1337078 /
AEE

FHAEHRAE

(AAAELK  BAFARBT HHEELEH  XKLRHFTHIRE)

X wwER: T)3 U060 el

. . . , (2006.01)

—~BALH  (F/HER) o Co'IF5/02-(2006 01y
#IREERIE &4 . Abl p 3/00(2006.01)

HETEROCYCLIC BORONIC ACID COMPOUNDS
=9 FH A (21 A)

WAERLEME(FX/HEX)
£ 7 BJE 2 )
| : PHENOMIX CORPORATION
REA(FX/EX)
#1 K ik
SHAWVER, LAURA K.
R RS EAeE C (F /3 )
£ B Ao % 3 F 7 dbde )k B8 11099 3%
11099 NORTH TORREY PINES ROAD, SAN DIEGO, CALIFORNIA
92037, U.S.A.
B O (Px/3Ex)
£8 USA. |

97555.doc -1-




1337078

W~ EHFE
L] 2% $# %+ 4B B8 —%2¥ %R E2EL &
¥xH4L8B8: F A B -
M #sseaTFHRE (BE) #3354
[(BXH&: 2ZRAR (RE) - F38 - YHER EFER]
A xmEAEFE 5P —ARRE LM
1. £8 ;2003 %11 A 12 8 ; 60/519,566 £ 4
2. £B ;2004 £03 B 25 8 ; 60/557,011 -)\q??:

Vg
3. % 2004 %07 A 30 8 ; 60/592,972 REP
(] &2 A 3AEF =+ CHR-RARBLN A
L
2

O 2B A St AKE—BRANELE
(%X $3%8 FHER EAER]

HEX LS LY R T Y I T &
Bt L
BARAmitt [(BRBK: FH48 88 RS BEAER])

Bobk it (5K FHRAFE B 88 & RrEe]

BEY EZXX 2
B AR T R A B Y g H A RAFE

! 97555 -3-



1337078

RmER  HEALEREFIL S ERE  HivZh b
Fos RELRESGAURZINEBEFE - Bt iy
MEACHHHEAREARIUIAB AR ZARERYE  REAKZ
ﬁﬁi%%{&z%ﬁﬁﬁ?&%&,ﬁlﬂﬁ%%ﬁ%% o

B ER/ AR RERA- KRB TCHKE R &%
DPP7 ~ DPP8 - DPPOR i 4 B ta i E it Z &8 E(FAP) » £ B &
DPP-IVZ % & - o & & -F —# - Bk sby 8825 8
THEEBREHRBZISHEAE S HLEEBER/ AEEY R
iz HAELEZLAHAELEREHELEL - Bk - @5k
HEE B R HIAEAFITFERAETZILH B RA
FHEZTZAEEHER -
MARELEERIBUASHETGHB A TH
ShEBESE At E=84% | LDL& T &I&KHDL# B
(5 F c UABARRIER  ARARBERARRE
PHETEBRBESERAEZAMNER B XHFHoBRAYH
NBEERBIEREERZI G R - BEHN BN LR LRRE
hEBEHZER GB(ZR)BEBEERFTHI ZAA
T SINE R (L
EHASRSASIBRTRARZIELARE | > o8k
WHEBIL G BRABER REAMNUNRE LT ALFE
ERZBELFE EAXBIELCER Y R TEHIZ
S B BAEAEEABALTHELSRARMNBERB EL S
BLLB2ZRAELRRLEMEH -2 Nt aRTH

YREBRTYEARRBEEZMELCEZHR  HERRHK

i

97555 27



13370738

ZHEBRBAREAGRREEZN - REFERBTEHE 0B
FRET -BER LB -BRBBAEL BRERRL
LSHUBEZRR LT ¥(bzEBFTEERT EBHZE
REenBEHFTFREZ S - SN ELERZEHERR

ERELE HEBRA R LARAENEHALAESL -
BA T HRASHEEBFUAER BRI B ERE - BRF T
RV B ERBEFRBATZEAHBEZ AL FALENK

R EREZEXKELBRE TIR/XEHBERE
ZHEBFER  AESBRELEREZIEEZRSE

A 1 EETANWHDPP-IVA R & BRI £/ 42 462
Lo -

BHILEHMOHIERT T HDPPIV > 2/ F b Fit &
MR RN - BEER - FHR/XRENREHA RS -
b 48 1t A 4 € 3% 48 5+ 7 B 40 WO 98/19998 + WO 00/34241 ~ £ B
% # 6,124,305 (Novartis AG) & WO 99/38501 (Tufits X % 2 ¥ € )
F oo

[(#FARZE]

AHEAGRBDPP-IVH H B » EAABXANERTHS
DPP-IVZ #p sl M A R EFLZEKR - EH LT 2" K
BAGMN ¢ #DPPIVZ 4 M BB R E4T4 Y » R Y
Bkl ik - o AEAGHGRBEBEZBSH
HRaosA8Hits REOLAS - RSP HELLBHURE A
mBlzEb WHDPPIVZ Fik ROAHTE2LAELRE
ZRERTHERLAXE AL EILS M4 LB BEKE

97555 -8-



13370738

Ao REAE®B YL L2 A% % %8 {%58HEdDPPIV
Z ¥ w MoK E R EE AL E KR

# A ¥k
AFEAGRE X LS Y

r
R R O B—OR?

&N M

"R R NL/,X )"

Z
CHEMAEHETERY - EHGREMBY - BB A - Kb
HREE T TREL2S L ¥

nAad1%£3,;

X#CH,; S: O; CF,% C(CHy), :

ZHEH: % 8% Cr.aom & A Crom & 5 (Cy2)
BRA D RE RS EA S AT RXRAARTEAAAN ALK
RTE B X 1B 33 3 RA

AREAME XABABERRZ-— RV RAASGERL A

REAME  ELAXZ2B PREZ — B ¥4,

RIMR 4B — R A S MBEFEL ReHest
EpHT 2z RERFILLADABPIPREREREAZAA

CRRITH# LXK HF £ £+ %CRRZF £ > gIR -~ R~
R*+ R*ZA R’ 1% i A (aa) ~ (bb) & (cc) :

(aa) RI-RI-RER*A & : A

R’ 2

a) &,

k 97555 -9.
\



1337078

B)(cl-uwags  (Cra ) A (Co)B A
Cooi2)BHA S KRG )BR A RFRA A A
BERARBEHEAGAFTABRRBERA B L $RA » A
EE A A RANH AR RB LS HR o BT

ROAHC .o )A CrLao 8k BrRA &

ek RA CHA BRE REEA BEAC.ORE

BYEA ZATE  ZAFTAA BrREEA . mEEi

RFEBE FA R FA AT FEAARTAGAE LR

RERRXBLH S RA S KA E¥mAGAEAKR

B RMKRE L % &AL S -SOR® ; -SO,R® ; -COR® ; -CO,R? ;
-CONHR?® ; -CON(R®), ; -OR® ; % -S-R®;

R7Z & %5 (Cio1o) A5 (Croi0) &£ (Croq0)

HEA S Cra)=RKEE FA I FTARE B AC O A
YA A ZRAFE  ZATFEA ZAT -G
N-fg A RA D A CamX ) gk Meaah,

mEBREA G R TFEA
REZ (Croio)R & 5 (Cooyo) & 5 (Couyo)ie £
Cs.10)BR A Cs10)BEHE T T XA A i
ECEFIRE -HBEA - BRECBREACBEHA HANE
AEFEAIBFRERERRIBLESRAKR > L F
FAEAGRAFARKRRERKRK LK BLE SRR A4
HEEAGAFTARRERKRAXIB L S RK
ORBABAEGC. )BERAZHL A

l 97555 -10-



1337078

B ECy )Rt A 222 R A Y XA ARF ARG
RERABRERK R XL S RK S

d & A 1234m fE L (CHh) 28K
A A FjiB030 RR22INKBLIERE ke B EH AR -
ARG RAEREHF222F- 1) 2 FaS A 12340
EE ~ CH), 248K & & [2.2.1] & [3.1.1]4 32 4k 2 B % 2 4
EEH > GABAHEL  C) st~ CLadR AR - (C )
b 8 R A K RRION-CO-O- B i & #45 3 5 R4 » £ $R
ARGEIBC . )R AL EL AT AR EALAS
MEC A -Crg)R AR B FRXR=ZATFRAERA RS
I FRAK S RRARIO—de 5 (Cio)R K £

e) RU(CHy),- » £ $R'' 5289 % w & wt %
E 0GR AE S XA XAA S C)BERA 3334
BREBERSHAD S i EXBOHA S Xo 8

ek AP2MAAmERE L CLo )RR A BA - mbw
&&gﬁ’%ﬁ%%@w%ﬁﬁnm;ﬁﬁimzmﬁ:
EFPXAAGREAKC . ORE CL.ORELA LD £ E X

Baxsh —BRAK  BE PB33EE R B AR GRS
MBEC, M AERAXBLBSRAK . BpB0E3;
R”%@%:aﬁ?g:ﬁﬁ:wg:@w)

PGl AR BREE D RE . CEREA BA
EC .o B BFEXA ZATFA A et mTPamat;
MBI ORARBE D KHBA . FEA BN A 2P

FRAARFAGREAHRRERK B I % RA

97555 -11-



1337078

0 (RV),CHCHy),- + £ #RPH £ 4 # ¢ %
ﬁﬁﬁnﬁﬁﬁmRW§ﬁﬁn%;mﬁ;ﬂqgww;
g TAAM:

R15

N
R N(CH—

b

EEREAARPHB A R (Cr) i Cre) B A (Cyy)

BRAEER S G )8 B AR ¥4 RF&EL 5 bt s F
oRE D REABAEARE S RARBA . RXHmEL £
PEREBHABTARBAC A RA A FFL -
KFEHBA -~ -~ B~ RE - RAKRARBLE  HAHKG

¥
AR EmEA o HAEUHERZE 45 3 b — R A F R
AR — 2B R(C.)BREAE BT B2E6;
h)y FTAEAE :

R17

N
wf\@¥f

A FROHRTEH B &K 5 (C.g)k
Cro B AHE  FA RFTBA R R
FABABRLA A mEBA S R EAHmHBELA L PF
FERA ~wbo® ~F®w - XA XABARALA K

ﬁ
5
&
S
e
Iy

BREZEBLE  HBARAEAMKMRZ2E B L &4 KFR@
RIT— M R(C.,)BERAE ) BHsAH126;
1) F XA

97555 -12-



1337078

(CH2—
o D

N—(CFpy '8
R18

AFTREARGBE L A & 5 CLam £ 5 €. &

Croee A A FX XA Eok  RFHBA  abog ;&

A ARL S RABGA L LA

(-3 -CH, -C(CH;3),-)

EFXEGREAHMRIZERA KB L % KA

K TXEB :
20 Rx
RN RX (CHp)s— R CHg—3 Ry (CHp)—S
4 % R2O—N % < )
<) R ) NV Ju
Ry u y u 20

2

EFRB A (Ca)i R Cop i —«(C.on kiR
CC)ERARE S FERTEBA . CL.orRfan st

PR RE D FABRAKRZE4E ;K
£

FHRAHEA S nbeg
EBREAEE kA REB KERBA A FFEART
A bR - Heg c XA RABREABAEA HKASSBLER

KRB A HAFAHKRRZPELB I _RAK R A &
(G P T (CHPIE: §- 5 SHIE 2 SIS 3 S-S e -1 353
HEREAEELRREZBILB -_BRAR S RARE L » &

97555 -13-



1337078

R”
p

um

~Crg A O A EE

BEE - (CLm R

4.
x

X

At

%,

tH50%Z26: HuB0ZE3;

sBH1ZE6;

D TAEAR

(CHok—

RZ‘—o—«:H%:A/) u

» (Crog ) A&

—:i;-
L A#RIZE £ 55 x b

£ ¥R A &

R &tEBEIXLAO

-
—

.4
53

ABRE AL

£26; Hu’sa0zx3;

;oM A

5 A

RR-RER A IE L A &

I{ii .

(bb) R

wﬂ
iy
13

W
@

,_mm

2

N
iy
e
R
i
R
i
R

HRAEB F - &

R A -3

A BE

‘Lﬁ_}i‘s‘

R

mﬁn

v.ﬁn

.wrun
=
*®

i
R

iy
¥
&

BE A 3 AR BR A

.14 -

97555

J—



1337078

BEBAERNK LS LS R &

RER ZFR* —# » FRIARFZR — & » ik %
FReRIRTFHRIZESERK - BRI BBREL % 24
123MZFAN OSSO %SO,z# & F : B &4 B3
BRCZEBERAEZERAEIARBR EHAFAKQ)IARE X
EMABRERKXE L S RA T &

R*M R — #e # M (CRZZR?3),- » £ ¥ mA2%6 >
ERVZARVPHB L AHE » ok  RAKA KA HEL T B
ACBERE D BR BA S BERARZERA S BR AR L

RRER Fo i ¥ i E B ZRBRF—ARMBARSETE
B AHBH2E4BMEAN-O-S ~SOKSO, 2 %8 F

RISIRA S 2 R T —AMMARIZEE R
REAER  ETERRABAFEALEARE F A ~ #5423
ETERRABEBHAASEL L &

(cc) R#IR*A &  BR'ER' — &M K4 288 % Kk -
P B KRIBELS%  SAH1E3EMEAEAN-O0 S SOASO,
ZHMR T B ER - BREZIERKA=ZFEHKE  H
HREAKM@IO) TAREZEMEARERAKAKE L
% BR&K B

97555 -15-



N -

1337073

RS & (aa) % (bb) # 2 42 47 £ B © &
% CRRIR £ £ > #IR* - REAR % iE & (dd) -
dd) RP@mR*A & ; &
RS 2
a) & > A %H R
BHE » RF A &
D) (Cro12) & 5 (Cuui)i & 5 (Coo)i: &
PR G )EHEEA S AP R E A - XK
EHABEAKRRERKLH L 3 RA - B
AvRE -HA -BRAXHOEEKERIRGE  ET AR

(ee) % (fD)

$ns1 XABCH, » BZ

(CTYE $- A3

B A R BER M

EARE A

ROA Cl.admh  (CLe) & A B A &
R ovErA RE AHA 8F 88X 85 C.¢)K
£FEA AT R CRARTFTAL B LA, R A

£
#E AR

BT EA G A v ARESAARNE LK
REBRRKZ Bt BRA KA B BEAGAEALKR
BB K RIH L % ERKA S -SORE; -SO,R® ; -COR® ; -CO,R? ;
-CONHR® ; -CON(R?®), : -OR?® ; & -S-R® :

R"A & %£:(CraoR A (Crio) &% (Chro)
R ClL=kEE FAFARE BAC . oA
BYA  HA L ZATAZATAL ZATFTASE
romA s RA A camt s BA S R EGA
MK KT &

REA (Crojo) 4 0 (Coao) & 5 (Cuoyo)e £

97555 -16 -



f337078

f
i

Cs o)A L Cs0)BEMA ¥4 XA 4 8
FECEFRACHEA B E - BHELBHA AR
MEFTAIBFTAERARAIRBILSIRA £+ 3 A an
FRAGAFAKRRNERKRXAB L S RE& L FH A S
RIEAGATAKRRERR LB L0 5 RA

OMRMEARMALEC . )ERAZFA; A
FEABAEC. OB LAy A P 5 Ao iLh

AENHRERA RS L % RKA

d & A 5 1234m 8% 4 CHh) 48 %
Ao R PiA03 AR2INKBILIERREEEXH AR
G RAEREFR2QF-I-A K A & A& - 1234w

AEA - CH)y+8R A AR2IKXBLIJERKK R K IFH
A GAFEABEERBE S Ca)R Ak~ Crge A - (Cly)
% 8 A A X R°R'ON-CO-O-E RK X B s 5 R4& > £ R
MROBBIBC AR ERE AP RASEXAGRYE

AHEC 3 )EE Ca R AL B FRZATAERKLE
it RA O RRER O — e B (Cg)R K %
e)R''(CH),- * £ ¥R A 2-89 % m & ut %
B Cre)m A A XA XAEL D C)E KA 333]%
BRuEBEXRELAR b A EE S BAHA S 4 HA
A AF2RAA D aEnEEA  (ClaoR A A~ XA - mb=®
AREES  HABAKRZERE L= B L b = R K
BT XRAEXBABAMC . IORE - CLORALARE £ E X
B B A BREYDRBINERE R R ER N AR LAN

97555 -17-



’[337078

%&@@%iﬁﬁﬁﬁﬁlmékﬁ?iMWiﬂ

RZBd % Z8 74 fLA » A S (Crlg)
A (Cle)s &4 ; &  HBA LEERA BLA &
%@4%5:é?&:iﬁ?i%:%%M£:%?%£:
REBEL ARG A XH@mA 34 w2 -
TEARTAGAEABRRERK %8 2 5 B4

) R),CHCH,),- » £ #RI3A % 4 : g & g
E%ﬁnﬁ%%meﬁﬁﬁim;mﬁ:ﬂqéum;

g FTRAAM :

R15

w*’¢WCWk—%-

EPRUCERSGHEB L 5 8 (Cl. ) £ P (Croe T R & 5 (Cs.q,)
BREAER D (C. B H A m R R RV ERR ok oy
ERE D RABABL  BAG & K R

TR k& %ﬁ%%%ﬁﬁﬁaﬁm%&ﬁ’ﬂ%¢¥ﬁ‘
FTEEA bk~ Bog - 42 - £ A% £
ERXRBA > GAEAHKR2E KB 3k — & ; R
RR - LM ARGC.)ERLAR : BrA256;

h FTXA@

—
W

><

Rw”’ ey

%¢WWHU4%1%Q:©w%£:©4%%£:;
-@4%%£ﬁ§:¥£:X?ﬁ&:%%:ﬁ%:xﬁ:

97555 -18-



1337078

R end -+,
A

3

P

X%%%%%:%g%%g:&X%ﬁ ¥ F &
FEA -wbag » oz « LA - AEABEEABA B AZBER

&X%%E’%ﬁﬁﬁﬁm“&ﬁim B4k 5 RS
”mﬂ%ﬁ@mﬁ%mgﬁ:awmim

NEEY
(CHp—3
SN—(cor g
R18

I

AFRPARPGHE L B 8 5 CL o) & & (Cr o i £
Cre ) B ARA ¥ A Rhekok ; £ P9 A ok oz o 4

EREBRA O RABEBR X EHgaL; £
BEA ~ KA R « ahox o

&

W

e 2 CRE X
BEARE RASGBAREHBA A% UKR2E %15
LR =BAR EARIAR — &M B (C B R AR & t4k
WIABOEG6:, Hubs 0% 3;

N TFRXEAR
(X % -CH,-C(CH; ),-) -
EFRAGAF AHRPERK RB 2 30 3 R K&

K TFTXAM®:
Rx
R R G Bort | Rys O
RS o (i
Ry/ )U Ry >U R,20 u
EFPRYH & (Cgm & ; CreHB A —-(Clo)e 4 8
L N(CWI: S F S F SHE S8 N » Cr-e ) &8 %

FRABE MR B A XARRZEAE ;X

97555 -19-



1337078

o=—

L N
B A& -

»51‘4
&

ES- 8
0% ‘-t Qv)-%
B HAEAKRIE XI5

3

C'T'

b

A
Crge 2k s G E D FA ) XA B X EERXRK

GABALEELHERPELB IR _RK I RAERAHF L %
BEE Cgh  Coa)R@ A -ORAKBE - O-F K
L NEAKGHEA NI Ammmms 24
sH1E26: tH056: BuBb0E3; %
D) TXAR:
(CHo)—3
R”—O—(CF%J/) u ,

£ FRUAE CLRA FAAERE I ATFEAR
£6; HAuBh0E3; %

(ee) R-RARGKE XA & S SR S 4
A BREARA CEERA ZERE RAE R A
BREA EARABEALA BABKLA  BRAEBERL K
A8 A  EEB2LEAREE KAERERRE RAZHAR
Ao AmARA BHA G S FRA BRF A
RERA BBREAXBELEALEL ) 2 HNHAE UK S
F oRE - SFakA -KREAEEA - AREARA FRKAK
REEE KA - BEA -BREA - BRARL $BEHKE -
mEABEA A BHEEA CFEREEALEL B
sk A RA - BA SRKZEA -EEL- =

97555 -20-



1337078

KR A B B B ACBR - RABEAE KA
BRA -HEABRA-BRA BEEAL HARLABL KR
ERA -BEpAnl st it RAsatrt-
EARABEE RABRAESLS HKAZBA - mASH
BA -BRARBE REAZRGBALA HEBRAXFBAER
BRRXBrwstmfK A&#HZXL §nhal XABCH > 4X

BAhff BHZ RARABH® RIABRKLERaBELH
Z 4t HHEMGMSHRL $nhl XACH, » 4X3E A4 5
BEZHERAHE  RAR'FS 5 F 4 5 %

RV R’ — & # & (CR??R?3),- » £ v mB 226
BER?HRVH B L A S B A KRAL KA HA S B
ACEEA BEA KA BRRZIERL BrA KL

FEAEFRE S RFEA - BF A BEBKEL
ZREARA S R ARA S FABABRA O K AR A-
A FRABLA-BRE O RABRLA S FAARL AREK
A tmh LG4 A 4nA1 XACH  2XE A4 5
ZAR AHHE » RRER — & X 4 -(CH,),- &% -(CHy);- 5 %

RRAR o $ it 2 2R F—2MASETE
B AKFBLIH224@BEAN-0-S~SOKSO, = 8% B F ;
%,

REIRFok $ e B2 2R F—R—MAIESE B
BHEARE  EPBEREAEABRAFTALEAFTE - %5 A X3

ERRABRBEASEZAE L I &
fi) RAEG AR'AR K EAMERLZ RTF — 2T AR

97555 221 -



1337078

AZ8E ERS BB ELSL 2 A1E23BEAEN-O0-S -
SORSO,Z 3 BT £ ¥ #3% % % 1 A 15 N 4 (dd) K (ee) ¥
R ZEMAEADERAKXNBELHERK AEH4ZL §n
B1>  XABCH, X3 htaH» AZERAHH » RPAR —
A X A -(CHy),- & -(CHy)3- 7 B

EY S A RKBKZRERTEED -

HAIMEAz— S AT F RIZRE X b — &
MR EL HAaBORERK G &RT 12-28T %-
Lk =8 12-0 % 8 5 22-— LR 1,3-R 8 23-T

%
(S,S)-5,6-% 45 — 88 ; 1,1,2-= % £ -12-2 % = 8 : (QR3R)-14-=

-
Pl
it

144-m X £ 23-T =85 : P8 : L8 EAEE K
X® o R1-TE - Bt BZodFBaseyt ¥
—EBPEoH) AR SR &N TH RIER AT Z M
BEEmEAZE—REREA AR FTEBRABANEE TFE
s RABAR A FHMHESBE R LZBHN XM AR > &4
FARKCE MNAILSHzELBEBET®R6F RER
B LR - RAEHALEEDHTZAER TR ELEDY
AB TRk AzAE BAEBI2ZRIATLKR =
8 5 12-2. 4% — 8 5 13-/ —8 5 23-T —8 ; 14T 8 » =
ERELKE -8 F8 L8 ERE X1-TE- - #i"
SRERL L a7 AURIRAREAB AT LA - ¥
ER2T 88 AR ZRAREABAE - A8 BAM
BARzMEE AR T 5 &H

97555 -22-



1337078

Klfeeha N Tisdsh  £FHCRRIBREE A
R+ R*AR°4 i& B (dd) - (ee) & () :
(dd) RP&uR*A & 5 B
R’ %
a) (Croie & 0 (G & 5 (G &
(GNP $-5 TN N(CIPS:: 5 F WS- SL 50 TN P S 3P P
BRAREZEHAGABAHMRERKRZI B L FRA > B

R A -HEA -BRAFHDAEGEHEI RS £T O
% AR

ROABC .oh: Co)i A BRL: %
Ao iA REA HA BECREEBAC ORE

z
BRYEA L ZRFEA ZAFRA  BR&BEK meGmi
BREPBE A RFE AT FRAARSFAGRAE ALK
RERKLBrL S RA A HZPmAGANLHKR

¥ OB R 4§ L ¥ % B K -SOR® ; -SO,R® ; -COR® :

%‘ﬁ
x“ﬁ

-CO,R8 -CONHR? ; -CON(R?), ; -OR® ; # -S-R8 ;
R'Z @ %5 Ci0)R A (CLigkK
A Ca)=mmE s FAFAREA BAC o) £
c T A HE D Z AT A, ¥
N-gETREAE S RE A Z8BEE: A Bmegik

97555 -23-



1337078

REBREA S KT E&AK

REA (Croioe & 5 (Cooyo) & 5 (Coopo)it &
Csq0)B A Csi0)BHA S ¥R R A 4 &
SECETRA KA A -BREC-EHEL GHARAK
WEAIA BT EAERAIABILIELSIRKR B FF
FEBAWABRRERRXIBLLSIRA BATFAA
BEAGBAEAHKRRERARARB L S RK

DAREARASEGC.. )EREZIFA I AR
HABAEEGC. )ERLAZHF A AT F A ARF LK
REAKRRERRRIE LS RK

o) & & ¢ 1234m A E K CH) 248K
A A ¥jA03; KR2ANKXDBLINE B R B S A B
A @G- AR FR22F-1-A)8 AP AH A 1234w
% & > CHy)y& 4% & A [221] & [3.1.1]4 & &K % & % 3 &7
BB GARABAMEE > Ciadn &k~ Crom AR~ (Crpg)
b8 A A XRRRIINCO-O-E R X B 5 KA > £ R
MR ELIAC R AXFLE BT REARRXEAGAN
ABEC 3B C AL B FRZAFEAERKRIE
wi % BRAR ARER Y- & A (Co)RE &

O RI(CHy),- > £ F RIS 2-80 A w A ok %
B CLe s X4 XAA L Cra)BR KA B33]%
BREBERTMERD kg k. ERERLHRA . e W
Ak A2 A w A S S CLoR AR - XA - wb®
AREEA GAFAHKRRZERB L = B b= RKRKA S

97555 -24 -



1337078

EFRAAGRABTRABRC . OEEA - ClORAEA RS £ E X
WL _—BRA AAFRB33E R RS BXRS A AR GARY
ARCL R EFRRIBMEL S RAK  EpAHOES;

R2Bd % =/ FL: KA HA (Cpleg)
AT CroRRA S RRE S  REA S LEBELE BA B
AC.ea X AFRA ZATFAEL KxBA S BT&R
REBEEA RARGBA D KRmEBA S A BFAELP
FEABRFRA LA A KR ERKRE L % RA

e) (R'),CH(CH,)- * £ ¥R B % & 1 £ ¥ %
AABIAFAKRR?EX /I KRR BqBH0E3;

) TXAM:

R15

N
R14” N(CHp)—F

£ PRAYERA B 2 B & (Crg) K (Crog)E B A (Cso)
552%%5& (C3 ]2);/f&kﬁi ;X<;-:i;-7_%; **?m&%;"tt"i;"ﬁ

-

o FAA D XAEAEE-BEA  RAREBEA R EXRgBEA K
PERABLGAFTABREBERC R ERK A

FFEEA ~wbog ~ Fog > KA - XEABREABRRE  RKAREG
AR RBmEmA  HBAHAHR?ERE I _RK  XRY
SRP— WM AR (C))B R AR BrAH2Z6;

g FXEMR :

R17

X

“N(CHy)

97555 225



1337078

EPRCARTEBH I B & (Ci.)k
'(C1-6)ﬁ5§7§5%§£;¥§; RKFEBA  wbog s Bex , X
AEBEER AR EE R EXmA £

§¥
_ﬁ
&
XE
i
I

:‘r
FEERKX ~wbow ~ Fog ~ X~ RARABA  HAZBER
&Xﬁﬁg’%%%%&w%ﬁ%n%;mﬂ:&wﬁ
M- M m(Cs) B A% BsBA126;

B

h)y TXAR :
CIWM%
19
R\N—(c@ )u
K18

EFREARVHH L B & 5 Cra)e £ Com i % =
Cre)imAmA  FA KpEd ) XFBA okt
EARL R ARBA D RXHmG A
PER - RFEBA - RAEA b - FERw - XA XA

1%:&&:ﬁwwm“—@%ﬁmmﬁﬁﬁgﬁzéué
B A0FE6; HuB0F3;
) TXABR :
(X % -CH;-C(CH3),-) °
B XAGABAHRIERAKA RS L 3 %5 KA

) FXEAM®E:
20 By
RN RX(CHz)s“'é RX(CHz)g—é Ry~/ (CHz)t_é
{ % RPN 5 < )
A ) R ) NT /y
Ry u y u R20

2

LRI 8 (Crg)e sk Cras i =-Crof i £ #

97555 -26-

A



1337078

GBI ARE S FA D XFEAL CoR @A

2
FRAEHBERK ~abo ) Few s XA KARAKRZELER X
ARARR kARG L XA £+ F E
B ~wmboR B XA XARARE - -RARBAR

Xk HGABFAHERZE XE 1L W

Cig)ed (G )BRKEE FA XL APFA
HAEAAERE LHRRZE X H 1k
BEE - (ClLE ik (C iR
hpee NEAKBEE NI REABBREA XL
sAH1Z6: tAHA0Z26: BuB0ZE3; K

K FTXEE:
ijm%
Rz‘—O—(CHz/), )y ,

EFR'B A Ca) s ¥4 FxA L Fhrmx
AAEABALZELBHR?EXI /I _RA 2tALBXLAHO
£6; BuBa0ZE3;

(e) RER' GBI AR - A H A A BREA
ZrARA S#3n A 2R A RABRLE AR A
BRAZREEA BABRA  BRAEBEA BAZBRK
E 28 RkARE KA

% i AL £EHHA
FRkA RKRAL BARAEL - FZEKEAR 2B E
A -BRA -BREE -BREAREK - FEBERE - BRFEK

97555 .27-



1337073

- &
R
2

- B A

&

P

£l
R

Eﬁ‘.
% B X A Xk
A

)
iR

ey

i
®

4
X

A

=

%&-&4
R g
‘&4

)
o
R
S
=

o
R

e

s

o

&Wﬂ
i
i

)
4%

i

&
ay

3
% R AR

RS ;

g

b2
A A

if
ﬁﬁg. e
; aﬁ-%-

R

il

:.‘*ﬁ?

i
e
R

L\
)
o
R

)
e
49

N IE- S
7 -

R
I

S

s
4%
%

;;'_'
'&%
AP SIS
% T

AR Z B
£ -

i A

R

i

ax

)

B A

B A& B
~\K
A B

o
&3
o
13

3

.

Y

».,rvn
%
iR

S

s
ES

s
AR

s
o
e
i
¥

)
&

i
s

*,

> _(CR22R23
)m' ’
£ Fm
H2%6

N
%> &‘
‘,— Ak‘
1
&0
&

B &

mrw»

&2

R4 g1 R?
AL

.28 -

97555



1337078

|_ il

BRZ?HAR B I AR : B A HEA A HE S B
2o BmA . 8 A A eRAzEEA BEAKRL
&M A F R SRR AR EA S BaEREA

BA D FRAEE-ER O RARBRA FAABERE D AKRE
B AhAmd A4#A2 $nhl  XACH,» BZHRAH
% RYER — #e R % -(CHy),- % -(CH, );- 5 &

RAAR i S 2R F—ARHASETE
B AKHBH2E4MEAN-O0S~SOXSO, 2 % B F

RRARF K EmMmit B2 R F—ARMBARIESER
MR AR AP BEBREABZERARBEREA F X - 85 & &3
FTERRABRBALERL L &

f) RAHA ARER K EAMmEEZRF— YK
4233 E XS BENRBREALA L TAHIEZ3BMEAN-O0-S
SORSO,z # B F » £ ¥ 3% & %1% A 1§ 5 4% (dd) & (ee) ¥
R ZEMADERARAXIBLIESRA LG4 L §n
Bl XBCHy X% Ataf  BZHARAHHE » RIAR -
# R B -(CHy)y- & -(CHy )3- -

KRlibshFaE A Tiasth E¥YXABCH,: X8 4 4
#0 s CRRUA XA 4 " RICR-RER* A & 5 AR A (Ci.12)
A (Coaa)i & 5 (Cra)B A 5 (Cu)B R E D R (Gg2)
BEHEE EFRA -HE  BA CBREAREHEAGANR
AHBRERRKXBEIWLSRNK BATREE - H L - e &

97555 .29.



1337073

raodatokd  LTEHEBREG NH— Lk
ABTRSF RAEC.DRAR(GC.)EEA X X
MR FEA-ZEXA -E-AL-ERHA TA-ETA R
=-TE R=-TA -BAL - BTA -BAALA -BTA
BRLATFA 1B ALEARLER
ﬁMU%%%Z*%%%?%M?’X%mﬁ%Xﬁ%%
#o CRRAZ R £ RISR-RAER'E & AR A &% £ ;
1234m @ % & 5 CHy), 2@k £ +j403: % [221] %
Bl E KK BRI AR &4 @K X% EH(222]-F-1-
AW EF R A1234m &% & (CH) 2 8% % &R [221]
ZBLIEERKBEEFHLABR » GARAFAHER -~ (Cly)
*(Crgd A K - (Crg) a8 R A K R°RION-CO-O- £ B 4
B L ERA AFRAROGL B 2L 5 (C o)k £ & %
A EPREAERXAGRAFTAKC IR E - Claf
HEXRZAFAERARAIUBE I EIRAE SRRAR— 4 5
(Ci.6)R f2 % o
R ZE BTG T XAECH,: £4X38 4 &

#2 0 CRRR" B X # & R VR -RER'Z & 5 AR B

RWmmf»g¢RU%zm W a B R (Ceg) &KX
XA RAA C B R A DBI3E T kBB ELSNAT

A ER G BRLHA AL ARE A P2 A w &
otk Cla)R B A XA A RELA > HAS LK
RPELBr b — A Br =& A FRXRAAGAE LR
Ciam A C R EEAXBFEXRBLE _R&, A& F

97555 -30-



1337078

BB K KRR AR ARBEAMOC )R A ERA
KB S R4LA S pBOE3; ARZAHE A F 4 R
A A CLedd C.an ik BRA AKX L8
% % e 7 AT AL ma
A BMTBA mEBEL RARBA XRBA S ¥
A #*

I

CEPFAARSAGAEAKMRERARE
IR

RISz XL ABTHH P XAHACH: 424X A4
#2 i CRIR"Z2 X ## £ ' RI-RE-RER*SL & 5 AR 3
(R!*),CH(CHy);- * £ ¥R A X A& AP XA B LAB A
HRZE X B L —RA& : EqBHO0E3 -

NI bHhz — S EBE%B P XAHCH: 2XE A
#o ; CRIRMAE X # £ RIVRE-RER A S  ARPA TKXA
&

R15
|

R N(CHy)—%

>

EIRAERVCHB LA & Cg)R A Cre )i E: (Cy)
BRAEE S (G )BHER D F A XKFTEEK S kot &
XA XAREABEA  RERBA A XRmEBmA 2
FPEREEABHABTNAEEC OREARR  BR$F
FPEA ~wbog ~ B~ XA~ REAKRARA  LAmE
ARAHmBE  GAFAKRZE LB L K KR
R — MR (Cy))B R AR ArA2E6 -
KltteHhatz XTisdh £FXACH,: 4XE A

97555 231-



1337078

F2 ; CRRU'A X% £ RIVRE-RERR' A & ARAE T £

R17

N
m/\&¥f

EPRCARTE B I B R Ca )t C.org it =
Cree i Apik ¥R RFEBA  mbex s Fex ;s £4

RABABAEA REZSBLA R Xs8Bi L+
FaA ~wbog ~ WMok ~ XA REABRABELA  HAHGL
BAm@BA  GRABEAHRPERXZH L _R«& ; £LRO@
T— e M A (Ca- 1) B A 38 BsA 156 -

XIibs 4 BE+XABCH,; 44X A4 ; CRRig R
£ RIVR-RER*A & AR A T X AR

(CHa—%
o S

r]l—(m"z)t
R‘l 8

AFRPEARPHB I AR Ca)ih s C.omEg st =
-(C, .6 )kt Bz %%;—%%;X#“g°i;#?m£i;”h

&t
= 7 Fokok - abm o Eow > KA X
AHEA - KREARBARRAXH8BL > HAEAHKR
i B ZRIPERP — B R(C.)EREAE D &tk
BILABOEG6: HuBO0E3 - h— L IBABEH + » R
B AT A

97555 -32-



1337073

(CHo—%

Bl + X B CH,; X% A 4

RIER*SE & ;

X1k & 42—

BRAETFTAA

, CRIR!'Z & 4 » Rl « R? -

#o

( X X -CH,-C(CH;),-) °
EF XAGAEAHRZERA XIE L 5 BRA -

KlftoHas AR THLEHAAZLEY

m

B

R

3

N

LT RBF O RAEKER

—

ﬁ/:\

AR A RRK

e

A B HEEL B

A AR

EHHAFTAHKEE - K

CEREREALERRE AR AL

P

iR
a

kR - BsRAZEE

g

] 2%"

%

-33-

97555



1337078

4 L (EBlioee) P)RBRERMKKE LS RA - N X
R M ABT R T RABREA ZBHRAXEHRKEL
BEA L LEALERRAIBILESEIRA - HAAZ — B
WE®RS P RAR' Y AR -NHE L AR T B F  nB 1 o
nRIAZ L ABFREH T APkl AR R -RAR
RAH SRR BT A -

Al HeERTILEY  EFXACH,: 2XE A4

#0 s CRIRiA X% £ R -R-RAEAR'SAB & BR S TR £

20 Rx

RN RX(CHz)g—é RX(CHz)t—'é Ry~ (CHZ)t‘é
@/ 2 R"‘LQV) “ )
Ry )u Ry u g2 U

PR 8 C.a )RR C.o b A =-(Cl.o)mmAiAR
R GEREARBE D FEA RFEHA S Cl.o)w &8 %
Fox s KA RARAKZFEAE ;R

97555 234 -



1337078

|

AREBE  HBAFARRZEL B I R R A &
Cra)n kG R A ¥4 24 £ v gmy
GRAALERELBREX B L -RK RAF G AL %
BEE -~ Crgih ~Cra)i @2 OB A%KME - 0-% 5
EHRBE NRAZRGELE NELEASKGBRA X X4 ;
SH1E6: tH0Z26: BuBhO0E3 - N — sk yb# 48 Tk 6
¥ RAEHFTK :

Rx
(CHy)—3
Rx
d/ (CHoy—% (\/l/
R20 N .

&

*

N
% ,'on

HEBLHEALBTRSG F o RS

BB 4o T 5 & 4%

A
H H

2

ARXELHEABTRE T LA HEF TSR
(=™ (P~
OH OH
fgo f&o
O...\NH NH
HN , HN

97555 -35-



1337073

B N~ B
(& OH (& OH
o) o}
H4C H
3 (ﬁc'\\NH

, # HN

Alite# E¥XABCH,: 2XE A #f ; CRRIZ R £
£ RICR-RER'ABH ) ARATALAR

2
Q/)(CH ) |

R21—O_‘(CH2)t u

EFR'B 8 Ca)ii FA XA 2F¥Lax
BHAETAEZLHMRPER B L _RA StEB/LAO
E6G BuBO0OE3 - N - L WBARTESGN T REHF T

@ ):7_3
R21_O Ei Rz1_o

Rt H e R Fihs4H EFRERIAEH inkl: X
AEABRBERI- AR ALSEAR S CRRIA R F £
RR-REARHBIAEA LA HA A BRA
BRARA SBEA ZBREA KABRA BE L

97555 -36 -



1337078

A RABA - SBRAZIERS - -EEE ZRKEE
RE - RBRA - RAEEA B RAEE - BARE B
EEA-BE KEARLE HABRARE RELRA
mEERA - FEABAKEA KRARGBEABKE  KREAXK
A-BEA - RARKAEE RKRERGA  BRAEHRBA K
ARG A REEFERL REEAIRERLAERARE
3% R AR XK

RYSIRS — A2 A& -(CR2R?%),- » £ $mAB226
HR?HR B AE : B A HEA LA HA B
2 B i 884 B &

RRAR P EmE B 2z2RF-—RHASETE
B AKHBLH2E24EEEN-0-S-SOXSO, 2 % F F ;
Ed
RRER P EMmEBE2 R T —RYUMRIESE R
REEAR HPYBREABAHELEAFTE -~ 5 KA X3
ETERKRAERBESERE -
nXIMeb 2z - ARBFHESF R -R-RAR'A &
n%1: XACH, s CRRIAXR £ ARBEF A X F 4 -
- EBETREAY XIS HWERFE T

97555 -37-



1337078

o
PR B—OR?2
_N
RS j)j\N/g
R* l\s
NEELEBTESN T XIS HAELE TR
(I)R1 OR1
o) _ |
H% P « 1
R5/ N 5/N
R¢ R? 22 A R* R3 N

RXBEREELEBTREST  KILAHEEF TR

OR!

I
H o B—OR2
_N
RS %N
/

R4

RXBELALBETEG T chbA%E:sTiir
R'O
o \B—-OR2 B —OR?

H
N
Rs/ W)J\N Rs/ w/lk
R4

F

Kl 42X Fiobhdy » £ &
%mMWﬁﬁ’Mwﬁw%ﬁ:wﬁw—ﬁﬂﬁ4gw3

BR-SBKREABRBL4  2H1E3IEEEN-0-S- SO
B3SOz R+ R iR - £8452 83 %8 =8%
B R GAE LAk () K (bb) ¥ AR H 2 AE AT A B B R & X
BirwsRAK AR H@)HKObb) ¥ 24040 ;5 %

Z#CRRIZAH £ AIRRA S ARER K E e g 2 B

T—RURIEZESERK - 2B RXBBEL2% 44512318

-38-



1337078

ZAEN-O-S -SORSO, 2% R F > LA EE - £/ A
ZHEBERE=ZBRBRE  HARFTAKA)R(e) P Ad =
EAABERAXBLESRNR  A4H#HRE $§nsh1 - X
ABCH, r @XB Ahtaf > BZHARA S » RER — &£ KX A4
“(CH; );- % -(CHy )3 - °

- AT R F o KIS HEA KX
m*
B—OR2

an
il j/‘k #)
¥

Y %O - S -~ CHR?’ 5 NR?¢ ;
¥YHCHR # » kA0%3 > EmAO0E3 ;
EYHBOHNR* e » k5223 AmA1E3;
ER B X B

a) &

b) (Croi) & ¢ (Cou)M & 3 (Cooi)8 & 5 (Cyoq2)
Bk G )BHEA S AP RE KA BE - BER
AREHE HAFAKRERAXBLBSRAK L&
TRA KA - BRAXMEEGUEISHE BT EHEE
7

o) FEA I EAREFA AT FTEARTALAE R
HMRIZERK KB L 5 RA

d) R'U(CHy),-' £ #RU'A 284 w & b5 % 5 (Cy-6)

97555 -39-



1337078

EE BA G XE R (Cl B A ¢ 333148 3 3 5 % %
Ao AR A EA BOHA COREL C.2)
BhEAsA XK ATFERX . Fa ik XEARBRARER

Ei.t. i
At @EBEA EFRERABAR

£ i -

BEARA RAHEE - R AREL > HRFAKR?
EL B B I=RAK AP REELLAE ALK
Cra)i A2 COrR A AR FERBL L _BRA: AR F
(33304 3B ik &% 3% 2% 20 4 A& M 12 40 % 5L 4k (C, g )% £ B R &
/L SERAK pAHOEI: B

RI2B &% ZRTFHE D RE A (CLomb
Cre 8B BRA A vERA BE 5 8EX5Clg)

2
HHEFAGAEABERERARRE L 5 KA

e) R'’),CH(CHy)- £ +RUAX A A+ XABKE
XTARAHEAHRZPEZHE L —RK AqBO0ES;

) TREAH:

R15
I
N

R (CH)—F

2

£ FPRYBARVHEB LA R (Cra)R A Cre ) A (Cg2)
BRAEAR ) G )BEH AR T & XFEEL  wtr ) &

:’r.
o XA XEARA-pA RABBA K XRBELA A

97555 .40 -



1337078

PEREABLHAFTABKERLC . O ARK BE P F X
KFEBA  -aobg ~ F® - X4 - XARLAB A KAGS
AR AmaA  HRABEAKRZE XRBH b —RKL KR
HBRP - MR Cr1)BE R AR ) BEsBH1E6: &

g) TAAHE

£y

%‘i

R21_’0—(CH2)1"§

EvR'BE: Cgn b ¥ ARA A FFAAR
AGABA AR LHAREIXH LB KRR BtA1£6;
RZ° &

a) &

b) (Ciia) & & (Coo) & 3 (G K 5 (Clyp)
BRERE D RGD)BHR  EFREE - HEA - A B K
AREHAGAFAHRERR XA B RK B4 F
A -HE - BmAFHTOEAN I s KRG BT aZERK
4o

) A ABFA S EAFFEAARFTALARAER
HMRIZER R RIE L b 5 RA

d) R'U(CHy),- £ #RI A28 A w &at® % ; (Ci-6)

RAE S Cg)E & ¢ [333]% 2 ka8 %

FHAR oz A EABIHL CL)RBELS (Ca12)

FARFHEA T bk FAEAR L

X el A  EAFEREREAELHR

A P2 A w E B K > (Cho6)

97555 -41 -



1337078

BARE RABSBL  EARBARERL  HAHAHKRD?
FaAB L S B RAK AP XARGRE LK
CraamEZ CL )R AL FEXRBL_RKRBE T
B3N E AR E RN A AR ARE LK C A ERK
KBS RAK S pAHOZI: A

R2Zm % ZRF% RE S HE D (CLor i
Cre 8 BiRA A CLEmA: A BEAC )

¥ ¥

BA A mEBA XA s T A AP FA
BAEAGAEAKRNERRLE LW 3

e) (R'’),CH(CHy)-' £ ¥ RUA XX £ ¥ XA %5
TAEAHKRZERXR B I —RK D BqBHO0E3I;

) TAAE :
R15
|
RN CH—
EFRUCERHBI B & (Cra) sk (Croe) B % (Ciar2)
BHAE  (C.)EHERR . FA XPHEA . abog ; &

=
D EA RABARA RAGBE XA EXHELA B
FERABHAFTAHRBEC ORARK BX $F
FaaA ~mbog - Fo® - RA - XARAB A ARG
AR EBBLE > HAEAKRRZE HIB b —RK; FRY
SRV — &R (C. B RAR ) BtAH0E6: £

g) TRXAM:

97555 -42 -



1337078

Rz’—O—(CHz),—g

EPRIBE R Crgf ¥4 K24 £ FFgmxn
EHAB AN LEELEH#HRZES B L —_RK LtAH0E6;

bm

R26 & :

a) &

b) (Crai) & 5 (G A& 5 (Coo)t & 5 (Cilq2)
BhA D RGCL)EBL ETHEACHL A BE
EREHA AR ARRPERAKALG L 5 RA - B &
TRA CHBA - RASDOELERER IR ETEHRE
|

o) FA G R#EFA S AFFEAERFEAGARFR
#HRIZE R A KB L S R

d) R”(CHz)p- R PR A2 AW R s A (Chlg)
A A G RE D RARE T (C)EE A 33348 E KR %
HHAR  mx A ERA BIHA C.a)EREL (Cr)

=

ExB bR B L =RAKEFPEXEAGAE ALK
Cia) kA Cy)R Ak FEXRBILE _RKLHEF
[333] & AR B % ¥ 3R f/fl E] 'f% R, F_ Y (Cl 8) Hx v

97555 -43-



1337078

R”%@%?i’?é?i%?ﬁiiﬁw%ﬁ;
A A A BEC )
&G FEEK B mik
A RARBRE ) Rg@A A HFEAAPFA
AREFAGAFTAHRRERRAILB L S
e) (RI3),CH(CHy));- £ FRUA XA L+ XA 4B
TAERAKR2EZ B I —RK  BqB0E3;

) TRAM®:

R15

I

wf/N\wHﬁ——E

£ FRUBRHB LA R Crea A Cr.e)mi £ (C.)
% b AR (C3 12);4?& A, ¥R XFER . abeg | F
s RRA XA BRABAE A A XEXBEBELE L
PERABLAEAKBBAC IR AREL - BELFFH -
PEEA ~wber ~ Hox ~ XA - X AR

B

BREBBLE  HABAHKRRZ?E LH L —RAK KR
MR — e M R (Cy.)B AR BrB0R2£6: %
g FTAAMN
Rz‘—o—(CHz)t—g
AERI A CLmt: ¥4 XL 2P T ARR

AHBAEA LB LHRPERB LB -_RAK S AtAHOHR2E

(@)
o

97555 -44-



1337078

RN shz - ABFRH P XACH  2X%E 5
#6403 AR -RZEARV A H - X1t b2z A BB T
Bld » XABCH,; 2X8B B4+ ; RI-RAR?PA & ; BR
B8 HEMHR Xk -nEAm& Al AYACHR » 8]Z
FAHEH- PANLEHZXHFELERTEH ¥ XBCH
HXBE A4 A R -RPER A & AR A (C. 1)) A5 (Cy.qy)
WA (Cop)t A S (Cu)BERA D RG)EHK £
BE-HE - BE - BEAREHEAGAE AERZERRK
B SERAK AREFREE -HEA - BEAXHMEEZHK
Ko kdE ETaAaHRKIFG AU sh—AR
Frbld XBCH: 4X#ZA#F R -RAEAR AL &
R4H XA AHEAHRZERAKARE L 5 RK -

Kbt nTiesth HFTXABCH,: 4XR A
ﬁunv~w&R“%a;ﬂ&“%wwﬁmf’;¢RH%zm
Hm A st A CLadR ARk XA XALX I (C )RR
B33 B KRB BHEH AR kg K B 5 BTHE
Cra)ep i G )ERARL ¥4 XPa&A =%
B RABABA RASmBA Reash
EC .o ABRK: £ F2-8%

%

EvPEREABZLABFTALRKE
* v XA - ok e

wE gk (CgR A
A B A XREABREERE  RAmE
oA NAMRZE £ B ik = K4
AELEARERNHMOC IR E-Cl)R &
—BRA S BE PR3N R R BEEEII AR ARG LK

97555 .45.-



1337078

Crs A ERRKB L S BRAK  pBH0E3; ARIZA S
#F A c A (Cre) A (Cei 84 B
A A LBEL . B4 BAC.OEA 874
ERTFAEL BmmBA . RTHA BEBEA RASS
B XARBA A BFE A AV S A AR EABAY

AR E R K KIE L $ R o

RANE ez XL AEBE®RH T > XACH, : 4XE A
fafe s RS RPRAR A § : BR? % (R'?),CH(CH,),- » £ + R!?
HBEEA AT XAGBIABEAERZ2E XI5 3 0 = R 4
HqAO0ZE3 -

RANL M2 A A BTwe P > XAHECH, ; 4XE A4
#afe i RI-RZERY B & : AR A TAAR

R15
|
R N(CH)—S
EPRUYERPGHH LA & (Cl.)m A F(Crog ) B A (Cslgn)
BRERE (G )BHEAE . ¥4 RFBL wbow ; &

RoOREA D RAKBRA-BA KA RS
PEREBRGAFAKERLC O A
RPEA ~wbog ~Fow - XA - X4

ERABBA  GABAHRZEXE L~ RAK; &R
BRYP— M R(Cy.)B R LB BsAH126 o
ROz -~ ABTwGF XACH, : 4XE AL
e RICRARY A& BER* AT AAR

97555 -46-



1337078

Rz‘—o—(CHz)t-é

EyR' B & C )ik ¥4 A4 £AF¥hax
AGRAFEAERBEHRPELBL L _RNK ; BAtH1E6 -

Ao el TiE44h  EFXACH, ) 2XE AR
Fo iRIWVRPAR B 8 - AU b 2z — BB T+
X5CHy; 4X3E A8 RI-RR-RB &5 BERYA(Cr.yy)
A (Coa A S CaBrE S CGoa)EREA T £(C.y2)
BHER AP RE - HE -BE - -BRAREHEELAANR
ABRZPERAKA LB s RA A FPRA-HL - A
meaesgtiotisd ETaERKELE - U4
Mz A BEBERH T XABCH,: 4XE A4 RI-R
R‘BH AR XL > AHEAHARERAKRB L S R
A

XU A9 @R TiAS  RFXACH: 4X%EA4HM
#2 s R~ R~ R¥™ % & B.RZS%R“(CHz)p- » £ # R % 2-89
Aw sk - C.om&AXHE S X s (Crg)E R
B3R KK BRI AR S kg A BEA S BLHA
4 EE A B P2 A Rt Ek  Cre)m &4 XK -
HEERELS HARAFAHRIEAR L AL K B[LEZR
KT EFRAEEGRBEAKC.OEE -C )R EXREF
BB L _RA BEPRBINEE KRB EARNAR A
AEABRC R AERKKNBELELSRK pAHOEI; A
R2BE&G % ZATFHE D A A CLad i 5 (Cgt
245 Bt R cEmmA g BAC L ORE

97555 -47 -



1337078

AFEAZATARALE BERGA S BT&L S HBRA
ARBE S XRBA FA S RFA L FP S A RRS

AGARABTARRERA NG b 5 R 4L -

RIS 2 He LA BTHG F > XACH, ; 4XE 3
40 ; RIS R2-R243 & ; B R> % (R'?),CH(CH,),- * # ¥ R!3
AERE AT XEAGEIAN AHRZE X5 3 b = R
HqB0Z23 -

ARt eH etz X FTiéd¥h EFXACH : 4XE L&

fo i REVRZSR2A 8 5 BR A FTRAAM
R15

N
R (CHa)—

AFYRUARCHE X A & (Cr)i £ 5 (CLo )R B A (Clyy)
BRAR ) G )BEHAR D YA RFBA ; e ;
RRE D RABE-BA  RA RS
TERABRGABEAKRBAC OEARKE AL F 1 .

FTERAE ~wbe® ~ Bk ~ XA - RABRABL - A 38
RBAmEGBA  HAEAHRZE RIB xR & ; H R
AR —R—H KRG )RR AR BtB0E6 -

AN S22 — LB BMEHRGF > XBECH ; 4XBE A5
e i RICR2-R¥B & ; ARAE T XA

R21——O—(CH2)‘—§ ,

EFR'BEA: Consh ¥4 XA 2 amx
EAGERAFAERLHERPEXB L —RA ; BtBH0Z6 o

97555 .48 -



1337078

RO eHh 2z He BB TR T XAHECH: 2XR A4
fo i R'SCRESRYRR B § - AL AHZ X AL EH
FHp ¥ XAHBCH,: 4XBE A4  RIVRZ-R¥28 &5 A
AP N (NP - & SN (CHPY'- F SR (CIPS)-F W (CIPE: 58 1
H(C )R H A AV A HA - RA AR B
AGAFAHRERRABLESIRA BEFRELE &
ACBRAFMOERERI KRS ETEHEREKRIFH - X
Mibat et X FTisdt £ FXBHCH : 4XEAHMA
RICRECR A& AR B XA AEAHRZERRKRXE
xS R -

XKML s 4 R¥XACH,: 4XEAH#F ; R~ R? - R
%a:ﬂx“%wwamf’%#Rﬂ%zmgm@wm&%:
Cre)t 8 A XA XAL Cg)ERA L B33ERER
B EENL AT abg K ER L ROLHEEK S (Cl )k # XK
Ci)BERARA YA XFa@mA . Tk XARA
BEE R AmBR . XFHBLA L8 RKA AT ERA
Z AR E KR E P28 K m & ot %

* (Croe T

e
(e
&
e
#
>

A XA -wbm A s F A KFEBA - Fog
A XA mAsgt HAREA - XBRBARERL HAR
WZBRAKCETRARXAALAR
%A (Cr )&~ (Crgk B EERBFILE _RAK
BAEPBINER kBN HAB AL ALK C L%k
ERAKIBL SRAK pAHOE]: ARZAB F . = A F
B RACHE C.oAd Crat & A BEREA S A

5
.

\

97555 -49 -



1337078

ek B A BAC. ORA I RFA ZATFAA
bk BRTBA mAKRA KARELA S XREA
A CRFACETFAARSEASAAE AHR ERNAL

B S ER4&K D EpBOE3 o

Rl sHhaE A TiEsd  HET¥YXAHBCH » 2XE AR
f2 0 R'~ R2 - R4 & + BER®% R'"’),CHCH,y)-: &£ ¥+ R
HBFRA AT RAAGBIANAHRZE B L RK
BHqBO0ZE3 -

RIS~ ABFT®H T XBCH,» 4X&EAH
a0 s RISR2-R™B & AR TAAR
R15
\

R4 N(CHY—

>

EFRAARVCHB LA & (Cra & (Croo K (Cyy)
B AR (CGa)EH AR T A XFEE S wtr | F
o XA XRARABRAE RARBEA RXg@mA 2
TERABLHAGTAKREBRAC.ORARK > L& $ ¥4 -
XFBAE ~aber ~ Fog - A - RABRABERE - KARB
AR Emah HABAHRIE B i —RAK LR
MRV — W ARG )BRRAR ) BrAHOR2E6 -
RISz L L BT XBHCH, 3 2X%E 3

40 ; RIVRZR¥3 & AR T X AHE

Rz‘—o—(CHz»—g

s

APR'BE I C.a A ¥4 XL AT Aax

97555 -50-



1337078

&%ﬁ%%&%i&w%ﬁ%xm;mﬁ:ﬂ%owﬁ.
6 o

ARt eHhaz A5 F XL

B—OR?2

ZT

R25
oL BAMTES P RPSE XA BB AHKRZE o
B X E S % R

%ﬂnw%%z%m%%?ﬁm¢’m%%%%Ti:
OR!

|
0 B—OR?2

H

N

[irK[})

N n

|

R26

AN HFaeE AT RHE

OR!
9y 0 é——-c>R2 "I'
N
)
/X
z
R29
R28
£ 9
WW&”%%£%&~%%‘%%‘%%%‘”%%&
B E e

HAIESHZ - ABETHRE T £ FCRRIZAE &
St B E KXI:

97555 -51-



1337078

OR
H 0o B"'OR1
N
R#Mty m X"
£ #

Y %O ~ S ~ CHR?’ % NR?S ;
TYACHR? 8 » k5023 > EmAO0EZE3;
FYANRS#: - kA 123 EmB0E3;
TEYAHOH »kAB1E23 EmB0EZE3;

a) &

) Croidm & 5 (Cooy ) & 5 (Cooid & 5 (Cilyy)
BA S RGC)EHE A FRERA B Lt B8
AGRBEAHRRERRX B LS RK B4+
R BRANG LIRS Rt T a4 8K

=

]
F &

RBHC . h  CLao)R A BHELA: A ¢
A RA A BE gL BEEC.e)t %k 58 F
E ZAFTEA S ZAFTARA EmGA . 8B L; w7
BA A BRFA AT A AR AGAEARKRRE
BB LR SZERA KA £ PFRAGABAHRER
KRB S R A -SORS;-SOZRS;-CORS; -CO,R®; -CONHR® ;
-CON(R?), ; -OR® ; & -S-R® ;

R'ABEBFE D Crao)fsd CrobbR: (C. o) &
B Cri)=maiA T4 FAELA: 84 C.oOni; &

97555 -52.



1337078

FRA CHEA ZRAFA  ZATRA = A F A4 N-
fEoEmAk s RA A cEmEA BA BmEBA S R
AR A& B FEEK

REZ (Crojoe & ¢ (Croyo)i & 5 (Cooyo)t & 5 (Cyoyo)

B A (Cs.0)BH A XA R A F A LBFA
HY Ak -HE - -BE BRE -BHAEA GREALEF
AT AERRIABLesBRAR Ay A amnsy ik
ABEABRRERRKIB LSRR AT A AT A
HAEAER ERARRLE L S RA

c) RHEAMASEGC )BREZHF A AAHE NN
SEGC B REREA A AP T A AT ALREIRL
HRTE R K KB L S RK

d &k 1234w &% 4 CHh)e@ExEA £ ¢

i80-3: HR2ITKXBLINVERE R BEASm AR 0 & @G-%

AR 222]F-1- 580 B A 12340 8 E K
CH);eMR A RR2INABLIERRE R XS H AR > 4
AERKELE S ClLad A Cea A~ C.a)RE8AR
F# RORION-CO-O- E B 4 K 18 ;L b 5 R 4% » £ FROAR Y% 1§
A BHBC )R AEREE £ P A HEXEASAREILKC.s)
A CClORAS BAEFRZAFAERALBINBS R
%0 RROERIO— e B (Cie)R K 4

e) RINCHy),-> £ PRI B2 4w Gt % ;5 (Cig)
mAA S KA RAL L (Cp)EREA S BISMERK R K
mAE R A FEE S BLHEA S ReBERE KT

97555 -53-



1337078

-t A Rk B8R - (Cro) B A - XA -tz AR EA
%#Fu%%#&:Rlzﬁﬁéﬁii&-‘-iﬂﬁii&iﬁxﬁ?%‘PX?X%
HARFEREC - IORE - Cl)r QAR FEXH LR
R EEFPBIERRBEBERSE AR BAN LKC.3)
HEERAKXB LSRR EpAH0E3;

RPAE&EF ZRAFA D REA A CLom s
Cre B A BEA A CamA . 8L 8AC )

REGCATRZATFTARLR BKmBA RTSEL B
A RAmEBEA D XmBA s A RFA AT HA

BHFTAGAFTAHRRERKRXE L0 % R KA

f) R'’),CH(CHy)-* £ #RIPZ X A& £+ X A48
I AERMRZERB L —BRK D AqBEO0E3;

g) TXAM:

£ FRUYARSLE X B &
BRAE (G )BHARER S F
o RAA D XRABEREA-BE S REAR

&+
*

TERA ~ab® ~ ER~ XA~ XA
BREGSBA  GAKEALMRZE KI5 b — B K KR
RV — e M A (C ) B AR ErA226;

hy TXAM

e
%

97555 -54-



1337078

R17

. X
R1E N 5

Hz)s

EFROERTEB/B LB A  C ) A C.o)Rpih s =
Cro Al FA XFEHBA b Fw . K&
XA mA At RARBA XEXRBA LT F
PERA ~wbog - ER c XA XABRARL BAZGEA
BEmBA  HBAFAHKR?ERB I —RAK; ZR&
T~ B AR (Cs12)B R AR BsHLEG6;
) FRAAHR

&
(CHah—%
o S

N—(CF)

£ PREHRI GBI AL Cl)E ik C.oui i =
'(Cl-s)ﬁb%gﬁﬁi R R FE X FEEK S wboeE

: #% R'2
1%:&&:&NWM“~£wﬁ@“ﬁ& A8 &tk
B AH0E6: HubOZ3;

) FTRAAHE

(R} % -CH,-C(CH3),-) °

AP XAGABAKRPERKKE L 5 RA
K FALM |

97555 -55-



1337078

20 .
RN RX (CHy)e— RXCH—  Ryws (CHa)—
NI @r) 5 40)
Ry/ )u NT /Ty

Ry u R20
EFRB &8 Cra)fi sk Cre)eBB A =-Cra)il AR
AL G )EmRARE B A (Cr.g)b A& A

fr
2 ﬁ ; R g ; AP % m R z Vg U& Ii ; E X

r
e
W
_ﬁ
o)

SHA KA abw B

ABRARA O REmEBA S REXRBE LA FFHE KT
Ba Ak ~wbog ~ Fog c XA XAABEBLE KREARBAR
FmamA  GHGABAHRZEXB I -_RK R AES
Cig) & T (G A FA D XA A PFAAERA
HRARFAEAREHRR?EZB I KRR RBABRHF £ %
Bd k- Cod s CoRRA - Ok AR#uE - 0-F ki
Ao NEARBRA NZRARGRL %24

sH1Z6.tAB0Z26; BuBha0E3;

D TXAR
(CHz)t'_'%
&5

RI-0—(CHp) + ‘v

b

EFRIBR  Can ks ¥4 X4 A dFAamX
AGRAFAEABREAREL B[ LB _RR LtEB/ILAHO
26 Bu’a0z%3;
HERPYE B B
a) &
b) Cioi) & ¢ Co)m & 5 (Coi)B % 5 (Cylg2)
BREA D RG.D)EHEA S BT RE -HEA B K B R

97555 .56 -



37078

AEBRHBAGCABAHAR’ERRA A B L s RA AR T
R B AN IR R A T AERK

A2

2%
e

) FA AR FHE AT FAARFAGRER
WRIZE R KB XL SRR

d RUCHy),- £ +RI'B2-89 KA @ H b8 % 5 (Cig)
mEA D KA D RAL S (Crg)Rm A 5 [3.33]% 8 K& & %

Motk A IERIHE I Cr.o i A (Cl)
BRABE XS XTEBA . FRA . AAmAR L
B B EA AT ERAEREALR

He2-8 K Habeg ik -~ (Cig)
RAE - RE kA - FA - XFHEEL - Fahk - XA
BAEBRE RAZBRE  XHRBRARELA GRS ALHKR?
EaB LML =RA EFPRAAGCRE ALK
Cra A CLLOR A AR BREFEAB L -_RA AL T
BIJE R KK BHR R ABDERE ALK C o) £ ERA
XEBILH SRR I pAHOEI: A

R2BEE % ZAF £ /% v (Crog ) &
Cren B A BREA K CEBEA B, 82K C )

1}

A
,.\

3¥
B
o
-
B
In
il
)
Pl
W
W

e A BRFEEA S
Ak ABBA . RGA FEA RS A A FFA
ABFAGCAEABRERK B L S RA

e) R’)CHICH)),-' £ ¥RUPA XA LA F R A %K
AABEAKRZE R HL e —R&K  AqgBh0ZE3;

A
B

97555 -57-



1337078

) TXEA®:

R1S
R“/rh\(CHz)s_é'

£ PRIER LB B & (Crg) bk Cro)#H A (C.)

BRAR C.)ERAR T4 RTFEA w4

CREA D XAEARABRE KREAR

B
;Q;I)f: i»&'f:/% A ']% oAk #gg(cl-s)ﬁbg

<+ %

&
A d

&

E?“

FEEA ~mbog ~ Fog -~ XA - XA

BREmEGL  HAEALKRZE XI5 L — R & KR
MRV — M AR(C)BEREAE ) AsHOE6: %

g) TXAME

RZ‘—O—(CHzx—E

2

EPFR'B R Cg)d ¥ XA EPFRAER
AAAEALEL#RZEX B L —_R4&  BtA0ZE6;
sté] :

i

a) &

b) (Cioidm & 5 Couiadi & 5 (Coo2d & 5 (Gyog2)
BRA D RG)BEKBA S ETREAC-HE - BEA - ER
ARBHAGAEAHKRERRAB LIS R L L+
A -HEA - BRAFHEAEKERITRE S T EHEMNK
By

o) FAR L ARFE I ATFEAREFTEAGRAE R
WRIZERAKLIE L5 R

97555 -58-



1337078

d) RU(CHy)p- " A PRI B2-B0 K w G ot 8 & 5 (Ciog)
BRA G XA ERA (ClLg)B&H A [333]4 % Kk & % %
AR bz X  EX BTHERE C )i E S (C.y)
Ao F A RXTFTEBA S FRA D RA

Ex A LB r=RA EFRAEAARAE LK
CiramE - Cl A AR FEIBLE —_RK, L& F
(33318 Bk s B2 S i A B 4 A HF L& Cs)e A ERK
B FRNKpBHOE3: A

RIEZ & % = &
Cirede B & B HE S A

¥ ¥
Ak R AREBA D XAmEBA L TR EFAEFFA
A AGEREARRERRLIE L $ RA
e) (R'3),CH(CHy)-* £ ¥RPA XK £ ¢ XA %E
TAEAER?E R B L R Aqh0E];
) TXEAB:

-

R15

N
R NCH)—S

b

£FREARCHB I B 8 Crge b CreRH A (Ciar)
FHEER ) C)BERAR ) THA XRTF8BA b &

97555 .59 -



1337078

X RA D XABmMABAE A mEaA . X XmE@gA R
PERABHAFTAHRBAC O EARK LE XK -
TERA ~wbog ~ B~ RA - RARARE - AR
ARAmEBA  HABEAKRZE B —RA S LR
ARV — 2B ARG )B R AR AtAH0EG6: X
g FTXAH
Rz’—O—-(CHz)Q—E
EAFR'BE Canh ¥4 XL A FTFARER
EHEAFTA LR LHAREX B IR KRR BtAHO0E6;
i:
R26 & :
a) g
b) Cioi & 5 (G & 5 (G & 5 (Csoy2)
P RGC)BHE R PRE CHEA B ABER
ERABHAGARAMRERR LB S RA L ¢
A BRASHOELEME R KE BT EEERK

«,%i‘a

%
mn:

v’

4y

o) ¥R AHEFA S CEFFAARFALAFTRN
HRIZER MK KB L RA

d) R“(CHz)p- » £ PR B 2-H A W Ak s A (Chle)
A S & S P (Crg)E s A 333 B RHK K

Mabg A E8 BLHE S Cladm i A (Cly2)
BREABRE D FA D XFTHA S Bk XA

97555 -60 -



37078

BABRBEC HEARK A P20 L w %
A~ KA - A F A RFHBA - Fa s 2R
BRARKE HKEAm#EA - X8R RS
FABL KB L =RA AT REAGANE LK
Craa A ClOR A A RBFEX B —R& AL ¢
B3V BERKBERF AR GHARE LK C . KA ERK
HIH LB pAHOE3; A

R2Zda % Z A F4: A B CLor i

B A sk 58 A (Cly)

A CEBET&EA mik

b2 2 &
A AAAFAHRNERKXLBE LS

e) (R'’),CH(CHy)- " £ +RI3H X4 £ ¢ X & 1415
TAREAHMRZE R BF L —HRK 5 HqB0ZE3;
) TAXER :

R15
‘L

R CH)—

EFRCHERVPH B L A & (Cra) A (Croo BB A (C512)

BHRAR S G )BHAR D TR XF8EL ) sbrg ;) &
ZoRE S RABRERA RARBA A XmEL A
TEREARGABTAMBEBEC O ARK BH P4 -
AFBEA - FR XA XABRARL KA H&

97555 -61 -



1337078

g FTXAME:
Rz’—O—(CHz)t—g

EPYR'B&A Cr.oe s ¥4 XA AP FAEX
EAEABA LR ELHARPEZBEI L —_RK ; BtAOR2E
6 o

At bHmaz XA Tt EFXABHCH ) 2XEhHME
fo; BARV-R2ER* B & LA $XBCH,; 4 X% A4 % ;R »
RRER¥P A& + AR A & AR TFTisd4 4 £+ XAECH,
AXE A FRCRAR S & ARYSH C o1 )R £ (Cyo12)
WA (Co A 5 (G 2)B KA D RGC)BEER S £ F
AR AR BA CBRAREHA GABFAHKRIER
KREBIHSIRK BETHRE - -HE - -BATHOESR
MR ot&E ETEaHEEKRNA -

HRANLA 2 - BEBTHRHAT XAHECH, 2X8 A
tf s RICRZER B & 5 ER™B XA > AHEAKRZER
REBILESERK NHEALEBRTRESA T » XACH, ' 24X
% A4A  RCREAR® S &5 AR AR (CH),- » £ ¥R
B2 A w BabB Kk~ (Ce) &K - ; RE K S (Cros)
ﬁ%%iﬂwﬁﬁﬁﬁ%ﬁ%%ﬁﬂ:%ﬁ%:£§;%
eEA e EA EP2EAmaatE X~ (C.oR
XA - abr ARERA SAFAKRZE LB = K
Br=BRA . EFREAAGRERNHEC . OERA -~ (Ci4)
RAAX B FERB I _RAK  BE FPE33NER KRR
L EABILHAFTRAKAC . ORAERKLE L SR

97555 -62-



1337078

KipBHOE3 BR?’A &£ ZAF 4 RAE » (Cy-6)

A (CORERBEA A A B R

HEC .o A BFRA I ZAFRALA KmBA BKT@A
REBEL O RASREBE RG8BEA FA S RF AR F

’

-

FEAARFEAGAETARRNERKAKXBE LS 2 RA - A X
BHEWEBERF T XABCH,: 2XBE A4, RI-RR
R % & 5 AR A [R!’),CHCH,y),-» £ ¥RH %% &£ ¢
FEGEBLIAFAMR?ERB L —RK AqBHO0E3 -

ARt aE R Tiesd HPXABCH,, X8 4 4
2 ; RIVRZERY B 8 0 AR T A AR

R15

|
R N(CH—S

b

£ FPRUGERCPHB LB & (Crg) A (Crog ) # A (Csly)
BRAR D G )BEHEE XA RFEBX o

9
R E D REABRAEBA O RAREBRA D XK RXmEBA K
PEEEABHAFTAKRBEAC O EARRK BX P FTHE
KFEA ok ~ B~ XA REABABRE - RAmEG

AR EBEGBLA HASEAHKRZEXE L = RA ; £RY
RV - M ARG ))BRER ) AsBHLEG -

Rt sbHFaeERTILEY  EFPXABCH, ' 4XE A
#f s REV-RERY A S - AR*ABTFTXAR

R’“—o—«:Hz)t—%

b

EFR'ZE: Ca)k A XA A PFAAX

97555 -63-



1337078

AGRARBEAAEARELHERPEL B L KRR BtBH0ZE6 -
RISz — AR EFHRH ¥ XACH, ' 2XEAH
#f  RIVRAR B & - N HE AR THH ¥ XBCH,
AXBE A A RISRZ-R¥M™A &5 BRP A (Co )% £ (Cy-12)

WA (Cur K L G )EREA S RGC)EHRK T R P
AR CHE A -BHEAREHALAYE UHRZERA
Bt RA BEPHREE - HE - -BASHEERLHS

kst ETOEBERS NXBELBEBTEHST
X%CH,; #XE Afaf ; RIVRZ-R¥™A & 5 AR A XA #
WAUHRZERR KB L % R -

R bhz - BEBTHEFFT » XABCH,: 2XEA
a2 ; R~ R2-R™A & : AR AR'I(CHy),- » £ ¥R 52
A O A EA  Crom A XA RAL S C.)ER
A IDB3NERRE BRSO EAR > wbog A BEHX S ERTH
Ao ResAarA  AP2mEAwmAEnEE - C.aRAR
XA b2 ARELA GAFAHRRIEL B L - LB/
MZBRR G EFPRARXRGRERALKC . ORE-COREAR
ABFERBLe —RAK LR ¥ [B33]48 R KRERES A
AEARABFARC ORAERKLEF LS RAK S pAO

3 BR?A &£ =R T A RA A (CLomi
Crea A Bt vt ik 85%5Cyg)
A RERFEACZATFTARAE KmBA BKRTYT®HA L RE
BREA R ABBRA RRBE . FE  BRFA AT FE
AR FALAEARRERARSD L % RK -

97555 - 64 -



'837078

PRIz E-BEBERT XACH,: 24XE A4
faf RIS RECR™B & 5 AR A (R'3),CH(CH,),- * £ # RIS
BEA AT ERAGE LI AB A HRRZERB 136 —RK
BqAOE3 - WX AHEMLEBTHRHF » XBCH, ' XK
Bk S RIC-R-R*AH ARPATKAAR

R15
I

N
R4 NCH,),

o

EFRABRIZEB X B & (C3)k
BHAB (C.)EH A B

(G B A (Clp)
¥ RXPEBX 5 abwg; &
2 XA XAmA-BA A mEE . XXRmBLE £
PEREEABHAFTAHKRERC . ORE
FEEA ~mbog ~ Fog ~ XK~ XA
BAZHBE > GAEAHRZE RExH _RRK KR
RS- MR (C)B R AE ) BtAHOEG6 -
RIS T LRBTHEE T XBECH, ) 24XE A
#f s RI-RE-R¥a 8 ;) ARPATAAR
R21—O—(CH2)t—§ ,
EFRI'BA S Cg)nkh FH REXL L P FAAX
AGABEAEAZLEHARPER B L _RKR  BtAH0ZE6 -
R4Sz — BB ET®REHF  XACH,: X% A
A RICRZC-RURR B G -NAERABTHRH T X5
CH: X% Aaf  R' - R -R¥A & ERCA (C. )%
2 SN (CWTY)-F SHE(CIPY) ¥ SN (CWPIE: §-F S X (CWPYL:

&
.

B
e
e
e
¥
o
3
=

i

97555 -65 -



1337078

WA EFRA -HLA BA BRAREHAAAE A
%&R12$m4&&3§1£&§ﬁx4& BHEFRA - HE - A
Bl it ETELHEERSEH - XL ALBR
Fr#ld  XBCH,: 4XE A4+~ R -R-R*5%; 8
ROH XA ABEAHMR2ERRKIE £ 3 5 R K& o
AL eHaHERNTILEY  EFXAHCH, 4XEAH
fo 0 R~ R2~ R % & 5 AR AR (CHy),- » £ # R?7 % 2.8
Am Akt A (Cl.e) B A XA LAL: (C)BE R A
B3R RKBRFHAD mbr kA XA BOH L
Crse A CGoauBERAR R F A, $F8L; o
Ao RABABRA BRARBA XB8BA X485 A
HPBRRARGABEAHMERC I A RK T £+ 2.8
Lol A SR (O -1 S & SRR - S SN
EBERA - RABAZL BRAZGALA - 2HGEAR
A o GABARKRRPEL B LR B R& £ & 2
BAABABFTAEC . OEA CL.OERE R B T B X5 1w
—BRAR G BEPBIZNEERBEERE A B LANE LK
Cra)i RERRK B SZRAK pA0OE3; ARIZE &
AR A P (Croe e R L (Cre % 5 B
2 & (C.o)x &

ALL!

CEHEEISFAARSFAGAN
REBILH SRR ApBHOE3 - XUt A
LB Emp ¥ XACH 4XE A4 4% ; R -R2 -

97555 - 66 -



1337078

R*% 8 ; BRH R ,CHCH,)-: £ +RPA X4 > £+ %
A EILABFEAHKARIERF L —R«& HqB0E3 -
KMt s e RTFTisd EAPXABECH, 4XB A

#o ;RIVRZ-R¥MB & ; ARSA TAAR :
R15

N
R4 N(CHa—3

HEFRUBRVHB I A & (Crog)be &5 Cr.e)e B4 (C.qy)
BERER (G )BRHAR S ¥4 RF&K S abog o F
o RE D RAEABRARA kA EL . X XmBEL G H
FEREABAAGARBEC O ARRK - B F ¥ % -
AFSHBA b - Fw ~ RA - RAREABRL KAiAxs
REREBBA HAEAUKRRZE K45 b — R K 5 KR
BRP -2 B R (C3.)B 5 AE ) BrB0H2F6 -

At ahFaERTisd  EFXBCH ) 24X% A
#k ;RICRZ-R¥3 8 ARSAE F X AR :

Rm—o—(cm»—%

[

P
i

EFRIZ28 0 Ca)nh ¥ X4 £+ FhaR
AAEAFAEZELHRR’ELB I KRR BtAHOH2Z
6 °

NAILAbh— L EBTHRHA T ACRRIZ L - N K1
Lozt BBERA T A FCRRIFZEAL LA HHEE
% X IVA % IVB :

97555 -67-



1337078

R‘o\ R‘q
O B—OR? o B—OR?
H,N N /5 HaN N
L
R—_ Lz/ R— Z/
(IVA) (IVB)
b:
R &
a) &

b) (Cra)m & 5 (Cra)E & 5 (G & 5 (Clyp)
BRE D RGC)EHE S B A KA B K BR
AEABEHAGABTAKR’ERRA LB LS RA AL T
A KA -REFHOTRER TR ETERREK
1A

) FE D RHEFE AT EAESETALRTL
MRIZE RN KB L 5 RAK S

d) R'(CHy),- ' £ ¥RUB2-A 4K w Habg % (Ch )

AR A S KA RKAL S (Crg)Em & 0 [3.3.3]4 31 & 5% K %
o ABE kD XA BB R4EERA . RY

2R A m Rk S K - Cro) B A XA -k m AR EKL
HAFARREZ BRI X B L =ZRAHAFRAR
HRFEAKC.ORAEA COREAXTFELB/ IR
A BREPRINER KRB BERSHABDGARE AHKC-5)
EAERNKABILLSRA S pBHO0E3; &

RIZAE &£ ZRAFTA RE T HE CLoR %
Cree A B RA A CHBERA 24 £845C %)

97555 -68-



1337078

T A GAFTAHRRERKR LB L 5 RA

e) (RI°)CH(CCHy),- £+ RSB XA £ F XA %15
TARBEAKRZE R BL —RAK D HqB0E3;
) TXAE:

R15

WV’LWCWE—%-
£ FRUARPHE I A K Cl)i ki (Cro) B A (Cy2)
BRAR ) G )BEHRAR S F A XFHEE 0 ot
R A BRA-B A RABG L X
BAAE KB EC )R A RK
¥ bR s FR s KA - RAKAR
BAHBA  HAEAUKRIE LB L3 &K 5 KR
LRV — e L R (C3. )8 A B ) AsBO0E6; &
g FXAR:

Rz‘—O—(CHz)t—g

EFR'BE Ca)h: 5 XA A PFTAEX
EHABE AN AR EHARPEXR B L —RAK D AtBH0E6;
L —FHRAAFHZ FEMBELSI D TREALI LB
LREKRKEMYWELE - 2L RBILLAMGEKRERTR
RFEREY WwBIFA T LELAESCHZIHEEHREDZ
EERAY L ApHEKBM - Bit » FHMILHERET AL D

Ry

B
o

‘ﬂ\‘t

‘}/"“ FD *>**
- >M'
%-&%

A 3
T E K A

>

g

»

B g
3
=

i

e
sn
e

'

97555 -69 -



1337078

BATHERNUGHEABEREEY I RSO MGL - BE 0 K
FRALCEGHZBERAEATAENBEORLAFAHRZI TR SR
Mo B MABFHAZ G hRHFEEAEKAXVA VB2 1t

e AREREY

RS H
R3 OR! R*\/ OR
RSHN R !|3 _OR? R N\Bl _OR?
(2]
o] N ) n o) N ) n
L Ly
Z Z
VA VB

CHEEMAHTEMY  EHRBHBY - ERBESH - KE
MBEEEETHEZZE £ F

nAalz3;

X%CH,; S; O; CF, % C(CHy), :

ZHEH mF 2L Cram AR CiR A (Cly)
BrA D RXRA ABEFE AP RXAERFTAEARFTAK
RTERKZE LS RA

ARFARE  XARBERRZI-RERBERER L S

BRIEFEAME  EE2AXIHRFIHREZ - B84
RIER#BI X -2 A8 MBEFEL XEHLEL
HpHFT 2 A AR R AEAWAB T KB ABAZLAR
R+ RYR R4 E A (dd) & (ee)
(dd) R#R'‘AE& B

97555 -70-



1337078

R’ %

a) 8, A& #H X §nhl . XACH, ' £
ZBEH® » RX & &

b) (Cio1a W & 0 (Coo2)M & 0 (Cooyie & 5
Cs2)B A D KRG ))EHA T B P A - HA - A
BRBRBEHEAGAT A KMRERAXIBLE S RK - B
EvY A -HA - BAXDOESHEXIKE BT
K AT S

ROEH(Cree %k 5 (Cre) A BRA
Ao BA T BE A B ACL)

FEACZATARL BmEGA

A BRTFTESEA D FA S RS A AT FEAARSAGRA
HFARRERAXZBLESERA  BA AP RAGANE
%mW§mﬁ&%nm§mﬁ:&w;sqw;am;
-CO, R® -CONHR?® ; -CON(R®), ;: -OR® ; & -S-R? ;

R'BdEF 5 Ciond s Caox sk
Crogoe g & Cra)=kmEA & FAREA BEC )

A CRERFA OHEA S ZAFTA  ZAFRAA S ZATFA
A N ZERE R LEBEA G BRRE S ER

 H A

R¥Z (Ci.io) & 5 (Coopo) & 5 (Conyo)

PGB R A G )BWEA S FEA DR A FEA
M F AR A FPRECHEA - BEACBREEHE - A
REARFTEAIABEFAERARIABLESRA AP xR

-

97555 -71-



1337078

AREFAGABARRERRAKXBLLSERA AL ¢ 5
RARFAGABTAERNERAKA LB L S R K& S

) RMEARASEGC 1 0)BREZFE R
RIEARMAEZEGC. B RA £ AP A@aai i
%AAELHAR ERA RS L F RA

d) f2 & 5 1,234-m 8% & ¢ (CHy) & 48

A HFjAH03 RR2IXBLIER KB E R LN AR
@GR AERAR2F-I-A)E X P AT A 1234w

les

8 = & - (CHy ) & 48 fe A& R [2.2.1] &% (31114 R 4K 53R 4% 8
AR HAFAKBE S Clg A~ Cg)RA A -~ (Cy)
B A A LRRONCO-O- E R & KB L 3 RK - £ FR
BROGBIAC A XELE PR A XA ARG
AEC B - C )R A X B FRZATFRAERAIE
i % R RRHRIO— &k B (Cy.)R K &

&

e) RU(CHy),- » £ PR A28 4 w ot 5
B Cre) At XA RAA S Cr)BmK A 3334
BREZEXN AR st XA EX B HE D e 8
A A P2 AR Rab sk - Cle)RAX - XK wt®
ARES CHABAMRZE B L b = KB L= RAK
EFPRAAGRABEAKRC IOA -CL.ORAARE £ E X
Bk —RA G AR YB3 ER KRB BRI S AR LRNE
ABC R AERR LB LSRR BpAsr0E3;

RZA2@F = RFEREH%(Cre)
RAS ClL.omat Bt it A g4 8

97555 -72-



1337078

BEC .o XA BT A ZAFALE EmBA KTF&A
B A A HEF
LA GAEABRRERRXBE L S RA
f) R'3),CH(CH,)- » # ¥ R'32 % £ : £
L EAGBIAEAKRIEX B LB —RKAqA0E3;
g) TXAH

R15

|
N
R4 N(CH—

3

+

o

£ FRUERISEHB LA & (Cog)e & (Crog B % (Ci.q2)
B ERE (G )EBEHEARE L FE RFEEX S st 4
o AR XEABRABE O RAREBR . R XmERXH
YPRBEEABLAEAKRBEAC O ARK LT F A -
AFE@mA -~ wbed ~ Bk - XA - REABEABRLE  RAHSB
RAR At HABALKRIE B/ &K LR
MRV — e K(C )RR AR BrA2Z6;
hy TXAH

AFROARTEZ/ I A &5 Cra)ekh Cro A =

CroBARE FA RF@BA bk BR XA

AABABRLE K

FEA b~ Fox ~ X
X

97555 -73-



'337078

RV — e % &% (Cs. 1) B & £ HsH1%6;

) FTAAR:
gw—g
19
R\r;l—(crg )u
R18

I

EFPRCARPHE L A & (Cr.) B 5 (Cre)E B £
Cree A A TR XAt RFEHBA; ooy ; &
BEERA KA #
T~ R F B - KAk s mbog ~ Fog - XA - E R

BRABRE BKARBAREZGRL  HRHALKRZE XB
I —BRAK S RRPARYY -~ H R (C.)B R AT &tk
BIAHBOE6: BHus0ZF3;

) FXEAR

(X % -CH,-C(CH3),-) -
EFTAAARBEARRERNR KB L3 5 KA

k) FRAAR :

20 Rx
R R CHa)e N o (CH)—4 LN (CHah—
( - R20_N - < )

) ) N e

Ry/ u Ry u R20

RIROH S Cr)fi sk CrodRAA: =-CoRBAR
B FEXT&RE CroR &4

o

A GCyBER AR +
A~ wmbeE s B KA XA RAK kR R
A

97555 -74-



’337078

N (CIPYL: $- 8.
HREAAEBELHMRZE {15 31 4

(Ci-g)kx %

Ry B RGE K

R A

—
P

&y
4
&

e

A RO K

t%0%6; Huk0Z3; %

4,

~ N-be 5k % 86 R &

A # B BS

sB&B1%26;

D TRXAMR:

(CH—$

Crge & 5 F &

R¥'-0—(C

X

E+R! A &

BRA G BtEB/ILAO

-
—

EAEABALBELERKRRZE X5 i

£6; BuAa0%3; &

Bk

M

A

RP-RBRR LI I A &

(ee)

S

i

®
#
iR

4
R

AR
)

&R A R

g

S
"
)

AR E DA AFEAHS

AR

W
o
4R

S\
i
o
iR

s
o
AR
2l
AR
™
<
12

)
19
%

A BRAZEA S EEL - =

%

N 5ﬁ f& N

P

1

%
g

AREA KA

R

A

A

Y
i

3
&S
R

el
&
]

i

4,
&

)
Gy

K
R

)
e
i

-75-

97555



'337078

REABRABA REBARE HABGA - A D
BA -BABBA KACHBA  HEBRALGBAR
RAKEBL S RK L4542 $nhl XACH» 4X

B HMI 0 BZ -RRR ABHS »RK B X % 4 & ok & &
zfMet BEGEMHR Enhl XBCH,» 4XBE A4
BZAR AH "REAR' A S A F A ; B
R E RS EN FEE Y
HAVARVBIL Az — % BB K s P RIERMEIE
Wk —RAEMBEAELE AR ST 12
;%a%eg;ﬁ;uaﬁzﬁ;m;aﬁ%;mﬁ;
B2 5 2,3-T — 8% - B_RA&14T_8B, —_ERRT
= BE ¢ (SS)5.6-K bk — B 112-= ¥ & -12-2 & = & ;
(2R3R)-14-=— F R % -1,1,44-0 X £ -23-T — 8 ; P& ; ¢ & ;
EAE AFX® ) R1-THE -
HEBCEBETROG T RAERGBH L X — L A LEH LA
EEPHTFT ZRBERFRAELADABT KRB RE LA 22
M2l B AL 8 12208 8. 13-/ — & ;
23-T =8 1AT_8B . —RRARA LR _8B; Y8, L&
ERBE . RI-THE-
HAVARVBIL Sz — s A BTG F
RERGE L AHE KA KA RA Bt B8
A A SR REA ZBERA  RABLEL BHELA &
RERRE BARERA BAYERA BAZB R L
L4

REARERE RALERL RARARRL 2 A%

97555 -76 -



1337078

g .
; #aﬁ-
A&
» IR

{{\ﬁ = /
/%'H :Xa
& @
n

%

C A

%&._
b A&k A&

A&

i
R
ﬂ

s
Mm\/—

-

‘#Lﬁ
\%%g-

)

B &

N 4R
£ B
X,
Z B Rk
v R OBR
£

AP
#*

A&
AR
%

e
19

%

el
®
42
2

-
=

R

®

3
A B KB
-3

er

s
HB
i
i
»._Wn
*

s
3
R
Gy

BB A
= AR

X, FR
% B
X H

2

B X R A5
3
My %
% B

»ﬂﬁh

s
4%

R

!

)
AR

e
R

- A

A
aF j‘ z
S N
MK |
¥ 3

A S

e
18

g

%
LA
AP

® z B A

S

ax

~ Ok BE A

e

e
EES
&l

4
&

)

~ B
%
RA A K
¥
A
kB

-77 -

97555



1337078

A RBAKRE REABEAEE RARAERELA KA

mEA BMATRBA  BREARGEA REAZH&EL R
BEAIRABAERRALB L ZRA -
ANAVAZ VBt o2 X BHEALBEHRTEGNTFT XA

CH,; 4XZ A4 4% . RI-R--RAER*A & 5 AR A (C.,)
A G (Coa)m A S (G E 0 (CGa)BERE T R(Cly2)
EHA AP RER KA - BEA -BEREAREBEHE GAR
FABRERKXBILESRK L PR - H A B
Ao fhsrbdd £TaHEBREH - AN — kit
HEBETRBH T RAGC. DEXEL BB XA -
HAVAR VBl bz~ EBERF T XACH &
XBEA4#f ; RIVRE-RER' S & - BR S R 2 £ 5 1,234
mWRERSCH))ye¢MErE £ FjAa03: &[221]%[3.1.1]
EERBRBESHAR > @A X ®EH222-%-1-4)
R T REA 1234w B4 - CH) MK 4% R([22.1]
ZPBLIERRKBRETSHAD > GARABEAKER ~ (Cy)
(Crg B A~ (Crp)k B R A K R'R'IN-CO-0- £ R 4%,
B Lk RA S EFRAR AL E L 4 (C o)k £ & %
A AT RABRRAGABEAKC IEA - Clg ) &K -
BEXRZATFTAERAKB L S RA& > ZRHERI -2 5
(Cs.6)R A -
AVARVBlLEHaEUATHAEY  HPXACH 45X
Zh4A  RICRVRERSA & AR AR!I(CHy),-» £ ¢

RI'B28 A w @t & Cle)R BAREAXAR(Ch-g)

97555 -78 -



1337078

)

B A CPBINEBERBEBERS S AR sk X E A R
CHA S 4R A AP 2mAmARS R - (CLo)K &
AR R ARERLA GAEAHERIE B Lk - X
B =8B RK A XAEEXBARERNKC . .DEEX - (C.y)
HAAXB FEXR B L _RAK AR PRI33NERE KRR R
RECABRAAFTARC DR A ERKRE L SR
RKIpHOE3 ERZAEEF A TA A BH A (Cg)

s

A CoR A BRA A CaBEL BE B

BC . oA BFRER ZATEA Kmat mF&aA

sEEL RAGGA ARBA FA I RFL £ Y
AARFTAGATARRNERARAKB L 5 KK -

VA® VBt & —F L Tis 4 £ FXACH,
EXZE Hdaf RCR-RAR' A & AR A R'?),CH(CH,),-
ERPRUPB XL AP EAAABIAEAMRIE X5 1
—RAK  BqAOES -

HAVAXVBIL G -~ L BERTHESF > XABCH,: 4

Xﬁ%ﬁ@fﬁ : R! RZ‘R3&R4/-AJ§L ’ ﬂRSﬁJ-FEK.LES@

R15

|
N
R N(CH—S

EPRUYERI KB L B & (Cr.a)i & (Crg)e# 45 (Cy.12)
BRAE S CG.)BEHARER ) ¥A . XF&EBL S ok s &
s XA RARLE BA LA SMGBA AEXSBL 2

PREREABGAFARABAC . ORARK  BREFF A

97555 -79-



1337078

RFEA ~wbog ~ Fog ~ XA - XABEB L KA HRB
AR AagA  GAFALHR?E LB L —RK S KR
MRS — e AR (C)BER AR ATA226 -
WA VAXRVBLL Aoz HW BT T XBECH: &
XZE A44 ;RI-R-RAEAR'AE S ARAETRXA
R17

N
R8T (CHy) 6;

A FROARTEF I B & 5 Cl.a)hdt  C.o)ait =
Crse B kA FA RFHEA b Fog . XK
AEEApLE REARGBEA KXmaA S AFFTHE -
FEEA worg ~Fok - XA XARLARA - KimaG
BREZBLA HAFAHRZEXLH L _RAK RE
=W ROC. )R REAR BsAHLEG -
AVAXVBLAo Y2 X EAERFTHHF F » XBCH,
Xg h4af R-R-RAR'AB & ARAE T AHR

(CHa)—%

N—(CHZ)t
R1 8

-
- e

EY

*

o

W

£ PREMROGB/ AL Ca)iifh  Ce) i =
CroimARA: ¥A Xkt RFHEA hw

2 i mAZSBA ExXmamitk s 2

97555 -80-



1337078

I —BRAK RRPERY - B K (C B
BILBOZEG6; HBuBsbO0FE3 o
EA T A :

Q) Yy
\N £ R‘{

| I

R18 R18

A VA & VBIL 4 4 it —
X% B 4 Ffo

KR &tk
- EREBRE RS T R

LT LS
R3ER*S &
( X % -CH,-C(CH;),-) -

£ ¥ X% CH,;

R~ R? - BERE TXAR :

EF XEGRAREAHKRZERAK RIE L % R4 o
NAVARVBILES 2z -~ BB THwH + » XBHECH : 4
X3 & 8 Fo BERAETXAR :

20 Rx
RN RX(CHQ)S—é Rx(CHz)t_é Ry~¢ (CHa)—
Ry/ )u Ry u R20 v

v (Crlg)iE

RISRZVRRER* S &

BE -Cio)imisn
v (Croe i
B Z IR K

A H K
CwbeE L R D RA D RA
& ok Ak AR BR A

A bR~ B RE - XABRA A

XAk HABEAHRIEXB L _RAK R A&
Crg)e k3 (Co)B A T4 RA A2 2 A

HRAFEA LR ERRPELBIE _BRRK I RAFREFAL &
B E (Ci.g)kt & ~ (Cl-s)ﬁ"b?:l._e.

97555 -81-



1337078

At N Asmamb - N3y
sHIZ6: tBH0£6; HuBbO0ZE3;
Hok AT T O RAAF T K

Rx
(CHa)—3
Rx
(CHo)— (T
Rzo ~ O/

&

A sk & REAS

}%\'_

N
% R20
RAVAR VBt o Z 2 BB T+ XAECH,; 4
XZE A% ;RIV-RR-REAR*A & ARRATA AN

2
Q/)(CH ) |

R%'—0—(CHj), u

EYRI AR Cg)ieh s T4 RELA, £ Pt amp
EAHEAEA LR ELEH#RRZE R B/ L —BRA . Bt4EEB L B0
26 HuBOZE3 - — bt AT T RAAF TR :

2 > O
R 1—() R21_O

AVAXRVBILo it —F & UTisd o £ FR AR
A8 nAl XA BERRZ—EHABESEAL
R-RARHEB I AHA Ak HA S BEA S BRE
A SCREBRRAZREACREARRA ERE

i
3%
B

REABRKE  BEARRAE S F

s
e
T
&
g
R
g
i
M
¥

97555 .82 -



1337078

i

*
=
;rm.m
4
R
%

C R
2 I
% K~ B
% Mk
25

4*%%
N3

&

)

R K2 B
P~

%

d
S

i
'S
o
iR

"
R
«
s
*
X
4
a

x

el

Iy
Q

&

a
R

*
»”_mn
ey

e
k3
e
R
e
e
K
e
i
e

ey

A
Sk 98 AR
¥ BR
%
- By BB
BE AR R AR BR
iR B
2R
AEY
3, 15

% A&
TS
& -

NWR

A

B B
N ﬁ
0 F
17| » b A
i & 4
P B A

P

ﬁl,\
> KV
A %
% VB 1t & #
Z
*

&

b

o~
xx
o @)
&\
H/ o
W\Ke x
@ /_
(3]
RINL N
i
O
N
o
- (@]
?VIAW/
03]
- >
i M%
_ N
pd
I
: O

i‘, Z C
A ;ﬁ F
52 49]
4b
4-\ b%
V VB 2 .E.
7N

_K"
pa ;g‘ :

-83-

97555



1337078

3 3R5H 1
RSHN T R? OR?2 R% i \N/ T OR2
e\é/
(<)

L |

X HE R AW o
HEEBEBRERH T AVAXVBIEA Y &4 B A TR

; R% H
OR R\ /

O
RSHN OR2 4 2
(2]
7 0) N 7

KERESH RT K ¢

OR‘ o
2 4 2
i _OR Rj/ig\l _OR
oB
: Z o Nl 2

HERAH -

AVAXVBlLo it —F @ AFTFKAF

RSHN

97555 -84 -



1337078

5 H
3 OR! R® \/ OR!
5 4 2 4 2
RHNIR |_or RIQ\I/OR
o8B
ZEREY -
%Xﬁ-,\%%ﬁﬁz’@ﬂ?’iﬁ.VA‘KLVB'fbé\#‘h,E‘-%"Fi‘3

/ OR‘

3
RSHNj/i 0R2 ‘j/i _OR?

K ERLS Y -
WX R BTG T o KVAJSLVBH:/\%R%‘TK :

\/ OR!
RSHNj/: 0R2 i BN | /OR2
2EREH -

XA —F @ AEAGRME AL IKEE-IVZ 8 8 4

X
B EHMN RAKRB-IVEAWH FTHAHIOKRE FRE X

97555 -85-



1337078

BK MR BT SEEBEEEERLERAB WM
BB (LEME EabE ~ N8 e AWM —REEBKR)
AR TAHALERAK(AEBEKRBRA  2oNBEHRA-a-B R
£~ N-# 3 K -a-me K8 ~ B K a-B% oo A EE R L
EAZY —~BEARAE REFwWaRLBRIIZE > RN-R
RKZHEREBE) H— S BB ETHRG P BB H B EA K]
OR!
R RR O é—ORZ
RS\N " ) o
\~/~x n
Z

OHEMAHETERY FHREMED - BB 4ESH - KEH
MR EFETHZZE LT

ng1%z2;

X% CH, ; S; O; CF, % C(CHy), ;

ZHH: mF A (CraR B Crami b (Cy2)
BRAEDRE D ABFTA AT RAEARFTAARE AR
RTE B X &% 48 3 % &R 4K

REAME XEBHFRBRRKRZ-— LB ABEEREAH L

AEABE L4 AEXZIBTREZ - A%,
RIERGHE LR~ s 8 MEFEL Rehaest

BpHFT 2 KERT R AEAADAB T RKBEARBEEAZAR
CRRITH £ A#H £ £ FZCRR#Z £ 8RR~
* R*RA R 14 & B (aa) ~ (bb) & (cc)

97555 .86 -



1337078

(@d R -RIVRIER'EB & A
R’ %
a) &
D) (Cror2)e & 7 (Cropo)H & 5 (Cyo ) &

(Ci-12)% A 5 (G )EH A AP R A -
BREERES A
B PR A

A RA
» HARERAERCE RR KB LS RA
A AN EAERKE IS K BT
1 H AR A

ROHCr.oe k5 (Croe)R &% - B A

mA L LEBERS D RAHE S BF 2K 84 (CLy)
A AFEAZAFTEA ZATFTRA KRB E . HE
AR TFTEBA A RFA AT A AR ALR
FABMRERRKK B SRR KA A FBRAGAY
AAMRE RK RIE L % R 4A S -SOR® 5 -SO,R® ; -CORS
-CO,R% ; -CONHR® : -CON(R%), ;: -OR% ; % -S-R® ;

R'B & F 5 (Croio0h  Crokfs
Craoe kA Crg)=smrhk: ¥4 FRE: 8K5C-6)
A RFEACHA S ZAFACZAFTALE  ZATA
BA CNAEEREA RA AKX TEBEEA BL K®
B A mERREA S KT EA

R¥% (Croio) & 3 (Cooyo) (Ca-q10)8%
B (C)BR A Cs0)B&BHEA T TR KT A $ 5%
T A EPRA KL BEACBREABHK - &
REARFAIBRFTAERAXBLESRA A+ 54

97555 -87-



1337078

BRFALAFTAXRNERAXBAIL S RK B AT 5
EARFAGAEAKRRERKARNE LS RK

Q) MEMAMAEEC 10)B Az A &
REABAEGC  ERAZHFA Ay r Ay ik
HARAFARR ERAXE LS RK

d & & 5 1234w &% X (CHy) & 4

e EFjA03 XR21I&BLIERKEEESXHm AR -
B4 @R A RFL22F-1-A)K X F ARG E -~ 1234w

P

=0

% & - (CHy)j A 485 A R [22.1] & [3.111% 37 ik % B % 45 4
A8 GARABAKREE S C.aoR A ~ G A XK~ (Cg)
LA A RRRINCOO-ERAK KB 5 RAK > £ FR
HROBUBILAC AR ERLA LA REAAXLAGANR
AHC ) A Crg )RR B FRZRTAERRKSE
Lt BRA RRAR O — & A (Ci.o)R K&
e) RI'(CHy),-» £ PRI'A2-8 4 w G ok %
A Clem B A XA RAK D (Crg)E k& 0 [333]%
BRBEETHER ok EXBRTHA S 48
Ak A PEATARHER - (Ca)REARX -~ XA~ b &
RREA  GAHARRZE LB b = KB 1k = RAK
EPRAAGAEAHC OEEA ClOREAE R FE X
%1%:&&:ﬂ%?ﬁ%&ﬁ%ﬁﬁﬁ%@%@%ﬁ%
ABRC A ERRKBE LS RA D BpAH0EI:
RIZAE G E: =R F A RAHKX (Cs)
A (ClLe)R A BR A AR LEREEA R

%

97555 -88-



1337078

EC .ot BF A ZATFAL BRaBA; K F7&HL
mEEA O REmEBA D Xt FA SR RS
# B LR ERKXE LS RA

f) (R'*),CH(CH,),- * £ ¥R B X % ¢ £
PRAAGBLIABARREX B L KRR BHqB0E3;

g) T AKE
R15

Rw/$\mHﬁ——§

£ FRUBRVPHE X A R (C.a & Clar B LA (Cq2)
BRAE D (G )BEHAR S F A RF&EA S sbr | &
2 KA XABRA-BA R AGEBRA . XREmBLA L
TERARBABEAKBAC ORARK X FF A -
FEERA ~wbok ~ Fog » XA - XEABREAREA - RARS
AAREGEA  HAFAERIE LB L RK S KR
MR -2 B AR C.)BERAE ) ArAh226;

hy T XA H

£ FROERITAE B/ AL C.a)hd C.o)ri it =
Cro)emAn i ¥A £Fa A b FHeox; XA
AARABA  RAREBEA A XmEBEA S K

FERA ~wbo® » FHeg ~ XK

RESGA  HAFAKRRIELB L _RK; FROH

97555 -89-



1337078

17"5@*553&((33-12)53%%% , BsA 126
) TXA® :
(CHal—%
R18
E+yRCEARH B 1 B & 5 (Clom £ C Cri )R A =
Cr-e e B AHA T ¥R KA Bk ) RFEBA ; abop
R RE D REABABA ARG RA XX GA
TEE S XFEHA - XHEok cnbox ~ Box « XA R
BARE RASZBAR L84 B EAHRIZE K 5
T =RA G RRPARY — M A (C)B R AR &tk
BILHBOZEG6; HuBsO0F3;
D FTXARE
(X % -CH,-C(CH3),-) -
EPRXEAGARAEAHRRZERA B 2 6 % B 4%
k) TRAAMR
:‘:iojR/x(CHﬂs_é - Q"}‘(em»—é . Ry?/j;R))((CHz)z_g
Ry” )u Ry >u ngio Y ,
AYROBE Cafih Cofd: —-(C.ommin

E GRREEABLE ¥ A XFBL C.OnaR A
FRAKE bk Fex ) AR RARKZEwE ;X
%&%ﬁ%,%%%m%:&“%%%,%¢¥§~”?
A R HR - XA AABARE BABBAR
ARBE > ARAFAKR?ERB L RK ;R A &

97555 -90-



%

A

~ 0

&

KR AFAEE K
o

» O-%8 A #

-
3,

—

(CH2—3

u

R2'-0—(CH

S (CWTY:: - W
CCrg A (Crga iR AR
tA50%26; Bu’a0z3;
D FTXAM :
2

HARBEALEE LHRRZE XB 1

(Cr.g)ft &
A8 E

s&H126;

1337078

4.
&

&

.—.~
%

o

&
%

X

Crg)e & 0 F &

£ vR' A &

BRARE&tEBLAEO

-

RZER %8 3 B &

I{j . I(ii . I(3 .

(bb)

AAEABEAALSE LHRZE K5 3
Bu’Aa0Z£3;

26,

%
%
i

V2
=

1
1t

FERE A

4
4

&'

e ok

A\

i
e
4R

)
e
i
i
R

AR F KA

s B8 RAZ A

E S

NI SR AP

P-3
R A

42

Wmm
i
R

)

&,

s

R

-9] -

97555



1337078

BABRE - REBRABREABA - RABARA -HASGA -
A TmEBA - RABBG
RBAERARALB L S RA X

RER KR —# » FRIARIKZR — & » o 4
FMEHE2R FHMARIZESE B 5% - SERIABBELSL 0 4
AIE3MEEAN-O-S-SOXSO, 2% B F: B L4 5538 -
CRCXIEERBZBRE L GAEAK@) P rEs 2
EMARERRKKE L % REK &

RYGIR — A& % A& -(CR22R?3)_- » £ ¢ ma2 %
6 ARZARPHBI AR BA RALA BA H A
RECERE AL  BA  ERR 2B B AL A

RIEER Fo i $FE 2B F—ARHWASET
THBH2EZ4BMEAN-O0-S -SO%XSO, = #% B T ;

R4§%R5$04&$Pﬁi%§%zﬁ%—ﬁﬁﬁﬁi4£8
ARMEAR  ATBEBRABABAEAF L x4
IZTRERABERALAEZL L %

(cc) R‘ﬁ%RU‘%ﬁL:_E_R“E%R“——@i’rﬁﬁi4i8éi§
R~ 2RAKRBE E2 % A 1EZ3@MEAN-O0-S SO
RSO 2 $#6 B F > LG4 E8% - B84 2 %38 s = 58

97555 -92.



1337078

ZoREGABEAM@@IO)FAREzEMERERAX
Bt RA A
ROA@)xbb) F 22 A H ; A
#ZCRRUIR 24 » B R - REAR 4 & A (dd) ~ (ee) & (f) :
(dd) R&R*A & A
RS %
a) (Coop)e & 5 (Coop )i & 5 (Cou)s &
Ci2)BREEA D RGC)EFL EFRE -HEA - BE
BERAREHE  GABARRERRAKB L $ RK
BEYYRE -HA -BREAFEmeEgMER K4 T
HERAKE M
ROEH(Cr.ee s ¢ (Cre) B A B A

s Ak LEEAREACHA S RE D EE D EECL
Ak BFRAZATFTA ZATAL mouESA %G
A BRFTEBA A RFA L EFSFSAARFTEAGR
BEA#BRERKXB L S RA KA LY mALAN

AR RSE B X % 15 x # % B 4  -SOR® ; -SO,R® ; -COR® ;
_CO,R® -CONHR® ; -CON(R®), ; -OR® ; # -S-R® ;
REE % Ciond s CRal
Crapoe g A Croo)=kmEA: FE S FREA BAC )
A RFER CHA L ZATA ZATE
A CNgZREA LA BE B
A mEEA . KT E
R¥% (Cy.10)%

s’;*ﬁ“""*

v (Cuago)H A& 5 (Culq)Bt

97555 293



1337078

B2 GCuo)BREA S Co)B WA ¥4 XA %4
AMFEA AT REE CHBL R A - BEHEL -
RERAETRA BT AERR RS b 5 R KA
ﬁ%%%%ﬁ%%ﬁwﬁmﬁﬁmiwﬁﬁﬁ
ARAEFEGAYAHKRRERA RS i 5 &

D) RFEAMAEEC .1 )BEHE A 2 %4

%
REAAESEGC. )ER Azudh AP hanrs

HAFEABAR ERA KL L b 5 A
C) §L EF % ; 1’233)4'@ ﬂ; ‘#‘ (CHZ)J é %

A EFjA03 RR221)XBILIEZE R LB R LT AR -
LA G@GAAERARF-1-2) £ P 85 A -~ 1234m

A~ CHy) 4 8% & R [2.2.1] 5k [3.1.114 38 3% 5 38 % 2 4
B - RELEBEL - C )%~ C. )R & E -~ (C.g)
% B F, gwmeMnoﬁmﬂ&mzmym& £ ¢ R
ARVHE LI AC IR AREL R A a2t sl
MBEC A -Crl )i A A B FXRZATAERK LS
IR RRERO— 4 B (Cy o)k & 4

d) RU(CHy)p- » £ # RIS 289 £ w & ot %

ey

it

B CladmAR T XA L84 C B8R A [33.3]%
%%%%ﬁ%%%ﬂ:%%§§$§?ﬁa%§:ﬁﬁ%
A EP2AA AR E L Cla)R A XA - npox

%&%%’%ﬁﬁaﬁw%ﬂﬁim;ﬁﬁimzmﬂ:
R RXRARAGRBERKC L (C,. B KRB EE R
B —BRK  BAPB33EBRE BRI H AT %ANE

97555 -94.-



1337078

ABC A ERRXBL S RA; BEpAO0E3;
RPHEEE ZRFA RA ML (C )
A Cra AR BRA A A A A
&@4%£:ﬁ?£:1&?%&:%%ﬁ£:%?ﬁ£,
REBEA R ABEBA KRB A P A R A R &
AR BB SR %m%&mwﬁmﬁkﬁnw B S
e) R'’),CH(CH,),- * £ ¥ RI3 5 % £ ; &

!

#X%%%nﬁ%m&x“ﬁﬁ%nw;aﬁ;iwwiy
D TAXAMR:

R15

N
R N(CH)—S

’

EFRAHERS B B & (C,. s & (Croge 8 £ 5 (Cy.qy)
BRARE (G )BH AR ¥4 L P8A  abor ; &
R AR XEABARA RABBA RLxamL; 2
TEEABRGABTAHRLAC . ORLARA L& 24
RFEBA - B AL RABARA L AS®
ERABGBA  GABEAHKRZ?ESR B b R A ; KR
BRU— =MW ARC )RR AT ArB2E6;

g FXAR

R1

AFROARTEWM I A E : Cro)fid CLof A =
CreBARE FEA RFBL  mbr Bk £ 4

97555 -95.



1337078

FABRARE  RAmaA AXxmBE AT FEA X
FTaA - s R - XA - RABREAREA KRARBAE

%
BEHZBA HABAHKRIERZAB/ L _RAK . FR%
T W R (Cy. ) B AR BHsA1ZE6;

h)y TXAHR
(CH2—
W‘mg ),
R18

£ FREARPHA BB AL - C) B Cr.o B A =
Crem ks A FR X HEd XFTHBEL st &
£

o REA G AAmAsER A RBE S R KXk
PR XFEBA - EFEk b s Feor v XA KA
mhkeg Rt wASBARESGLA  HAEAKRZE XB

xodh B  RRISERYP— e M R (Cy )R AR Stk
B BH0E6: HuB0E3:

) TXAME

(X % -CH;-C(CH; );-) »
2 X AGAEAHRRZERRKRE L 5 RKA

) FTRAEAE:
20 By
RN Rx(CHz)s—é % RX(CHz)t—é . Ry~ (CHz)t—é
(Va/ * RPN ) 2 (N )
Ry/ )U Ry u RIZO u

EEROB 8 (Cg)ihk  CroimA —-Cr.o)nBEAR
B (GoRErAg st YA RFHBA L CL.aoh &b
YA BA o wbw For s FA D KEARKRZEAE X

97555 -96 -



1337078

EBEARA  RARBA S AXmBA LT FHE-RF
A~ wb® B XA REAREARAE KRABRBAR
REA BAFAKRRZE R B I _RKA R A R
Crae k5 G ))&ERE 745 RE S EFPFAEBXAE
HRAFAEREHRRPEIBE I _RK R AR F £ K
BHBEF Ciad Ak Ca AR -ORAHHKE - OF K
AHBE - NRRAAHBEREA N AHEmE XREL
sH1Z6, tB026: Busa0E3; &
k) TXAB
(CH)—
R21—o—(c+%;\/)u ,
EFR'B R Croh s FA D XL APFARXK

BHAHAAEABLHR?ER B L —_RAK; St4BFLAEO
26, BuBa0®x3; &

(e) RAR‘GZBIL AL LA H A A B
R CERARA BB RA D B KA O RABRKE L
Ak o BRABRA BAR KL BAYERA &
A=A BEREARELE  REELERE  KAHZAR
A A RAEBARE CRHELS S FEA T RE D BT
RERA O BREALEREARLE  2EHABEAKS
FoRE-SARE - KAXA - -BRAEFRKAE
REHEA - HA A - BrA - BRAKALA - SBZRAE
#FAERE T RA-EHRLRAEA - -BEHEEKRE - BE
kA RA - -BA SRR ZEE - KEL- =

97555 -97-



1337078

~ *ﬁi 7
A
-

s
&
iR

S

42

2
5

=i
=

AR

i
&

wmn
4
Mm

e

L
®
&

4
*

i
iy
=S
iR
%
e
e

&
]

2
&
a0
y
®
e
a1

a_m‘

ﬁt
BEA R A
A -

K
e

)

B
R %
/L % B
(G

£

e
R
LS
"

B

Uil

12: X
3R 34 4
ALK
8 £
=~ A

B A&

% %

f&*ﬁb&b%
Bk A

ey

" A F &

)
e
AR

&
Y
1R
iy
e
R

=
42

‘Bﬁg_;‘

£ o &

F

.
A
%, AR

23
| # O A
2323

;91

3P

v 8
RAR X
&

A

S
)

H

x

i

e
K
o
R

i

S

1S
(3

R

C B A

G
i
E3
R
5
£
ey
H
S
£
%
R

&l

%

s
£
S

2
s
)
=
2

s
i
ey
£
&

4
Pt

i
g

i
&

3
&S
R

w4
Y
ax
e
®

R Eﬁ - 9
5 BQ% &, —?‘
E v p 2 % m g m
Rm
20
i‘&

B A

*

S
R

(A

R*# R — #&
7
_(CRZ 2 R2 3
)m -
I
£ P
ma2%

B &

o 5k
’ #“Dﬁa%

6
» B
RZZ
L R%23 14 4
%35 3
% =
&

-98 -

97555



1337078

A CERLA B A BRA ERAZKEEA BERARK A
Ay A - #yxRA . BZRER
BREARA REEAKE SEABEAKE KA
PR A RBRE D FRARE D KK
fnkl > XACH,» AZ&HR*AH
% > R'E R — #& K A -(CH),- & -(CHy )3- 7 &

# & -

g
i3
s

B K
B
et
S
v
et
wk

RRER Fo BB Z R F—ARHBASET
BB A FWH2Z4@MEAN-0-S SO %S0,z # &
F %

RSIR At ¥ B 2ZRF—ARMAIES
BRMERAER  ERTERREAEAGELEA A - #HF A
Z3ZTEERERABHEASEHR L & &

(HRAE & BERER K Emie 2 R F— £ &
4288 E XS BHKBBELL 2 H1IE3EMEEN-0-S

SORSO, Z % B+ » £ ¥ 5B % 4 % A% 4 (dd) & (ee) ¥
FREZEMADERKXIBLESRAK EG&H R En
Bl XACH,» 4XEh4af» AZARAHH » REER —
#& X & -(CHy);- % -(CH,);-

EAvr oA ARBKIEELRTERE -

AFARMMNEHLELAH I iE - o TXATE W
Eolvmd  KIANLSHHESERKE(Hom R
B H N Bk r) 0 Kok A AR 4% # J& % 4o Boc- ~ Fmoc- ~ CBz-
2@ E1R%E 0 &% = -BuLiTMEDA - # % £ B(OCH;); R &
Mo Wk R T AMBE T A o sk F A 85 88 ) 2NHC

97555 -99-



1337078

ZEEKRB GHREWMETRHL 1EHGHER-_BBZRE

BREAREAZ IR RERBLELAA  HRE KK - 858

2 A EMB LB
YERH2TAN SR AFARLZFIBRAEILSY © 6l 4o

2R AR CEBZNBALERGRBE R ABERI - 3N

NayCO: 1 38 A M Z R ¥ > RA R M a5 KAEIER

{4 124 X 1464 44 o %% » {8 A EDACHOBT » ¢ Rl 42 &

NBoc-5-¥ A Poz 4 » iRimamrs whtzsnirgn @

Metas Az KBAER  HREKXITLEH6 -

97555 - 100 -



1337078

1) s-Buli, TMEDA -40°C

2) (MeO),B
3) HyO"

[:>NBoc

e~y
© /B\o
9 :

1) Na,CO3

o

2) B
T 1 H0

Foy

B~

4

HO._om

E(/ 1) (+)-F % &L, E,0
NBoc

1 2) HCI, Et,0 K1k B 5 &
CORGTRERY

O~

B8~
t 1) HCI, Et;0

2) ¥Xwmeg
R 1 H0

OANY

0, oH

6

e B A TREAGAY  REGALTAZIMALS Y

Er XAk B

45 ) # % = -BuLi/B(OCH,); & /&
B Es s PRI A E X RILBE X EEBAS - @&
BRARTHITIHR  HNEE

TR AAKE (D F ot -

B HE A E KR
» B A B HRBEAXRB K
TERKRKET &
ChBAFEKR i B EH

e A

£ 9% 6,617,340 6,432,969 6,380,398 6,172,081 : 6,166,063; 6,124,305 ;

6,110,949 ; 6,107,317 6,011,155 & 6,395,767 % £7 48 7= 2 42 & °

975355

- 10t -



1337078

EHBELERELEXHARAI /L E -
Bt AERHZAFA - FTaHLREEBEALESH T FE

'
R¢ R O B—OR?

R 1)
N N )
Rii Ri L/_ X n
VA
EFZFKXARZETARERILLS Y

R R3

#X CRNLESS A LEMses s RE ) 9K
Rzl sdt AEOER  RAHBRIWARB HEFLA
gL A o RLORZLRL,RARLRIXRZH i AX B R - B4 &
BERGGAALATRARAR " LAG T aHEFARMD
Cl AER-NH, & % X g # -

ARz XF -~ ahREEHEANCGHFE:
OR!

|
(o] —OR2
H B—OR
(n

24 & N/%
Rjﬁ & ?Jn

EFXARBEEA T A ZX2-90 5 1%
OR!
B—OR?

T
B A

M A AEINFHEB R BRAKRBS  AFALEMEEEE £ 5

97555 -102 -



1337078

tR# S EERAARZILESY > B A BB RA B IR
# - RIEARRA AR » An  XRZH o AX K K~ 27 £
- R B2 Robd A K2 N bR A o N — b A
BERTwH F o NAR# 2 3Bk g X 8 A N-Boc4-X % -9
Pro-OH -
ABEREAHTHYERE
BB 0 A BRBEBAHR
CHAKRBEZE S HY
B~ LB

%
3
3
2
At

Bk Bk ~ 3Bk - B REE

BAEEB - FRHE - XFER - WEEE - - B EBB B
BB RREE - BEBRMBEZBR c BELTRL
BRI ABRBE R BZTHEETH > iR EHLE DT,
29N v A m 2 B R ETHRLZBR > 445 BRI
g 4 o

B R BT RIS ARZIAELEDER - EHAKF K
Pod B BERENSAEERZIATERNTY  LES
ABBEB A AFRERLFIABRRER - M EHB -
ABRALLEDTHERARREAGAC I FH L BZEK
ST EBBMERBERSY  BEKRNELKEY -
R R  KAEAGEFEMF RS ZIMAE LR
ERYHR ORHETEHDAEHREERY RR S H R
4y e

FiEIRR

A RAzA-—FT ahREMNRTALCESHZH EHHA

97555 o -103 -



1337078

BRI ALY R ERTLRELAKREZARABTALLAY
#3 Re BE B S
EvTREMESL LIF Lk A48 8 - 858588 dp % &
SRER(ASER)FHRRIGHB - F R LB LILESH
REBERER/I BB ACERS LEG B ZF L

E P iuhe Bk Bl A & B A7 4% (orlistat) - ATL-962 -~ AJ9677 -
L750355 -~ CP331648 - # # it Bk (sibutramine) - 46 & # £
(topiramat) -~ # % & & # (axokine) ~ % #% % JE 4 4 ~ % & oA
(phentermine) ~ X % BF B ~ 4 £ ¥ (famoxin) & / & £ X %k il "k 2
ik

NiEk - CEHIAEE IR ALK BR I EZIFTE R
ORHBEFRLELAZ ALY RERTERLAKXER
AERACESY  BETHE LKA

itk BHIABEABE PR ER I EZIFTE L
¥ o ¥+ & b 3K B B G-CSF ~ G-CSF 4 fxt 47 &% G-CSF & 88 #& &
Bl

Ak ZHIEHETHELRKARIEZFE A ¢
5 F e hREAMESE B F (peglilgrastim) - Jk & 4 F
(filgrastim) ~ #] 3 4 #7 % (lenograstim) % AF 3t 4 #F & (nartograstim);

bk X XBERE LRI RAHETELAE

ERZHILDYRERTERALAKREZIARASL AL S
AR bRERERSE

Ntk - EHAFEHELZ N E A FRE&LKE KR
4 1% & & A EPO ~ EPO# il # X EPO % 8 1 & & |

97555 -109 -



1337078

EXARREERZ F X o

whhR

ARALEHTEHE RS HEEALBY R AR B(L
BAREHRBEABRAMER)R/ -~ HELLBHZ
ERBAEMER BT LARAREA P L@ ORER T
oy X R EHKRE

TRARBFEAAREADPPIVIH H B &R A XA - A
ZHBAEARE  TAL 2 - 3XRESHABERE RIS
mAEER - OHERGEFR>LFTLBRE TR
WEABE > B1E%HEBEAEDPPIVHFH R B Z /£ A # 4 >
BT EMNBE -mBANRE & 5% a5+ & PPAR
Y BB o Hdookokox — & » SGLT2# 4| # - PPARa /v #
e B aP2ip Bl B AR ERILER PRI B - TR E AL
5 B K 3% (AGE) & 4 % #] 8] &/ & £ £ £ /T & (meglitinide) > 1A
BBREBEER/IAMAR S £ K FAK-1(GLP-1) R £ M4 -

AZRIALSHHERL 2 -3RESHEEREAREZ
AR TEAARGABEEER  AAANTRIFELZLER
HEEBZHER BANB A LT EBMAE L Z S H ok
e h#EegAER -

FoRABARBTAORRL S 0B ER B4 AL S
AR > 2 4o = F 4 il (metformin) &% X Z % I (phenformin) sk X 2 -
8 1& A = F # I (metformin) HCI -

L —HEABAEARBAEERZIFERLT AHERAELED
A HE M2 ETHLAHN001: 124100 12 % B A H

97555 -112-



1337078

A 845401 1245:1-

HFoRABRARBBAETERER  Z2oERARE
(glyburide) ( 78 #% % & % #& (glibenclamide)) -~ & #| £ & #| 47
(glimepiride)( 1§ -~ » £ B ¥ #/ 4379,785 ¥ ) ~ & # & & ##
(glipizide) ~ & #] 7T & & (gliclazide) & R 4% A Bk » R 4 & 4o 55 B&
ARBREEAS o ER > LAMEARN -tk 2 ATPK
BmHEELE . P ERA BT (gyburide) & & F & B 7
(glipizide) & #x 14 * £ T A ME KA@M o RE A FXE -

AERLSGY AU REBR I EFTLLEHNOION: TEH
100 1z BARAKER HEAHEH005: 12 4H5: 1 -

DRABEBB T TAHNS RS E > 2o t8
(acarbose)( #B & # £ B & #] 4904769 ¥ ) & # ¥ # % (miglitol)
(B LB FA4639436F) £ T £ 48 F X £ME3 0 RE
LS B

ARALLSHH A D ER TR B I EITLLESY
001: 124100: 1B ARKA & BHH02: 12450
1 °

A BAAL A T A P4k A PPARY 4 & Bl 0 E 4o oF o o =
oo RiLBAER B ALK S F 41 A (X £NDDM% &
A E B E ERRMRAER) 22 § B FE (troglitazone)
(Warner-Lambert Rezulin® » 3% 7= # £ B & #1 4,572912 ¢ ) ~ x &
¥ B F (rosiglitazone)(en) & B & ¥ R (pioglitazone)(Takeda) °
Mitsubishi MCC-555 (4% =~ # & B % #/ 5,594,016 ¥ )~ Glaxo-Wellcome

2z GL-262570 ~ B % £ % (englitazone)(CP-68722, Pfizer) %, it ¥ & #
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(darglitazone)(CP-86325, Pfizer) ~ % i ¥ # % (isaglitazone)(MIT/J&J) -
JTT-501 (JPNT/P&U) - L-895645 (Merck) - R-119702 (Sankyo/WL) -
NN-2344 (Reddy # + /NN) 3% YM-440 (Yamanouchi) & # & & % & ¥
¥ % (rosiglitazone) $1 & 8 & ¥ % (pioglitazone) °
ABEACLS G A Ed g — M2z EELAHOON: 1E
H100: 18BN FHA BEAHAH0L: TEZH10: 1 -
EEZIRNAHI0E R O RAUAE KB B 2 5 85 Uk 8F %R
—H o THABALLSI - RRBAE-RB T -
ABRBHLAHNTTLEAHBEARS A BER 2R E
¥ 0 RAULAR S f ¥ E Ak -1 (GLP-1) » 2 4o GLP-1(1-36) & A& ~
GLP-1 (7-36) & Bt ~ GLP-1(7-36)( 4 4& #8 F Habener 2 £ B % #|
5614492 # R T & HB T A B HHENRKIH S )L
GLP-1 #8 4 47 » 2 %o AC2993 &% Z % # (exendin)-4 ( #3 #5 ) &
LY-315902 % LY-307167 (Lilly) & NN2211 (Novo-Nordisk) * # 7T & &
EH AR RBOLRALDHRKERE -
HHRAEZERAT » = F % I (metformin) » #5 88 X Ak 48 - 2
o § R A48 4% (glyburide) - ¥ #1 £ & #| 4% (glimepiride) ~ & #] &
#8 1% (glipyride) ~ & #| & & 17 (glipizide) ~ R A A R & # T &
& (gliclazide) » A & %) & 4% 3 &% ¥ %] B FT £ # (acarbose) %, # &
#] % (miglitol) R AR & F (T4 ~ F >~ @R OMR) Tk kL
HE A BHIZLELEEETHERFAEFTZEHLRER
RREHF P -

AHAEZENT » = F % 5 (metformin) % £ BT U £ § £
HRHS00FEH2000% 526 BREA R TEE -8
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BMEFYHBRE— Z2mR o

REEZHEALT EAR_FRABEFEATREST ALY
001 242000 E A/ R B RRKH > AT A E— &8 8
EYHERKE-Z WK o

RAELEZHEAT  BREFTHRANEF T A EHLRE
fiod BEFELELFTHMLET -

RELEZHERT P GLP- IR THE b B4R E(H W BRAE
F)  Aop - @BARSIFRE AUNELHB KX LA
% #] % 3% 5,346,701 (TheraTech) - 5,614,492 & 5,631,224 ¥ ff i 4%
B LM AXBEE -

A — IR B B FT AHAPPARa /v % 48 & & - & &
AR-HO39242 (Astra/Zeneca) + GW-409544 (Glaxo-Wellcome) + KRP297
(Kyorin Merck) » #4 & & Murakami % A ," #7 58 B2 & £ & 1t #] 1%
B RACHER L 4 2 Al B --48F b2 % 8 a (PPAR
@ )#8PPARY - # W ZuckerlE B K & A A F & ¥ 85 4 K #
Z PPARa 7% 1t 2 4 A , "Diabates 47 : 1841-47 (1998) » & 4 2000
FORAIBBREFHZEZBRFH ¥ H FH R 09/664,598 (£ &7
HMELAONP) Y Arfa 7 BB TAEGHENAIBRES
HAWATREzHE ATHBIREZ LS HARE
w R E A -

A — FE A bk s BT B SGLT2 #p #] & » %o 4£ 2000 &£ 10 A 4
BREFHFHFZLAREAHNT FE A K0679,027( % 67 4 ¥
LAONP) # Fr 4§ T & » R A H N AXHESE > KA o A XA
H2ZBE BAEFALELXTFEFRBABHEZILAD
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THMBRBAZAIDPPIVip # B &% AZ A — BB
Fe e Bl 0 ST B aP2ip 4] B - 2000 £ 3 868 £ & ¥ % 2
09/519,079 (4% 67 # R LA2INP) » R &t N A X £ 4 > &% A
W AN ZBE  RERFALSYH A Z R4 RHE K
RE o A EXI 2 EH P LT A BRMEH -

THAFADPPIVIp 4l Bl — R ¥R A Z 5 —HABEER
B o T B OB M B &% At BR 3 B B 0 4 & ] b0 WO 96/39384,
WO 96/39385, WO 99/26659, WO 99/43663, WO 2000/47206, EP 978279,
EP 1041068 & % B % #] 5,952,322 #2 5,998,463 ¥ £ 8 7= & o

TRABEAAARAFLTALLSYAHKARZT EEZL TS
(meglitinide) » T % 34 © ¥ 2% (repaglinide) + 4 86 ¥ % (nateglinide)
(Novartis) % KAD1229 (PF/Kissei) @ # ¥ 3% © ¥ 2 (repaglinide) #% %
L Qe

A B 8 2 DPP-IV ¥ 4| #] 4% s # £ ¥ 2 ;T & (meglitinide) -
PPARY % & #| ~ PPARa / v # 4 & #| - SGLT2 ¥ #| & - aP2 p
#l B AT aE i F B2 EF L 0 £4001: 124
100 1z BAR&ER 8B4 AH01: 1241001 -

TREAAAZTALSGHEHHEAZAE LB YA
FE T EEL2 3K E S #EMIPH#H % & - HMG CoA & &
BEfp wl & - BEM S RBE B A - BRI AE Y - ACAT #p
B - B A RAuEEdp R B - B E BRI A B - @ B Nat/
Bt LM T A -LDLERFMHZ® LA KA - ATP
BHBERRBENHE - BERASBSRSZa Tire s
ARSI BEALBR/IAAKRBERETAY -
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b BT IR A X MTP ¥ %] &% - & 4 £ B § 4] 5595872,
5,739,135, 5,712,279, 5,760,246, 5,827,875, 5,885,983 & 5,962,440 ¥ £
# 7~ 2 MTP#p &) # - sb R & & 2 MTP ¥ %] & 1% A £ £ X 5l
AREHMTEERBBMEH -

A A58 2 k1 MTP ¥ & &) /% & [§ & 4& & 13 (implitapide)
(Bayer) » & £ B % #|5,739,135,5,712,279 & 5,760,246 F i it & o
ook MW 45 B 8 4 MTP 0 &) B & 9-[4-[4-[[2-(2,22-= & T &

A )R P BRI A J1-N Aimbeow X]T K IN-(222-=Z & ¢
£ )9H-% -9-% & A%
1& s s B 7T & HMG CoA & R && #7 % & > @312 X RN

% 1% %] & % (mevastatin) & 48 B 1L &4 o £ £ B & # 3,983,140
¥ A7 48~ & 0 & AR # B & (lovastatin)( (% X 3 #& (mevinolin)) & &
FREAMABIIB Y BE Az AMILESY  TRHRAHMNEAFE
(pravastatin) & 48 M 1 & 4 » 2 o £ 2 B & #) 4,346,227 ¥ A7 48
T& o &% B E (simvastatin) R A8 Bl b 54 0 £ £ B & A
£ 354448784 $1 4,450,171 ¥ AR B T K o bR T HR A X £ b
HMGCoA & & 8% #p #] # » & 4 12 X R % &K % & ¥
(fluvastatin) > 8 ;= » £ B & #) 5354772 ¢ » & # X $ B &
(cerivastatin) » 48 7= % £ B # #] 5,006,530 £ 5,177,080 + » [ #& K
# # ¥ (atorvastatin) - 48 & ®N £ B & # 4,681,893,5,273,995,
5,385,929 & 5,686,104 # » [T 4 4% 4] # % (atavastatin)(Nissan/Sankyo
R #f % %] # # (nisvastatin)(NK-104)) > 48 7= » £ B & #1 5,011,930
$ - & Shionogi-Astra/Zeneca # 77 #] # % (visastatin)(ZD-4522) » 8
=N E B & 45260440 F o
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BERANLRZABFARBEBIHB > GaEFRMNE
JFASTR36 ¢ Frig w2z a-B A e B & Biller ¥ A,
J.Med. Chem., 1988, % 11 %, % 10 #1, % 1869-1871 B A7 48 5~ & &
RBERAX-HERUBBALA-FAMBBEUNRL L LB &
e B BB 0 Bl o £ £ B & AR K 4871,721 £ 4,924,024 &
4 Biller, S.A., Neuenschwander, K., Ponpipom, M.M., & Poulter, C.D., #,
T8 B % ,2,1-40(1996) ¥ AT 4B o< F o

e BEANLRZIEBAE EH A B H B 0 &3
$8 75 £ &% 88 2 > & P. Ortiz de Montellano % A , J. Med. Chem,, 1977,
20,24329FR B T > A REA BB ERUMART A RS E
B B B (PSQ-PP) #5 41 4 * 4o & Corey $# Volante, J. Am. Chem. Soc.,
1976,98,1291-1293 Fr 4§ 5= » R B B& A B4 88 @ - & McClard, R W.
% AN,JACS.,1987,10,5544 Fr 3k & » R 3E & % - & Capson, T.L.,
PhD % {x 3% X, 1987 & 6 A , Dept. Med. Chem. U of Utah, N % 4% &
& ,% 16,17,40-43,48-51 B , K AT R & -

BAEARANLRZA BB E » CHEERARAL Y
B 4T A& 1 0 2 4o JE ¥ 4 B& & (fenofibrate) ~ £ k& %
(gemfibrozil) ~ £ X T &5 (clofibrate) - X # 4% 8% &5 (bezafibrate) - &
L 4 8% B5 (ciprofibrate) - <] #| 3% 45 8% &5 (clinofibrate) & H #3 {1 4
% % A T (probucol) * R 4o f£ £ B & #] 3,674,836 ¥ F7 8 ;= = 48
Wi & 4 » % & 4 9T (probucol) £ 4 JE & & ¥ (gemfibrozil) & &
BT E S B % S Bl 0 £ o i #E AR (cholestyramine) ~ T 7| #f
% {% (colestipol) & DEAE- X # # % # (Sephadex)(Secholex®,

Policexide®) x4 & A5 & & (lipostabil)(Rhone-Poulenc) + Eisai E-5050
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N-RRZZEREMEY) - K2 LA & B (imanixil)(HOE-402) ~
W £ # fs & (THL) - £ & A5 k¢ A &% 8& & A% & (SPC, Roche) ~ A%
& 3% ¥ ¥ (Tanabe Seiyoku) - Ajinomoto AJ-814 ( H 47 £ 49 ) -~ £ &
& A% (melinamide)(Sumitomo) ~ Sandoz 58-035 - & B #. A& CL-277,082
MCL-283546 (=R K Z k4T £ %) ~ A dg ~ T & & £ i
(acipimox) ~ T & # # (acifran) ~ M E & ~ #H - A W & - T #
CE  RCEHAATR)TAY > Zo 2R F 44759923 F
i nd wmEBRRMAIELGAEA_FAE)RLEE
(ionenes) * % 40 £ B & #] 4,027,000 F rr B T H ' R E b E 4o
e B BR % KB -

A —HBAE o BT HACATH # B B LU T X PHAHB
TH 0 244 KRB H9-15(% HF & £ A (Avasimibe) 1999), "ACAT
WA BC-ON A RBAFEHKABNLEZHRAB &R 1 E 44
# % ", Nicolosi & A, & Bk 35 /8 #2 1t (Shannon, Irel). (1998), 137 (1),
77-85: "FCE27677 =z & 2 £/ A A & : M 58 ACAT ¥ #] &) » £
EHEE B EFENHLRERI S2ApBIOOEE G X 2 mENTZ
A % @ B B @& 2 & M ", Ghiselli, Giancarlo, Cardiovasc. Drug Rev.
(1998), 16 (1),16-30; "RP73163: A H T H A X Tk & -— X
& =k o¢ ACAT #¢ #| # ", Smith,C., ¥ A , Bioorg. Med. Chem. Lett.
(1996), 6 (1), 47-50 5 "ACAT #p #| & : & f& 85 & ) £ 43 & Ak 345 72
BRAAEFHET B Y P2 A2 MRH " Kause £ A,% 8 H
Ruffolo, Robert R, Jr. ; Hollinger, Mannfred A., 4 X : 4~ & & &
(1995), 173-98, % hx 4t : CRC, Boca Raton, Fla. ; "ACAT #p #| & : #
f & Bk 35 B AE {t & ", Sliskovic ¥ A , Curr. Med. Chem. (1994),
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1(3),204-25; " & % -CoA : BE B 8 O-86 £ # # &5 (ACAT) z #p #|
BEALBEEGEBEDH CAEAARBEAG EHZE —HK
7 M ACAT #p #| % . 86 % -CoA: % B &% 85 £ # 5 8% (ACAT) 2 #p
w AT - ERARZINRXEN[(I-XEERERE)F KRB
Z B R E B K ik b BB BB Y E M Sout A,
Chemtracts : Org. Chem. (1995), 8 (6), 359-62 2% TS-962 (Taisho % #
) -

WA o B T ALD2 X B E 2 & LAEG & > 2 4 MD-700
(Taisho B % 2> 8] ) & LY295427 (Eli Lilly) -

15 B5 S %) T A M Bl 82 9% g 4 #] Bl  #% {& A Schering-Plough
SCH48461 » 14 & 4& Atherosclerosis 115, 45-63 (1995) £1 J. Med. Chem.
41,973 (1998) ¥ Ff 48 7~ FH o

BB TAHABENS /B AR EREFHHB - Lok
% % M7 24, 425-430 (1999) & FR 38 7 H o

FEEAMBTAMRESE AR B & G E (CETP) ¥ 4] & -
& 4o Pfizer 2 CP 529,414 (WO/0038722 £t EP 818448) f2 Pharmacia %
SC-744 & SC-795 -

THANAFA LS T ZATP A 4 8 B ¥ AaE 4o % 8
ST 4o £ £ B § #] 5447954 F AR 48 7 & o

B sy B AL & K4 B F (pravastatin) ~ & & # &
% (lovastatin) ~ ¥ X #| & # (simvastatin) ~ ] 3¢ K # & %
(atorvastatin) -~ # X #| & % (fluvastatin) -~ & F| X % &
(cerivastatin) ~ [T 4 4% #| B % (atavastatin) & ZD-4522 -

FPXHARRZEABEMNHHENAIBREE - RIFAZE

97555 - 120 -



1337078

AHERLBFRELEAEHR/ KA L EEHN PRI TH -
ARALEDHUAHBRBELB(NELZIEAT)ZEE
EEE#500: 12415002z B MHA REAHHI0: 12
#1: 100 o

IR FXLBEELAIDCHBEREREZF&H - BERE
Ko ABRRERE -BEVXABRALRAMEZLERAEA
;}Eto

BiE LB ZHEABR I G LXATHhzsBEHNAT
FEFHRBELE -

BFHBERAZLS AR IR EARY  AS-BZH
AT oomMREGELEEFEHR T AL -
HRORBRE  SABEZERTHRAMIPH | & @ &
BORERERBAAHONEL/A2FZAHS00E LA AR A
HOIEXZEZHI0ES »HB —Em@R o

DB B REBEAXBRE RS AMIPIHHE 0 K=
HIZH50FE 7 BEBABHY2EZHA0E 7 > BEMLEBHS
EH20E R BB —EW@R o

HPNORIZE 2ABEZHRTIHKAHMGCoA & & B&
Howl M BAE o B o & 4R B B F (pravastatin) ~ B K E F
(lovastatin) ~ ¥ 4% %] & % (simvastatin) - T 3£ K %| # % (atorvastatin)
v 3 & 4 B F (fluvastatin) & 8 A 4% 4] # F (cerivastatin) » £ AF 4%
AZBEELBO L2 LE2 L ERTAMERIYEY 2ot T HEE
EHTE200E %W > BHREAHIEH0E F -
AEAHFAARBIrH B THRERAB EZF L ERB ALY
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100 L 2402000 /W E8EAHEHN2ET R EH20E T -

BEODREY  ZwohHBE - K34 HMGCAR R
Beip #l Bl 0 R HN01ZEZHI0E L BEBAHSEHEZE
L BEMRBAHHI0E 440 1 -

BAEORELY > ZohBIBE GEAA EHE AR
WH B AEAHIOEHS0E R > BEAHHEH200E
% o

AR BT T AR R H A 0 & I15-BH
f.1b Bg (15-LO) ¥ & & » & o X H sk ST £ 4 » o £
WO 97/12615 ¥ A7 485 5~ & > 15-LO#p #] & » 4o ££ WO 97/12613 ¢
P8 & 0 B ok ok B 4o £ WO 96/38144 F £ 48 5~ & 0 & 15-LO
¥Hl Bl 0 4o Sendobry F A,"E L F PR AHKLZHEL AN
Ez G EEFRIS-HEH RS HMERRI KGRI
B R 4t & 5§ ", Brit. J. Pharmacology (1997) 120, 1199-1206 + &
Comicelli A,"15-BEAf AL R L 30 4] - T R B XL MAE
BB, BT R &%, 1999,5,11-20 A7 48 & & o

AFERALCLSHABRE LA T —RKEANARE o RAY
o XRARBMRAZMEAINOREAF -

Lt by TEALAXAMEZRHE T  AEFED - ZE2@R
ZE R o BB ERE - ZRFIUMABEALS LR E L
RHREEZSHEIAL

B RS & Bl A % & % 4 B F (pravastatin) ~ F X H B K
(simvastatin) ~ /& 4% %! # % (lovastatin) ~ [T & K #| # % (atorvastatin)
- % 1% # B & (fluvastatin) & #& #] 4% %] & # (cerivastatin) -
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TRFEASEKFADPPIVIH H B — KA H —HiER
BB > TAHI 2 -3XESHREHE &8 BFLR
FREEGR B IrHE - SRER(ASER)RHR R
HE - FTHRRIBOLEY RREBR/REHHEAILERA
@ LA A -

TRARAARERACSCH A HEA L BF LB EFREM
& #| » T % AJ9677 (Takeda/Dainippon) ~ L750355 (Merck) & CP331648
(Pfizer) » & £ 46 & 4 B34 & & > W £ £ B & #] 5,541,204,
5,770,615, 5,491,134, 5,776,983 B 5488,064 ¢ fF7 48§ = # » H ¢
AJ9677,L750,355 & CP331648 2% #1 & -

TRABEAEARFALS WS HERBZIEHEEIrH B > T
B B B A7 45 (orlistat) & ATL-962 (Alizyme) » & & B & #5 4% (orlistat)
B & A -

TRAHAEARAEALE D EHRAZISBER (RSB
B) BB R R B 0 T A A A B MK (sibutramine) ~ 6 K B £
(topiramat)(Johnson & Johnson) % # % % 7 % (Axokine)(Regeneron) °
H F A& A 4 K& (sibutramine) £ i€ & # % (topiramat) A & 4 -

TRAEAARFTALCLSYEHKRAZTRRLBLILSL
¥ T A F KM L M A 4 £ WO097/21993 (U. Cal SF),
W0099/00353 (KaroBio) & GB98/284425 (KaroBio) ¥ £f #§ 7 # » £
¢ KaroBio ¥ # £ 2 it A4 B 8 1% -

TRAEABAZTALEYEHRAZIBRRER  TAHAE
¥ & 3 4 4 - %) 4% 88 (phentermine) - X & & Bk % & X ok %3 vk

EvEmrRET b AHEMLE-
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ZBEH > TAL 2B ETHETFE - 3k EBREF
(indomethacin) ~ B T X & & (ibuprofen) ~ — fL X B X T B & -~
AR & % (naproxen) - A & % £ (nabumetone)(Relafen®, SmithKline
Beecham) ~ m™ 3} & ot °% Z 8 (tolmetin) 4% (Tolectin® , Ortho-McNeil)
ok & B (piroxicam)(Feldene®, Pfizer) - & ;% #1 % (ketorolac) T =
B% A% (Toradol®, Roche) + X #r & & bk (celecoxib)(Celebrex®, Searle) -
B & & @ b (rofecoxib)(Vioxx®,Merck) % » & 3T ;A PDR ¢ A7 45 &
ZEHRA - .

A BHETIEEBHEEFZIERER > SoBEE
i 4§ % 7% #| (Sandimmune)(Novartis) ~ 5§ sk Bk o 25 72 o5 ~ 4k B
(Immuran)(Faro) & B F <% % » T #, 15 7 £ & 4 83 DPP-IV i #] 2|
LA A TUPDRY A EZEHRA -

bR BT EARBRERELSELBRCRLEEANER Z L
REBLBAE - FRBZERER » fllom AR LR L
4 % B (Immuran) - 3E &% &8 B2 » NSAIDS - % 4 £ T X & B
(ibuprofen) » cox 2 4 %] &l > & 4o 4 8K % B (Vioxx) £ £ #] | 3% #F
(Celebrex) * #8 & H # & & f.v8 » T R 5 5 & & 4 94 DPP-IV ¥
#HBAGIZKA  ETUPDRY MIEEZEHA -

TARAME AR KNFEADPPIVIe 4] & & 6% A ZAIDS & » 7T
HEMTREEBH B - BERGEBHE - & a8
WH B AR/ RAIDSHE eGSR A LT AL 2885 #
% A8 % # (dronabinol)(Marinol®, Roxane Labs) + = #+ 3# ¥ (didanosine)
(Videx®, Bristol-Myers Squibb) ~ ¥ 3. Z &7 & & % (Megace®, Bristol-

Myers Squibb) + ¥ ¥ % X (stavudine)(Zerit®, Bristol-Myers Squibb) *
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ZRhE  -BE BRIAKAEBI BT HALEGHHHE &
BABE - BF - HE RETHBEEHRE 2T
B AKE - HARAZIB EREALES X108 1,000 E
Az AT EE-FlEzrRhe@iBEaRXTRE: &
R 14K o
BOBRBREZAEVBRELAALTALEGHQCO0OERL) - L
BOSER)RBREBRS(SEARL) - HRAESHEB0MB &
Wt EBAZIRABRBE R AV TEHERGEGUE
FAMBZ0EAARABERAAESHEANADEKEY  REBHEHF KX
AREE L EHMER - MMNEAR GBI HEBRIARS
MP2EFAERBARS  REALATEHEA -
ABFEALSHZDPPIVieHl B FHTH G ZFRIRA AL
Bz A A MBPEF > RAEEDPP- IV H ¥ EHER - K&
ADPP- IV H Bl 2 H A FHKME)THES T XAEZ
Kok Bl E e

ERasty
SHEAERALAMZI AT AR E 0o TH YA HE
# ° /5] o Remington : # £ # £ @ F &%, £ 195k, 1995 & A7 ik
o bW TURERMKAZIR BB E LB - -REB -
ER CBRIFRXAINER

R EesmaesAEAZILEY L g4 DPPIVZ B
EEMN O REESLLTHEZZHRMERBXATHED RK
i HHMEELLTTELZIBREE  ETAKRBINHE
B ZMBREBERELERBEA  ZRBETEZIBE - M8
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&2 A wrz8HK -2l asht THEAEHFEE
Buabhz AN Hlo @BELRBITRAECAHERB
REe ABERBAHAE REKLEBRBRN ZRBTEZZEM
BE -IBE - KRIAAEREEMKX - & KA LMEHER T
ETARMEEHILEZIHE  RUBIIHLITZIEH - £
BRI RBYE - THILSY THRMARRKERZT B
Lol BEET - BERB - LETHAEK BER -
B R —8 -RRCCAXCERS - LEdH  BHEH -
AR 34 - @M L - BB sES B - BAH
BB B A BRASELY - F s AB M RB - TR M
B -BRERIBE Tz A Aot - ik - B K-
As A5 BE AR HA - BS Ay BR H ok BES L H b — 85 - B X WA A B
BEEH - RALLH BIFAL4LFARLH A At
Bl o Flthi » REXHBETEHLLARLE T 4o 21247
HERBLYE S ERIERRBBHA b8 R -_REKH
MBS RHAYRES  HREBRISTELASHER - LA
FR BB HHEBRERE - ARAIEFTTHRAL
BHE PR B o2 RAAER NAHRBREEARB®E TN
Rtz R FAREERES -
ReaohTERB BAEXTE M E@EehH - LB -
YESERZE BHBR/IRZEHWEERL AFXEA
T A FTHALESGHRE -
BERBTHIEMERL » K 1hFH K& & % % DPP-IV 8
FEHRZAFRAEHRLLYHEERET XMEZHAM
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B oBpop-F W 088 AT KR -BEALFESR
W Bl BB - M AT - BKA - AER LA - &
R-BRABERIAKT o BAHEBRMLE -
FZHERABEBBRBETORKE  AITHEHBER » X Hy
AZARBAKRELERABBE Y » AA T2 RB MK
MR- MR BRE - MEBTIEE LR KA
BEEIRAATEN RABZ AR RFERERBRBIEFR R
Bk Z WK e
HnEHRE HETLE W HDPPIVEEFEMHZ KE
Ribsd RO EAMAIBEARBRE T @ 455 % KHER
Bl U ABEBER - RETEADWE » ZoREHR
Bl @ 85 FBBFHA > RIULMEB > 24 ip s (80
BRER)REHE > A RE > B XARXRTEE -
HAELBER  HHNBEEHLAHTEIHERIRF
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Xiv) 3@ By A& it BR & E T ¥ ) B

xv) A R Al

xvi) G-CSF ~ G-CSF #t {1 # & G-CSF % # # & #| ;
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APR-HO39242 + GW-409544 « KRP297 + AC2993 ~ 7, % 4 (exendin)-4
+ LY307161 -~ NN2211 & / & LY315902 ;

REasd R4 ARz AR BELARE £ F
bt AHAPRELABEZXTESTHLALEAHO0O 24100 12
B W7 A

REas  HosrBHZILbDERBLRER £ F
HRRME A MBE LR EFAES B - BN H A -~ 5-8E
R SER)EHBERIH A - FREXBBILEH - AR
BB R/ RE®BAILERSG LHEH A

ReEasd RO ABEAZCEDEREBRE £ TR
Be BE B A A R #F 4% (orlistat) -~ ATL-962 - AJ9677 ~ L750355 »
CP331648 -~ # # & BZ (sibutramine) - it & #r % (topiramat) ~ & %
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et BB R EPAM B L - floor ABEKZ ok Aok fl4
HBFEA S RAKMIREAT A mMB-aRBZMES
=-T4 -
FRREA"—F Al EXRAZI"RA" L 42
29 BAA2ESE A ARRKE EoFRCl - 84EAF
% 4o CF,CH, - CF, % CF,CF,CH, -
"FRRAA -8B GEPLPEXZTAZ"HRAL"R"K
AKX" HAeR2Z29B B4+ A2Z25a8 XARKE ZwF
#Cl » 81 &F » % 4 CF;CH,0 - CF;0 & CF;CF,CH,0 -
WE"SHERK"A"SZR" ) GCEHMBARSMERE(H0ER
A BHEA S A - BFEAR/IREREL) AT RMER
tERuGARBABERMELA AR ELAE"BRLERE" - &
BERMERTFREGIBEETHBA"HR"ER - $RZ 4

B T#He Ll z2RAREARK o - KA FRE
%%‘ﬁi’%‘;& Jﬁ\ f‘“ﬁi J_‘Eé © O/ ILL% 2 Bk
A - BB A - BB E - R ELE - A A Rt
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B~ FRARA c AR A - B - 8 - B8 MBEA - FHERBS
B AE ZRAFTE - RAKEHBGEAA -
[Er5 R ]
x #1
A RAzE - ST HAEAGLIB TEHIERMNBEETHL T -
x #i1

(2R)-50 Pro-(1S,2S,3R,58)-% # — Bi &5 B & B (2) 2 4 &
NEAEBEHEZERBEBRZAREBETY  £RAR
T HANBoc-m a8 (0% » WTEELF » 1 ¥ ) &K
THF (60 & # ) - £ 5 88 & & 5 & A 47 £ -78°C » 3 # 30 4 48 3
Bl > 1218 A sws-Bulig R (100 E # » B & ¥ 2 14ME &
IMEZEFR) - BB EBEEZRMN-TECTHEI o & F
BOMe);(39% # ' 350 £ E )R » REBH AL > E 14
RABEELREEBULERZOC- £ 00CH RI FAKE2
EH)VERBEER »FELBHREET R H E £ 2NNaOH (250
EH)Y EER 0 B 2 EtOAc (150 & F )i ik o 3 & & Ao

INHCI 4 7k 48 8 16 2 pH3 » # #% A BtOAc (3 x 120 £ 4} ) ¥ B -

BEBERASM - B UANLSOM AR » RiBR%G » A4 8
BAEMBMERBL P IBEER) ARXMHEEED B > 8% E
EoRAE—F b EMBEENE=Z-TEAFARUSOEH)
P RAEEBFTAMERE WIS 13EELF) &
2 E W - 18/ 8F R BrRE 0 E4E ()R K = &7 B 8k &5 AR
B IL(E » 1 3T K/EOAC) > MFHE B LB
(2684 %, + 768 E X K » 76% & % > Re=0.6 » £ A2: 1 & %/

[

o}
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BEEf L EE A BB 8B LAR/HPMASR &0 2L B 4 ik 47) - Boc
FEEZBRGLEEREINEARRTY £ KBS FPALHEO
C &2 E&KHCI(AB)RBEABTRION & Rl X HH#
MER 2B GEABRYMERBTFR ERAZET
BHERGITHC BANMHKHECRE - ASEEH - /ME
B2 RILREE AU Ty KXEFT FHC R E R
RV EZ = HQRS0E ) ¥ 0 B A Ao B AT B G
B RZEABHSIG MELRLKEETRY B
EAHRETHBBEKE B REBEEMNRYD2-7E200EH#)
P BAoH o AHB AL  c BEMERBHBR
THATBARKEMBARAZIGEARY  REEH L
HBaeBg-(0427% % F23% & %) ! HNMR (400 MHz,
D,0) 5 4.28 (d, ] = 8.0 Hz, 1H), 3.06 (m, 3H), 2.18 (m, 1H), 1.96 (m, 2H),
1.78 (m, 3H), 1.62 (m, 2H), 1.21 (s, 3H), 1.05 (m, 5H), 0.84 (d, J = 12 Hz,
2H), 0.71 (s, 2H), 0.62 (s, 3H).

x 2
2 7AdLA Y ¢ 2R)-1-2-3F & K B A - & X )-4 Pro-OH (4)

Z A K
$ B1: QR)-1-2-£ £ T & £ )-# Pro~(1S,28,3R,5S)- % %% — &% &5

(3A)

£ LEMEKCHCLQR0E A ) ¥ 3 &4 % 20C 220367
I3 EEEF)ZEZRN > PNBKA T A AR E&
(1234 EH#  ISS2EEF) - A HE T BREFTE4F X BB
HA24EH > IREREF) /AL TERAELEE R 0 R
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EBREEFTR - 008Kk HERB—RAHEOC £H
m200F F#O02NHCl/E & » B A HBRAERE MAKEE K
RE REFRabm BTLCAHE — k22 18 Kk /EOAc »
Re=022 > 8 LR/XPMAS & » R B AR EIT) 4 AN
T -4 8 &% & — % 4 o 'HNMR (400 MHz, CDCL;) 6 0.80
(s, 3H), 1.25 (m, 1H), 1.26 (s, 3H), 1.42 (s, 3H), 1.75-1.96 (m, 4H), 1.98-2.10
(m, 3H), 2.12-2.20 (m, 1H), 2.29-2.35 (m, 1H), 3.12-3.16 (m, 1H), 3.47-3.53
(m, 1H), 3.58-3.63 (m, 1H), 3.97-4.05 (g, 2H), 4.30-4.32 (d, 1H).

$ B2 QR)-1-Q2-% /& & A& & -2 & £ )-7 Pro-(1S,2S,3R,55)-% *%
— B & (3B)

FAE S M3AE N £ KTHF (<150 £ #) F » # 2 % wK,CO
(B5%) £ A4 Z0C » AL A MWERAKEQRINBRL » 28 E X
F) #EZBRELLSGHEHREETR  ERHFBR - TLCH
THAEARAEMEHKR IR BB RLIAYBEBERLLS
4 WCH,Cl ¥ Z 5% MeOHQROO £ A )k #% * £ R &% » M A 4
M EABEE B o s E RN CHCLA5 £ #)
FoRERAMNWELGOR00EA) X R AERKHEBR - KRR B
BT R ZIAEG &EER » 3 AEOAC(2x60 % # )£ T &
QxS0EFF )k deim Bt > REHE > MFIBQRBI2KE » 1205 %
FE) A LA KB B HRLEBRBERRE &
ER 2 aMEBESMGHE RBREE_MERE®HIBGIT A
257 £ F) > 3B(35.09% » NI E XL F )42 i £273%A
# o Re=045( &£ CH,Cl, ¥ = 10% MeOH) - !HNMR (400 MHz,
CDCly) & 4.18 (d, 1H), 3.95 (d, ] = 16 Hz, 1H), 3.6 (d, J = 16 Hz, 1H), 3.46
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(m, 3H), 2.74 (m, 1H), 2.36 (m, 1H), 2.16 (m, 2H), 2.04 (m, 4H), 1.90 (s, 1H),
1.74 (m, 6H), 1.61 (s, 1H), 1.46 (m, 2H), 1.34 (s, 3H), 1.30 (s, 3H), 0.88 (s,
3H).

P B3 2R)-1-(2-% /% & B % -2 & % )-% Pro-OH (4)

M 3B(40.59 % » 1085% ¥ X )A H,0Q00 & » £ & & fo
NHCI#H 2 ZpH2) F 2 & A » Z ATk (Q0EAF)HL XA
MER (13371095 L F) i dmsa oMz -
MHEBRIRRE » THUNEFHEARN > AT EHRSE
R oo o BEKE o i3 Ao £ Dowex 50-X2-100 # F % % & 4 (H+
M) RUAKEE AR EERYHAL - X & A& K
ERQLEER)ESEE  BRELEELTERNARLE A4
42391 % » N6 EEL F) > hast Lt LaHBEH > N2%EF % -
4 « TFA # !'HNMR (400 MHz, D,0) & 3.88 (dd, J = 8.0 Hz, 2H), 3.54
(m, 1H), 3.42 (m, 1H), 3.28 (m, 1H), 2.96 (m, 1H), 1.96 (m, 4H), 1.85 (m,
2H), 1.63 (m, 7H) ; MS (ESI) m/z 223 (M+H-H, 0)*.

R #3

1-2-8 B B % - 8 X )-m § =k =5 -QR)-AH & (A2) 2 4 A

BRABLEMGRETHIZEEF  ERAETALDE Y
A& ° "HNMR (D,0) & 4.08 (dd, J = 12 Hz, 2H), 3.54 (m, 1H), 3.38 (m,

1H), 3.07 (m, 1H), 2.26 (m, 1H), 2.09 (m, 2H), 1.94 (m, 1H), 1.71 (m, 1H),
0.88 (s, 4H) ; MS (ESI) m/z 195.13 (MH" -H, O).
x 54
1-2-C- A -2 M -1-A Bk £)-T 8 K |-mw & ot % -2R)-# &
(A3) Z & mi ¢
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REALAYHRBEETF2Z22F  RABAETREHER
B ° 'HNMR (D,0) & 3.94(d, J =8 Hz, 2H), 3.54 (m, 1H), 3.40 (m, 1H),
3.09 (m, 1H), 2.41 (s, 2H), 2.09 (m, 3H), 1.93 (m, 2H), 1.87 (m, 7H), 1.71
(m, 6H), 1.56 (m, 2H) ; MS (ESI) m/z 305.21 (MH" -H, O).

® #15
1-SR-% % -vg & wh & -2S-% % )-v9 & vk 8 -2R)-EA & (6) 2 4 B -
% ¥ 1: N-Boc-5-% £ Pro-(2R)-#i Pro-(1S,25,3R,55)-% %% = &% &5 (5):
# N-Boc-5- % % -Pro-OH (0.84 £ ¥ ¥ ) & & x CH,Cl, ¥ 2 ik

A OC)HE &N #& MEDAC(174 £ %0091 £ ¥ ¥ ) 1 HOBt (105
EALO0TSEER) - BREBHNOC THR#EIS 4 R
Hm2QO0OE R 07TEHE F)AN-F X BHREHK025F # > 21
EEXF) LBEREHBRELAZETE RELRRAEZ | BF -
Wtk o AeNaHCO;(I0E A )EBASEREH F K EBRRP
EtOAc(2x 15 £ #) ¥ » M Bk (15% # )ik # > 2 Nay SO, 8 k&
B ORE O RE—FTEBETREHLILFE TR
2z BtOAC # & & 75 8 » 30-50%) * M #F 5320 % % > 062 % ¥ X
88%) » Ak a & B & -

¥ B2 1-(SR-XK % -w9 8wt % -2S-B K& )-w & wb % -QR)-8 & (6) -
#ESCER0R2EEF)AB KB I I KAZTR  RE
AHCI(R B )tafo > B AMHELNF - KLk P EERMNE
TTRG > MM EER ELENHLONEAN & #
A MNHCIHE L Z2pH) A2 o R (I0EH )R XA ME (T4 £
O02EEF )Y LR AHMRSWHINRYE - Ao
BHROKEE  ENUNGFEHEARA AT EHROR - 4 8
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KB v i #w E Dowex SO-X2-100 8 F % 4 % & (H % &) + &
ARBEE BB EERTMHAL - UHARERERQCE
BB s SR EEEE®S BT A & L EBLT6
TR O020FETEXHF) AL T eBEH - '"HNMR(D,0) 6
7.46 (m, 5H), 3.65 (m, 1H), 3.44 (m, 1H), 3.04 (m, 1H), 2.54 (m, 1H), 2.38
(m, 2H), 2.20 (m, 1H), 2.06 (m, 2H), 1.86 (m, 1H), 1.66 (m, IH) ; MS (ESI)
m/z 271 (MH* -H, O).
x 516

1-(% 8 whb w2 -2S-% % )-w & wt & -2R)-8 & (B2) X & A&

BRALCSGYGRBEETHSZEAFA  RAETRAELEHE HE
B ° '"HNMR (D,0) & 4.07 (m, 1H), 3.61 (m, 1H), 3.34 (m, 2H), 2.94 (m,

2H), 2.16 (m, 1H), 2.03 (m, 2H), 1.87 (m, 3H), 1.56 (m, 4H) ; MS (ESI) m/z
209 (MH* -H, O).

X &8
1-(2,3-= § -1H-v3] =k -2S-% % )-v9 & wt & -2R)-A & (B3) 2 4 A%

BRRLOIMERBETHSISZEAF SR BTREHWE R
A ° 'HNMR (D,0) § 4.54 (m, 1H), 3.73 (m, 1H), 3.58 (m, 1H), 3.34 (m,
1H), 2.48 (m, 1H), 2.37 (m, 1H), 2.06 (m, 3H), 1.83 (m, 3H), 1.58 (m, 4H),
1.32 (m, 4H) ; MS (ESI) m/z 249 (MH" -H, O).

K #9
1-(4S-% & -v9 & wk & -2S-% M )-w & ot % -2R)-A & (B4)
z 4B

BALAYGBRETHSZEAF  EREE2EME R

A ° 'HNMR (D,0) 6 7.34 (d, J = 13 Hz, 2H), 7.27 (m, 3H), 4.79 (m, 1H),
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3.83 (m, 1H), 3.59 (m, LH), 3.34 (m, 2H), 3.06 (m, 1H), 2.53 (m, 2H), 2.08
(m, 2H) 1.77 (m, 1H), 1.64 (m, 1H) ; MS (ESI) m/z 271 (MH*-H, O).

X #) 10
(2R)-1-{2-[(3S)-w G mb =8 -3- K B K |-L BE K }-m & b B -2-80 &

8) Z 4 =&
NH;

. (_) QB’O
{ 3~ h (K
a | Bb_@':< Boc //&0
§ +uNH
o ‘ K,CO3, THF O ‘ 7

Boc
PhB(OH),,
H3O*, 12,45

P,
N~ B
//& OH
0
O.MNH
HN 8
T 1 CQR-1-{2-[QS)-1-F =-TAH KX -m Hwbog-3-% ik X
Z & X }-w 8 ot % -2-80 & (1S,2S,3R,59)-% % = & & (7)
B EXMMNIBERAEZIEE K AQGS3IKA-u
g -l-B B S -TESRERK - 6574 UEHEF
(CR)-1-{2-[(3S)-ma H mt &8 -3-K BE X |- 8 X }-m & wt & -2-8 & (8)
BrErExXM P —BEmes3BrrnrEmitz i £(F
12 THEINERET - LA W8 L& & B 44 % 15 - 8. TFA
& . ' H-NMR (500 MHz, CD, OD) & 4.12 (m, 3H), 3.76 (m, 1H), 3.54 (m,
3H), 3.41 (m, 2H), 3.26 (m, 1H), 2.55 (m, 1H), 2.28 (m, 1H), 2.05 (m, 3H),
1.74 (m, 1H). MS m/z ( 48 # 3& & ) 241 (M)(27), 224 (100), 209 (73), 155

(47).
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® # 11
(2R)-1-{2-[QR)-vg & wt & -3-% pc £ |-Z & A }-v9 & b B -2-87 &

(10) 2 4 &
NH;

-~

0
. [N—>~3’
ot & age
N Bb—@i‘< e fgo §
- NH
o KaCO3, THF @‘ S
Boc’

PhB(OH),,
H30*, &%
(g™
N8
f& OH
O
NH
HN 10
F 1. QR-1-{2-[BR)-1-F =-TE B A -w f w5 -3-% 8k X

z &K }-w & ook ok -2-80 & (1S,2S,3R,5S)-% % — B & (9)
BREXHAIBEAAEZRE » £ ACR3KEA - &
k-l HBER - TEEARREAEKE Lo HI%RBRFT -
MSm/z (48 # 3% & )476 (M+1)*(100), 376 (74), 239 (38), 224 (67), 155
(55).
F B2 QR-1-2-[BR)-m futg-3- X |- B X }-w Gat %
-2-8% & (10)
BEXMPNER —ESMea3BEmREmtlzi £(F
B2 SHEDNEREI - LA W10 G & EHEF -
10 « TFA 2 . 'H-NMR (500 MHz, CD; OD) & 4.13 (m, 1H), 4.08 (bs, 2H),
3.76 (dd, J = 13.0, 8.0 Hz, 1H), 3.55 (m, 3H), 3.41 (m, 2H), 3.27 (m, 1H),

2.53 (m, 1H), 2.26 (m, 1H), 2.10 (m, 2H), 1.99 (m, 1H), 1.75 (m, 1H).
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MS m/z (48 # 38 & ) 224 (M-17)(100), 206 (25), 180 (29), 155 (70).

x 612
A PB4 A % : (2R)-1-[2S)-— £ v B -2-% % |-5 Pro-OH (12)
Z & R

FB1: QR-1-[29)-1-F =-T & % £ -— & = B -2-% X |- Pro-
(1S,28,3R,58)-% % — 8% &5 (11)

»RS)— R wE-12-—#%81-% =-Tas(69% % » 08% &
F)ECH,CLGEAH)T ZERMN » % mwHOBL(105 % % » 0.8
EELF)AEDC(IME L 09 EEF) - R RHRBERE
Kics P AHZEZOC BLIOK 4 B EAALH 2200 % % -
07Z X FE)ANMM@O25E > 21 £ % F) - {8 R &K &K 2 #
FER EHEHBR - BREALSH U A HZCHCLGEEA)
# % > U NaHCO;(2x10Z #) - O.IMHCIA BZRGCEF)R G
KAOE A )ik # - 12 F # B UNaySO, M K iR > E KRBT
A AU RZIZBRBZEDBRETEREHN &L (B & E
BB E R AEtOAC/ T E 1 2EOAc/ T 4R) » @ 11 »
HERAEHE -
¥ B2 (2R)-1-[(2S)-— £ w M -2-% X |-% Pro-OH (12)

BlbHN @B T ZINHCIRZ AR  "ERT
BHAINF - NAZETTHBRER BEMBARZIZEHIER
ExMPrREMBEIMEZRR_BEIRAERE - LE
W1244 4 & & B 4 % 45 - 12 TFA 2 ' H-NMR (500 MHz, D,0) &
5.23 (m, 1H), 4.11 (m, 1H), 3.90 (m, 1H), 3.42 (m, 1H), 3.18 (m, 1H), 2.99
(m, 1H), 2.79 (m, 1H), 2.55 (m, 1H), 1.92 (m, 3H), 1.63 (m, 1H). MS m/z

97555 - 156 -



1337078

(48 # 3 & ) 199 (M+1)* (7), 181 (M-17)(100), 152 (53).
K # 13
25 Clé @ (2R)-1-[(2S4S)-4-8 % -v9 & vt & -2-% K |-
Pro-OH (15) Z & &
T BR1: QR)-1-[2SAS)-1- = - TR E A AT A A KA -m &
wt % -2-% & -3 Pro-(1S,2S,3R,58)- % . — &% &5 (13)

R LXMHIE KR AEZ#E #FA (2S,4S)-Fmoc-4-8; %
-l-boc-m Sab g 2-H BE (628 F 5 P 22FE E F )M KR — A m
A2 B EBIEZ-TE - AW B3 UERALEHBE B
EERANT -8 8F&—F 4
T BR2: QR)-1-[2S4S)-1-F = -T R B X 4B & -w ok % -2-H
£ -7 Pro-(1S,28,3R,55)- % %& — 8F &5 (14)

L ELAEANDCMUOEA)F ZI3ERN » —RF =T K
CEH) EHRABAZILESIRLEERTHRHEBR - K
B ABHEEHB EAR0ANSZDCM £ F B - RAHE
B A ARZ BB ERERNEIL(FE UDCM ¥ 225
E25%MeOH# E a8 > SdLA/KPMA » LB R &IT)
B34 AA R EEE B%EE BE2ES &
¥ B3 (2R)-1-[(25,49)-4-B% & -9 £ wk & -2-% & )-# Pro-OH (15)

FEX LA 124 & ¥ M #» N-Boc & 4% # & % %
BEKBERMEZRERAEZM - LAHISHEUE &R
B % 43 - 15+ TFA # 'H-NMR (500 MHz, D,0) 6 4.42 (dd, [H), 3.87
(m, 1H), 3.5 (dd, 1H), 3.28 (m, 2H), 3.07 (m, 1H), 2.73 (m, 1H), 2.64 (m,
1H), 1.86 (m, 1H), 1.72 (br m, 2H), 1.55 (br m, 2H), 1.34 (m, 2H). MS m/z
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(48 % 3% & ) 228 (M+1)(55), 210 (M+1 - H, 0)(95).
£ 4 14
£ DA #H : CR-1-[28)4-F S s 8 A -5 K ab o -2-5 X |-
i Pro-OH (19) Z 4 &
T B1: QR)-1-[29)-1-8 =-T A # £ 4-F 8 5 K -X & bt -2-
% % |-90 Pro-(1S,2S,3R,55)-% % = &% & (16)

BREXHMAN A RMAEZHBE 0 kA (2S)-N-1-Boc-N-4-
Cbz-2-x b BB (L 26EE F)RAR -~ A wEdE-12-= %
B 1-% =-Th - "wBERREWHIL HIiFLSH16(69 %
A ISEEF) ST A %2 > Bakd - MSnz (48 # %
B ) 618 (M+23)" (17), 596 (M+1)* (100), 496 (38).

T B2 2R)-1-[(29)-1-F = -T & # & -5 & ok % -2-% % |-40 Pro-
(1S,2S,3R,58)-% % — & 8 (17)

ML MI6GI4E £ 03 EHL F)EMOHGEFH) T 2 &
R AmPICAERL) - HRADPH KRR THHFE2 N
BF - "RERZAT BELBY R LHELEBIE - £RE
THBREH LR ORBIHWEANRT S8 85 & —
% &1t - MSm/z (48 # 3& B ) 462 (M+1)"(100), 406 (12), 362 (11).

T B3 CR-1-[QS1-F =-TARR A 4-F s A& - Bmbo
-2-% % -4 Pro-(1S,2S,3R,58)-% #% — &% &5 (18)

HAESHm1TQIAE R > 046 E 3 F) L CHLCLGEE#) T »
BAEOCZERA » 484 % HoN-F K % 33 o4 (204 8% 7
9L E VA RIEF BB EA  0BELEHE) £ RE
REMBHEETR EHEHEINF - KK ACH,CL(6E F)
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RAKOEF)HBBEREY - % A 448 8 8 > 3 22 MgSO, M K&

BenBAEL ERBTBRER BAKBIHES
B 4 44t (&7 B ) 48 B BIOAC/ @ 45 3% A 4 45 B 5 8 B -
mI8(112F 5, ° 021 £ £ HF )44 0 45% & % % 13 - MSnvz (48
# 3% &) 562 (M+23)* (14), 540 (M+1)(100), 388 (75).
¥ B4 QR)-1-[(29)4-F £ &% & & - £ 9k 4 -2-% % |- Pro-OH
(19)

b X LA 124 A ¥ B 7 N-Boc £ M 1% % 2 R =
BEKAERAMEZBEREMAZI8UZE L » 021 E 1) °
e H19B2E 5 011 £ 3 F )4 X53% & £ & 4% - 19 « TFA
2% ' H-NMR (500 MHz, D, 0) & 4.32 (dd, J =11.0, 3.5 Hz, 1H), 4.05 (m,

8
=3
&

1H), 3.93 (m, 1H), 3.77 (m, 1H), 3.60 (ddd, ] = 10.5, 8.0, 2.5 Hz, 1H), 3.47

(ddd, J =12.5, 3.0, 3.0, 1H), 3.35 (m, 2H), 3.16 (m, 2H), 3.02 (dd, J = 13.8,

11.3 Hz, 1H), 2.93 (s, 3H), 1.96 (m, 2H), 1.81 (m, 1H), 1.72 (m, 1H), 1.56

(m, 1H). MS m/z ( 48 #} 3% A ) 575 (12), 328 (M+23)" (6), 288 (M-17)(100).
K #1 15

27 Fit 4% ° (2R)-1-{2-[(3S)-v9 & wb & -3-3& B X -2 & % }-90
Pro-OH (21) Z 4 A&

F 1 CR-I-2-[3S)-1-B =-TERHEE-w B mbog-3-RkX]

Z & % }-#0 Pro-(1S,28,3R,58)-% % — &% & (20)
ERLELXMABLIRAMEZRE  KACGCS)IKLA-m &

k-l KRB Z-TEARRELAEK - LE5H204 X b BT -

¥ B2 (2R)-1-{2-[(3S)-m & wt % -3-K& Bk % -2 & X }-# Pro-OH

(21)
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1t 4 # &R 7 8% LC-MS
5
60 A >H( O Q 679 (100), 340 (98), 322 (7
N, N 0)
o) ”ﬁg ,B~0OH
HO
61 A 346 (M+1)(100), 328 (12)
N(jNH N
B—OH
O HO

62 B OH 249 (M-17) £ & ,

267 (M+1) &

63 B on 289 (M+1) & &,

AW B 2711 M-17) £ &
OH
O
NH
64 B [, om 289 (M+1) & &,
NTR 211 (M-17) £ &
(o]
NH
65 B & OH 213 (M-17), 425 (2M+1)
N B
OH
S o)
\NH
66 B oH 282 M-17) = &
Q‘@’
OH
O
NN
N
H
67 © 257 (M-17) £ & .
£ 275 (M+1) & &
0]
HO’B‘OH
68 B & OH 209 (M-17) = & |
-1 227 (M+1) &

97555 - 164 -



1337078

it & #

% 7 8 % LC-MS
% %
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