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kL, 5%, 7 v RRFHEAFGRRT
Y (72 FI9ORERNL) CEFETHF
ETHD (Scheme 4) ,
NH 2HCI

Al"g - HZN)]\H/WCOQEt
NH,
NH
N CO,Et
HN O
19 7
R1

Scheme 4.

— 5. CRMDERR HIT > 7=, T glycine
DTIJEE_VuFR AR NVET
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{73 C20% 45, $7-aspartic acid®d /b
BEINEEPTAFNLE LTHREL2I~NE
L, BN T208 218 DT X RIEEATV,
NTF RROEHEIToT, GHRIL, 198

ORI EY, BO R RTF R~ &E
<FETHD (Scheme 5) ,
Glycine —» HN/\Cogﬂ
ChZ
20
Aspartic acid HZNW/\COZMe
COQMG HCl
21
20 “
+ > HN CO-Me
CbZ O CO,Me
22
Scheme b.

0 —2. J9oERT I rERVRENE

WSS B 5T F RO EMERE

Arg-Gly-Asp=7"F Nizxt L, *FEEAT D
WIKRDEEBETODLEND D,

1. SEOSKUREWE B 5 72 LY |
BaZIT 52 L, WOIZE DRI
11043 &5 T8, IRBEBEMEE I T NI

WM THEATOMNENRS D,

2. 7vBRT =4V ERAWCRENERRX
RICBWTIE, TOoRE () ok
DT AT IERRLT 2 REBD MK 53 i 13 8
a3xhs,

3. 2 LRERICEDORE (HEE) oD
ARFF RO T & IAHETT D RN
HDo

%:T%ﬁ&y&f?F%%?WMé%&
L., 7 vHkiZ FERETEIT o 70,

FF T T oo AT SO
Ko7 2 Flick v ETbEHOT IR
TAFNE . EEEONMKSEICL T
PRI F RUEBTNENEMR LT (Scheme
6)

Ph
Bz.. + :1\ HC
H,N

N~ ~COzH
H CO,Me

BuOCOCI

H
Bz. N COsMe
EtsN NJW(\Y'Q
H o =
Ph
J\ﬂ/ \/COQMG

Scheme 6.

NaOH
then HCI

BoniET MMEEMIT T v BILRIS DS
FETAT U, BiR U 72 BIRS OEITIZ OV T
DOFER Ztable 1WIRT, T AT N23ITCsF
FETE0CTMALEZEZ A, BIEIED
PERGICEMENEZ Y | KIGE®OHNR
2R MNVEVWBEEDVT AT VA —
DA, M1:1THY, BELTWE
R EIT Lz, £2BuNFE AWEHEIC
b FERRIC B LOEITRR T, —7,
24DBA TN TIRICTME L =HE I
BWTHIT AT LA~ —DBEEILS0M
Hz D'l NMRA HAFREE PIZ 3V TRERR S vz
Moto, XL, BAR VBRI G SR
NTELTLEERDZET, ZXATER
D e PLRBIZEET D71 b ORIGHEDR
BFLAEEDEEZLND, ZTOFEEX

28D BMAL N = AT NV o ML THEITL TV D



TEERBLTWDS, —F, TIFREHE
AT VESD IR FRIZ DWW T, £ TDOK
NS, BUSEEIZBWNTED LR -
77

Table 1. 7 v FLFHIZBIT B VT F
’23, 24D EMDMES

compounds conditions isomer ratio hydrolysis

23 A 1:1 non
23 B 1:1 non
23 C cat:1 non
24 D <20:1 non
24 E <20:1 non

condition A: CsF (24mM) TFETF., W% 7
R i~dg& L2 ARE60°C TN,
condition B: CsF (24mM) FHETF. B %

DMSO-dg & L2 F [E160°C TNk,
condition C: BuNF (48mM) 7F7ET. W%
DMSO-dg & L2 H f160°C TN,
condition D: CsF (63mM) HFHFET. &%
DMSO-dg & L1 H [H195°CTHnEA,
condition E: BuNF (50mM) 7E7EF. %%
DMSO-dg & L1 H [f195°CTHNEA,
non: PUSOETHEE IRV,

D. B

1. IE~TF FHALEY DG RURES

VT 2V RAE U H AN — P — AT
b EWMFED BRI LTz, RERICBIT
LHEEE EIC2HON B UREEES
AL OEREIT, A T 7V UFEAEME
ThHITT=UUEE IV VERO
FEEEOREITO ZEBMETHDB, £,
AEREIEILZ D% A T OIEHERRIZE

WTIHAER A LD EEZ BN, HLR
FIONVEMOEHLER L, Ex DAY
ARUICERTE b EELZOND, — 7,
A ¥ F—=NVHHE A—F— L&
B LTk, GROREE X+ okfEsny
Salb—va iV TERNWIE LY,
OfbEMW~EEBT & LEZLNRD,
SIE. NRIGOArgEAL % BEE LAFES
RANR—HF— TG, ETIECREED
AspHEE L7 7T =V VEMLOEANEIT 9
TENR, BOWAHEEEZI LN,

2. Arg-Gly-Asp 7" F NEDOEKBE L #*
D7 v FLORES

RTF REDT7 vRT =4 XD REE
WEUSIZ T D B EMEIZ DOV TRET LTz,
FORERT AT NAREFF OGO B
NHER SRR, WLVRUBRTHRED LR
Bhole, TOEELSFOREFEH OB ®
BETDL. 7y RMTEEBERTIT &
EREE LW, 5% 046 KL,
Arg-Gly-Asp 7 F RE G L. KGOS
W7 R BITEIRW R T AR EITN T v
NECEALTCERESY RS FEEAT
H— K (Fig.6 A#E) &, N-T7 I /VArg
L Gly-Asp X7 F P b EFOFEERZEL
J— b (Bik) D2EMNTFEETHD, 7R
CDTDDT U NEERFTT D72 DITITA
ER, o, S TREZED D L BIENE
NTNWD, EBATLHTINEIZONT
X, 7y REBE LGS, RKISEOR
WHBEEDOZARER TH LM, /7=
VERE DRI OWTERET 20LERS D,
S®IL, BUIRIBATA R, TIANTA
R, a~-HINVHR=NT A RialET I VE
WCEAL, 207 vy RIS ERETT 54
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ERH D, 7. PROEEH O SRR
MEEZEBE L. BEOPFOEA LRI
FELEZLND,

H,NT N

H NHp
Arg-Gly-Asp

l method A

N N

O X
T method B

)'\JT /q—cozH HoN
NN + \[:T—COZR
Pro m

O X

Fig. 6

— 75, AMeEWiEmR Lz K o2, wmal
WL LTOHRBLT, AT F FHRHA
DA T TV ATKT DR O AT
IO DOEMEYE LD, ERBIERO
EAREAHIREND Z &, EHEAHE
ORI FEFB 2 IR Z ST D728, H#Ob
FENEAALOBEA G FRFICRET 2 NERDH
Do

E. %

1. Arg-Gly-Asp<7'F K% U — FMLEWIZ,

T =AY U A —E LI
{EEWRBOERICHI LT, AERIZRT
BRI Z LS OIS MHEERICBIT D
BEARFEETHY, £, REENV—
kB OIEZAEE BRICNRTH D, Fo,
V3o b—Ta VIZTHERE R LAV
R— VB & A X—H — /LB DS
ERAPEELEL, A —H—DO&

BERER I, SBREIAFES ML
EWE A= —IZHNDTFETH D,
2. 7 vRRTEET 5D Arg-Gly-Asp~7F
NEOGRBF Z1To7c, #BERDT vER
L2 BT RIS DERE SN, BURD
EEPRIRTAZ LT, BIRIGEZREIBETE
HZEMNHBA L, Fz. BIRIGZ BB
DIz OIZ2EOEHKNL— FRFRETH D Z
EHIE L7,

F. fEfakRiF®R 2L

G. Wrsedsk

1. Fm3CFEER 2L

2. FEER 7L

H. e PEMED HFE - B8k
1. FFEFEUSE 2L

2. EREFERE L

3. =0 B2 L
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EFER MM & (A0 IR B I HEERT JE 5 26)
(534H) WHFEmEE

DY FAEIZ B3 A 5T
—EEN Cu-ATSM ERETNM OMEICEET 25 —

() wrgedE HI EF  BEERESR AT
BFA A=V TR 2 —
SFIREEA A= TR I N—T
S FBWRIZETF — b« F— Y — & —
BHRERTRINVY — BRI ¥ —
BFA A= TER - & BT

R EE ﬁ?FBV&@’i@@%éhﬁﬁw&ﬁMﬁﬁ@ﬁﬁ%kiU@ﬁu%ﬁf
IR U CPETHGR KT 2RO ERAESRESI TV, £k,
Cu-ATSMOERMR m W IEE T, BMAHIBRZO TENEN EAREIhTEY .,

Cu-ATSM R & 8 O B CTRIFIREIME & OBIEMENEE &b, Cu-ATSMOERE
CIEB QA& - T EDEIEE IS OEMEE - 1RFIEGE L OBREHA LM
B2, = U AEETT ST B IEBNCu- ATSMEEFE S O F i & Sk 2 FiE %
FAWTH S22 L, F-18 FDGO BEREL & il 5 I THRE L=, EEN TOCu-ATSM
DHAE L F-18 FDG OSAICIZA S & E WA R O, BEEOEEMIEICE L <,

Cu-ATSMO EEFMM TIRMBE A MEE A ERLNT, T2, Ki6TE I 5 HELio
MEBIZEAERONENo=DIZR L, F-18 FDG O BERESRNL T2 O & 338

bav, ¥7z, Ki6TE BB T 2 OMIR L EEICHFET D LW ) FEFITHEED 5 FE R
Bohlz, ZHTEEOHRESHREICLPPDLIMRATHY, SHMOEEIC L 25
EEWD, EREEDILNVEEZ TS,

WELATWDHEEZOND, BEOEME
A. BIEEE® EEOIRE IR T 5 Z LR TERIL,
WY b o ARE Cu-ATSM (MEMSRMEME BB oREEICEDRIERLE 20, 1A
BLUESIZERTLEA L LT PET B 5 QOL Ol L& N3 2 LR Tx
BEWBIRT DERARNAAERRE SN T 2 LS50, CuATSM DR L&
W5, CuATSM OFEEJENEBERILD  moad b2l - 45T AW irECEE D
RWVEE TIIEREOTENBEN E VW EME - JRIERM: & O BIRICIT R 2R
EINTEY, CuATSM OERIIERED  HRLBERTVNS,
P TR IR IS BRI 2 & 0 D 1F RAEEE OBEEZHICIE F-18 2% FDG
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