B ATH =
p A E A PR W R ok AW vy AP i KT
B, 2wk A A, AR TA. 2R A A, RRATA. 2%
EA A, HRATA, 2-FRACE. WEKRA, WAL,
wEsEdhA. RAERTEA., whefahah, sbebbi k. "Boha . WA-1,4-
ek A, kR A, Bk d. skEA. BREA. RHA. FH
ok, WAAMATA, WARBETE, 13- ZREKAKAT
A 4B ARTHEETE, et A TR, Dok A TA, 2-(Bok
B)TA. RRATE. 2-(RRR)THE. HREATE. REATA.

e
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2-(hBR)LERBZRERTH,

A+ Q LM CH. CH, & CH, KAH& A4E4HAH —AN% A vk
THplRMAEA: BA. R4, A AATEA, FAA. TAAE,
WEAABRA, FARLA —FARA. FTARARL. TREHKE M
FAELATEE. N-CERATEBAE, N-FRARATEE. NN-=—
FEAEATEL. CBA. ABA. FHRBA. CBRAAR NFA
LELEA,

s Q' BT A, B8C)REA. AFARLKREAMEATA
1-2 ABRL, FTRRKRATUAFFIRARE, FHLAHR. R =&
WA, £ RE. ARATEE, TA. FARA TEAREAF-F
EEA, A Q LATEMFA, G803k, £FARLKR
RAFAPH —ANEAATHRARE: ZAFA. FRATEA, REA
P, AEATA. FTARATFTA, —FTARATE. b AT,
Dok 2 A R AT AR AT R,

(pp) X'-Q'HH Ho-BA T B,

(q) X'-Q'AHAHRRo-FAETFBAA;

r) X'-Q' A Hik §HABLAL. WABLE A (sarcosylamino),
(NN-—F A H £ B) AL, HABHABRAL. L-AABAL. 2-F
EEAREAL. V-FAREB)EAL. QS2-AATHRARE. L-4
£EEL. (V-FA-L-SAB)RL. 2285 K-4-RkBERA. 2-84
SBARL. L-FEABAL. L-ZABAL. 2-FA-L-TABRR
A, (N-FEL-ZAB)AL. ZABEAL. (O-FA-L-Z2AB)EK.
(N-9 5 -L-2£ £ B)RA. (O-FA-L-ZLAB)AL. L-FABEAL.
(S-F A-L-¥ BB R4, (S-FA-L-HFHAB)RL. L-FRAB
A, (V-FRA-L-#AB)AA. (V-FA-L-5RB)EA. D-RABE
AL, D-2ABEBAL. L-BABEAL. MARALFERAR
™

AEAERN A HEEATEXNX 1 FRITEDRA LB

Sy
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F AR HE. BHAHINH, LT
pAH1IR2, F—AREAAXALRL. RATEE, TEHAA.
FBLEL. N-FRZBEL. N-FEAABLEAK. ﬁ%?% -84 2

A 1-BA-1-FRALA, FaWEAR AFRALA A ZATF
A, RA. BRE. TR, LA FERARTARE;
R2A SR FA;

QA ORAEqAH L, RRATFE;

rAHORErAH ], RIAASGAR. A ZAFE. £ &,
Wi, PARA. FTAERAFRZTFEARL;

X-Q' A H4F 3 4%

X'i4 4 NHCO. NHCONH. NHCOCH,0. NHCOCH,NH #»
NHCOCH,NHCO;

Q AF4A. vi. AA. TA. K& AATFA 2-2ATE.
2-EA2-FAAL. ARLARL. LARLTA. SSAARE. TAR
EFA. 2FAAL K. 3-FARLAA, 4FREEATEA, 5-F
AELAALA. —TARATA 2-FARAACHE. -2FARLA
AL 4 FAEATARS-—FEREARL, &H Q AXA. FA,
DREATE. HAL oA, RAATE, KTAFTE. EHi.
okok | vEep g R ek B A TR, R ATA, KA
. E-ow AT, whcskmid. wAAHEA, wREHRL, W
SR, A, Bakd. WA-LAEARA. KA. FHREA. K
EA . ToAEL. BlhhA. FUOlRORA, SR ATA. BHA
. 2-(DARA) LA, REATA. (R TH. KREAL
WA, ZREATE, REATA 22(RERTE. S%RFETE
H 2-REMIRR2.2.1 AT A,

#Hd Q LEEL. (8O A. AFARLATAMEEFTA
—ANh A THERARL: A. £ ZATE. 245 &4 FE,
WAL, FAAAR-TRAAL, FHQ LEMEMAHFA. (3-8C)
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B, RFEARBRETFERFTA AR HATHRRE: &£
FER FRAIRAFTEAPR-_FEALATE,

AR ZRFEANAHIADOIEATELNX | FRTEHRA L
B ETESHE. BHNSHAIE, LF:

pH1IR2 F—AREAAALHEL. RATEE. THBAL,
RBELA. N-FRALBAK. N-FREAABRERL., BATFTA. -2KCT
Ao 15K 1-FRZE, FhAZE MR ARLAHA. £ ZATF
E.RA BA TR A FEARTARA,

R* A & FA;

qH 0xRA qHh 1, RPAHTFHE;

rAH0RFrAl, RRABAKXAHA. AFFTH;

X'-Q' A Bz F 312K 445

X' f CO. NHCO. N(Me)CO. CONH., CON(Me). NHCONH,
NHCOCH,0. NHCOCH,NH #= NHCOCH,NHCO;

Q AFA. TE. mA. FAL. TA. K& HAEE 2-7
SR THA. -FARAFL, 2-CARATHA. 3-TARARA. FATFE.
-5 A A -RAAL. -RA-L-FTRZA. 4RATHEA S-RA
RAE. EAFTRA, -84 THE. 3-RAFRL. 4R8LATA. SSRAK
A, FARATA 22FAAACK. 3-FARLAAL, 4 FTLARL
THE.S-FRAAARL. CTAAATRA. 2-TARATE. 3-TEAA
AL ATERETHE. SSTHARARE, —FRARATA. 2=
FEALZE., 3-oFHEALRE. 4 FHEERATE. 5-ZFALK
AAL —CEREATFA. 22ZCEERATHA, 3 TEREARA,
4-—THAEATHR, S-ZTHRRERE. 2-FEARBA AR TBEA
A2FA, A Q AXRA. FA. 2-FATHA. Kok, RTA K
Btk RTEA. KALAFTE. XTAFRA, KRXAFEA. RKTATF
A.ovkebdh . Eep . RERRL REBe AR, oked AR, whed R, ek
A, Zep g BE-ed R e o vged K owbnw A, R AR, R
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HA FRA, RBHATA, Eo A TFA, B AT, RIEE
WA, ke AR 2ok K e HF A Ee TR =
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