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U~ BREARA

[ 2 B4 FT B < B l7 o8 35 ]

MBmMEAZHERANARERER HREAZERK

HREBEHEYWHER AZHTRFHERAERNZE
2B E SEIR - Bl s B E W (2 B (Taxol)) K i 7 &
W (L A5 (Taxotere)) » B H EBESEYWE KB EL D

T EEEHEBERKENE -

[ 5% 8 £ 17 ]

MEEEEEE —ERBMEEN  FNEAFERY
B — 8 Z A T F (Taxus brevifolia)--Z 8f B K &f K >
ErARABEEZE ] SWARSE 1T K IITHFHK
BEEEZHEGHNSE (Horwitz A > 1993) - k& £ E
AR EAr I &8 RILE - AR/DME RIE /DMK Z -
FYEAEBENEREAYROUCHEEREERGRE - €
MR EEERMABANERABRCEIEREREAEBR
7K e

HEZEZEHEMFEH 0-EZ2BEHRA@E 111> —&F
M EEMEYE N EBIAAZR (Taxus baccata) gt 3
HBMf&8a&k X #EWLKFPAEKREE (Cirtes K
Pazdur,1995) - S EE MR R FELE - ME - WRE
EEBEEE LREEXRREFETIHHEZE#ERARE -
mERSET O MAEEZEEANRLE  WEE  BHEEBEK
EHEBERETESETERNLONR -
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it o7k EE (50 % v/v)’s’%%ﬁfféﬁi%~ffifﬁ%?
(Goldspiel,1994) - M m BEZBH (BB AN AR E
EEELE  WWEE  F/IHMEMEREEREESES
V& ¥ (Rowinsky & Donehower,1995) - MR B H &1 7L &
AERFEALZBELZEER GRS ALE TTEZRE K
(Foa & A > 1994) - HAIA KPP HZIHEEHK > B EE=E
EHEHNBRARZBHESEEERR AR ARE  HxE
EB®EMN 100-250 2% /FAARBENTEENEE AR
MMk & 4> (Holmes H A > 1995) EBREAEWMERER
HFXZEI MW A E ZFME (Rowinsky F A > 1993) o
BAFEECHREZEECREMR EL HEEENRS
REMEEFERARTEHRE ANEY BEEEREXKER
EEM BREMEER - R EHERDETE - LER
FROERNRERSG: Y K ABI & EERBR (Veiss F
A 1990) - EE L EFIRABEEHBRTINEZERX
MTEEZBERNERT T EGBEP N W KZEEMHA
fR (Eiseman % A > 1994) - 4t - W E M EL RA T E®
HENTHRIGEEERFREEERE T2 RELEBR
Be i@ ¥ #( 40 — (2-Z & C & )88 B B8 (DEHP) - E 40 DEHP 4]
HEBYRFSEEMEEEAEWEERERE HERH
ZEEHENGLEAEERANKBERPRRERYE » WK
TE 4% AT R E B I8 (Goldspiel,1994) - K ik & f0 5w H Z
PREARBENVEGREAELFERIIETETREL T
R A HEERB|BUBAMSEARAES
EHEAES AU AT EZEEEEEEFBHT 2 =E
BEEME FRBEBEEESsMNT BB BB EE
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MR MBEE G AYER 2 EER T AEME Deutsch
F AN 1989 mathew % A > Zhao K Kingston, 1991, 1992;
Nicolaou % A >1993;Vyas % A 1995 Rose & A >1997) o
MARE T EEBESR D KT ERE  BLHMBAEETHE
EHREYOREMREMN (Drutsch & A > 1989 Mathew
% AN > 19925 Rose H A » 1997) - BHF AT £ W H R & ¥ pH
LKBWRPARBE A BEEFFMRTEH - #1240 Deutsch
FA(I8)EWMmEEER < 2'-T _BRETEY  H

ME KT EREMEY 0.1% » ZZ2BEE K N-FEH
BEEEEEG 1% K4 BEREEEREAIRE - #

BUAS B AR B Mathew % A (1992)% & -
Bi3E Nicolaou % A (1993)H &AM B MR ERE LY
T E B EEE T RN (protaxols), ZAIE o i
S e WA EE S KRS EE MBS T R kR
REEEEEBEBEEEY - CEERAREL®
BREE 2 EBRBER - Greenvald S ABEEREE
KEHEEEEEES 2% 1-FZ - M (Greenwald
T A 1994) - ARG WEB R - LT 0 H %ok
RZ_BEB((PEGO)-#EA M= EZE® (Li A > 1996 ;
Greenwald % A » 1996) - B A I % 5 & W 2 k5 1 58 &
EEERTERNE BN EETE - b PEC RES
B WS R TR A IR PEG A
B NN T B EE (U.S. 5,362,851) -
HECERER SN EAE NS E 2T R ER
A5 /N8 B2 U Bk (Bartoni M Boitard, 1990) - /N A
BEENAEEERSEEERBER  BEEEER 2



1255183

YT EEEEWEITEBEKE AT EEYWHEE % (Sharna
¥ Straubinger, 1994) - R3E » fARE FEFEEEH & -

EMAFTEE —EBEAEEN R EEZEEEE A ET@®ESR
MECHAZEZZEEAMAAEEER  MEEY LB TSI
& By B BL -

ErHFAMZEZEECS BEEEHTEEZEZ@ENY
SEXFEER ERWMEAEEZTEICRELSE - IUE
EEEEHTET F—HRESLFELTERFEHTMEE
EEZEHERER EFEETRSHTEEZEBEELREA
EEASE R  Hit BUYEFE-—EARAWZEEER®
KHEHHREYR HF > EBKAEEEEROBFFEHAR
BEER BHRREFROEERRMEREB L DIk LM
EZFA B MMEREMEEABRHEERBRE
[ZHAZR]
ABEHERZRIESFRAEECLSAMEM T ARE > K
HEHEdEYERE —BALZ2RERER /RAMNE £ KE
NMMrEEER HAZEEXRHERELCHEEDES R
KEEREVWU KEEREER  WESGEKBESR
BEeH  AFHIB - BEBIIR - BEEHTEEE®
ERBEEBIESCYNEGYNIVWEREARFREFTE AN
MERENE  AEXLEHEYRLERER —EHFEAXR
Mlt(taxane) HEFHPEZEZEHAANBEELEE -
LEMEVMEREFERERA B EEREAXAAEFTE A
MR CEHEAUNEAMEREZER HOEZEEHERREE
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EYE G AN EEEBEORE  GREEIERRKEHE

LEHE O WMDHYEARPZIERNERGFIRERED
mEHEEEREEER  R-(1-BREB)EG WX HE=E
PHENBERENFETEAERAEZYEE S B EEX
R F iR E Em M iR Ot o R R -

R S ELEFEEEETCEERER > HIELBREY
KB REVESY S EEzEH BEES
(taxoxifen) » ¥ £ 5 - # ¥ & (etopside) » F} & &
(teniposide) » & ¥ 4 (fludarabine) » % & & & *F
(doxorubicin) > i# 2% f# % (daunomycin) » F E &
(emodin) » 5-% JR ™ 1€ (5-fluorouracil) » FUDR » it —
Bf (estradiol) » E #f @ (camptothecin) » #E R A B
8 (retinoids) » M ¥ % (verapamil) > F ¥ W &
(epothilones) > ¥ fl & (cyclosporin) » kK H E £ HE
(taxoids) - Fe il - EFEHREZERFE L EH B E
EZEEEMLAEULGCEREEZESEEREGEY HEESGR
BEFANTLRABAN  WEFRBRAREHZFKEFE
B  ZFEFNEFEFEFBERFLE  ALE S8R
FHEAERE  WNERER BEEEKBEREVETEY
EtEESGEREYHRESH -

NATHEAZEHZKEEZGY T ERIECEDER
HENERB S RERKRZE LEHsRBEREMAEM -
RKEEHZTEEZEH MHMAEAZEZEHERXUEECEEZELE IR
AEPHHRERBOF K - BRIV BESHTEER
H(PG-TXLYRN X LB FEEIU A s HHEY - FERSBH W
% F i W F B E G @ F (daunorubicin) i HE B H K &2 E
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GHERACEYHREHIIBEAARNTRARBY B
B Ah B0 2K U B0 H R AR TE B A0 & B E RR BT ME B A K
HUEERAZRE T/ TR BEEE -
CTERBFEEREGEYECRBEESBEE RN EEBE
HHEZEBEERSTHWE - 2 FE KK 30kDa 2 REY
AP ZEMREAEEMODE REMKBAELE  HLEEME
A FAEZIAATNHEHEAEYHRE N ZEME (Maeda B
Matsumura, 1989 : Reynolds, 1995) - B A @E ° B &I
EEMEREARSEICMOEANKEABEILLEEE A& DT R
AR KR ZBEM. (Maeda & Matsumura, 1989; Fidler %
AN 18T  -ERERZMEODERKXRERBEAERMA
A E KRS F (Maeda K& Matsumura, 1989) - ZIEE &
V-EZYBEEYEETRENODERHODE ST ZEEBZE
EABRBRAL  SRERNEBERANEBEIEBEE - KE
MEEVINKEEBH ZPC-TXLEEFHEKEBESEY (F
AT EEZ2EHEB)AANEENEET - WA REY-EY
EUAFREBEVAREERR  FESMREH S
BREY BB KEEREWWHIUWKBEERKER)
MARBEZEY  UABBHEEAUBZIEY - HATE
e BLZESRRRAREGY IR EERSEESLEY &
B € JJ (Kopecek, 1990 » Maeda & Matsumura, 1989) -
BEREZEHAFMUEELSHREMEEETRERFGHBEEH
A2 SMANCS K %% B 2 HPNA-Dox(Maeda, 1991; Kopecek

[l

& Kopeckova, 1993) o
AEHBRANEST  EBETHRREREEMCL
HEMEEZEELEY  UKHEEEAR
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. &% (Cortes & Pazdur, 1995) Al H R R K IFE W £~ K »
HEEEXLEEAR s Fod BEEERKRBAELE
#BR CLH N0, 2B A A (2aR- (22aa, 48 4a B >
68 9a(aR*: BS*)» 1la » 12a > 12aa > 12ba ] ] -
BEFHEE)-a-LEFNE 6 120-BA(ZHE)-12-(F
FHEES)-2a>3°4>4a> 562910 1112> 12a> 12b-
+ & -4 11-Z2 8 -4a> 8 13 13-MHEE-S-HE-7>
11- R E-IH-B% (3,4) XBH-01,2-b) —&EHE-9-

HE FTTEHLEZZFAHEEZERBRILEZEH K
MEMCEYWEER NRAZHAEBFS  HETXLHE
RERENERSEFEAZEKRERELERERRES

Yiie & -

N T EEEEEAEZ KEEEBES R < BB O
f o AV E S EEEEGRBET  FABHZIESR
ctBRETIBC—EHTRABESE W B 88 8-
$1 0 85 > 85 > 8 0 8L 8 0 S8 0 sk 0 $H 0 8K > & 0 &
88 Bk o 87 82 0 R 8K 8t 0 H 0 $L T
EfFmEiEet  BEAsBETFREBRHAEZE > KA
iyl BEB Y —CHRAKERMLE BRERFEZEELRE
B IR 7Ga,®®Ga, ' In,’°"Tc,?0Y, *"Sn K& '?7"Pt e

AR ABHEBZCREKBAHEEESERABFBEEAIFRRK =
ff Z % = B% AL Z B (DTPA) » ff Z B — & U Z Bk (EDTA) »
1,4,7,10-0V B + = k& -N,N' ,N" ,N"' -0 Z B Eg (DOTA) °

B0 gkE NN NN - ZBR (TETA) @ 8 2 & =
% B Bs (HEDP) » Z %R T — B2 (DMSA) » Z {f & & = & ¥ &8
FE BB (DTTP) R 1- (¥ - EFE)-DTPA 1,6- K&
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S NN NN TUZ B DPDP - K ff 2 H R (8 2 K
BH)-Z 8 bl DIPA B8 - 4 %0 2 & & 25
B &t UIn-DTPA-MEE EEE A B Na-DIPA-H 3 £ 32
BETEEY -

ARHsETABA G WAEEEEE HEZEE
RECELETECEAGHEESY  RoVBEES
EWM T EREE HESFERLCELEL 2 % 1.5
EH—% K BEBRCOHBTRAZAREE THEE
R - Bk AEAESTHMBETE LT EY K
BB M SEBIEESRRSEESEARS |
MR BEME d-BEE - BE BRESBEERM
T EE SR WA R BN R NHTAE
W B WL EE B M (Boyle B A 0 1096) - BERE Y
AEEEBRAR(-BER) B-(-BEB) ¥l -5
BB R(-REB) R(-REH) BWL-FLH) -
BL-EEMEE) R (-MEB) R (A-EER) - BT R
BEMERZ B FRONE - RZE®E BRRAMZ
SFW o URR(Q-BZE |-BiE) MERE  SEE
WERE WEE AMWEEARBEE  H4 R
BHBEBEE RATEZER ABHRAWEE
BAEMHTRY 1,000 4 2,000 £ 3,000 & 4,000
5,000 4 6,000 £ 7,000 5 8,000 £ 9,000
10,000 % 11,000 % 12,000 % 13,000 %9 14,000 -
# 15,000 % 16,000 % 17,000 % 18,000°-% 19,000 -
% 20,000 % 21,000°% 22,000 % 23,000°% 24,000 >
% 25,000 % 26,000 % 27,000 % 28,000°% 29,000 -
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3
7
3
]

30,0000 %3 31,000 %7 32,000 % 33,000 %3 34,000
35,000 %3 36,000 % 37,000 % 38,000 %5 39,000 -
40,000 %5 41,000 %7 42,000 % 43,000 % 44,000 -
45,000 %3 46,000° %3 47,000 % 48,000 %3 49,000 >

£ 50,000kd ROoFEZER  ABHUZIREVEE
EES>TFEXH 51,0004 52,000 4% 53,000 %7 54,000 -

|

|
3
3

55,000 %9 56,000 % 57,000 #%7 58,000 % 59,000 -

60,000 % 61,000 % 62,000 % 63,000 #3 64,000

-

65,000 % 66,000 # 67,000 %7 68,000 % 69,000
70,000 % 71,000 % 72,000 %7 73,000 %5 74,000 -
75,000 % 76,000 % 77,000-% 78,000 %3 79,000 -

-

80,000 %7 81,000 # 82,000 %7 83,000 %7 84,000
85,000 %5 86,000 % 87,000 %7 88,000 %7 89,000 -
90,000 % 91,000 % 92,000 %7 93,000 %5 94,000 -
95,000 %5 96,000° % 97,000 %7 98,000 # 99,000
100,000kd - E HHE ARG TEBEENRLK 5,000

E 4 100,000kd < & E - LL# 20,000 £4 80,000 = £ »
EEEDKH 25,0004 50,000 /E £ -

ABFEHIZIBS—-FEBABHESYW PCG-TXL LA # &

EE _FHBEERTFERBENERENEME > FRAE
B - 7% E (cisplatin) » # ¥ B (melphalan) B 5
FRERE FAARE EEL - HEBE HNEBEHRE(EH) -
KEEESEABEEBEWD S-BERBIE(S FOREE &R
# (FUDR) » Z R ML FHREHZBME -

FTRAZHMESYE 5K T 85 B2 %A

B - LEBRRBEEFAXRENEE > HEEK  R@®
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FREREACANBZ THYERANEE T G 5] &8 B K
HEFEXEN/R S - Ht > AZWELATKMLS S ZEM
EVMEEREZEBEREXNEBEENRCEEZEEZR A=
PENEECECERESES N TEKRKBURSEYRES
Bl BEMAEGCVEBERI-E RBHERE RXRXXZ2K
Be e > RERBNZSE > #®E DIPA- BT 7T EKRHK
REAAFREREANEY RABEHSGY A BER
BRECESRAMRERY -

HETEBEAF AFHTMMERS — &R EERMHE R
BN AEZERRENHCEZER HEZEEXIREESR
PELHE BETERESERSREVHETRECESRE M
TRLEBESCRZCESY EREASGEZMESTY k&
HEGcBHE rREREROLEAERL EFEA&FES
EEesBEHETFTE IHERAGEDN  ESBETAR
merEgE HelRMRAREEZW EEESZETaR
HYRIIABEMSEEDERTFTZEE -
AZFHNETERBAGLITRERREBERERZ S
B o BRAEEEES - EBEHASYESLEBRENRT
TH O OMHEEZEEEXRHEECECLEERESEKRKBEERS
MREEH  koBRBETEZEAER  BZXBEBRIU
NEREBRERAERTEE HEHASGYEsHTE
ZZH MHMEEZZBERNHECERDEBESGEKRKBAERES
> BEFEEFEFRNBE(I-RE2EER) RUA-XR2ER)
F(Al-REEB) > R(O-BEEEKR) R(JA-BEKE) =X
(dl-BEHEE)  REEESER(1-BEE) R-(d-BiK
M) HEUI-BEER) JFTTRAZVHHESY T8 REH
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MERNARZEGEELECRETAERNCEE  EEEFR
el NEE BEMHERE MME - EHHEE - AFEH
HepwthTRAREAEE HBERE SBE BHORE
HFEEERARE - WMEER "WEE, BE AR TR
ErAMEEERNEBCEEFTEE - &% A & W& E
MERINEE HNEAMERODH BMEIXBELEREER
KEYR  FZAEEBFEEARITCCHEARASZTER
(apoptotic) AR MM AZEFBERTEME - E&E B
BRACEERBTHREZYMEAE R T EZE @M
EHEFEBNNRER HRAAEEFERERABEERE
HEEmE  UERFEAR Bk BEAKXEFARKRTE
) o
tEAEEFMAEMERZ SN HTHXEEZEH® -
ESR-ZEccBRTERBENERRA - L2 REH
FASGZARREREER  FREYRINEFERZMD A
HRZEERY DIPA-H R EEZBHERER HHEER
EMmaTARBEESES BT EEZTE R EL KFEB A6
R AN WUHEAEAEBEARMEKRHE BRREERSH
EChBZHEERUENER  AIERNXERNREME

‘IHH

i
&

e
ABH I ETERBATHE LIS ESEBIRBEIE LS
- BBERIEBATARRTERIRA EERE & T
EEEWMAEEZEH-BEAHESY  THERANEESE
LARBEEREKENEZEE -

ABZHOBLATREEEZESTERLBRIED —BEEZH
HEBREERZCAE BaHEE2EHERBAERR
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MARTERNECHGY LGN EZE@WM XML EEER
HHREREREY UREBEERBEE MUREBEERR
FE -FISAREBCETITRNERBHREREREEMRE
®oOHEHNREERFIFERTEETEHRE AR H
B B EBEHA N (EBEEFN 5,583,153 f#f it /2 gE 2L f#
2%) - MIRAEERER HFHAZHZ KBEEELEIE
EReBMELTERESEZKBEES M BEL - B > X
ZUPCCHEYHHHERREMAARUAMB T EEZZE
ER MWMEREEZEESMNME £ KA - HERMKEBRE
REEF VRO EBERMBEBMMTLME - LHFTHEX
BHCEVERECREGYATEHEEEYWHER A
o0 M & 4R R 1% B (AGM-1470)(0liver F A > 1994)% K
EEEEWNE RN (nethotrexate) °

ZHBEEEZTEFGLTRERRODE KE M &I H H K
Z O BARAAZHAZKEAUEWBHZEZEZE@RHEAEZERA
ELXEBEHEEBIN KR ENASZ (W0 9625176 @ f# it 1Y [
UttzE) - Il HEM KEERHcEEZZ@BIAFEAR
BREBENERE  WER 2WRE  E8  AITREAY -
BB OEADO O OBEES > kBB K IKE
EEROEITERRERNBEE - LEAEEO0F > HH
KEMBMTEZERUIESGETRABRERE - I HE It
KEEREBEREZEERITIKIEWNNTEALEERH - 6
MBEEEITRENREY-EVEARNERBILERE M
BEHUREGY-ZVESEY  "THAZECHEMHERE
AYHEEEEMKH  TEEHSBUOE-KEE - T #
REVHEEREY  KEBE REBEEFREE XZ

E‘*ﬁ
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G LR -ZBRIFEXERDE  BMEE®BEHNT 0 KE
MHTEZTER PC-TXL BEEVWEMMNBER LAR
REMERPWMEH ADIRKEFIRA - HEMREXERESE
FHEME  ABHOTHELES -—ERDE SNSRI &K
HREXREEZLHE  EBEeHSFEIEER T —
EHGTEEH A EEZE R AUMMEEEBRESGEREK
BMEEE KEERIEERE ZHELERMB S > @& A
RENEIKFEE H ME Fi - &E B EXE RS IKKE
MEEHKODEREmRRBEANEDN) kEGHWAEEE
MIERE HEEBEARNBERLFEALDEEGULE -
RitAZHZ-—EBIIS —EBEITHEASEEE > HF
ZEREZALUAUTEZMEA T BIMAEELENEEY &
EHTEEZETERMAAETBRESERBEEBUAKRE K
REER BEEERLEFRMEBZEAUAZHESGHLZ
BHEE krREFBEEEENG  BEEESREKID
EREMAREKERERN  ZXBE I EXOG HFRE

HETBEERMFT AXEFHATHMER -—EBEEHEVES

REEREGENTXEZER HEZEEEXREERE
BMZ 27T BEKRZE  KEE-EHEAGWEETKENR
RFEERESFERNTEZER HEZEEREERZELR

HZ 2T REHRZE -

mEEREER "TREBEER, —AELER(I-BEHEE) 0 K-
d-BEB)IAMRMI-BER) "TRX2ER, —AERHE
ROA-RE2ER) R(A-RE2ER) RUI-RZ2ER)
"TRERERR —FAERER(I-EER) R(A-BEER)
R(dl-BEZE) R " KEHREER , X" kKELEEE
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BREGY, " FABEFEEEERRER®EER  RRXELB K
M E REEREGSBEER - K28R S E R
BEW - -HEFTEBOF > " KEERKER, " AEB

G, —AEERERSEES d KSR 1 £

HE
=
it
R
A

MUBY BB BEB R ®RE KB R/ S8 B
HEa - EFETEBEEERAT  HE " KESEREKEER ., &
AR EEBER  REEBRRER/ SEEBEBE - L&
TKEMREER, BWEAELEMMTMEMRL  WE K
HEFEER RERLBE > FHEHE SOXEBE > &
BEEBR / RKREEBRRE BB - & T H S
Bl 2HEIR - EABREBRBES KBESERKERBE
G BMNILERE " HRY

ETHEEHT  ZEXA AEFEHALBZREHKRER
AT EAMER T RKBEEREER, HFEHTREBEKER
CEEBREGVRELEABZTHIELE - REEBES
V> HAERGEEEURBLENEMRE R/ B KH
- REEBRIIUREEE  RXEKER  REKER
HKBUREREBREXREVEOIBER  REEB R/
AHEREGYNEEBNARGEEZ THEATEEHL 10 8B
2 ¥ 3 M 485868 7% 88 9% 10
128 13- 8 148 15- 8 16 % 17 % 18- 19>
#3200 % 210 % 220 %9 230 %9 24 Y 25 RE H (E &
B RXEBRAEERBEEREREAMEXR - WHE K
SHEHBEBRDNN ABHZHEFH REEBROXR
BHEE RRX2ER FREEKBIUELEETHZ2H=ZE
BEBICEGOIREERBENRETETEEN 1% 8

=
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2% 0 %1 3% 0 K9 4% 0 89 5% 0 K9 6% 0 F5 1% 0 #9 8% -
9% > % 10% - #5 11% - #9 12% > 5 13% » #5 14% -
9 15% > %9 16% > #9 17% - #9 18% > 9 19% » #5 20% -
7 21% > K3 22% » #9 239% 0 89 24% B K9 25% L E %
ﬁ”“@ﬁ‘f%ﬂfﬁﬁﬁ%"ﬁﬂf@&“%%E{fﬁﬁtﬁﬁﬁiﬁ%%‘EﬁZ
A FOE R B A
AEHAZE - FEH REEBOAUREBEER RBXXL
BEBRAREEBRAKEBNREEZ EBEBTEHFH 25
2 0 &1 26% 0 K3 27% 0 #9 28% 0 89 29% - 9 30% - %
31% - %3 32% » #3 33% > 9 349% > %9 35% ° #9 36% -
%9 37% > %7 38% - %9 39% - #9 40% - $9 41% - #5 42% -
%9 43% 0 %3 449% 0 F3 459% 0 49 46% 0 K9 47% 0 ¥9 48%
9 49% EMM S0 EEEKE - REAMBREKBEEE
EEEEE%FEE@ZE*E?E%‘B&Eﬁxﬁﬁﬂﬁgﬁﬂlﬁ’
RERXRTRBECSEEKBR XL EBER KB KB
Bleal - MEBEAREUERERRGYIEEBNAR S » L
EREKMERES+ I LU EZBESE -
ABHIEETEH BEAKAERCYESNRIES
HVEANRE - NETE HELASGYESH 1% 8 2
% 0 K1 3% > %9 4% 0 % 5% 0 %9 6% 0 K3 7% - £ 8% -
7 9% 3T 10% - #5 11% » %5 12% > #3 13% » #9 14% -
% 159% %9 16% » # 179% > %5 18% > #5 19% » #5 20% -
1 219% - 3 229% - %9 23% > %9 24% » B 25% (w/w) i
EEEVHEREAYEERE NEE HEHSDE S
79 26% 0 %9 27% - 9 28% > %9 29% © #9 30% > £ 31%
%9 32% > %9 33% - %9 34% - %9 35% © #3 36% 0 #9 37% -

A
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1 38% 0 %9 39% - E X 40% B LU E (w/w) Bl E B % M ¥
NEGYEE RENEFECL W ZEZZHE A

EERBECELE RREKEEREGEWEES KE KK
EBMEREEY -
ABFEHCEXEEHETE B FRKBEEREGEVWEESED

mlEEE> TETEZE - RTIR HEBEHSEYWEEH 1
M2-Mm3-M4 S oBe BT 889 10
#7120 %3 13 %9 14 % 15> % 16 % 17> 5 18> £ 19
EH W RLUEE>THRERE B85 FRKEEREY -
RER HEMHEEVWESKH 2108 220 %8 238 24>
#7250 %3 26 %3 270 %9 28> %3 290 % 30 %9 31> % 32>
#7330 %7 340 %3 350 %3 36 %9 37 %9 38> %3 39 % 40
3 410 %3 420 %7 43 %3 440 %9 450 %3 460 K5 47 %9 48 >
%7 49> %7 500 %3 S1 %3 52 %9 53 %9 540 % 550 % 56
#9570 %3 58> %3 59 %5 60 %5 61 # 62 %5 63 £ 64 >
#3650 % 66 % 67 %7 68 % 69 % 70 % 71> % 72 >
07308 140 89 15 M EASFERUENIERE &
TRKEEREY  BEREREEERNTEZEZEHT - i
FEEBEXNEEERLE REREKBEEREYWEREK
BEBERRESY BREES T RKEBEEREGEVESGN T
BEEESTRENY T 2 FHNEBE B2 FKBEERSE
e

EASERENRESCEN R EERE MHAEZEW®
HEMELBCRKEEEERREYBEE " £
EW, c TEVIDIEHEEY  BRESEEELEZ T K
EEREER , EEZ -9 HHBEEMRARE SN

20



1255183

DEREMEECERALEMZEARES NN %5
BMEAMARHELBRANEAES E A HEBREBRR S
Y-SR BESYNRBESELEREET R RN KT B R
BE-ABACHE G KEMEER-SBERADZ
T W TR AR E W L T & — 4 B G UL B AT B E A AT LA
RERALDHZ AT EFNKRE SN CEEEL®A
NEEBEABUBEERFAY - SELEAGYNEES
ABEUBEBR AV A BRABEEEE X R X E
EAREETTHE - LEARRAAZH 2L FE 2
TEMENEY  BREL -

BEBTEE - SAILE SRR E W R R 2 S
EENAZHFTBERA L — BT RO ES - X105k &
BT, —AAE T —®E, ZEE - BRI A EN
M E B BL R BT MR 2 5 BR R A R TR R BE Sk W R R
B BRERVRESERME -

[Fr7 K]

ABEHBEEREAFEAE SN T L ZEE R AL 62
BEES  UERHSEFHEEAERERES B AE N
EM - DR (1-BEBR)ESYWHT 2 ES# (PG-TXL)
BFEENEHEOA-HZ I E  LBEFHSHERTE
EEHETS PC X LESCEERER - HEF AW
CEEEEREAAHEHEEEE@ER PG A S & E AN
ERVEFTEREAECE HER 0 ORERFELRES
MM EREENBANEE - A 0 B PG-TXL BEWZ
BEARZHEMD (60 ExEEMEEETEH /T
) EBEREAEERZZZOE ERES LBEKBEEIE
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2 EAMAREEREND)  EEREXRBIIREHRKR 2 &
NAELE ISHHUTEEEAOEKREE)  FTTWHRE
ot PG-TXL AR EE RELKRE (13672F)) 2 RE L
mEREE FEERIN 40-600 ZEnEEM R EER
W/ FT%x PC-TXL IE2HRER HHOABENNERR
BREY-EYESEY PG-TXL W E XK F H % T K/
BERRERDEFREEHERENEEREER -

FRTHREEBZRNNEREREZNER(ZLE - WWEESF)
LB ES  PG-TXL AR /DB B 5T A 2L 5% (MDA-435) K& OF
HE(SKOVBIpDH T R FEB®RLEESEN - BN ERBRK
BUMHERERARMATE BEEITERABERE - LE M
TEEBEEZHANRES PC-TXLR—EFEAEZELEYE » H
HEGTEHARAW T EZZRXRREBEBE LA - #1400
PG-TXL WMMBFEARNZOMEEEHERN T EEZZEELTH -
AT EZEBEFEERNDEME/RGRMHE - H PG-TXL &
ARAFEEERKNHE  HHUOLER®EEERARE N E
Y ERREGEOER  -PC-TXL BB EREZEEHFZ
HERERE EHEREZZEE -REUWESTER 48 K
NEBHBEERL PC-TXL KR BRHAUEBHTEEZTE K
HEER 1% HWERHEREZTHFAEY PCG-TXL WL EEH
MENRNREEBEIABEREZEERAS L AANERMEEA
& SE e

PG-TXL HFEURCE T ERRBENROKHEANEE M
fEAERMEE s R RBE KA EER PC-TXL - EERE
MENES NERANERRKEEHERN T EEZEEBCR
W XEEESGEAKEEHLEEZEEBRASG CRAEEHF
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SILBEEREOECETMEFIES > BERT PG-TXL B
EEERNEEEZEBECANE R ELCAEEERE
MEERHEHAE PC-TXL HENM T EEZH 2 HF I -
WABEEREE PC-TXL BN B AR ZEAME - #
EEF I0%BRARENEHENTEZEE - LS HBA
B A ERmREMML  FEES PC-TXL K E M MHE
ERW > FETHE S B0EMEEC -
H—HEMET o BEFEEE PC-TXL T X B HHE
PHRHEKBEEMREANER  RBTEHEWMTEZET
EREBHRGY - BREEZTHEAGEER  LUEEESY
" HEEEZEHEEABASHEERAIMN " E28H
ZHAIRE PC-TXL WA HHERSFAYE ZEMN
TEEEBERELABEAERWNE SN > BERE BB H W
TEEZWEK -
THEEANTEEZEERRAENDENS EE @K 5
i MR EH HWEEYWITREEALASASTERH
ZHEEETE MEASEFS - BH#E > HEdMEg
THERERNELEARTNBEREC  FERERAREO
e kB EFEACNERBRE - % PCG-TXL & B/
BZER® tt%EElabel%E EPHESMRASE > HE
MEERKEZEERES  RAMWMTZEZEZHER PG-TXL
FILURI 3 o 51 A B B 18 8 2 18 & M M 28 -
KERAEBEEEO AR TBEE PC-TXL BHELL
e HAEHILIEREANEEBS BEEME > FRE(F
AER HEFZEHAEZEBEIRAYESEAR —E
EEWPC-TXL) HEFHEHEBK BRI MBEHRIER T -
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ABHLE - S EAERANEEN LA T  LTH
BREGYHECRERFREERSC B ESBERXERLE
F - -Z2EHEEES FBEEREHN  HuUBEZYWEKRKSH
He KBENMEREHEHEY BHBESFRAECEE Z O EE
BIFERABUOUNEZLE  fiMETEBRE  H&F
EMHEE B BMEBWEHE R (octreotide) @ Iff = FF K &
BEREARRNT MREEESBEL : B BEFA
Bl 01 % & B ™ (misonidazole) K & £ FE DBk ok
(erythronitroimidazole) : F §T 1 & 4 & & -

ABHL S —MERYS DIPA-MEEEE @ > gt HE
THMA Bl EERMBAET R ERB N ERRE
BMEANBEHRM TR EZEHASE A K - DTPA- 1 3 H 32
FEANEREH 40 2% / THBERER - ¥ MCa-4 4L
B ERMN RN RS EE B EE SR - 4
A DPTA- WM B B HEMBNEE L2 88BN
MCa-4 B AN BBABZHACESKBESNERES S
R S E s B -

ABEHrHELADRAEREER S AERES
MeEEBY L AAEMEEEEEARALLM TR
EEESEMI M B IEEAE Rk E M E B K
ZLHEEZEZERBMAEMEEGY  HEHTEFHEHRERZIMBER

EEEARONEZ®EE - LEHESY T R K %L ATH
TEEFHMAEGYEIFHZHEBB R - L4 B EE
AT EEERESRAEAEREE WU HANRE®DSE
¥ oXABPAEMRERY  EXTEHEKEFRE
fa (SPECT)ECE F# HEBERHEM(PEDH R ER T EZEE
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EWMFEER S - LERE T AR EE 5B R E
MR - ZENOLAEYNESESERBEMEEEZESGAE -H
TEEZHBERA -
M BEE2E@E AU ETRXERKENE - KELH &
EHTREETEEKRKEUEREYESEYEHE > &K &H
ERHKEREESBEMTEEEY - & 3% 08 E# UK
B MEEE B W ' In,’%Y, %Ho,%%Ga, " Tc)E L N % &
RSB EEWE  WmEEEZ®E —FEz-H
HEFTH(PEC-HZEZEZW) REKE-HT
BEEMEPC-TXLHIR _HILE=ZFAZE-HXE
(DTPA-H BEZEB@H )CKEBERINE 1 H -
AZHCEXEERBH+  DIPA-HEREZZHBXREEH
REERWR-ZESE ESYWW EDTA-H S EEZEZ® > DITP-
Hw EETEK DOTA-H e EEZE W T R /KB M E
($MEE - sfEE > UT K 58 HEE) - LEET
FAEEREEER - EX DIPA-H R EEZEEBFXEEH T
ZETHEESCHIRAG2EA EEUKEEZED o
B O"Tc KRECHF 0 FIE R A B BE B & % R B BT
HMEXLEER FTITHERETREZEZZHR (E2HR "HRMEA
ERH(ELE)N  HEEEERTAEAYITIESGAERE SR
HEEMRATE FAEAREHEHEYR T EEBEEREAS
B #@E -
ERAFHILKBERREVUKBEEREER K KE
MeBESCHEBITETCBUEBLAEMAESES
EUfmEFRrEE IE "4£2YHEMEEY 8 " U6
MEY ,  WEERNEABHZI&EH -

5
Z B W
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PIanEARARANLETREERRKEEBGRBDTEERER
AUHEEBREBRNR  BEKEEERERRSESVYUORE
BB RREEBURERR MROEENHEKAES
A MAEEBRFREXNNMDEERENHT £ 2 F HF K
HAEEZZEBEFIXRAEMFRAGEESE - K4 ZEELE
EEB R/ RERBERBE U EEZERXUMHLAEER
HECKBEEREERIBEBRNARENLFZEFERR
PG-TXL  hAl R AL EBE R 2R EHHAEHEMEEH -
HRREFAEERESEREERELDBE AW I RE
EE O OMARREERFIIFHXERERF IR
BENESEFEMA(RBOEENREKER - W0k > 9
ANEHREYWEZEGOHWEIFRRK PC-TXL Z /K& %R
EBREFAFEBANRTEEMRCEEY A & XIE
e

RMMEMEEYNE  EAALRFAAN " KBEERKE
EBIEVIENBEED , E2THFENRBERRE 2 S
TAHAFEHERBEEXE  MOESEFSITEREZNMEEFALE
VEEZS T  KREBEUERBERZIEVIIERMEED WO
MERBEERKEEREBEER HPXEEFEFZ2HEKE
BMAKREKBUERBEREEFERA TFEEXNCERER
2= B HAC -

HINEFTRRERENVKEERBEERE  HIERE
ERAMFHBIEER BRESZEFTFELEHE -
Mt RRKBUREBZEEBREHEREZBALANER
MErm - ERX BEEATEANARAZZEAEKBEERIEE
BMOIMEFERNREBER RRXREBERIAREZRES
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HEHMARNAZH -

FAEANM FXEBREHREBEERZIAVREBEEER
MERE HWFEBEEBEITRE - FHRAX HeEHEE
MEREEERRAFEEECHERREYEEN KE E X
it

BEBIRBEFRENKRER XENKRE ZMHEEE
W BlamERAE EBHAE  BEF - KADNFE - 57
BMEBRSZXENREZIRDN BPREREMERKEEE
HMEBRAREEREMESFTEETRE KR - Hi
BMEMEBREZHEERFREMNLAKRD  REERNEE - 6K
BMEABEEKBREZMEEAMBEUAER EHERESEZE
REH FMER BHEREAEER WEERE HEBX
MR RFEFENER CBRREIEBRER G RILEERZES
REVIEMEEY -

RETEEACEL  FTEERERI KABREEH - &
BERENREHR KGEARETHEEREE — B KB EEH
DRIR G RBEEEBR(+4.5) IR (+4.2) BB (+3.8) ;
FEANEBE(+2.8): PRHER " BREE(+2.5) 5 FKEB
(+1.9) WHEER (+1.8): HIEER (-0.4): &REE(-0.7);
M ER (-0.8) ) EBEER (-0.9) BSHERER (-1.3) FE X B
(-1.6): HEER(-3.2) BRIRBE (-3.5): BIZ(-3.5);
REIEBRSE (-3.5) REBK(-3.5) BEKEE(-3.9);
KIEEBE(-4.5)

BEBIKABEEBRHEOBEUR Y E R K E B Z
EXREFRAEYDRECEEES X2 R A A (Kyte &
Doolittle,1982, i RNELUHZ2E) BN X EEER
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AR EECEEREUKRBECEHSSA > E MO REEE
UEEEOIRER ERKBEHEHREES B 4B
PAkBEmEn 2 BN CEEBNRSE N1 L
NEBRE KT0SUANEBSXEEE -
XALTHELOERER S NARERBEAKEEE R - W@
XBIEF 4,554,101 FFMBRE TIHEBEEBZIBEKEES
Mtk - MR (+3.0) 0 BERZEE (+3.0) 7 KRR IZBEE (+3.0
1) BEEBE (+3.0X1); #MEBE (+0.3) ) XK & B %
(+0.2) » BHZ (+0.2)  HEB (0): BB (-0.4); i
B (-0.5x1): WHEBE(-0.5): MKE(-0.5) @ 4 iz
(-1.0): EEB(-1.3) MEEK(-1.5) BEKEB(-1.8);
BB (-1.8); BSIHEBE(-2.3) FERNKE(-2.5)
BB (-3.4) - EREUBEKEHBBEMFEREBRE > UHEK
MERLT, EEAZZKEBRNARSE DUl LAESE
B RUL0OSDAERBXERE - WS BEKRKE - ¥
BB - #BER R2EBRRBEEBALECESLEYS
DREHEY  BIARKBEEEBREEY -
RGBT K EERBRER -LE2HEBE /K ME
EREVLEY FUMREZEFRRIMHEEZEEES
ERBUHEERSE > GIMOEF ERM PG-TXL k& W » &
HALEBSREECEILBHEEEMNZAE D T K K&
RABURBEEREBIHELT S - LELEVWEED
B BX R (peptidomimetics ) T M A FEHZ K HE H K #F
A HRETEBIEMEEY -
AEBERYITEBREEDE _HR&EBITE > R Johnsn
FAI) - HARKEEYEBENERSEOE 2K
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HEHERBREBRIEAVERER S CHEEQNBE IR S
XKEFH U EERENZTEFR  WHEAE
REHVRABAFTELEEUXRA> T FRAEFH -
REBYBEZCETRDARETREOERNTZ 8-
BEHRY HENEEsERLE®E - FHE  ZHERATH
B-HEEROUTELETRCENRERNEEEEE -
—BEZEEN RS ERRQCRE TR EE Y E D
BUBRER>ZHELETREROEMNERNE -
ERBHEYVRERYNELATEEAANALTEHZ
EAfcRERAEMER ZTRBEAACEMESHR
FTEAM HFELEFSTEARFIARERATEEEKRKE K
BMEBIAER FTTERAALEEFKBILBRTOER
EEBNABRHCEHE -
RTEAEEEBREMRN 208 "HE | BERIN &
BERAESEHRERLEBANREAEH - 6 HEBRFSH
EREMH#HOR  EBEIFERMNI -

Xl REERTMTSEHERER

LR i £ 17 & i = %
Aad 2-FREC R EtAsn N- ZERLBf%
bAad | 3-BFEC & Hyl FEBERLRR
bAla | B-WILER, B -BEENE | alyl Bl - Y R
Abu | 2-BEEETEE 3Hyp 3- AL L
4Abu | 4-IEZELTER - ANEALiERR | 4Hyp 4-FRFERLER
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* 1 #&
x| WERANFEEERE

#E &5 % % L e B iz £ B
Acp | 6-FEECHE Ide FIRGERE TR

Ahe | 2-FEEPEE: alle Bl- B RIEEE

Abi | 2-FEEETEE MeGly N- R HGER - WLAREE
BAib | 3-IGEETH Melle N- A B G iR
Apm | 2-FEEEEE"ER MeLys 6-N- A BB LR
Dbu | 2,4-TfEHETEE MeVal FAELREL R

Des | #HHEBEAZEL (Desmosine) | Nva HTRENGER

Dpm | 2,2'-ZREEER "B Nle T

Dpr | 2,3-ZHEAEE Om BIERE
EtGly| N-ZEHiEEE

DIPA-HZ B EZEWCBMEHRRE  ENERERS AH
FERNR/NE DPTA-H X EEZ B W ER & IR §#
LDso(S0% HIEHE )R 1002w /T RmEE - #LEE
HigrEZEBRLE FEARNREZERIAHESR
[REREE-AEBRS - LLK IR S BB BB &% -
BEERLEEBETR HCKBEHRERALATNABERF R
RIEHBREERKRKEZEE(MID) -

AEHZETEENG  DREGEY- BREEEZEEES
MBMOBMEET ARG LRRDE KR W% IRMNE
O ERE BOFEATHEAREROBZERZE R M
EREMcE R AEAELBEFRERKNEXRBEMASR
AEMMEREFERERDEHEBERE (Serruys & A
1994) - REBEENRERSR  MEANEFREFEKENE M
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fBEEgimam - BAl > —REULEITZSHEHK T M EHm
EEGERBRERMNMENELNRELES THILME
(SMC)3g 4 - (Phillips-Hughes & K K arpa, 1996) -
K8 Bk % 6 t&  SMC 3 B 2L M fE 5€@ 4 %8 0L & 58 M B 58 &
WL E A AR E NS AR SNC HEHE - B
VIR PG A B TR R DR B R R %

BB EEITREImMEANBENEBESENERERSE
R o B R D F OBk

I ME 5e BLGE BB OB R W R/ B B R R R A
K (Oliver F A 1994) » A FHE A0 EHT A NG E
HEAERE /RN BRAFUEEBERE L - 0 HEE
PEHEORNMEEOBIRBRENMEREGEYEEH KM
FEEEEYEHERY G2 Ao 2RBRENERTTFERS E
BEHEERNBRNONEE  ETHREBESRIERTEEE
WAFHWRE X PIUMEEEZEREF LU EESAR
EUERETREERREEN BT RAMM > LommEE
AN MREERH B - BAHE HERN&S
EEFHMBRELEBEAMS - L WREZEBETELH
HE EEXSRNXMEERMAE BN NE £ K E %
(Oliver ¥ A 1994) - it » ABHZ KB EREER E
EEHTXEZEETANRERERBERE L - LEB T
CRKREVEBECVEARE TOLUTRELHEBEREYD &5 @
EEEWEY ESFTEHNNEEEABRLHE R
REULBRASHZ—-FF -
BEENACHYREZEZ R AL AZSE A B E8 A A
EERKBERISER  REGEFEH ABRBE XS
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pinl]

NN

MBECEBRHE - &0 F - ZEH
BEOHEN RESEERFEEFHEOGETLEABRBE  HAATHK
MAZHMEDUMERBEOEE BT BEEES
M EsREAWAK > 2B bl "NZ-E - K
MERZZEF) HEAEERSYREDE  WMEWZHE
MAFMAZEAERABEROHE S XEFRESE &
TE B WHRERE HHRXE #HF260F BEESEF
ok B 61 20 B8 %8 B & AL $h -

BEETHERAZCHERBERELEYLEEENHE
ERFBESEACAMARD (MFEME)  BEEZLB
BRREHRE BEIBHBRIHERABSIEREGEE K H
BENRSHEEADBNEZEEREE > URFTGRHEE
FERD REUGBEFIHBRBZIEFTBDE Z 6 > &
EHEREZZREARLEAMBEMRBEEE R B R
EREERDINEANEERERST ZH K -

mEERER "BETEZIEER, —FEEEMARZ
MEBR -S8NE 28 HERARABERREREHZE -
KENEREFRNANBZEEYVESERARFAEMN - K
HFEMEANNEXRCEZRAEEFTERSAMEE > GTHEE
GREARGEREEAEGY HRAEERSELTHRERMA
R/

TEBEAEZE —AXRTOTERBAMAEGYHEER
TEHYRAER T EREaNEFHERE - 2 KK
BFHREHEBAKRE(RY) EEFFEARBAREE B
 HEREBEANEACAREE KNG EEAERESEE
B EEREKARAFIAGHBIREERN R E - &

=

HER H AR IR

5

A)
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EAEmE  ERNABARE TAFEFAERAALTE @
BHEKMENE

EETIHENSZABH I BEBLBEY - 275 A+ 7
EXER T CEMREABEBS RO TR ABEE
BRHERFINEMEN WL HAEERETE & &M
e - HEFRALENABIRIAR  TREAEHEAZHEZ
MHEALEE THEEREB R I T EBOELE S EE K
MR EBHEEREMYEE -
g1
REMK B - 2 #EZH (PG-TXL)

AP BREREREZETEESERBEEREY XK
BHERBR))PORZUBHINBERAKBZSEERGNHE -
FREVEB I KAKBEEREY S TEMED P HERET
(Kopecek, 1990; Maeda B Matsumura, 1989)
REER-WEEZZ®(PC-TXL)YZ & K

PO EAFREREEZEZBCEE  FESHESER
NEEBOM RORBERSELETHEREYHZ -
# T VL E® % 8 & 55 Fl & # £ (Adriamycin)(Van
Hesswijk % A > 1985; Hose % A - 1984) » & Wi B %
(cyclophosphamide)(Hirano % A » 1979) » fE# Ara-C
(Kato F A » 1984) K #§ ¥ B (meophalan) (fE#& Morimoto
FA NN EREAEPC BEREXLIEE T AL E Y
PG-TXL ATt & FEZH &1 B & = §1 B 58 % -

[ FEEH &l R A& 1B s K(1- BB )POHMWEREH
Sigma LA (RREMN EBG) REVEHENEER
v FE 36,200, REKAEH LS (LALLS)E & 2 F
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B3 7 (Mn)24,000 - #t KRB & M % 5 B MHE (Mw/Mn) B
LIS HEE Mvw BEH S F& - PC $HE 2 (MW34K,Signa,
0.35 m)BELEMNEE FR A PG PC $H B KB W 2 pH
fER O.2MHCl A%EE 2.0 IRERRK » 1t H A B ABH -
KR EZER 0.29 % PG -

X PG(7S Z5w » EHEA FWI170> 0.44 ZEE H )N E K
N.N-Z HEFHEEIE (DMF)(1.SEHHI)ZEMA 22 Z 570 &
HEEF®W(0.0206ZXEFH > EHILIL PG/ HEEZETEHE=
Iy 15 Ex B CEHF “ BT K (DCC)(0.073 EEH)
EME _HEZEMIE(DMAP) - M EEZH®H H B e
Tech(fEJN > (RETE )4 > HEHE HPLCRES T BES
99% = L |k -

TREMRZERET 12-18 /NE - 28 &R ilT (TLC> ®
BYETHEREEZERBE (RI=0.55) T2 ERREUWESY
(Rf=0: CHCl;/MeOH=10: NBTRIERKE  HEED
BARY WEFMBUBREEEK %58 1028584
V-EDNESY  KAEUBEBEYHZIHEEESZHTH PG
LEEL O TERTEHMREEZEERHERCREAYWES
Y -

PC-TXLEEYMEBEBRKCHBABEYR 1.0M K B & h#
% o PG-TXL /K & ¥ % ZZ 88 7K (MWCO 10,000) & = B 1€ 4
TEFTRIEBERBRSING  FHEEWEDWHES 08 251
EVEHER R BERAGVUEBESYIHEEZET2 =
HEINLHBS 20-22% (w/w) - EX 8% (BREEY
MENMHTEEZE®R » £4%) - KPFEREE AR 20 =
RHTEZEEHE EF c BUSFEEMAKCHESHSE E
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EZWEH PONAEILTHANRAREREH A EEZEH S
B (&Z 35%)Z PG-TXL -

REEKE -0 2 E2ZH(PC-TXL)Z & E

RN REREFEERRE PC KBRESHE > mH
H 5 & (Beckman)DU-70 43 M E - #% - PG-TXL BT %
BEHTEZZERIK  EF A, B H 228 £ 2300m -
HWEEEZBEN PC-TXL AV CRERENERD 41
BT EEZHT N FEMN 228nn B I Fr 5 2 ¥ i 4 & 5+
BEREVESNAKK 230nn K EH HEBEYMNEER
228nm A A MHMEEHFB Y H _FEHFESBEMBLILLE
(Lambert Beer)ik 8] -

In

'H NMR >t 5% (R i A GE #Y 5% GN S00(S500HG) 2 & 5 D,0
ALk o PC MOoORWMREREEEBLS-TER > REUES
EHEEZERABEEUHRELELRE  BEEUK DS EERE
EHE -N7.75E 7. 36ppn ZHERITHENNHREZE
W 5 R E S > R 6.38ppm(Cio-H), S5.97ppm(C,s-
H),5.63ppm(C,. -H, d),5.55-5.36ppm(C,. -H K C,-
J,m),5.10ppm(Cs-H), 4.3%9ppm(C,-H), 4.10ppm(C,,-
H),1.97ppm(0COCH;) » K& 1.18-1.20ppm(C CH3) « # i

ERAMMREANWE L EEZEEEIBEERS - EEH£IEE PG
LR MM - PG £ IRM 4.27ppm(H-a ) » 2.21ppm(H-

) > & 2.0lppm(H-B)RMBEAM PG 63 - HF 5.63ppm
LEEHBFANR C-2'BZ C2'BF ENAWEEEZE
WZ C-2'ETHR 4.78ppn WHEE BAMEBEEWEE
M BEEZFZEBWMWAN C-2'k C-7T ZfE - - #BEWZ 100
ER/EABRRELAFTRN EAEXEERIE KE -

35



1255183

HREEF -HELEPC-TXLEAYSH 0% E &N T8
EDW O NUHBEREYHOES T MEEZE®S T -
REME - MR EEZBEH(PC-TXL)CEHBEEBRMH &
PC-TXL CHE 3> FEHREBBEEE WS ® 4 - PCC
AR MM LDC B 5% 111 E@E & LDC BE B X % » PL &
B GPCE £ & Waters 990 ¢ %8 = f& 82 fé 51 & I 22 40 5 -
AHER (DNF)Z WM BB 1.0 27 /48 L4 XEEEE
B 270nme- ¥ PG-TXL $A 8 A M S SN AKBEEREY
Z TKS-BEBEMR > RHKEL 1.0 EF 4582 0.2Mn pbs
(pHO.8) %M - IHE B ZBEWESE PCE B PG-TXL & F
BEES WEEEMEE PCZ 6.4 58B&HIE PCG-TXL
BEEWMZ 5.0 08#0UF - - HEYEEISTFEBS LY (E
MM 80X 10058 & 11.358) HAHH PC-TXL
BHRENEERER  BEEEMN -
REER -WEEEZZHE(PC-TXL)BE S Y & k&5 @®
BTTHHEEZE®ERMEENS TYEH PG-TXL 2 &
ME 18 > PG-TXL A& % pHZ PBS Wi H k&= M -
= W AE & AT (PHLC)ZE & PG-TXL A PBS A Wit & o & 4
BT EEZEERETHECYEEAE LN SEESH F &
AN E(RHEEY ) - ESEYESHEEME E S
THEEAEMN PC-PHITXL #TEMU S MEHIEE - &£
RER HPLC ZIEHEEM > R#BEW-1 THES 7-FMW =
ERW O HBIOTWMKREEBEWIAVELEEY - 55
E- MR PBSEHKZRBEYD | Z & pHT.4 K pHI.5 4
AlEE 5 HR 1| HEBBH R EEZE @ 2B RE(E 6

36



1255183

B ) N pHS.S  pH7 .4 R EY 1| CHBEERBEE
wE DR ERLEERMBE 3 H(pH 5.5)& &K 7 /I
B (pH7. 4) BB E | B -8B _HKEW- - EA PG-TXL
REBRTEERIEbEEAREZE -

EEAA B IEREE T

Y EERN M.D. K erson BIEF L E Y EE
HEZEBENEEET - 3H/Kan/NEREE  EEFR
ERESNERMIERNREEBEAN -

B OPC-TXL FEERARLEEZCERK  FREANHEE
(0CA-I)Z C3Hf/Kam NEHIAFHFHE - 2HEBES
ZEANEEBEER - NHEME C3H/Kan /NE (25-30 R )Z A
RBEU A ES 5xX10° B I8 H % # iz (0CA-1) -~ %L £ (MCa-
)~ B (HCa-I)E M AR (FSa-1VELERBE®T - F
TTHES - EESE 344 RE (125-150 mEH 1.0X10° F
& 13762F ERMMWMN 0.1 27 PBS- E/NEBARNEEE
RESOIFER(ER I0ZXK) KAEBEWEBAEREE
000 L AEZAR(FHER ITEXR )KHBIBEE -

PG-TXL B MNEBE Kk (10 ZEXR EERN T EEZTEH =2
) KEZEZTEEEMRNwEWN ELER (6 27 /=
) - ERRBRLUEBAEBZIFEIEEEZRT - HEBEHE
B BEAEK0.6 EA)VEEBER (5050 TEMH
CEBLUBEKBE: 4)) »PC AERNEK  RigxEE
ZMM PG PCG-TXL KM B ZEE N IEH MM C3H{/Kan
NBEZCRREZZHEMWIDMEER 160 2R /T =& K 80
2R/ Tx HF PG-TXL RE AWM REZEERNTE
s EL BRIl 40 £ 160 EREEMREERZH T=
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B &KWk E
=R
£ (AGD) E

EELHERE BHUE=ZHEXERE
A RTE 7D Kk 7E B ) - E &
MRIBEN(AXBXC) 2 5t H - NEZRE % R TE
EREAZSEEYHEENERES S00 T HFZEXREREE
2,000 T FERCHBRMERFE KEBEE/NEWERH
SO0 FEARERE 2000 L AZRZHE - & EBE KD
Z 2000 XA EAKRREERAERLE  BEEHY 2500 i
FE2XEHBENE -PC-TXL B (n=6 & 7)) HEXMH
B(n=5)-% 2 Wit PC-HREZBHEFARKREBEZE®
Bt HAWMZTEEZEZ®E  "EMHILE - £ 3 BHREH
PG-TXL ¥ /N B MCa-4, FSa-I1I K HCa-l1 EEH X EZE K -

mARBEMLNE 7A E TEE -

W (% TA» 7B 7C

R2PC-TXLANRBEREZSMEEE -

BIE(ER | FHIEC | BEEKL | BREY | AR
A x| Em % | (Bm0 | (B
PG-TXL? 60 1/4 15.7 7 14
PG-TXL* 40 0/4 11.1 6 11
M EERR 60 1/4 16.7 6 15
THCEERR 40 0/3 17.9 6 16
H5e B 20 0/5 17.0 5 N/A

*EUBRLUERBIIREHNBZETFTHE 13162 F EH B S K

BEMEE - 130 )
TC-TXL AR EEVERNBE KERF B EXE 2 W
REEZEEHE EI) N 60 BN / TRZIEHEES

BEANE 0.975 2 # -
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b

M 2R AR ERARREN T EEEHERNZ
BrEEMZ 11 BEWEE (30 25/ ZF) - i
HABBRE - FTHREHAMUBEABERE(1: 4)- HEH
EZENBRILEES 6 Z5 /ZFF - ¥ 60 Z &
ST REIEHEEBEEKRE 1.3EFH -

PO BRI REMBE BN E KB (22 T8 EH) -

EHBERS 0.3 X/ TR(EEKRE 1.8 Z#) %
RETEZZHEHE 0 0Ex /T 5 -

CHEGEBCHEBRUNE AR R ZIEREEH (L 1)

BEW(1: 4)-

39



1255183

N|

N34

£3 ‘PC-XLHEBAABSUEBECAEEXE

E = - 7/ 4 £ 500-2000 AGD® T-55 ¢
I 5 KEF

Mca-4 | EE/K 4.8%+0.8(5) - -
PG(0.6 35 /T 5%) 9.3%+1.4(4) 4.5 0.0114
SEE R 6.1£0.7(5) 1.3 0.265
PG-TXL(40 3/ F5) 8.611.2(4) 3.8 0.026
PG-TXL(60 Z 5/ T5) 14.2%1.1(5) 9.4 0.0001
PG-TXL(120 3 /F5) 44.4+2.9(5) 39.6 | <0.0001

THEEZE R (40 Z5%/T %) 9.0%0.6(4) 4.2 0.0044
THrEEE R (60 Z32/T5) 9.3%20.3(5) 4.5 0.0006

Fsa-II B 7K 1.920.1(5) - -
PG(0.8 & /F5%) 2.820.2(6) 0.9 0.0043
T S R HR S 2.220.2(6) 0.3 0.122
PG-TXL(80 5/ T752) 3.8£0.4(6) 1.9 0.0016
PG-TXL(160 &5 /F %) 5.1%0.3(13) 3.2 <0.0001
W EEEH (0 ES/TH) | 4.250.36) | 2.3 | 0.0002
PG+iH 7 BB 3.0E£0.2(6) 1.1 0.0008

Heca-1I B 7K 7.3%+0.3(5) - -
PG(0.8 T&/F3%) 7.7£0.4(4) 0.4 0.417
TR E 6.8£0.8(5) -0.5 0.539
PG-TXL(40 75/ T7) 8.2%X0.7(5) 0.9 0.21
PG-TXL(80 7/ F75%) 8.6x0.2(5) 1.3 0.00
PG-TXL(160 &3 /T 5¢) 11.0£0.8(4) 3.7 0.00
R EZEZE (80 %/ T5) 6.4£0.5(5) -0.9 0.13
PG+iH e EEZER 6.710.4(5) -0.9 0.29

" ERTEAE SOOZAFERERZNEERERXRBIRE
HEAERE PG-TXKL(40-160 E R EEH T EEZE@E
ST EIRBARE R EEZEEERNRERRE B -
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HRHYRULEA (0.6 2F) TEHBEFEE (0.5
27 ) PCE /KB > 3 PC MM x EEZ®E (80
2%,/ T R)EH

" lEEAEARFRLLEHSHAE=ZFEERELSHE » I
DV(AXBXC) /2 3t EEHE - ERE2MEFEHAN /DB E
F-HSO0IL FEAKRERE 2000 AZE KR (H

HI)RUTHEHEEEZRT -

CRHEHAEREEMDD) EERFEHAZIEEYRE & E X
B 500 AR E 2000 I AERZER H &R H &
KEHREBEERH 500 £AKFE 2000 7 AZE K ZFF
e -

CH OS00ARE 2000 I AFEKRZHEEHEERS £
t-ABEHEREKEKEETER - P EE €8
HEP EIREENRIISHEFRAEEESE -

HEEHRESMAEH -F— BEUHTEZE® -

KEBEE PCG-TXLZ HEBRRNERNRSEEZHE &G & 4k -
TXL % MCa-4 % OCA-l EEHEAEH - £ = > UHESER
M B EZEH S E®¥ PG-TXL A MCa-4>HCa-1 K 0CA-1
EECEYFEEREZEEREER  ERAREZEE
(MTD)E ZEE & -

FITHESF KR PG-TXL AR EBEEEREZE KE I
BRE 13762F CESESRECHEREGEE - EESE 344
KE (125-150 3 )E & 1.0x10° ¥ 13762F fE % 4 Bz i
0.1 =2 FF PBS —HEZEEFHAME 2000 17 7 Z Kk (F
HERK 1.6 EX) BYEAMABENFEER - §H
HE-—HEXERERCRHEEREERE  EFEAEERER
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(AXBXC)/2 5t & - B A&l PG-TXL M B k=g 7w B =
MR EMH ELEEEL 20F 60 ZE R & 2EH 7w B EE
W A TRRBEIAERERE - N BEBHFEAFERE
Ko "EM ELBEE (5050 REMH 2 ELEKFE
B(l:4)) " PCHBRNEBAEWMTEZZ®EMN PG H
EBHZMNPC-TXLZ MTD(60ZEREEMWMTSEZEH /T
RI)EETR2ER B TFTREBE 40Z2TEE WP B E
2/ TR PC-TXLWEBEERZ2ET(F 7'BE) - 4
R HEeEEZBEENTEMS ELZ MTD/ANK 202 &/
T NEBNEZHTEEZZRSELEEREE L E (E
BERCECEEEZERTHAZBEYWERSH 2,000 32 5% XK
EARE 10,000 T AEBEARZCEKEBMBHEREHBEKHERE
HEMRHB 2,000 Z AE2XKERE 10,000 17 F ZE Kk Z K
HMEH#E)E 5 H  MHEEBEZEZZEEEZ PG-TXL
MMESEREERICE 23 H (% TBE) - F5 A28 H{F
H PG-TXL & #H Z # B W 7

W E % 2X10° MDA-435-Lung?2 #i @ (MDA-MB-432 A
IEMAEREBEKR)IFHNRILIEFER® - BEZEER 5 =
KEHER(EBTFH® 27 B)F » /MNE B2 & IR TS
PC-TXL KB REHBREE(2F X 4) - BERAUERE® - &£
REISEXNEEUFWER - 28/ 0BT R 120 H
Y BLHERERIBE BHR/DBEZEREBR
fgEFRAEBERE  BEHBECLE I BEFIRSHE
EFEEMERERD -
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* 4

iz B WiE®E* +THER RBTE MEES’
EE (W) HEEC

PBS 5/6 1.3£0.24 - 4/5(809%)

ST E 9,79 1.26+0.67 - 4/8(50%)

PGA 10,710 1.13£0.7 - 4/7(57%)

BB IRE 10,710 1.31%£0.69 - 3/7(42%)

#.60 =,/ T

PG-TXL 60 Z 10,10 1.23£0.38 2/10  5/8(62.5% )%/ F

5 @
PG-TXL 120 9,10 0.925+0.12  4/8  1/4(25%)

%/ T

CHEREE S EXERCIEREE S EHIEEY
RERH BN EETEER
© BE B AR WS B AT R 1T 89 JE R M
HENBREBZ N EEN (EEFARERSHNBERR)
SEBREENEBEY AN GERREER D EEK
MeEFFEFRERIBEREAmEaRgexxc . @
B A0 R AT A BB R E - PG-TXL 120 ZE A A — B/
EHNAEEABERCESUBYE TAEE T EES
HEBEEROED BEEEZT 160 2%,/ THER
PG-TXL -
B R AR RS T PC-B 4 M E EEERE (PG-TXL)F %
BREREWHEER 10EE / TENECEETREE
K MDA-43S BRMBEAHBEYERE  LEZEYE FILE
EHESERBEIZTERE
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B MDA-MB-435 T LB %A S » & SE &2 PG-TXL
AHHLEREEED S E & X HAERBRERS @ &H
REHEEYHBRY 30 DEERELE - BEEHE T £
BURDY PC-TXL 120 B/ THEMA LT EF S EBREEF -
MFE 3 PN BYEENE S S E R R E - i3
%W%¢Z¢%E§9’ﬁiﬁﬁ%%%ﬂﬁﬁﬁyﬁﬁ
ERAEARRERN R £ £

AMERFBELEN EBBERBEGEEH R E B G
Z@EEE@&*ﬁﬁ%%%%%ﬁ@@ﬁ%ﬁﬁ@ﬁﬁ
BPHEZER -

BERAZREH PC-TXLRIEEANRBBE A EIE

BRTHABRZ REH PG-TXL W E > @/ EEE 2x10°
MDA-435-Lung 2 #f A (MDA-MB-435 A ME SL % M L % 2 B &
EAEENE  ERETY 5 EXEREHEBLE B
EU14 HERE (24038 52 HY)EHE LTS 3 & - &5 5
HEEE - JIERNEHERMBEES 105 3 &5FE C &k [E 9%
%%&%@%i%°%%¢ﬁ%%%@'iﬁﬁﬁ%ﬁ%

CEEREMER - ERFNE S
xS

JFatiid MNEFERE a FHEE(()D EEETc @4

i3 4,5 1.83%0.15 - 4/4(100% )
PG #f 18 610 1.7£0.11 - 5/6(83%)
PG-TXL,” 710 1.36£0.28 - 6/7(86%)
60 E 5

PG-TXL” 8,10 0.97+0.22 2/8 2/6(33%)
120 &7, =0.011e
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ECCRERERE S EXEECOEBEEE EH/DEEE
"ERETFHEE (ZFE¥E)
"REMTREEREITHE
‘BEESMETENRERNEEE ERDEER
“JERE  ABILEREE/NDERSBEPCHEREEER
Ffri& p fE -

HHAPC-TXLEGEYNREBENRBEEREAINREE

HE AN EE AL ZEMMB R SKOV3ipl - BEEH& 5

H  NEFEFHEEMEAER 120 2%/ Tr®k 160 =

HOTFTHMEEEE®EZ PC-HMREEZBE® (PCG-TXL)E ¥

EL 7 HEMEEEH > BEERXRETH 160 B/ T

B EHKIEI0OAEA/NE W S B HWEHRE 202 Txd

BZ=ZBEs  cWEMRSE 98 HLIE  WEIEMEMEFED

B -HEERINE 4B k& 6-

EHrEETFEES KEE=47H PCGHE®=43H

PG-TXL(120 ¥, % /T ®)=283 H » PG-TXL(160 Z%x /T

m)=83H(FEHIEFBFEREY T HEEIECH/IE] -
x 6

RE DUSEM. HFERHEHEG@EE BAkC FHEEEEMS

i3 1010 56(38-98) 8/10 2.2£1.6
PG ¥1H#7 89 45(39-98) 8/8 2.2x1.6
PG-120 /8 82(59-98) 3/7 2.7x1.4
PG-120 3/5° 84(34 -98) 0/3

=11}

i CEERAEAR EHDEBBEE
"EFERETHEE > HE#E
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THEkBEEK WERE D EEE
"EAKTFHEE(KEEE)
"TEEZEHPCHTEEZER 102w /TR
MEMABELEREE S HRIECH/DE -
"THREMHBHEENNEBLDHEEERET & K E
(AJREFHE HE?)

PG-TXL 120 2% / T EBEE®EH PG 8/ E Al &
ERKRTHEHEMN SKOV3ipl (AT EZ MR H @& KRR
HER2 /new)/NE W EFERKHE - ZHEIAK /HESESYH
ERTERFERKEN HLHTEEZFRIERREE -

Rt SREAREFT  ERBEBVETFTHAILIENERMER
HeEBEEzE@Ealk FIHEAKRSEHEES PC i -
BEmErHn | BHEBERDDFEEMNK - BT (HEZ)
BErEAFEEEARER T GRE  HEEDSERE
T ZAREBRTERFRERKEBETHERS WX 4 Frmxw o
EHE&ESE & PCG-TXL EHE /B 50% E®EKME. 8

Hef 4 BN MR ERETEHFELERNVER @ &£
F—EHRNHRBREEMES BZEREARIEZERD
AR ULRERESEBRRLE  HEZSBEMEABLEEG & PG
HRAECERZALAREEN PBS HRME » MMEEKRL X
P/ ZRERHEHCEEZRAEAEREES -~ HEEEZEHNR
;5=

7 gl 2
DTPA-iH & B ZE B &
DIPA-HE EZBE® Z & K
R x EEEZEH 00 2w > 0.117 ZEE H )R E K
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DMF(2.2 EF)ZH®EN 0OCMAZHLE=iK A Z E
(DTPAA) (210 Z 3@ » 0.585 EEH ) - REEEWN 4T
BHREAE  BEERKLCHEE 0.2 MAZEFMBE (Millipore)
WE)EBRARNKEZ DTPA BF - MWEET N ZE K - B 4
CHERHE20ERBEELER - HEYR C,WEBREHRE
M TLC Mk  KRZIE (1 DHEHR WxE=ZEZTE
EERMEOIIGHEEZEEZEHFB L STERERMO.6520.75
LEHFHEETHE  DZE /K1 DEEMEHE XK
BEIES ISEX DIPA-H R EZEBEEY (EX 10.4
%) mp >226C MR - RAEE(MERAK)IE TR E K
B R 228nm> H AR HeEEZEBEBIR & - B &E -
(FAB)m/e 1229(M+H)* ,1251(M+Na), 1267(M+K) - 'H NMR

X

% (DMSO-dg)H » DTPA 2 NCH,CH,N % CH,COOH #t iR H 3
BEE S RINEHRNK §2.71-2.96ppn K B % E KN S
3.42ppme X 4. 10ppn Z CT-HZ HIEN M EEZEHTF %
£ 5.5lppm AR T-fLBEEHLK  XELZEBKAXITHFEMHT
DTPA-TH w E Z B W < s B <« ¥ & 5 =N (X% DTPA-1H
CREEZEENRIEBARMAEE 0.05M KBRS 8h » BF
REEEBKBHEEM R (BMBE>I20 EXxE E2HxH
EE®E EA) -
DTPA-TH B Z B @ < /K & E %
DTPA-IH R EZEBH I KBEZEERNMEBKRRE TH
gt fBiE ]l E%R DIPA-HR EEZBEHEBEMEN | =2
£ 0.5M Bk BR & $R K ¥ WK (pH9.3) K ¥ PHLC 43 f7 - PHLC
AR EH Waters 150x3.9(HW &)= K Nova-Pak & f£ &
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g C184 iKW B »Perkin-Elmer & & LC & » PE Nelson
900 2 %l 4 ® * Spectra-Physics UV/Vis & Hl 28 & & #
hA A c BEE(ZFE FE0.02M ZBEREE =4 1"
SYBL 1.0 ZF /5 & 228nm {F H £ 4 % & Hl & 1T -
DTPA-H R EEB W AMREERE I EFERME S B
1.38 % 8.83 478 - e EEREMHL > HHEBFEHBILR
KIWE DIPA-BHEEZBZHEMN 0.5M RESKMWEBERZIF
SHMAEERERSH 16 H - DIPA-IH R EEZH A KR
ERABHEBIONEEREREAEARHOBMRE

MLl 2.5X10° MM " EABER 24 LFR - KR
50: 50 £ A1 (Dublecco)th & & (& & F # & £ (DEM) K
FIDEEBEEEH 10%/ D FMmMEMR 37CH 97% #E 5.5%
“EAUBRERATEE 24 MK AREBEUFHEE
HEemMmr EZZHEKN DIPA-H R EZB®EBEER Sx10°
MZE I5SXI0PM cHBEEMR - 40 NEEHEBEANARE B B
S fE B 0 H R E % (Couwolter) i B £ 5+ B & H
DMSOCH R BmmE X EZEHW )R 0.05M B & H & K
(FRER DIPA-M R EEB@H NHMEEEEZCRREE
EHR 0.01% - hEABEFHRARINEHHEREER
NEREE -

DTPA-IH T EEZ B W Y Ble ZXEHMMBMEENEER
I ) U ERBEREE 40/KEZ AR EMEIL
W DIPA-HM R EEE AN EEEH W EEER
B DTPA-H R B ZEH Z [C°4H 5B 15aM K 7.5a0M « ¥
L MCa-4 EREE T ER XR

i P C3Hf/Kam/NELAHE KEBRAULA (SX10°MAME /B
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HEIE (MCa-4) - ERARE 8 Z2XK (M8 2 H)E -
L1020 R 40 ZEREEWMREET®E TRBEBEELRT
BERPMTEZEHEN DIPA- MR EEZ®H - - HEMAERE

ok R EKmBABERE EM S05001: 4) -

HHEEZE="FMEXEZEESCMREERNE R - ERFE

RE 2DEXE FEEBAEARLEE  EEQO 1S Z2XE
BHOE  ERMEEHELSNRE 3 B - ERKRHER M
TEEEBE®E M DIPA-HREEZER®IN 40 Z2w /T = Al
EHEEANERZR HofMEHREERER 12 2
KZFEBHHEH - et oM ETR DIPA-HE EZEZEZ@ELILE
KEBHHEBER 40 2%/ TREETEZLEERELE R
(p<0.01)- EHAEREEZEBER 122X ZF KK E DTPA-
MEEZEES 12.1H LW ZEEZEEZBER 9.48 (F
4 B ) -
A" In¥®W DIPA-HM R EEE@EFRHEBEEEX

2 BEFf2 vV FERE/AABEABRIMA 40 M F 0.6M & B
$9 (pHS.3) % E ¥ - 40 L F 0.06M 1 B B 1 &2 & ®
(pH5.5) > 20 7 DTPA-H L E EZEBZH B RN L E (2%
wiv) K 20 $F '""'InCl, B (1.0nCIYR Z B MESE
W (pH5.5)  MEBEE 30 o#® » KEEZHW 'Y In-
DTPA-H s EZEEZE W #EB® Cl8 Sep-Pac FEFE H & /K
Mg % f6F F £ B2 (E &) fH A (b - 35 B8 7k BB W % B
DTPA(<3% ) [FEHEUE """ In-DTPA-HREZEHTNZ
BMER - ZERARTERE RELEDWRE KT ER -
A LB E K 84% o
‘""'In-DTPA-TH W B ZEB® 2 & 17

SRR
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HPLC Ao tT R ER & K '''In-DTPA-fH & B #F &
BME - RHEMFESBE LDC Z T E » 100X8.0 = K (K
)Waters fE8EEE ODS 5 WMAWEBHEMK - EHLL 1 =
F/ rEREERAAAKAFECEEESEY (K 15 0 8&H
0% £ 85% H EE £ & )& B - B R M 68 H Btk 88 & %2
M 0 2% B Spectra-Physics UV,/ Vis K I 288 B 4% - (5 PHLC
5> At Al BB FE Sep-Pak FE M A ER A4 '"'In-DTPA >
HisHKEHES 2.7 98 - '"'"In-DTPA "I BE AT £ B DTPA-
M EEZEHE R ZME DIPA FHY - "''In-DTPA-1H &

ETHEICBNHEMEBEEEEXEZRNLERE XA RRF
HHER 123 p@#ECcCEEEREEREELEY  -NHEERRE
EGET HREERECEEIEEAR 17.1 78 - &
RER A LR EFE HPLC o M EIEF /B 90% -
=i B E L T

I % C3Hf/Kam NE N E KRBALAERELE (MCa-4)(S
X10° fifE) EEAERZER 12 Z2XE > B/DESK
M-8 I HOAEBEFEATHXED K Z 0B - &
KR E 8 Ik 3 & '"'"'In-DTPA-1H 3 2 Z B 8 (100-
20mCi) - EFREEEEN y BERBRLZER/DE (B
fE 03 BE)c MES % 50300 600 1200 240 4K 24
TRKRERS S oBCHEE -5 Il HEBMHEREER - H
/NEBEE S O "In-DTPA EFE B EH K - F 5 B EH R E H
"'In-DTPA R ''"'In-DTPA-1H 3@ B % B & /N B 2 i 35 B9 &
A e ""In-DTPA ZHBEHMBRERE > MK FK®

R EHHE RNEREIFEEE  RNER  HE B
KREESKEXSFEBATONEFTFRFHETRE - HKH -
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V'In-DTPA-H X EEZ B HAFEN N T EZE®E O EHE
% BT B (Eiseman % AN > 1994) - & 2 W& % o] R B -
fPREBEE&RAMEB @ ML - WM EERL DIPA-HE X
EEWERERBEY CHESLWREYEOF HRFN
FENZREZL-  TUHMETEZEZH  -BEEEZ ""'ln-
DTPA-H X EZEZEBH L KEEHER S W » ER MV x E 2
PECCEBELEBATRIREASAG BEEREZFHEN "'n-
DTPA-Hc R EZ B @ - HRBFEE In-DTPA-HM R EEE
AW XEERREREE """[-DTPA-H R EZE B R
EENEN WMEXEYINEEEIBTEEZZ®EIBE
mA - R > /8 PC-TXLES W HE H ¥ DTPA-1H =
BEEPBEBAANLAL-RERZRBYFREER -
g4 3

|

RZZE-WHREEZEW
RLZE WM EEZ2ZH(PEC-HEEEEH ) ZE K
ERBRUZIEEZH BEABRBREEFEM 2'-T

M & -0 5T 2 2 B ® (Deutsch % A > 1989) - A 7w B 2

|l

BB (20027 » 0.23Z2EEH )R T Z B (288 ZE % - 2.22
EXHF)REABIE(C ZEFF )NERKRE 3 IF - A&
ABLRBME  REBGYWUKRKER > ## 2098 KE
- BBEBRAE  BEIA  KEEM/D&BE

-
180 2% 2'-T_HME-WMREEEZEH -PEC-HREEER
MEEN-ZEHRE-2-Z28-1,2-Z & B (EEDQ K N B
BEREEX 2 -T_HE-WEEZEH (1607 -
0O.I8ZEEH ) KF AR E M L EFE (PEG-NH,» MW5000,900
ER 0. EEH )R _EF KB MWW MA EEDQ(180

51



1255183

Z2x 0NN EEH) - REEGYREERBHR 4 B -
HEYRYRBREN FRHZBZEREREZER(G -F E
(10 1)IE B - %1% 350 25 E W - "H NMR 3% (CDC1,) 6
2.76(m, T - B, COCH,CH,C0,) - 5
3.63(PEG,0CH,CH,0) » 6 4.42(C7-H)R 65.51(C2"'-H) -
BAEN KRB EFER 288 ENABHSEEETEHT G
B-MENRPECRKRBUREM A EEZTHE 2 /KFEMREE (520
EREEMREZE®E ZEF oK)
PEG-M R B EBBUZ KkMBETEN®

PEG-MI R EZEZF®WL 0.4nM BEEHNSE pH 28
BB AR m W (0.0IM) » "BRLUBRKRHER 37CHF - ©
EEWRBEERNEZS (200 MA ) REE - FEZBH
BFERBER_KHFREZTHERBE2ZE B0 (GPC o 47) -
PGC % M A B Perkin-Elmer PL BB E & K & & -
Perkin-Elmer % LC % - PE Nelson 900 R ¥l N @& -
Spectra-Physics UV/Vis f& 17 88 &k & K uh M B - % 8 &
(ZEFREHI)RL 1.0 2R /S ERE - L9t 80 2%
ER 228nm - PEG-M R EEZBBAM R EEZEE £ H
RREDR 6.1 k8.2 -F & & mME kit & % & PEG-
HEr EZZERRASERERBEREZEERIT X - 1
pH7 . 4 WM& /DNF HH 5B PEG-M%E%%EETEPEEH%
S48 - RpHYO . OZHEHE 7.6 58 - ¥ pH7.4 H %
EZFHEHPEC-HREEZEEIERAUGEERNE 8
o

WA EMARBEM BL6/NE B REMMET PEC-1H = &
ZERHEIMBEEEHE -
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ERER DIPA-lH X EEZ BB M EE WL AT GE
P BEREBEMRBRLI 2.5x10° il " EABEEBRER 24
LA - R 50 50 # Al 5w B & K & F 5 & (DME) &
FI2EHEES 10%/NFMEMR 37CH 97% B 5.5% =
SHBERARER 24 I - ABREBEEELUFTHEEZEELS
HEEE2EEBREMEDRER 5XI10°M £ 75X10°M Z
HEER - 40/ R MEEEECDBRSMBEERILERE
Fat#HHEFTHEHEE - DMSOCH R BEBHEREZE® ) K
O.OSM I RS SME W (AMNEMR PEC-HE EEZ B & )R M
EEEECKEREREMEMN 0.01% - LEB B & F# 5 B T
REHMREERELZZE - L4 P PEC REHABE&HEE
AHEEEZTEREERES SXI0°M E 75X10°°M £
-2 o S
PEC-H EZEZEBANITEH NCa- 4 BRI EBERE
RTHMGPEC-H L EE B HEERBILFERENNERS
BHR > MCa-#ll M2 (SX10° #H M )k & /A M (C3Hf/Kam /)N B
ZERKBUAE - WEBG 1 Ll DIPA-H R HZE S & A4 -
EEEAERE 8 EX (M 2 BEHE - DL 10 20 & 40
REEWHREEER TRBEINERAMETEZZHE
HPEC-HZEZEH W EEEREERVEBNEEE
AHETEMRIRHEHZE - LEHABERE-—FPURELEH
BARNEHRBG 15 2BEUARABE (L 4 AEIL) - PEG-MH
REEEWAEAMEMNBEKRK(O ENEENTEEEH =
) RREEFRERE(FEMNE 4.5 K)BE - Bk 09
REETEHRE  RYEE I ZEMS DHUBEACL: 4)
fike > K PEC WM B /K (600 ZE% / TRBE ) ANH
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R HHOHE-"REXERERRETEREERE - &
ERERANEZER 22K FFEEEBERIEE -

EREARGRERINE OB -RAEZER / TRHEE
PECG-H R EEZ BB AWM T EEEHETERNLCEER A
E WrEEZTHLEPEC-HEEZERERANR  EHEE
FTEEMFEEEZ WREEEREHEERT 9.4 HF

REEET 12 ZERER > M PEC-H R EEZEZHEEEETE

8.5 H MG ZLUEFTHEIELRAEHEIHBEAAEE
F(p>0.05) EHHEHM e EEEFELNS 6.7 H -
B PEGE /KB 6.5 H(%E 4 B ) -
" Bl S
R(NI-BEER)- W EZ2EHF (PC-TXL AW EZEZEZR
- R

KA EEHERILE PC-TXL R R EZE @ NAET R
EBREMEEDMASG  HRELFEBEBMMER 13762F
Al FERFMEATFERMEELEERE  FF p53 FEH
B ok mMrT B EEBEMEARAERZHE RS EZH %
B W EEZENREERAHB PG-TXL Bl » KW EM
WRE PCG-TXL FABEESFRERNMNE B EMT EE
EAREBEERE-WeEEER(PC-TXL)AWB R EEER
ETHMEER S

BTHHATE PC-TXL HEEMEELOREREGEHEEA
EYEECOIEBRMBTEZZ®  PG-TXL> " E 1 JPG-TXL
RRAEAEBETFTREKRHMAACFEBMEED M G 1Y M % g
- MEEEOMHEERKERK 32CTH PEM # & W (80mM
PIPES # @ ¥ ° 1mM EGTA, 1mM MgCl,, pH6.9)M M &
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EH (M > Cytoskeleton A » RIERZMN » HZ)
BE 12X/ Z2F (10 )R EFHEEY (1.0uM E EH
TEHEZBEOKR L.OnM BE2 S'-=ZB B (GTP)EFEE T &
7 - T #4k , PG-TXL &1 PG-TXL /A PBS(pH7.4)f 37
CHRE 3 HES HBEEORGREFEBEZRFMZ
B EE IR 340nm CREEEHR - B0 loeM HE
EEHEMEEONEHARBRERBARERNMEEAR
ERBHMMAE  EHOLHMHEEMYEREREERIES -
R - 10uM R R ZEEEE PCG-TXL HEREFEE
o & PBS(pH7.4)Fr 37C T #1f , 3 HZEBEAYWERK
EEENEE EEREMEEORARERNMDEE K
MR EEZZ® (5 10 ) -

REKERE - M EEZBEHE(PC-TXLYRBERXBH RE R
AH%@%EB@%EE%%%

BRTHEENHYWEEZES PC-TXL CEENEEGETE
STRERMBEEEE S > PCG-TXL KW EZE2EH L&
EHEREIMKEILFEBEMME R 13762F Z I & 4
A KGN - PG-TXL H AR R RERHE - BEEX
B ESM M E - KRE 13762F M g % & (200 #1 i ) 60
EXEENSEYEEHR 0 £ 2000M REEEEHE (a
NEREHEEE (a-MEM) & SHRBE4FME - 50 84/
EAFTEE RSO EA#E#HE) K 6 HE
MEEM 0LIXFEELALAFEFEHRE - ARITE
HEE S0OXHBRE RGN CEZYRBE (ICyy) - EFERE
6 H®BRZEME IC, E H WX 2 2 ZE B (2aM), PG-
TXL(100nm) » T & f 5 (2 K T 32 )PG-TXL(50nM) - B A
PG-TXL e HE LB T EZEHTFAGEKLL 30-50 fF - &
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PG-TXL fY 37°CHL B BR B %% f&1 B8 /K 15 ¥ (PBS » pH7.4)#%
5 3 HmMES " Z4 , AEE  EBKRH 10%H=E
EZW-K"T B BRI H BB PG-TXL 78 > # PG-TXL
REEIARE > EIBEREEEYWERYE PC-TXL ## It
EAEAMEEMEEEE BEEMFEMR T E A L & 0 PG-TXL
e ENEmET EEBZHEE 25 F -

HUMEH  PC-TXL AL BEBMAERZIMBEERXN
RNEEEZE 3 HRBRZ MTTMHME Tl - 84K PG-TXL
EE e 5 B B B % MDA330 K& MDA-MB453 M fE X 58 8 f3
K 30 {H PG-TXL ¥ MCF7/her-2 B MCF7 #i j8 & < % &
ke EEERE 2 R 3 F - HE&RETR PG-TXL
EHrEZEHELARMMARRASEEANE - PG-TXL
REFEMTEEZEHFAFNEZEHLENEY -
XEER - M BEZ2ZHE(PC-TXLIRAER B IEH T
ETHKEN MM RED

Z B NHFFE PG-TXL & ¥ iH 5o B 2 2 8 4K 58 40 28 &
fl RBURE J7 - Tax 18 B MW EEZEZ®H AR RN MHEA CHO
MR RERHERFSMIEEZN,  ZTHAEFEERE
FHEEHTEEER TRRMEBSE  NEREZEY FE
T IEEE MO HFE S EE P R (Cabral F A
1983) - M EHMWEMR ST AP ERGEREEZSDHRE
o T/ - 8F W MR EE MK E D EE
WG4 DNA> BREHERAREZEMABEELEEHRNRER
NREI LT (Cabras K& Barlow> 1991) - RBEE M &H
EZEZBREAAMMEEEGE L RE EF # o 2 & &
Mk HESHRBRAE - W0k - HEHAEHETREMMEE
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HMELERREAENEYRE T& - HxE EEEZ B K
8 8 CHO 2 # iR Tax-18 Il A RFEN 24 fFlMEABE E L
FET - -HI0EHABENEZESEEESEEEZCAAN Y HE
0 2 1.OuMZEER T EZEZE® N 37TCHEF 6 HE
BHEaEE MELIUHEEERAE -

REEYGFE THBEBE RGN H 0.05-0.2
LM RECHcEEZEEREIREAERER &S
FEERNRTEEZEZRERABANUREEFMBEEZEZER BT
BERE HiE#HEsHMEEEE - 78 » ik EE
PG-TXL BIE N RS BN EZEBEERE (L))
PR Tax-18 MM A EMHEE HMEIE - % PG-TXL % 37T
7 PBST 2, 6 HE » HX#E Tax-18 il AEKBE
TTE s wE - -HEERBEBR PCG-TXL TR EMMEE M
g "TZ24,P-XL X EHXBAEYEERERNH
XEEKERE - EZ2EZH(PCG-TXLYBE KM E X B ER
& -

MIEBABH PC-HITXLERPHIHREZE®

BRTHAETHEHCEZEZENEERAZCE N ERERE
T IEHE MM CIHE/Kam /N E (25-30 @)X B & Bk i & 20
EEFEZCHMEREZEZ®E X PCG-["HIMW T B =
W BHDEER 60Cl RHAMELEY - CHIE X
ETRHBEBMNTEMHS EL BERE > M PC-[PHIM = E
THEEENREKRK FTAZEHNDEHNEERS 0.2 £ 0.3
Z2F c RIEHZ 0515302 8EK 1~2~4~8~16"
24~ 48 /NI BHEEY N K EM K (FEKHB 4-5
MNE) - B 10 M A RS MEEKRENBE 2 (Beckman

R
ot

i

=
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BU5E LS6S00 - O - EARE )HEI & MM 88 < B EH % - 200
MAMmMBEFEHR 3 FELZB ZEMREB Longnecker F A
(1987)% H - M w EZE B I ENMER 80% - &K &
2 2500rpm BEL S o E > pELELWEWRILEZER - ZEBER

EHLL 195 M A HPLCEIMHEFHFAE - BE S I
mHEEZEZ®H 0.2 % /27 ) K 100 8 &E A HPLC
ARBETEHREBRE T EEZZERAME EDNE2HRE
F WinNonlin EHEmBIHEEEZEA SN - ELEHNEZEEH
i 4-SHE/DEBEFHE -

WEEYPTMRIEBBFTEREINE 11 B - #ARAH X

ZEERBENRDEORZFPETMBME (t,,, 29 78)
PG-TXL A HEEFELEE (t,,,’ 317 728 ) PG-TXL H H
TR ERERREY-EVESYHRTEE > AR
WEEEENE®N - HPESH M - PC-TXL EiH B
EEBHCBAEERE  REYIEHBKB 144 NERE[CH
M BEESZ®EE PC-(PHITXL B HBEEER 0.1%
(£ 118 ) -

SEBRST - WETERERTFEHE 0CA-1 EEHN/NE - E
BE SO0 ZLAEZEXRK HVWEFRITH 20 2% E &2
REEE®E / TRZCHIMBTEESZ®E X PG-[PHITXL -
BN ES® 259 24 48 K 144 /NEFFEZIE - BLH
Ew - MERHE 3 F5E PBS(w/ vk EBxHEA&KZ
FAREBAILLRENERMEBAMERS BT E > K%
REFHEZOERSLDEI>EE - — o HEBKBE KL
MEGHEBEEE  BEZEMABREBER WL FEHE KRS
Mo EREANELEERM AT ERZE - 54 HBEH K
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MESER B ZEBEZFNILFE HPLC oM EHEMH T E
E B H - HPLC R FH 150xX3.9 Z XK Nova-Pak & fF
(Waters, W& » BB ) WHEBERTMWE (Vaters B 5%
510) UV,  Vis % 8l 28 8% & f 228nm(Waters B 5% 486) -
Ut By B9 M 4> BT & (Packard B 5% SOO0TR - FF[ZEM - 5B E
B ) Kk Packard WH HFHEREREHI>MEK - &
BEAR (FE k=2 1)AERL 1.OFE®R 78 - 0CA-
| BB EYYEROLECEK KR ER & T » LT
xR 0CA-l BERANREEHRBHEEZZBRE S K
HHERILEEMHEMK domn R -
EEENEEAGFETIELBERSEE LR EZR
B O RNEHERAAERAEABALDEREBOKE BN EEEL
PG-TXL M EH EHREEMHEE S (F 124 B) - EHEE®ME
BAEFE I NERAEREENREREREBRH T EZER
(%5 12BE)- % 12 R 12BE A ~"&EMRKRE E KM EH
3 ENEMBSIFEIEEEZ  ERERAEABANBIKEMHERT
BEETH RS EESILEBEZRRMENORKRETN G /€& M
eE B8 PCG-TXL M FEMBITERBE CEZER

Hy AT ZE -
HExx EEZEEMAR > EH PC-TXL #THE S B
TEREBAFTESABRRNEENREER "2k, &8 &

HHEBERNREcRILFEBRNEYENEYE BHSEHRTE
MAOZXEBEMEEEREG WA EXEHEREEZERKHE
M CHOMBEANER KM/ - L4 BEEDEWRRE
MEATHZTEEZEEZERODRERE EKEREmE (144
MNEEER 0.1%) - #HAEHMEERERE &R > PG-TXL
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LENIEBETrEEEHEIENSHS 5 F HEBLEA
HBEEFERNAEABRN T ERABETRILIFEE B EBIH T EE
g pl 6

EYUREBH AKEEREER DR E 2B MBS
(KO-

FTHAAEREY B R EEZTHESYW N ERE
UNEREXEVHANEGENREREEBRGEEZE - D B =
TERERBANAERFEESEER(1-BEEE) R (d-% %
BR) KER(1I-R2KEER) HEFEREERE - WmE2EzEH
EEVEFRENUY MR EZEESE  KTPTBEERS
FE (30-40K) - # H B OCA-1 SR B (B EES 500 1T
HEHK)Z C3Hf/Kam NEBERXRBIREFTR(1-BKE)-
M EETEH BHES 0 EXREEWNTEZERT T
TRECMEMENEREEYRELAEBRERILEE 21 H -
RA-ZEER)- BHxEEZ2TERARAR(I-EHEE)-H X

EZEEZEH - HHER(I-RE2EBBEEVWHEREZZHH
OCA-] BERE==EE®E SsHWAEF  EEAE S FE
(1K, 13Kk K 36KDREY W EEEZBESCYINER
EE - BMESFEESGYVEZTLRERS S TEEESYE
Mo mR 50,000 cEE AT FERERERE -
gl 7
REEE - P EZEZBEHEH(PC-TXLFECHBEBASERF
ke EEER]D

B T#FHME PC-TXL BN ERGEEHEE » & HiM
THEZ®EK PC-TXL BRE/NE VKR 0CA-1 EEWE

b
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UK - WA OCA-1 ER /DB WMATd &M - & EHBSE
Z SO0 LA EZEARKN  FBYVIENWBEZEZZHE (80 BR S
TH)H PC-TXL(160 ZR EEWM T EZEH® T =) -
MEHE®R 0F 44/ VKT ERME  BEREEMLSZES
TR Milas FA(IIIHHEBRBEEAM S HRMMAETIE
e/ EBEHETERIL A UBRERLERNFTEEEHRK
meE s MA s R E MMM L hematoxylin K AL %
B AMOPREIRMBEASERNEBEVENERF L#E 400
BERREMERET > NRIAEEBREZERBEEEEER
EIEIEE MBEBEXLHE I0ERCHBEASXERKEAE
MOoOHMBEEE  YLLDUBESLEER - ZEFRENE M@
H¥EHEH 3 BELZL ISOOEMMBEZAH -

K EEEdEEEE I EEBEER B8R EE T E
& BEMUATd & (Milas F A 0 1995) - fE 58 M g B 7~ BA
HHEEsE BARMBEASTE  KE | HEIE
Z(FH 3E) EF 144/ I\ RHREFERFDNAEFEEEATELE
EFMOoOANTFEERMAEER BrAbEEEELEE
K - BEH PC-TXL R EHEEH AEMKS, AT EME KA
FMREOEEEM > HEEHKN PC-TXL BRHE AL EEBEH
BHEEZZTHQ(E 138) - £ 96 /NE > PG-TXL &
HEHNMBECERLAR 2O KERZETL  EBELEEEK
FEERMEKR - £ 144 /N FE > BealEEE R IL&® YR

HEBHBRAN BEZTHEN  BERREAMSHE
TE Ry MMM R -
HKEEHEARAB R ZKENE PC-TXL BEEWE B E

EERAR FHEHEILEFNEEERTEZEH &
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LEFEENEBENAZTHZEHEH -
g YW 5
HEMAFRREERDBRET  ZEEYBEHEHH
3  HEY  -HERSEZRBELAOZENES L
HYVETOHRARAEERBM R EHLEEY EH T M
BRNSERR FHEHRABHRENEFEH - — Bk EdA
5/ 10%BWACHENE  AHEBEZBEWN 110 {F
BRABWEZIHGBEE - LTV ESEYWEERF (EDA) —
lRHEBEFRE I HABHWENWEE -
1 H W

LLEEYZE | WHAEFREABYHR R EEWHEB
FEET ZHEYLUBISHEBRBEIN AR RTUES
MOEISOBLCOARHMHAE BHEES I0EFEY
10 =EFH NRRAAANEFREIN AE EWER 3 A
mE - -HEAEREGEHSIYHE > DIEERE;S
MR EEHRZIAEK ZR AUNEBYH RREN KK
EHnE DIESH PG-TXL BE - REREEEET MR

it

i
S

I

A BERKAFMGEMEREE  F 3 BEAFHERENE - A
M XBEEREEZ2ENAMREERER 3 B THEER
EHR > A H PG-TXL RHMWKE - EHHLBEREE - HIE
HfE 3 BEE KR - HE-—H=ZMAKAATIZZTEY
38 AEEFERAALFUEE AR I I EOHEE
HEHAHERSHE —H=Z=UAHFAERKEZZHEZFE — &
B MMEXR 3 ARAMBEZR -—ESBEE - iL&EE

SHESERERE 3 UAGELHE 2 AREAZEE
CEMMFARNEBRE  MESBERER L - LEEHEWRT > B
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RERREMWEHERERSEBRWARZIKERE -6 =
10 UM ABEEZSE Il I RARZIHEBE EXRBZTEEE=Z
- —EREHEFERTFHEYHNSEEEIMEH
HIF 5 5 11 HA W %%

5 I0 # &

PG-TXL 28 Il BIA R AN B EHEERZRET - & W
F A E MK Gahan 3 Simon MEAUEEEEE 11 AKX
wEf B EC  HRETERERY 14 AR ABHBES
BER  EZERERGEAESEEEZER > B ME PC-TXL
ARZEEENE-—FPHE EBEEEZEDL-—NUFAFTER
MR EEREREEINETHERZIBEZIMELHE /N 50
% RIfEMH PG-TXL BEMZEEBER AHKBFEE 30
EEWHRAFESRE PC-TXL REHEBEENEE  YEE
ETRAWMNEYWEFHE: PG-TXL & & B H & vy & &
FASGHRBE R EZEERAMNAEEEENE N R EWE

BEIWNEE  FLERMNE - % PC-TXL EREZE
BETREKR R E 22 RHEAMNTEEZEE LR
Whs - WEMHEBAES III HH R -

PCG-lH BEZEEBEH 5 I11 B %

EMMEEEEENNEE AERFEZEE  ®R
At EEBEERET PCG-TXL R R EZEZEH L&MW
T o ENLEERBEHAARTERER A > FH ATEHE T

ZHERBHRE FPHAIHEEBERFANASER
EEEFE(CDIHRSEEESHEBEBHRE/ITME - KT
PG-TXL fHE MM T EEZH < TREBK BRI » &
EARETMEEYYOREEHSR - HH SRE&E PC-TXL
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MARKE  -FHLEHSH PC-TXL HEMNWM T EZEHE &
—BEEEARANG AEBEIRKERE  HEHALTF
EFEREHRCEFR HEHEFRARE L ABFEE
HEEEELFRTN H, & H BB TG EREHE -
FFELRSFREZREHEERERATRE -

74 &5

HFHVHEBEYEETEFR OO BA - BEBREITNES
WEHG > RIE I HWABWHEXE 6 £ 9 @A - —
M ETER  MBEERBRZE IITHMARIXERE 6 £
A  hENFZBEHAESLEEEZEY AR EE KM
HEF U GEEEENE [II AW E - LT sE I #
MAEBERKE>EKREE  HEGEESE [11 BHHERESE
B OIII %R -

'O 12
RR(L-EEBR)- W REE2BZREEcYRERNERE
Bl R E

51

m A

O

il

AR HEEREHANREBERERSILERERE
JE K 715 X B & X = (Rotman, 1992) - & & W
EM A EREIRN T EEERE TR OB RER K
5 BRSO BERER - EYEERAE
EME  WHEEHEMN 1.2 ERR 2.0 &E - LERR
BTHRE(L-ZLEE)-Hx E2EEEH (PG-TXL)Z B H %
B R -

TE8BGE

PG-TXL 0 ft & AT 2t (% B 3R (L-% % B ) (Sigma, 3 E

el
R

i
xd b

Wﬁ'ﬂW%@
Eﬁ“‘ﬁﬂ
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TTEINER "BEEWEE LW EEZE®E (v/w)
EZEEAEBHMESE PG HEME C3Hf/Kam /N E P H % B L
WEE SXIOO N E 0Ca-1l Bl - EEHERE 8 =
KK BOBEREHESR 128 BHE 6 £ 12E/ME -
B 1-SHB /MBS TFTHEAK F 14HEBHD Gy B - =
B PG-TXLLL 4880 10 E R EEMWM T EEZEH
TREH - 8 6-9#H/NEH T PC-TXLLL 47T 2R E E MW
REEZ®W . Tw o KRN PG-TXL EE% 2 24 48 R
144 /NEFBER 146y RERE & - 58 10 % F PG-TXL 80
EREEWMTEEER TR KN PCG-TXL BH % 24
INEF R 146Gy RS - 5 11 K 12 4% F PG-TXL 120
EEWMTEEET®E T=x - KM PG-TXL & ® a7 24 /©
FEC & 24 INIFEESZ 14Gy BB & - PG-TXL DL B X # Ik i
W&k EEIRTMBHKBHEHMGE *'Cs KB E L
Bo# ICyHERY  HBUE=Z2KREXEFEREREE
BAEARTEZTEBEBERKE 4 E2XB 1L -

#& R EL A Em

PG-TXL c RE M AUNRHEBERTR - N 47T 27 E
HMeEZ2EZE®H / TERZHE PCG-TXL B E  BHEEEHER®
MR - BEHRHERASFEmME > THEERHH
0.54 BB E 0.75- ER&EE PC-TXLH EEHESEBEM
R - 8 PG-TXL RN WS AT 24 /NEF 4 % - H PG-TXL
FEHATMEI R IDIZEREENREZE® T X
B FHEERNESH 0.758ME 1.8 K 4.2(£ 7)) &
FA PG-TXL MIEMEEEZ/ALERTEIEE ZEK KX
RUEABHBERELRR H MFEMKREFRE
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£ o

N

m & KF

» PG-TXL ¥ &

3 2 18 &

fE & Al B ik EE

K/ AEBLCHECELAEERNR  KREGSHHEER

B REEES 5 AREBEH & EHEER PG-TXL 120
EREEMTEEZERE T % EHEBTL 14Gy &
BEEEBEENMEBE  REFRES 4.3(F 7)-° LHEE
RBRMRNEHEZEEZE NN BB BEREST &R BT
MZhmmB R MK (Ingram & Redpath, 1997) -
=7
PG-TXL ¥ EINE OCa- 1 [ERGZ MR FEZ &2
P BEE | EREE ERE B Y £ B RERER RERE
(14Gy) |14 Z2XHEB(F EGEHE EE (T (95% C.1)¢
HEEE) iR
BBk % 17.242.2
PG'T’S:/gﬁ% & 19.8+0.98 2.7
B B .
Pﬁ(}ﬂ/i}f‘ = 25.3%3.9 8.1
=8
PG'“S/Q%% rie 29.7+3.2 12.5
= B
14y EBEEE | 2 37.9%6.1 20.7
PG'”S;@%% 2 35.3%4.7 18.2 | 15.5+4.7 [0.75(0.5-0.98)
S2=cN
P%‘E%f%i = 62 + 4.6 45.6 | 37.5%4.6 | 1.8(1.5-2.2)
=8N
N im | R 115 + 3 98.4 | 85.9%3.0 | 4.2(3.9-4.3)°
e he NE R 117+1.2 100.5 |88 + 1.2 | 4.3(4.1-4.4)°

CRHAEARCEEEEREEMEE®REE S AKRE ISEX
HERBE KZHEHEHERSB S £KE 4Z2XHE -
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"CHELERLCEESZSES PC-TXL R MUH & 5 B
HIMNBECEBHBE S A45F 4 EXEHEBEBER PC-
TXLREMH/DEEZESH S £RE 14 ZXKHH -

CRERNBREEZ PC-TXLMRAEREE DA ZHE L
EEERCERUEBERAMAEERE B 2B EH £
REEES -

TEH R PG-TXL R EAT 24 N A c HE M A
T8 R PG-TXL R B & 24 /NEF B & -

CEHMBERSE OHNEEALARVERS - WM 6 H/D
BhHE 2 ENEENE I2Q0HMAELHE -

&f &

A EARBELE PCG-TXLEHBHEBRETEHERARK
HERNMEKREKBERTESRL HEEREE—SE
TREEBRCE R EEYESEKBEERESWEH B
RREEENBAEBECRR -ERNEABRAAE  ER
AETEBOIHRBPC-IXLREEBACEEEGWE &
PRR A& S B M B &% B (JRED R 4L B0 8 49 R IR & ZE AR %
MERE JIUEEITNXERBAEVEOERHE TR
MEEFSICEHBE  REHGFRHETEEATE
TR UAABERFR BIHEVEREDN KB
BRERE RETE / HARBEZNEEEE  HEAA
FRR XERALBEGRLEERZRERRTEH LB E -
PIANTEH PC-TXLZ B ER EHENREHE N T EEZEZE A
ERNRBHOOSBEEN 2 F TXLZEARZZEE - PG-TXL
LEEZEETREBEERSEEEERE S R/DBERE - 1
HFHRERSHEERS S50 E 70 EK (6y)RKHY S THE

N

s
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2 ZMEE IVER BEREFNELCENRENG 1 £
72 H B H®G 1 24 2 HE P PG-TXL- & AR PG-TXL
REERGY - MERBRERNESH - NMEREHESY I ®

EZREBETEERANLTHAEHIRAESERRNK MM & &

K/ HEAZ -

KKK K K Kk %k ok ok ok ok sk ok ok

WHREKRBEEBORAABHE G R TiE > %
FANLTERGMNOHLEEMEHEEY - FE KT ED R
LT ETRIEFFEBEAMREREARHCER - FHE
MEH FHREAXEERBEAE R /2L HEMERM%E -
HEKBURERGY -ZEVECYIEBERLEERE TZIERM
TERMEMEREMUNNRR MALEFEZERANLTERS A
CEUEBEREEUAERRBRUOBN C F#F FE N &E R
EXABHIKEE @HERKRBEGEA -

2 % X R
TIHZ2EXMREHEEEMAZHE ARG EF KL EM
B BRI HER IR E

Bartoni & Boitard, "EHREABEEELHR CHAE X
EEARAEREE" MEEHT > 7:1919-1971990°
BersteinF AN "E#XBIRELFETERBEZCESNE
YR AEREEWRE BEXEEHS T > 60
379-384 - 1978 -

Boyle F A "®HEEREN EEXLEFEREMERE"
AW » 37290 1996 -

Cabral K Barlow "¥f i B # o H Bl < il % F & M M
ERBRERIECERRES " BEBEE > 52 159-171

70



1255183

1991 -

Cabral ~ Wible ~ Brenner ~ Brinkley ' "B EEH
HEBEMNEMBECBEERNEZENE Ko & 08K
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Disclosed are water soluble compositions of camptothecin formed
by conjugating the camptothecin to a water soluble polymer such as
poly-glutamic acid, poly-aspartic acid or poly-lysine. Also disclosed
are methods of using the compositions for treatment of tumors, auto-

immune disorders such as rheumatoid arthritis.
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