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EF, nZ1X0, MkA1IR0, AFRELERZHR-NFHEAS
JEE 4518 &) KB

Fraiud-Hes ol F 28 1 Aok AR A BC20 4 éd. A TFAL
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B 44 b1t S 4 &9 #)-F & EC11, EC13, BC14, BC15, EC19, EC31, #=
EC53 (R ILE 10). ATR%AFHS (Flde EC20 T BFES)RBT
émfe FRs 895 FA 4. PR aH X BB ALH,
CRETATFERLMAMMEEL, Hlim, TTc(RLB 1) ¥4EE, LA
RS HTHFHBOIERE L, BdEEATAFRESLLE F RS
I N B X - Pl

BBAKYR, RS HGBEERSAZLE, ERAZK-IF
MARNBEEEZNRY, AREEFIRESTENIEL LMY, L
s Faf itk (L) B ML it Eoes. i
SHESOIEATEANABEABRAASFRHAREA £ a, B-=
AEAAREL. ARSI HELSNFLSEL LSRN MBEMRE T
M (EFKk=1).

RIERAEY, EEALEAGKMNSHEENRSHRAS “BE
E-RENREH”.

ik (RAGENE) QEAT TFTARAEARARES TR,
B, dldm, STAREMESHZEIE_MEE. EF, FRELECE
X 1-KHGIOAKRT, EFLGRZXRY 2-KH WAKET. &F
FABES>FEGEL (B, 2 FFXYH 30-K4 300 654K). 7
sh, FFRGAERFOSTUREEEE, REWHTEAHI LB, 4],
SH—ALERERG L AR ERBRY TR, =8 1557, EC206
HEFREOMNEIESHTRENY, BHEC20 LA DAL E
B. EC11 #= EC14 S #EFANLARBE, Bk, FriE1eHETA,
Bldo, WADRTEGHFES (B 10).

WAL FFLAEANAFHERABMAFLTEA FTARALANRE
WFETHRL OB, 28, TR, BEX, ABEEX, £2¥F,
%42 F B, REMBELEEA D, Ef K, XBHLEE, URECMNHY
AT MR T EIEANESUEHBRATRAELAYEL -
HOMNBOWYBEE. RAYEEETSCHETR, £HE, HEK
¥, ABE, AKX B, PREFEFLSTHEMBFTEY, AKX
Fan ket K R-24045F.

oHER, ErtBR, WA, EBRELAR, FrRIA-Z45EELY
SH%, —a-TR, WA, REMNYHAFR_BLAEXMHTAT

17



03814683. 5 oM P FE11/34m

AEH. RE B f “ZBE” XMW A7 KA AT ER
Ky, CRABRRRALAGTREM LG—AMRAEMRE T
RF. Hlde, BB AEMY CHE 1-BLR, I-MRA, S-BLEA, 8-BLA,
Fo 10-BLAEAS. PP B AXMBEIE, Hldel, 5 ZBLE, 5, 10-
ZHBLER, 8, 10-=BLE., = 5, B-—BLE LM, A L ErrEb XM
ETEY, FETAErt B EAREA. THFALP LB XM
HEEH QTR SRS 0L NP AES, ATEAS (RFrHap),
NC-Fhetdf, 2-BLR-ZXATE, BLEAEMY, o I-FHEFTESX I-
BLE T RS, fod, 5/ - R 4-BE-4-BLEA-N-FEAHEBS B (=
AR T TR) .

AL ®, RENTEDRAALANBEBEENREZIANY
mEAHARES, BALEEE LR ARKATHELAEE, AHTAE
PR EMBE AR, AT, FRZERRZTALSE. FEBEEHE
A ETIACIEBR FRESTRGEMELE TS TFH A, FE
ZRAABEZGZIGZE NG MBI RBRNERL, BELEY, K
HAEREY, HEBAY SR RL, BFAE, AALEREHE
BERBORAEA B ELALEIARRKSEFLEGTER, BET
WM, Rk, X ERARRZGBRYTEH, ATHARARL
ARt F-RENBOHRATHMB L.

MRERLN, FEGLEEREANEBREUHEBEEZRAGEMIOR
Ao LR ERILES., FFRSEFRIELTHRIERE
EXS AR R EGEfATARERNILESHBLE (5
K3 4T44 ) IBIFETHERGESBNELTHESNHIZ
] &g 4 skt F & 4 AR,

REXLKE, HRAELSNTULESHRANELE, 84252
BAESFT A DR EMBRE, AEE S E G MR RES I
&, B, BAEF-BREAELSYHHNENBRIFSTUNRIE K4
A2F-BREMBLY, AEEmEMEYBIRESERES NS,

—, EESHNABEE, RBLEXZTARESITEDI ENHZ
B T RS W B TATARLYA., FFAESMNTAETEA
ZH B LTRSS N A RETHALBERS, TRESNTUAERAE
E, REEFTLRESMTEDI LB HRSESH. B, st

18
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FARESNTURERERAELHHEALTESY. REAZLY
%, MEEXTARALALE, BT, AEAMBELBRESMRELEK,
R4 FLRELTEDREMY, ARFEHXSN. F4, BREX
KW, B —Ha Tl ettt £, RBLEELAK
BATEHREMGHRAEF X, wBidFREL, ARE, st
STFHE. ARPNBLELSN T %R, RAAXRLGHFHALELE, &
A FGERESTEADIEVDE A MBB LGB EFTERES, &
CET VS AL P

ABERTEREL, FFRABLEE, RBLEEIRELSITEDHREL
4, felRE&ARNHEageTABLER, B, £X, £X, I
A2 AR BE, SMARKRERETR., Hlide, TR ARE kb S
AR —BRESEN, + 1-CE-3-C--FRAAREAR) K -_L
EDC) MFELEFHSIAELMN TS LUER, RELFRRSHHL
RASREE, XBES—AFHBEEA, FEL, KX, MFHERKR
ROBEAREE, AR RA KA ELH, B, IABELELY
BEYBEERGNERLY.

EAUHREROKXHREE LERMNEZEE, 8, 8, 804,
GIR4EE "In, P'Te, “Cu, “Cu, “Ca &K "Ga. M HZEER
FEFTRG, FRAIARRESHOHSERASHEESHNES, &
EHRBAXTRENRSY.

AEYPHBAEE-ZEHNEOWEA THANKERBFERGHEHM
BAGHENG—Fmie, XF, @l Atdmidbii, 8
TRk, IKAERBAEEE, RBLEEFXIARESTEDHILEMBY
Gk, FIRBEAF-ZENELOHTATEARAMBRNEE, RE
AR AR AR EFRBRE X RN S LA EAT
& By 3 FAR Y b L ARAT .

AEXATERATHERAERCHE, ENEFESIFRR, CQHEE
i, B ARG B EREENFHER, FFESRERBETARL
BAEESHRIAEBRSGLENEAHRENBH SR, Bk, FEHK
MmO BEATAREEY, CRRENBHREHNE, RETUL
ey, WRAEDBBERBEIOHEE, FFERBITA AT
AR BT B BATRIFHWHANEEIADRETHELE, &

19



03814683. 5 oM P E13/34m

EHABETURAF, K, RBENFFY. REAATATREEHS
o B, &M, #h . , Hodgekin’ s %%, B &7, 4 &M ,Burkitt’s
ek, RBEE, FTHREBNSTHEL. FIERSRBEATILERE,
feXBmFor, kB, FRER, Aok, KK, §, i, B, &,
BB, s, BB, B, 7R, TH, FT, LK, Fh, WHK,
W, B, B, MAekEE., ATHEAMRHARE MO ERG LR
FEREK, WhmE, CEREAMNBRRIEAHBYB@BIL
EEREAMNBIEHEIRTHONERR, TAAAELEEZEANER
SR,
AEPERLEE-BRENBRS W TR TH 0 &R ERILE R A H
AR, Blde, REAPHLTHMBES A X TATERNEREN L&, 5]
e s, ARG AREETER T AWRIBEHNBEL,
Brid ik QIEMBH FRKR, K75, 7T, KEHET.
AERGEL ATk TRATARBAREERAR. Bib, £
HERSRAGMEBREGFHHTRARA, AANTEERAERK, TA
BT, R, £F, AFLAFHH. RAEAVRTERGSHH EH,
EREBRTFA, TREHYH, whEEshH (Hle, &, XK, £
£5) &F, BF, REE, £#43p%, 8, ¥, RF, RLF
W, &, G, ¥, &, L¥, FERFLFYH, R, B,
W, B, 55, A&, 8, kFE, KXBE, 5K, &4,
AFHEiRgegmdpaishidid—AREit 3 A M ERA L
BERFLDHEEN D DAAATRBE R @RGENELT-B LA
BoY. SEREE-REANELS WS E HEL AR EILHE T S
HBRLSHHRA, Flke, AEAR, BT, LA, BEA, #KA, X
Bh. 5, SHBREER-BRANGES DSBS HTUETAESFE
TR G FELSHRA, FE, TAERETHEERN EHREEY
A, QETRPEANE.
BEINBYEHOEFRELE-BEANBOMGKRER, HE
FESEK, SYHHRAFAFALGTAEAGREREF, P
RAREE, LM, B, FRE. AXVNBESIABTURTEAKRY
hAETRBXN, QRN EHNREE-BRENEAEH.
AN RRALHTPHELEE-BRANBRSHEHNETUARE
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PG K, BXGHTLHB R G WRHK, FFEANKREIRLEE
RENELW, ABRAFRBRESUHERRARLRE. LHFEHH
RAMARERETHEASIBHNAERRAER, AT, REENSHE
KREIE, FRMETARLKEY Ing/keg-K% 1 ng/kg SEE A, £
X% 100 ng/kg—- K% 500/ pg/kg, JAEKEL 100 ng/kg-K % 25
pg/kg.

BRAASKKEE-SENBEPNLTH R LB HNETHE RS
ERTURE. dlde, FESHBLALBHTAKSEFERA, &
FITAELEANERA, RLEHF, AELRAFR@ERE
BB, AEAREHZE, TUAKIRKANRRLIRDHRA L
M HH EHSATRLER-REN RSB TR A6, F
B, RAEHN TATERARRESHEAR. SHAREX-BRANE
SMETHERASHETAS RFREHELEET —RALSKA.
“5 B8 ATHREARFREIMBLEETAEHRAZEMNERR
A, BALEMAFER EHZI N EHA‘FoilggE L, UER
ZEREE. B, FFRABENTUE XY 0.5 ng/kg-XK% 100
mg/kg, XK lpug/kg-kK2 100meg/kg, XA 100 ug/kg-K% 100
mg/kg ¥y kAFILIL 69 A FHERA.

RS E SR ESWAFTHANERANTHEIIRA, LR
BRI AT B R GELESNBRA Y. BFLITLESHBIR
ASHHEAREEFRZOAZEEANNLHR2UB4Y, FHLAZIE—RHN
WZE, BRASLEEF-REMNBEPWEFMREMRFHE T HE R
4%, FEAFADHRTRREE, FEBETURALHRALLEE-B
EHNBLHFER. ERATHERNARELRIEISHN, BEFHAT
REBRASHELEET-REN RS WOLTEHIRASHIEKRY 1-K
% 6 et AT

AXPERETHHHEAG—F R TREGTEH, £F,
Bk m A B ETHAmBRAG LR EELRARIE. HEFT]RE
¥UTHE: AP RAFKENLELFUATEMRGLED
CLR R

21
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V{L)-NHCH,GH CO-NK-CH(RICO-NH-CH(COOH)CHy =S
HzN s b .’

~.
-~
.
~. .
-
-
~
e
~

&,

V(L) NHCH-GO-N- GHRICO-NH-CH(GOOHCHy > SH
Hzc \\ \ .~

b X I
-
......
------
e

A, VEARBEF, S @REABRERTARE—NHTRESITE
WAL LMY, LR -#ritsd, R ZELH4HX LNCHRCOOH MR AR
Gqnlsk, M ERSBHREENRET, n 21X 0, FEHTUHAGEK
e, HHBERAFENSHETESHAENGES K.

Bk 7 ik TR F A, #lde, E@m3dipFREeRn, L+,
R MR T WAL —HRIRAEFT XELETFS AR b it
FmRHANES. B, BHR3, ARemR T aiidEeli
Mo BB REREY ML, TAMBRHRT PHGSKRE, Atk
KB dmie. RE\EALY, MEKLET@mETAELRA GE
BAEFRENES DO T HREE S HRTEE. £, FHESY
Wt R g (RE/AF) 2R TAZITBEARLAYESHTA,
FEH, ABBETHNSRE, CEFLEPXBYERENZTAELHY
SMRAL R BRRAASWER.

%#H) 1
¥
N'-=Z R BB R M7 ¢ Eprova AG, Schaffhausen )X 4.
Bk AR, iE ) & M NovaBiochem #= Bachem B £ #). "Tc H4EBARZ Y
Syncor 3 4t49. [Rel:(en).]1Cl 2 # B Rouschias & F ik 4] &4
(Rouschias, G. , Chem. Rev., 74: 531(1974)) . ¥ 4% P4 #= DEAE
HTFXBFWAMT. T. Baker HEH.
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5364 2
EC20 f4&- AR, #hit, FiutTRiE

EC20 Z4¢ A Fmoc F B RS IFYIMAEFTEHEY (AL
FTE&GFE L Fnoc=9-FEFHRAKRK; Boc=RTHREZKE; Dap=
ZREAR; DMF = —F R FBE; DIPEA = —FAXTH). EC20
& £ A Fmoc-L—Cys (Trt) —0H Ae# 49 B LA R Wang #108 L&- 6. X
H = 1-K-R K- = —nbedbe - RAKSEBR (PyBOP) Z 4F 3 464 H)
HRAY, AEARANKEFHRERBTHA LS. Fooc KPP EH
RAEHB—NELTRIE, EFHFEFHTEHY (HBET DMF $#4
A O20%RR), EREVHARTIRZE, SXASH 2. 5%C 5B,
2. 5H=FABAITH 2. S%hEF FAKEY 92. 5% = R T BR A 3 3% AT & Bk
MESH XM ERBE. HEABLFHT t-Bu, Boc = XFEK
PEAVYRARNER. RS, ELRRMERERTREIZATLBRIFS,
PAE 7% 3| EC20.

i 1L HPLC sh4bd4) EC20 &4, 4 A Xterra RP13 30x300 mm,
Tpm#k (Waters); #3h48 32 mMHC1 (A) , MeOH (B) ; #% /& &-#-45F 99%
Afe 1% B, #A 20mL/ 9449 iRik, J 37 54Fm WA 3] 89% A #= 11% B,
AEEXRFHT, EC20 FARBEA 14. 38 a4Fsupih, M EC20 =itk
WoRAE (VY EFFTERS) £ 16.83 04 %nBE. B 10 ArF8AFH ik
AT AR KRS RFTERE, IRRMAE, BCLS RER T @A
THFE LSRN,

¥ 2mg HPLC-454b. &) BEC20 B2 4 0. 62 mL 4 D.0, 3 HL4& £ 500 MHz
'‘H-NMR #. 21 (ALTFXL) 5|87 EC20 5 F e mmAERHBFE T8
EFLEF, FF5HR, F T4E,

FB R EEIN T EC20, T 2fAMEF% (u/z, 3R
B): 746.1, 100; 747.1, 44; 556.8, 32; 570.8, 16.
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FEL
o COaBu CQO,By
G S RHN":r“"(*Q — RH~’\)Lu “"(‘@
BocHN
STrt STrt
: R =Fmoc R= Fmoc
i, r-n il &=
COsR’
CO4R"
CO,tBu Cozfsu /k/ﬁru% nll 2 Y
— RH"J\/Y \H\ﬂ ] @ " 0 NHR™ O [H
NHBoc ST §
lE R= Fmoc
R' = F,CCO, R = /By, R" = Boc, R"™= Trt, ¥ = Wang 4%} f§

1
"“E R'=F,CCO, R"=H,R" =H,R""=H, Y = OH
=H,R"=H,R" = H, R"=H, Y = OH

XA Fe . i) 20%%"Z, DMF; ii) Fmoc—Asp (0tBu)-0H, PyBop, DIPEA, DMF;
iii) Boc-Dap (Fmoc)-0H, PyBop, DIPEA, DMF; iv) Fmoc-D-Glu-0tBu, PyBop,
DIPEA, DMF; v) N'"~TFA-Pte-OH, DIPEA, DMSO; vi) FsCCO:H, HSCH.CH.8H, iPrsSiH;
vii) H«NOH, pH = 10.3. "

_;fu. EC20 & 'H-NMR #36. 4 BEC20 5L D:0 ¥, HF EH K% 500 MHz
K, tbF4a8 (5 ) vippm H ¥4, D = 4.80 ppm BFé§ HOD 42
EAALAB. pD = 4.78 ; s = B4, d = WE; o = $H,

8 IR B 64 FF wFLA () 155 JIE
H-7 B.76 s
Pt H S b : 1712,13+'715,16=8,8 Hz
H-13 a, H-15 6.8 d
H-2 441 ad 3J2,3=9.1 Hz; */2,3b=4.5 Hz
D-Glu H-3a 2.08 m 173a,3b = 14.2 Hz
H3B 227 m
2x Hd 2.44 dd /38,4 =>Jdbd = 8.6 Hz
dd; ABX % %,
H2 41 M o, s
Dor R 262 dd; ABX & 45 | “J23A=6.6 Hz; *J1,3B=4.7 Hz
P g 7 #A JA,B=147 Hz
: dd; ABX % 4
#B
dd; ABX % %,
H-2 4,71 . 99X N 3 ,3
As HoaA 262 dd; ABXZ & J2,3A=9.5 hz; J2,3B=4.3 Hz
P HaB 281 A JA,B=16.1 Hz
. dd; ABX & 4%
#4B
dd; ABX A %
c ;"2 24335 dd; AB )’(K F4% | V23A=55hz; \2,3B=44 He
ys o 2 A JAB=14.1 Hz
R dd; ABX& %
&3
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R

(o == ‘w«q: o - "Tﬁ“gﬁé

R= Fmoc' . R = Fmoc
i Ren

Lopdide = S Aiaieane

R'= F,CCO, R" = By, R*=Tat, Y = Wang % f5
i RoE™ V“C R'=F,CCO, R =H, R =H, Y =OH
R'=HR"=H,R"=H, Y=0H

‘KA Fedetk: 1) 20%°%7%, DMF; ii) Fmoc-Asp (0tBu) -0H, PyBop, DIPEA, DMF;
iii) Fmoc-Cys (Trt)-O0H, PyBop, DIPEA, DMF; iv) Fmoc-D-Glu-0OtBu, PyBop,
DIPEA, DMF; v) N'-TFA-Pte-0OH, DIPEA, DMSO; vi) TFAA, HSCH:.CH.SH, iPrsSiH;

vii) H«NOH, pH = 10.3

M 3
A S PR A A T Te-EC20 &g H] &

& BC20 KA S FHE TTc-EC20 A HH M., E—ANEANES
A 0.1 mg EC20, 80mg o-D-#HIEE4, 80 mg —AKERAH (ID)
HAEEY, ERRNAERTRORSY, FELAFABSEFH AL
REFB, AEAS%TFRZINE ol AXKE 6.820.2, ARAIKFRAR
PR AL TR R EHAE S oL PP, REA-20CTFAER
AR EANE, ABRAXRE (AAHEABRRAT 25). €26
2, BEFAEAL (D) RS, AELRFFME " "Te-G4F8 e, F
MHEEa-D-HHBRMES, REAEH ECL0 LB RAHELS A
BRI IERE "Te.

#rTc~EC20 A B vh F k#1840 (BF ™'Tc &5 EC20 K& 4).

Lk, HESAFLBRGLAEBGERGK, A 7054 TEHER
BC20 #EE TR, RESEHRBHRANEE, HEWHMRIRANEGE
HEHERT, BAEF 27 THRINRFHGEHSEALT 0.9%
FALSA T 1 oL 3l 6) H458 4 T 24k (15-20 mCi) 2443 AP
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FHE NP, EWFTRIEH BRFE NP IRE X8, ALK
T HE S & BT R 6 B[R B R F AR AR, AR ATIR D
M EHEFH, BEREBFATRDIRK 04, AERRIFES KT B
AT ELER. REBRFRIBHFNREIAZRHKENTELE
v EERRBKLY 1854, REAZY 15 54Fut R A3 TR,
BERTAEETR (15-25C) TEAFEE, FTIELSAEHNEZSE 6 4
o AEA .

EEBRTRAFRAEKLA 24 P 2B, #it HPLC R A7R 34
B F A, 8 HPLC 2% 4#F "Tc-EC20 &% (20 pL)
MR, HR%EI Vaters 600 BEMNME R LA 490 UV AR,
Bioscan EC-3200 #3332, Laura vl.5 &5t EH B4, # Vaters
Nova-Pak C18 (3.9x150 mm)A. A 4K 20%F8f 0. 1%=F 8]
SR ASAR 1 oL/ 54F 8 Rk F B B 4. AR UV R
280 nm) A=y X BR W UPLC 247, BR, EMFESTY, £EY
24 PFZE, BRYGH T Tc-EC20 6938840 F 4 B AT 90%.

%4 4
B it TLC M "Tc-EC20 ¢4k SHbF sh

P'Te-EC20 HH & T EZHMMFLERA: e FHME,
)" Te-H HHRE (B THRINE), DEF—HLEL8 T (L4 A
T EC20 &4 F & BUHAE) Dap-Asp—Cys S H oA 5 L&
P*Tc), Fe4) KRR 'Te. B FRET “"Tc-EC20 )T EL 4906 K A ik,
FETEZH-TLC-R Ik, AERNZHE—FLAGE, HEEHE " Tc-
EC20 ¥ &g AL 4h .

EF—HERGEY, AEBTKAALERENFBE. ""Tc-EC20,
PTo-H B ME, FE-MELE T & T HARLEB B EN
Wi Rf = 1.0), RAKBEN "TcRBFERLEF, QI =0.0). £ R =
0.3(E&HALE 1.5 co) R AARAFEERMARAIRS, SFELAMNER
EB, E-RSATIH, B T HFETERBS "Te 88 5k
A=AKE% "'Tc = (FTEHEFELSFEH uCi/ARRLSF & uCi)x100,

ER=#A%T, AAEF0.9%NaCl(7: 3, v/v)AeFgFE K
MR, To-HEBREBUA R = 0.9 B3, & "Tc-EC20, ""Tc-#
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HBERY, FE ML e FRMBY Te BIFALE Re=0.0),
f£ Re= 0.6 2L (BEHAE 3.0 cm) 4 £/ HR-8E KPR 535
& AN ERENNF—HRSFTHE., TTe-FH4F8 L o5 T 5 i
FH&EHAE: B=% "Te-5488E- (LFHuCi/MmELHFEyuci)
x100,

RE, RH=MELY, A 0.3 M Na:S0.% DEAE & -F X &Pt
2%, T"Tc-NHBRABHINENTE R = 1.0, FEF—MHas
# "Tc A Re= 0.6 #3h, % ""Tc-EC20, K& " 'Tc # "Te~5 458
HEBAELA SR F (PTc~BC20, Re=0. 1; KM “"Tc: Re=0. 0;
“*Tc H4FBRE: Re= 0.3), AEBAL 2.5 con LS L FE/Na:S0F
B R FEHR L, FHFAHNERELNF—RHSHATHE. A THF
HEHE  Tc-HABBEFEE—RESN " TcHFTSRIT: C=4%
CrTe-H R +3F & — M4 " Te)= (L& pCi/HHRLS uCi)
X100, REBUTFikHHE " *Tc-EC20 &) & AL F LB Ak
b =100- (A+B+C),

4B 2 FFF, T"Tc—EC20 %I & HPLC 441 th 3L T woHF a4tk F A&
4 MPEBEHADHE, EFZAERELTcHy, HE, dSFHTHAR
WAVRGWHIAL. B, &5 "Tc-HABREGERE (HKEAR
), RVA 2.8 SHNRENMBEMY. AR EAERSHYGREY
3%, HEMADZHT ""Tc #H44E EC20 5-F LB T Mit& Dap-
Asp-Cys SR VASP 4L B ATAF 2] 6. Cife DY (R S5 % 4.8
4P Fa 13.2 947 ), SR ENBHAFFHRY I EHRS.

E 4] S
Re—EC20 444 A,

¥ 52mg (0. 010 mmo1) ¥ EC20 4= [Re0: (en) :1Cl (52mg, 0. 14 mmol)
SFEMAE 6 oL Ao 1 ol $4b B8 %+ (0. 05 M, pH 5.8).
SHBXEFERE, FELERAY, EZFQYRETRE 2 I, 2%k
R EBAY, HELA %K TIRiEA, #id HPLC shib#a =% (Xterra RPIB
A, 19%x150 mm, 10 mM NH.OAc/CH:CN, iRik % 10 mL/mm; 4 % 1%-8%) .
KEBS, DR TR, FBA-WCTFRAHA.

WTRAREEETH T MBS EEMA, sTHERA LM
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4 Re-EC20 #ATHH7. BAsFARR VIIA %4 B, EMEHEFLER
MFEHLAREGRBRME, EMNEREFNEATLREMGLESY.
AP RN F R T A AT 8P E TARE IS XS
S HBHEH AR, HAEHE, Re-BC20 &) HPLC 947 L £ A 4+
B S 24 14. 2 4P RBLE WA 20, AT ""Tc-EC20 & C %4
D (&#BATH). HEIHiEE, THF RS ALY F Re-EC20
YWY F MK (n/z = 945). E£fRE, XBFHERTHERELA Dap-
Asp—Cys SR FTHA-RLWEXAMB Gt &, BH
i)Re-EC20 & B F & HAFR TRAMKLGE S, o 11) BEFLLH
G KR RIS, Te-EC20 RS EM B P RS CH D T4

A,

LB 6
& 3% I
A 3TCTF, £ SH—RAK/ISKEX-BEBHIIE T, #ALTE

RPMI 33 % (FFRPMI) ikl £ EH Xk g 4 Kk, AR KL LA
1 0% 2k % 7% 64 B6 4 e & (HIFCS), RAeHAF. FFEHIFCS &FEH
EFEANBTBRAMK, XEFHR MDA A TS FAeL
AT HELE K., A @SB TBRZLIAASA L10%HIFCS &
FFRPMI (FFRPMI/HIFCS) 4 4 & K3F KL A74, REZHHA.

F B 7
A8 3 3% Fa Ay BT

Wit A e # 4 Westerhoff % (Mol. Pharm., 48: 459-471
(1995) ) ATHEEH F R EF -+ RITE MMt FEfl. HER
#, EEETF, £ 0.25%% % & 5 /PBS F it FR-Fa bt KB 0B Fa bk
EGBE 3 94F, RE MR FFRPMI/HIECS &£, RE L 800xg 69k &
&S S a4F, R R PBS 3tk 1 R, ¥R &8 e i i o & ¥ & FFRPMI
1640 ¥ ( Rdeik ), AH AR A REGEH oF B G R 5% 6§ RUE R AL
F, Ak EFampE 100 oM H-H B —A23E 4 15 5-4F. 24 10, 000 xg
HEERRDES 5 540, RERAXEFEEFTRT, HBIEKE
Sml R RESHNE—ANRY, REFFHSHITH, AsTRBRER

28



03814683. 5 oM P E22/34m

KA EMA FFRPUL # & H--tBE (AR Z$H ). AR RBRETLFER
WA 1 oM eget B, - BIATH # 5o ¥ Jo R 42 AT R A &b & 2 4 CPMs
(RFHRHGFEF—HLES). BRUR, A FRIZLHRNAS KB
FR £ 4-49 50%%9 "H-v B AT & 26910440 89 R R 16, 5F BL3& =t B2t FR
ARt F e R EH 1.

REAFREFHZREZTECLOAEE TR FSFE S MEAT FRs #)
. TEHR, 1.0 ¢54ax7 Ffe HER TR KB SHEARST FR 9%
AE-t#8iaF. AH, KTR—ENERAFRENEFRD, T4 —
EHEATREGFERSD.

B A B Ao KR # AE A A b et B, BC20, 4R—EC20 (F-H4k A;
C¥), 4k-BC20 (F-H#y4k B; 04), HA9 X e9=T BR A sk AF M 25 %, DTPA-
FERMEL T, WM EB S 100aM - B8 —Ae3E %k, A4TT
REIS UG, RRESGNMRNEERERR, FAFHLY W
O AR AT E M AT I8, B AR EM N E RIFLH
B G R B ATV, FHAEN ICofd (34 50% I~ RE LS HES
BIEARRE ). B 4 Fk 2 AT (RILTFX), RE EC20 #axtet Bzt
AFRs 9 FAhmTRA 0.92 855 Mh. &-EC20 &9 BH F MK
M EFRADEFETERT (EXRETF) 84 BC20 S FhEFD
(Re-EC20 MK A A MK By FA A 5H A4 1.42 %21, 37) . DTPA-
8, In-HArt BB HH e BT ARGATERSH S 0. 87,
B, AEH4LEESRAFrTeT BB EEMN, RO MEEE
ExXFREGEF G FAT,
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& 2. At EFa ip4E, AR ERA R XL AHRAKSL FR-Fak KB
ALEE A0 50%%) "H-"T BR AT & B0y ib o B E R, et BidyAnst &
Fa R iR A 1, H—FaKHsE L3445 3 K.

A1k oo ICso M) | S.D. RA S.D.
vt 88 118 +19 1.00
EC20 128 +25 0.92 +0.23
EC20:Re J+#] 4k 83 +16 1.42 +0.36
1
EC20:Re F#)4& 86 +3 1.37 +0.23
2
DTPA- v} & 136 +12 0.87 +0.16

5 2.4 8
B ) sk s A dm AR R

% KB tmje. 4277 2] 12 3L Falcon PR L, S LA R R L &
6% E . AR 1oL #7465 FFRPMI/HIFCS Bk 1 k2B, 4384 1
mL £ 10 nM 4 "’"Tc—-EC20 4 FFRPMI/HIFCS. #£ 37CF, ¥ mped
FHAME, REMA1 oL AS K PBS Ehd ok, £TERT, A 159
SPET], WATRGHREERERE 0.5 0L 28 1 % +—REARBRHAN
PBS,pH 7.4 ¥, RE# A Packard v ++ & B #4724 3t4 . A BioRad
DC ZGREBNENHFAHRFTHHRRGEE, FAHAAEA S
B 2.23x107 mg HOMBRAAK, FakhZali#iiskiE. &
KW HF AR GER UGN B EC20 0 FHBXLTY.

FIR XA F R EFMNZ T HRIKE FR-faM KB @R ¥4 7 "Tc-
BEC20 893 3. B 5 FFF, £3TCTF, A2 )HAZXETRERI,
A, XK 2FHFANECL L TFREELELSY, R1/2EXKBRES
HAAK 10 oM HIXFRHEEHEFEMIRRES 9 5HZE. A&
MR, S@mieh 10424 53R E 4 "Tc-BC20(100 nM; HEXEF)—
AT, A 3T HHAET 1/2 mRMBAf k.

EHH 9
R R 2R R
4% KB s fe 424 2] 12 3L Falcon F4 Lk, H Bit A BB & L #E
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¥ E &M 1ol #74 FFRPMI/HIFCS B3 1 k2 &, H— A4 1
mL 45 3 he K 4G P "Tc-EC20 4§ FFRPMI/HIFCS. & 37C Tt mit 2
B, REFR 1 oL k%6 PBS, pH 7.4 B%k 4k, EFRT, B 1S
AP, WA MRS ERMRE 0.5 0L 28 1 % + o XAk 4
# PBS ¥, REAA Packard v i M BHATHMH T, & EERFE
MNEEELE, HFERAYHRMARANEANA B EC20 2 TFHEH XK

B 6 B, KXW "Tc-EC20 &R ikl k F 4o stk E. &
ARG KB RRGEN MRS B LS 400 7 AT Bk AHH
e oF. TP #ig 47 Scatchard 947, it 44 K 34 3.2
oM, HASARBGELLERTREBA MRGLELSERY,

REREHIL BERSHALME, UVRKSMEAH, €&F
B (BF, PFE-RILAEOFEAT 363 nn L vt B 4FiaH AR BRIk
), d R A HPLC 4bib# A HARILHHA (BEBE ), REFM
BB HFGEBMIEF. wB T AT, BEAR "To—4ricited BE R4
OB IR A T m e sk E . A AR #3547 Scatchard 4 K
HESN KA 1.1 oM, FA8E, EAASTETROHALT, BEH
MRS R LWH, XENIFREHHE F Rt A MK
7 A 3 2 %) FR-Fa b fm e,

F B 10
o &

EXRFRAZHN, ALTBRHE4LA (Harlan #TD-90261) %A F
RFLGSHHERFKRY 3 AE, SEAAERERENELRTRY,
BAEFHSEEXSDWRROIEXEN TR (6 ng/kg £4), HERE
#HPRARAFHaFTRAE. H, UMK MALEESE, BAS
BEKREFAFINR I ARE, FHEFT 2527 oM %48 o iFeHBRAF,
X—KPABHTFEARDF AR 9-14nM 6931 F .

"Te-BC20 BMARLAEA LR &0, FBLERMWEEHFSH 100y
gBC20, AAEE KRB —FHBIER, AEHE R, FEid TLC
1 Bk A R AR S K 2 94%, AR B LR ARBERN, &
LEHREERFHBHBREH KLY 0.1 oL 4&RE) 50 g/kg BC20 (67
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nmol/kg) &G M &. AEMRZEMEMNR (FHE 8), #it — &5k
FEMERSHHFHERRL, AT SEFHREDRE,

B 8 B, "Tc—EC20 # AR B  Balb/c b AWK A %% H I,
AT ARG I RF R KLY 4 54, FERE I IHIE
ERERAAFT ARG EAE ""Tc-BC20 RE 0.2% (BRhRk & EAE
B 5.5%). X—HKEEAW, ESERRAZE, "TRESHHREFR,
FEH, AOMESERESSAHER A EIHMINZERF, IF
Bl TR W e AHERERGIES—BARBIK,

FkH 11
1R T

&M FR-fak: M109 ARB AT “"Tc-EC20 A4k ¥ A o ok
Jr. FridftEmie s Balb/c ) RARRY, FHEMNGBLEENZE
2 AXABBET BENE. AEAEHRRF, ERRTALALS
7"Te-EC20 £4R4) “"Tc-EC14, ATARI49E, € @E—AHI 4G D-Clu
X (BF, Pte-D-Glu-D~Glu~PDpr-Asp-Cys), "Tc-EC28 (F4-4is
W R, GFEEXFBA-D-GClu—n-Glu-BDpr-Asp-Cys), AR ARTIR S
# 'In-DTPA-=tBR AT M 354, T F 492, ""Tc-EC28 I B HIH Rk
$4mitk® FRs, BACH I X RTHES.

4-5 AR eg b & (Balb/c#k %) EM Harlan Sprague Dawley, Inc.
(Indianapolis, IN)BE&, HFHLARTEREZA, ALTRAKEL
— B3 ANNE. AXBRXA 2R, HFIRY, FR-FaH ML0S A&
i (Ix10° R BFHINEMNBEE N TAR Y. BiA s A%
PEy, ERBLK, BWEYEEH 54.2129.8 ng. AEALRHE
FEAAH 100 pg FHH "Tc-EC20 B3, H BT KA FH
JEXF 96%. FIFF P "Tc - #H4F), “"Tc-ECl4 #= ""Tc-EC28 AR
M In-DTPA-vF B A & B> I 0RM BT AL F b . TR ERAA R
REZFEAR 100 HF-T8 (ATFxESF) HEREERFHE, AEEL
69 AH B R E R 10 pol/al,

EREe osgiripiE, Bl B HpEmndd#mEs 100
nl R KE 40 pool/kg MEFHXEHSH, EHIE 4+, &
HoRAKE GRS, SFEBEY, REFZHAR, FE, A
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i, AERZ Te oA, T CPMAHTEERE, FAUFALEE
FULHRIESH T EH XL

ek 3BT (RTFX), 28 HAM i "Tc-EC14, "Tc-EC20 4=
WIn-DTPA-+FBR #9iX =& “o}BR” X BREAE FR-TAERNBEFRERT,
FEFREBEFBHCAESELBRTRETEZT TSRO EHMNE
(% ID/g). HABMGZE, "'In-DTPA-v+t B A= ""Tc-EC20 #44AF AR K JL
FHE (£ % 19 F 17% ID/g), & ""Tc-EC14 & AF & FKBAK T X
#10%ID/g. Rit, AT =ZF S M RAR L FHMBEH R LHI(> 30:
1).

A3 RAKHEBEHAKRE KT M09 A4 Balb/c N REAKEY
2

% FEERE %;z’.rgﬁq * gﬁ&g-;iﬁirg 44 K)*
PYe-EC 14 «-ECl4 ¢-EC20 c-EC20 TDTPA- | "In.DTPA- | ""Ic-EC28
+ot B +oHBR ot &R a3
+ot B2

i 031 +0.14 0.19 +0.07 034 +0.03 0.09 +0.02 0.21+0.10 | 0.09+0.04 | 0.06+0.04
R 2,39 +0.64 0.08 +0.01 157 +0.26 0.08 +0,01 257+082 | 006+002 | 0.03+001
B 2,08 + 0.40 0.15+0.04 222+0.63 0.31£0.26 1724061 | 009402 | 005+%001

3.44+2.19 1371098 356 +0.28 L15+0.22 521+2.63 | 081£0.03 | 050+0.26
)@ 2.68 +2.49 299 +1.43 0.95 +0.15 0.38+0.33 3304233 | 146+0.73 | 060+038
BNy ] 170 + 0,55 032 +0.11 2,56 +0.61 293+1.49 1874069 | 0821014 | 047019
B 98.0 +40.7 5944052 138 +124 564+2.13 1914792 | 3M4+196 | 0621014
AL 0.99+0.28 6.09 +0.11 0,67 +0.20 0,06 +0.02 119048 | 0051004 | 002+0.01
B 147 £ 0.58 0.10+0.03 145+ 055 1354519 1.62+0.65 | 025+020 | 0211019
)?r;rg 983+ 277 | 043+0.52 1723102 0.45+ 018 19.3%5.86 | 046042 | 0.11+0.06
PhfE/deik | 3404741 2.00 + 200 51.0 +8.20 4.70 +1.30 W2+434 | S003+4.60 | 2.00+0.50

sHrF R EATR O ZR SPGB EGFHE L FFRRE,

B HH ARG FER—FELE TR —MER. d4, HX
EH AL 100 BT FGTRENRAN, “"Tc-EC 14, "Tc-EC20 #=
" In-DTPA-»t 8R4 FR-FE MM A BB F R EHA KNG (>
94%) . &, "Tc-BC28 st B4IM b A B AMHBTAERR. XA
AERIEL T EEY “Aetig” (RER) IR ELAARKSHE
My %1 %) FR— P8 b 28 80 Bl A R 8§ BT oL AR H9 .

L) 12
vy Wik %
L Z B2 AHEML0 AbE @i (1x10° & R sh4p) 847 8] Balb/c 4
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A ERBEGETARY., ARTH LG CRRBEN, Filshdh
BAMBREBREHAE100p 1 KRFH KL 50 pmol/kg H FiK
Bl HZE 40, B _EHMRELFADY, REALE
BEFEBREGH TR, 48 Technicare Omega 500 Sigma 410 At
HREALE v BARA o4 50-75000 Rt oh it Soak B RBREAEE ]
S4vadE . A EA Medasys Pinnacle 3449 Medasys MS-DOS-#! it
B Wuo-Hr P A & 3E .

RRXF y AR EERT FR-Falt M109 AF 5 fe B A 2f
7"To~EC20 998k, 4B 9 Ara®, A bR "Tc~EC20 i 4484 R o9 ¥
AREyBHRETFAANATR K A M 109 BWBE(T; AHEKX). A%
P RERFERRAELIPRYARETEMN, LERET "in-
DTPA—v} B Z AT b 85 4 4 J A0 4 B 1R 4 A,

FHH 13
35 B e X il

P"Tc-EC20 #93b sk HPLC H#r 7 s 4642, Z4&M Balb/c ) KM
4. WMt BEMEHA 1 uCi (6.7 nmol) & “"Tc-EC20 =4 & (H#
RPRXHG20%). £1, 4, A6pHNEHHZIE, B —AHLKEL
PR RARNGE FARERA, FERERE, £F L GV13Millex
BERIEZE, AXAH Nova-Pak C18 3.9x150nm A Fedk St iLFR
JAL4G HPLC R LR MM HAFHFHBR. H4H 0.1 % TFA 4 20%
4 FEE, A 1 oL/ 946k stik & S8t ATF B R,

WEAHZT "In-DIPA- BT R HREBEAT AR, HH 2
B &5 HPLC sy 4% £ L, ""Tc-BC20 37 B M Fo bk B A S 3R LA W A 304
HHE. w47 (FRLTFX), AEREHTY 6DHEREAN, 4
B RA I FLE (C Fo D &, BRBY FRAL " Te-
BC20) HREABEZAEKRLY 93%. EHEiFkd (A%) ¥ "Tc §EHKRY
2%, EEHR, EEMSBAFHE T B EHIADRAEFFIRY,
FABEYRAETE ""Te 46 BC20, Xit, AL 4R Z @AM
EMIEH @4 TCTc-EC20 SRR FHERE T, HHEL
HRERTERX CONHHAETR Y, AFMNRFRE.

A ZATE] Balb/C NFEARK LA 4 pRZE, PREZRPE T Te-
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BEC20 A M FHR B R B EAAAET. Rit, £EH6 02 E,
AETFREPHEMERK, AEFREFEL HPLCH AR T, A#
ATRER 4 ADWEHR, R T I AA M T 6B B 4k
PIRFHMANREAKRY 90%. X—EHIRAHFE 3% FFF L
W, FHAT "Tc~EC20 MABAF Loy X T A5 BB A& T .

A 4. % B Balb/c S8 *"Tc-Bc20 89 A sk Ao filt, 1L JE 30 M 3%
Bk R4 1 mCi (6.7 nmol) & “"Tc-BC20. AAFWA&yutR), xt
02 APRERERE, FLRERR, @i HPLC R Z A S ML
WA A, FIR CF D Bdy & RE S 6% A ORAB MK i 5%
"Te BC20 by SRS, |

3 RT (min) @A E 5 b y

W Te-EC20 #7F /R JRAE (B R & /085D

Ohr 1hr 6 hr 1hr 4 hr
A 1.4 2 2.1 1.8 8.3 6.3 9.4 10.2
(F4rak )
B (% %0) 3.4 4,5 4.5 4.8 2.5 26 | 54 0
C (F+-#14K1) 5.5 15.5 187 | 159 20.4 18.1 7.3 11.1
D (Gr#y4K2) 18.5 78 71.7 71,5 68.8 73 77.9 78.7
CAeDY & Ao 93.5 93.4 | 93.4 89,2 91.] 85.2 89.8

L4 14
fFEG A

BB AR bE, FRHLLFTALE (AB R 44k, Sigma
Chemical Co. ) M F 34 ""Tc~EC20 5hkBGakitts. A
"Te-EC20 5 1 nL 9 e AFRBRTRAS 1 54XE, % 0.3 ol i
HEEEABE T A Contrifree®BEKE (30, 000 NMWL) F, T4
#BAFZR., ERAFRAFEERRTESHME L S4ZAH, £ 20CFH
WEE 1000<g g2 EBE 20040, HS50uL ARRBERGOHES
Fok BHE—ANBEENVERRBITENEAETF, FLAAS v HHE
witd., AMRAWFENSE 1 ol $8ERRE " Tc-EC20 ¢ 3F REF
RHATRE., HE=AHBTE—ANHEE "Tc T L.

R ""Tc-EC20 AR B ERERKENRKKPFHFEEFT—HES
(&TF 5%), LR EH T0%EE 5 X LHAL b EA& P 49>30kDa e
FEOBIMA(THH 69%F T2%) . T2HR, &§F 7"Tc-EC20 Rk
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FEEARERREFR FARARTY (FAR 2B 8), X LFES
#RIFE e HAF T e XA MM B TIRHNAKAIE FRs 6L,

FHH] 15
) RO

AR TG AR W Tk EMT A 11 BTk sk, A FR-Fab M109
FoFR-A M ATL AP BARAR # —F 3244 T ""Te-EC20 B M T2 M 4 6
F1. SEKeg#ME Balb/c MR (n=3/FF4A)ZM Harlan Sprague
Dawley, Inc. M & & (Indianapolis, IN), F B EHF A @2 37
A £t Bi 4k A (Harlan TEKLAD) —3: 43 7 X8ti],

B 100pl 4K 1%F E ) R ik é) £t BR RPMI-1640 & FHFF
& FR-FEM M109 B it (2x10° Po& R 3h) &, FR-FAH 4T1 @ie
(5x10° PhHFRW) . BERFERABA L AFEHEEFLH 100pe
17 49 "Tc~EC20 &%,

EREFMNBEIG 16 RZE, A 500 % 1800 nool/kg & EC20 2
A M109 BF3@ ey sh B3t AT 3Bk N 28, Rt F KA 4TI B A IR
$A 500 nmol/kg & EC20 474 (HEAMEFALIARNR). FHE
HERYAH 100pl. AEHF4IHZE, Sd —RAKELFLHY,
HEBTSHFLRENE, FENAESHHATHY. KRB
g (SRR, B, BFFRE, B, B, B, B, MARNRE), #E, i
BRA A yir&B i, HEAZE Tc 4. B LAH A EEHH A
BRG] G GARAR T AT RRH M EHGIK, ABTEFLALN
"R EFEAT G ID/g).

B 11 Fiw, ERTHBREE-F—HEd, B¥ ""Tc-EC20 £
Z /AR FR-fadtk MLO9 B A HIEY, M REBMREE FR-FH 4T1
B . FR-FAM 4T1 BFJ& 7 690k b FR-FA b M109 BFI8 ¥ &9 R A&
7.6 4%, EdepiHH e, BT EBRZN, Tc-EC20 EEFALR FHA
ME ik, A B REERH, P'Tc-BC20 T & FR-F— k.

L4 16
B H5HAR
EREARMTEAGFTEEMTH 11 A EH k. # 8 FR-f8
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M KB AR EET "Te-BC11 (Bk-A), “"Tc-BC13 (Bk-4:), #o
""Tc~BC14 (Bk-A:) EARR MBS, AR BBICZA, A
et B AR 4 AR EARE (n=4/4) 35 10 XK H,

3 FR-FRM KB AF &mAR (0. 25x10° & R 3h4h) A F 5 5 B iy 3¢
1. ZRFIBEIE 14 R, ETEANR S IFHREGHGHNE(X
% 12ug/kg) FMA ""Tc-BC1 1, *Tc-EC13, & “"Tc—EC14 P& 5
M (n = 4/48) HATHBRAES. B LEFEEMEA S XH S ""Tc-BCL
1, ""Tc-EC13, #= ""Tc-ECl4 HERWHR., 2 BRYHEARRA XY
2045 B HETER (KXY 200ug/kg). AESM4IHZE, B
EARTEAADY, FRALCHEFHNRELRR, H LB LS
4. BRBieay, &, FEAAS vyt KBH#E, HEZ 'TcH
A, BELBREFRERFNGHBERMNEHNIRAHHT IR ETAR
HEMSEAMER XGRS HEHHEFI (% ID/g).

wk 5 Ffw, EETHREA-F—HES, BN “'Tc-EC11,
?*Tc-EC13, #u ""Tc-BEC14 £ B R KA FR-FAM KB WA AF RSy, #id
AW RAFETRHHFERE. ALER LW " "Tc-EC11, ""Tc-
EC13, #= ""Tc-EC14 AR 4EBA FR-F— M 5 X¥e 2 AP .

FIEMF %k, 4R P'Tc-BECS3 (BC20 ¢4 A7 A& D-mek) RFT £
MER (RALTENEKE6), FIAREE, ""Tc-EC53 A FXLHH 50
uweg/kg, FHETAER 10042 F 83 H-F 8RR %49 EC53. Jwk 6 Ff
T, EETTBREETA-E—HER, LEBEN "Tc-EC53 £ £HRE
A FR-Fak KB MrEf Wiy, HLERRAEL R4 T AFEAR
X. A EBRAY, ""Tc-EC53 8B A FR-F— M F XA ARZHE.

37



B OE31/341

B

[Ty

3

03814683. 5

g=u
E W B A W E OG- Lo LalT ¢
EMHTEO R THEREYE L FYMGH L H /SN %S CHEYRXPRTRY CFRYH T Tl 4L T R Ly
E1FS9 YOFIT 0T*C8 EOFEE [VFLL 90FVT R00F6¢ £E0F91 " R
£00°0 F 6900 100F 10| 0l00F 8500 100F010 100F01°0 E00FEI0 | SOOQFLIOO0 | SO000F €400 2
SOFLE E0FEL £0F97 TOF 91 90F0E E0FEL 600 F b6°0 Y10F LSO A B
OLFT16 TZF 151 CLFTOI YiFse SYFOLI TSFL6T 60F6S TTFLEL K/ FhY
LTOFIET LYOF YOV YTOFLO] SPOF9¥'S SOFO0C 9L0F LGS YTOFLYT LSO0FS6T |
90°0 F9L 0 £0FLL £00FI1C0 TO0F L1 TO0FITO VOTPT 900 F8£°0 1081 W
O1FZ1 A ER L0FLE TO0FST 0L0F050 TOFbI RN TOF+1
Mgt kg s
9T FH3E I ET4at) TTF16Z YLFCHS YTF 90 YOFThY ECFCCS 69T 8/9 -{—) m.l
00FLI0 TI0F 680 Z00FS10 90°0 F 6£°0 100F S0 90°0F 170 100 F £2°0 SO0 F 8L 0 ]
W00F190 60F6 ¢ v0°0 ¥ 59°0 LOFSCE LO0F 990 NER 1'0F91 P1FPS E EE2
£00F6C0 [ EXAL Z00FECO 1T0F11 L00F Y20 €0F9] E00TFSED TOFCL -3y
007820 €O0F e £0'0 F0T0 T0¥91 10°0F ¥C0 COFOE €00 ¥9E0 £0¥ST H
100F ST0 900 F 1€°0 Z00FI0 £0°0 F STQ Z00FIQ TO0F 610 100 ¥ STO 100F 170 Ty
00 F9£0 0 £0°0F 00 ) S0'0 = 0v0 0 Y00 F 140 0 > @Eyourd)
Y6 +9°691 ] SCLFL 161 0 6TTF9T61 0 6L1F 1561 0 :(3y3r)
i E GG =Y fo
80°0 F 9°I £0°0 F 8S°1 SO'LF £0°E] 60F L1 £S1F LRI y0F9C1 VT FVOEL SOF61L (BB E [ G~ B 3 o
Wy Ny Wy Wr Wy Wr AY Wy & H G
0TF 06T VIFCLT V1FSLT €1+ 00€ LTFELL TO0TF9LT 91F 1T T1F69C S(3) MW\WR
890°0F0S10 | 0900F6L10 | VOO FELLOO | L9OOFEITO | PPOOFILIO | LEQOFO0910 | TE00FSCI0 | LZ00F2IL 0 (T £ 48
% < DINAH €D Bl VH GIo®) Bl VY oD Wl VW
HEH A oM I F (AR RGH) KB

S ¥

38



B E32/341

i

i

03814683. 5

910 v10 <00 L0°0 L00 0 /B
0’8 <8 #1 TS 0L Il SEIEE
¥0 €0 00 10 1T vE IE
X3 S 90 Tt LEl ¥t oy /B A

[ 881 3% £50 (722 Ln [
100 810 ST0 0£0 9t0 ¥01 2l
11°0 o 90°0 LT0 w0 190 %
90°0 FAE0) 700 e 1€0 9L'0 b

51 L6L 169 101 610 66LL i)

98'| 96 LYE €€y 08°0 £5°E [N

sv0 &€e STl a4 %0 98'E i

L0°0 970 v0'0 €20 0£°0 680 b
£0°0 610 £0°0 c1o 3C0 60°1 T o

90°0 Z4) $20°0 o €00 8E0 Y

It s d€ il

s1'0 610 v10 0Z0 L1 0 (3) & Y B4y
0°00L9 0°00L9 (yrowmu)fus £ 6o [ Wy taf 3

0L 0L9 0.9 (Bx0ura)

005 008 0°0S V) 7 [y e vt

aLs bk aLs b aLs ¥ 4
£50F off €SOy WLt DT g £SDA g

9 ¥

39



03814683. 5 o P 3E33/34m

it

AEPRBTHAHAZIEANA TFTBAI LN BEE X R HAHEETE
AR HBLY. FFABENGRE G FRIFEIE, SR04, Foilst
PEAL S FAE S T B - R A RAZ EE S A, "Tc-EC20.

Tc-EC20 2ot B s N FEKRITAY, C @ D-v-Clu K5
LE 1), SARAARYEMERFTELRY. AEHRAHBXT,
B (AR 2 ER)EAAETLHAFHE - ERBAR. i,
D-Glu stk & Ak 443 BC20 HFF. £F6E, & EC20 £/,
A D-Clu AARKRTB Y L-Clu AL, FLAETRE ARG FH
5 FRESHED.

EAEa-D-BEBBLEFRMAY (I1) HHELT, LI EC20 £
A RS "Te. AW iLaAHALFE HPLC 2478¢, FF4F2]4) "Tc-EC20
H A AL ISR N AL T ARFHERGRAWER, & H AHREBIUF
A f5 FR &4 (RA0E 3). AP K% 3% ""Tc £ EC20 4
FrHL e s by BEC20 A4, i R A AETHE Dap-Asp-Cys ¥
SEES, REFARSATRARSGRERBHELS AN, RECEEXT
BB UHEFRALSFRES (ALE6). &5, ""Tc-EC20 §]# ¥ &5 &
A6 UGB HRFERR G THEY Te A4, :

Tc-BC20 &7 h &5 FR-FE M 48 248 X 69 B 1) Fo SR B AR BUME .
9 Te-BC20 AR M T FR (ti.~ 4 04F), T2 0 R
S RAFE, HH " Tc-BC20 ik FR-FARFBT KRERK,

48 A AR 4 5 k4% P Te-EC20 Mgk AL 38 55 £ 48y FR . 4
#, "'In-DTPA-=HBR# A7 IR, Bk, KIALHMH-TRA KM G HE
DB KT B E 444 KB FRs (ALE 3 ok ). %, &
—H A AR B DRERAGIFILERAERY (LK 2). B
T ""Tc-BC20 W Ze BB MBS Rk kg, HERALEERK
B, & "'In-DTPA-+TBR KM, "Tc-EC20 AL &H B AMA N, #BHF
M E LT FR-FE AV .

AR L ERAET B FHR-tBA " 'Tc oM. A% "Tc-12-8 &~
3,3,9, 9-mWE-5-H -4, 8 —§-2, 10-dodecanedinoe = A7 (&
)t BO B E DO A RBRARY, FIRET FEME KB A
Bh P EREG (K 7% ID/g) Bk, TRFTHX "Te-TH=F

40



03814683. 5 oM P 3E34/34m

AR ~ BB oW AEKAILRBGRXRECNGE DS HNGHL. &
HAETHRAERT A TGRS, Bk, RFT KBTS
KE BB L ke, BB, EL T 7"To-6-M A MBS E-BF & (HYNIC)
o} B 47 & 4 (HYNIC-+t88) &£ 24JK-FBP W& ¥ X EHAK. AANHE,
"nTc—-EC20 £ M109 AP F 49 # E AR-FJUF &5 HYNIC-»+ 8 /& 241K-FBP
BETHREKEARE (K 17% 1D/g) (R 2). AE#HKREHIE 4
SR, EAFHANLEAAE KLY 50: 1 B EZ L.

Bz, HET —FHEBHRLLS "Te Y TREGKITEY, X
FrafegiLash Tc-BC20 fLiks Akl HF A th L FR-FAM A
s, £ I EC20 e EF HEFMH Ko XG5 3 nM) vAK
FoR AR R FXERAMTRELK (FR) -l BEmEES. &
wIM s E A ML, ARESLBELESEASANEEESNAE
iF, BC20 §648 5 ‘It B A R F S miesta. A#HMEAMS Balb/c
BAAZE, Tc-EC20 REMMABHAL T AR (Xt KH 4
o4F), FELARMITEH X B kT, AKA M09 B
Balb/c SR BMAFHy RGBT FEDSAMAOBKEEXT
Pare-BC20 2 E2MELE FR-FOMMEREAR Y. ALERAN,
PeTc—BC20 2 A A, R KL HLTH B LN, THTER FR-
FEMEAPR. FIiER A4 EC20-A MBS M ZA K, &# ECLI,
EC13, BCl4, #= EC53.

ALEE, EFEAAH 26, 000 A BRESHEFFELE, FLE
ke b BEAE S SR M HARRIL 0% FRKAERY AR
B2, IFFEALTEHOEE., O TESRAZGEIFARGELS
BRAGEEEBEYHT &, S¥ RS mitihFasEE. BER,
SHRENMTFEARG S A2 PEF AR T HEF Ay, LT
IR FEFR, §F TTc-BC20 SXEAAETIRELY
FREFLA (GIEIIEE), XAAMEEHRB/T —H RN, FR
WE, EATENA FTEIRFLENT RGN A%, EEHE,
B THYEAANRETHN LT ARG LLARRLYER Tom
BC20 L it W Bh 48 6 KA #iL42.
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PROJECT NAME: EC20
SAMPLE NAME: Pro-BDap-Asp-Gys FRACTION#2
INJECTION VOLUME:  20.00ul
DATE AGQUIRED:
Aﬁggssmg fi?m o ?1_% B2OM IN 20% B 1_5 mimin AND Eq
o, i, 2 38  DATE PROCESSED:
1 FLOWRATE 1.5 mi/MIN 19.433
o1d A OI%IFAINHZ
1 B C.J%TFAIN CHIGN
0119 MACHINE: HPLC2
1 COLUMY: YTERRARP 18
0104 3.9X150mm
009]  INSTRUMENT METHOD: g1% B20M N 20% B 1_5 mimin AND Eq
3 COMMANDS ,
0081  MODIFIEDUSER  SYSTEM
1 LOCKED NO
0074  METHODID 1728
AU 1 METHODVERSION 1
0063  EDITUSER
0.05- W 600 GRADIENT TABLE
] TINE [ FLOV T %A | %8 | %C [ %0 [CURVE
0.04- 1 150100700 [29.0[_ 1.0
T 7°170.00] 1.50 | 0.0 1 0.0 [30.0] 200[ &
0.03 376000/ 0.J0] 0.0 0.0 ] 0.0]7000] &
0.02
0.00-

a4
o R

% £k

UEEESEE Y SEEEA

194331 96094| 7436; 1.37

& 20
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wom B W #19/237

0524 VAL
0.50-
0.48-
0.46-
0.44-
0.42-
0404
0.38-
036

PROJECT NAME EC20
AME:  ECA3 AFTER LYOPH

SAMPLE NAM

DATE ACQUIRED:

ACOMETHOD SET: 2% B20m IN 20% B1_5 mimin AND Eq
%g.ﬁﬂul

[NJECTION VOLUME:

MACHINE:

HPICT
COLUMN: )gf ERRA (18 5um

9 X 150mm
1933615 01

A: 0,1%TFA IN 120
B: 0.1%TEA IN CHACN
WAVELENGTH = 280 nm

INSTRUMENT METHOD: 2% B20m IN 20% B1_5 mimin AND Eq

0.34- COMMENTS

0.324
0.30
0.28-
Al 0.26+
0.24

0.20-
0.18+
0.16-
0.14
0124
0.104
0.084
0.06
0.04-
0.02+
0.00~
.02~

MODIFIED USER SBSTEM

METHOD iD 4982
METHOD VERSION 6
ED USER

W 600 GRADIENT TABLE

FIOW | %A [ B T C
1501980 0] €
150800200/ 0

)

TIME

20.00
1.00
31.00

CURVE
0.0
0.0 6

00| 6
0.0f 1

13.1E

1.50198.0{ 20
0.10]98.01 2(

I
I
0.0
(

N PPCY PG [
]

15.325

15.795

16.360
16.877

17.169

§
Lo

a4
R

24 K| @R

96094| 74

3.102
5.325

13155

57955974085 505938/ 85.4¢

PY RN RN Ry U

6.360] 390992| 269

68771 312515

o|un|tamlcs|ro| -

17.189] 73995

& 21
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#1 STATUS 106 TIME: 0.01 VACUUM
API SOURCE VAGUUM 0K : YES

SOURCE VOLTAGE (<) : 52 |ON GAUGE PRESSURE OK YES
SOURCE CURRENT {vA) : 0.24 ION GAUGE STATUS : ON

VAPORIZER THERMOCOUPLE OK: NO |ON GAUGE (x108-5 TORR) : 1.52
VAPORIZER TEMP (C) : -0.00 CONVECTION PRESSURE OK YES

SHEATH GAS FLOW RATE() - 58.98 CONVECTION GAUGE (TOR) : 0.84

AUX GAS FLOW RATE () : 317
CAPILLARY RTD OK : YES TURBO PUMP
RUNNING

CAPILLARY VOLTAGE (V) : 20.64 STATUS :
CAPILLARY TEMP (Q) : 224.60 LIFE (HOURS) - 16359.00

8 KV SUPPLY AT LIMIT : NO SPEED (RFM)  : 60000.00
POWER (WATTS) - 39.20

TEMPERATURE (Q) : 40.00

ION OPTICS

{T: 0.00 - 0.45 NL
100- 0.31 13488

954
90
85-
80
75-
70-

65-
taxt ]

‘*'/i Lo
50-
45-
404
35-
-
25-
20-
15+
10

54

)+ T T
0.0 0.1 02 03 04

B i) (4-4F) & 22A

0000000000
0000000000
000ITI04 0
%’090]08590
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OHEO0LEOR000000000000IO 0009010953011-18 KT.0.03-0.48 AV: 18 NL: 5.25E8
T -+¢ ms{50.00-1800.00)
100 740.2
%
9
85
B0
75
70
65
60
55
st g
FE B
)
- 7344
30
25 T4 7604

20 761.4
15 7344|7483 761.3

Nni4 7843
10 7722 8043
5 i0e8 7232 M) Alpss 91483 B3

0 4 H (| : Hiin U
7m0 T4 760 780 anu L%:

00000000000000000000000ITI04_000901095301°1-18 REQ.03-0.48 AV: 18 N1 5,258
T +ons(S000-180000) 7y

A8 =t 50
B &

04301 Y2 aa fioas 12994
15 7614 15085 17789
10 49 51252 1853.7

5 i” |, ill" Iil'{|l| |
400 600 800 1000 1200 1400 1600 1800

vz & 228
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41 STATUS (06 TIME: 0.03 VACUUM
API SOURCE VACUUM OK : YES
SOURCE VOLTAGE (k) 452 |ON GAUGE PRESSURE 0X - YES
SOURCE CURRENT (uA) : 19.48 10N GAUGE STATUS : ON
VAPORIZER THERMOCOUPLE OK NO ON GAUGE (10s-5 TORR) 152
VAPORIZER TEMP (O : 000 CONVECTION PRESSURE OK YES
SHEATAHS GFAL% mr gA(r)E () 5:32 CONVECTION GAUGE (T0R) - 0.84
AUX G : J
CAPILLARY RTD OK : YES TURBO PUMP
CAPILLARY VOLTAGE (V) : -10.10 STATUS : RUNNING
CAPILLARY TEMP (Q) ; 225.60 LIFE (HOURS) 16359.00
8 kV SUPPLY AT LIMIT : NO SPEED (RPM)  : 60000.00
POWER (WATTS) 39.20
TEMPERATURE (0) - 40,00
[N 0PTICS
I 00-04] 028 Moss
TICHS
95- 0000000000
90- 0000000000
000/T104 0
85- 0090109433
80 8
75-
70-
saxt o]
*& 55_
50-
454
40
35-
%0-
254
20
15-
10-
A
T ohE 0l 0% 010 025 030 035 040

63



03814683. 5 . X
wom B W %23/23T

oonouoouoooouooownowmm 000901095336°1-18 RT:0.02-0.41 AV 18 NL: 1.7385
T: -+ ms(50.00-1800.
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