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FHRYXHNBDOEE

w =B
KRBTV Y ICIBBAEARICERT I LM ATED., ChiZEBRECENEE
MIBRICEET 2FeL 27— (LUTFR) ICIg6hERTRRDLELLNATVWS, & M
HRDIgGEBMKICAWVWDZ Lid. ZOHBICEBRALD D, BBEBRROBET I VERX
hTWVW3Zl, THERBEFIENCIMAICOVWTIIAINICEREL S 28RS 3
CeREPS, b M giDFcEES (BLTFFRe) IcEBE L. chEMitonyeinC (LLFMMC) IofE2
IEEF-MMCEERL, 20HBBYHRICOVWTRNLE,

WMEHE

1. Fe-MMCRS SR DEREE : & MWD 1g0% /081 VLTESE, HEcih S AEE AN
TFe2RMUT=0 FeLMMCICKBEANRY A I REMATRISE B, Fe-MCRESEEBT=,
Fe-MMCOMMCES &NV I 1:3TH o 7=,
2. MK : in vitroRRICIX. v A KEBBMMIIColon26, b MEFEARBIHLE, BLTE b
EMRMIBIMKN2S, MKNT4Z AW /=0 in vivoERRIZIXColon26L, FROBFENEIH LA TV
YO XEMRARIEPI88E KRRICHE L=,
3. FehEEBUR : No " I¥8% (InCi) L Fed M & RIS ¥ 2 IBMFe (1X 10%cpn) £/, 458
O R 24 R ME **[-FeR X, 104, 2090, 304, CODEBME, HYv—hvYd
—THRMEERZRE L, 510, EEBRFcR I B B8, P2 FeR 0D BME EE
RICHSEEZREL =,
4. BRI N T 2 HMAMBHER  FEOMRII A 24B5 ISR | 1 g/nl DMMCE X TRMMC
BETHSEDFc-MNC (LA FFe-MMCRUIMMCHL S IR) 2 STl RME X 104, 304>, 604
BAEEE. ROWTEMZESETRVIERME X 4SBRIER L. 0.4% 2 VX P NISL T L
beRa®, KREE40nm, 3%2&563%1}1@&)‘63 (OD) ZPlate AnalyserZAWTHIE L.
RAICL D WHIEEZRD =,

WHEIR = (1 -RERMBOWNE,/KAIEBINBOTIE) X 100 (%)
& BT Fe-MMCHDRIR,/MMCIAI K 2 SR DU IDBIZI R 2 I U i=o WIZFRRICIERMENNC, Fo
-MMC, Fe2 S0 RMAEMA ., TSMOBME B, MMCIEE 21X 107, 1x107%, 1X 1072, 1x
107 1L 1xX10ug/mle L, FeidFe-MMCE R E L=, EARIC MK % 5R&d, dose-response
curvek D ICso 2 SROMM L =,
6. YOXBHERICNT IHBBYE
1) ﬁ55&ﬁ0)BALB/c'\"720382?!:001%26’&lx10°{Eﬁﬁb\ FEALE N RREE, MMCEY,
Fe-MMCEF & LJ= (n=6), IRISBIEEIE L5 BICMMCIB L TrFe-MMC#% 2. Smg/Ke 2 IR IC 30 &5
L. BH#0MBEELNE RN LE, BEOAEIZEERXEE ) THRRELE,
2) MEEIRDCIF =T X DMBAICPISIE I X 10MEBE L. FARICIBICATRRICE L,
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BEEEEIE LI BICMICB L TFc-MMC# 1, 25ng/KeB L TR2. Smg/Kg 2 BB RICI S L 1=,
BESORMBRL. THEEOROLT/(ZROBHM L, X 5ICMMC2. Sng/Kei S BECiX
HBOELICOVWTHRN L=,

~ g B
1. BRWHRADOFORES : MERVWTHhEH *°[-TecoBArRDH O h. FORSRIIE
fedic@mLz, HiCce MEMRTEIIISR 5202 ICPITITFRESRIEFL SMWMOL.
0D TIRIF—EL R oko "2 I-FeDEAIKIEBMFcORLBIC L DHIEX O,
2. AR N T ZIEAEIMEIRER - & MEMRTIE. XA L OBMRES 108 5Fc-M
MCOREIMBIBI R DA RICH L. 0B TIIMMCIC LERUELL LD E L W INREMGHIZ R 2 R
Lizo T2RSMDESMLOMMMEIZIE Tid. MMCL Fe-MMCIZ & & i IR F R R IMMIFIR R 2 T
D=, [CsollZR2BORP o=,
3. TOXABHBEICH T ZREBHR
1) Colon26fEMBIE~Y R : BEOA X XIZ208 B CIIMMCHESB:iX 1900, 0+ 476, 2un®,
Fo-MMCHR 582D 1448, 1+ 262, Sun® & SENLEREE 2725, 5+ 273, Smn®IC HERE RIS/ E D2 o = D5,
MMCE Fe-MMCHR SR ICERZ RO S ol
2) PIBSRHEENAERE T X : MMCL, 25mg/KgiR S BECid, T/CIIMMCIR5BELS1. 683, Fe-MMCHR S
BTiRL0 L FHEFABDBERICERL /=o MMC2, Sng/Kei 588 Cid. T/CiAMMCI S 8ELS
2.672, Fo-MMCIRE5BEDS. 400CTH ol=o MR EBETIIBMEE B OH F TFe-MMCBRIZLERE
BRlCAERDOBBOOIIE,

£ xR

PR 2B IC M Bearrierd UTRec B Ui, HERMMKIIC 2 I-FetEET 2L
PRERXN, FEERBIcERGEIRZILICL D *°I-FcoBEDHILEEZhEZ LS,
BADFeDOREEFRENALEDDOLEI SN, b MEMEICHES T 2FcoRIZFHE LD
KHESARICHEIN L, 02 TCORESRIZIIELRONBULICRZZ LS, FeDdrug
carrier LCTOF AN HEZhE, MCOTIBEHRIZMEIKFH L T TWB M, Fe-M
MCIZ3EA & D AT BV TMMCE b A RICHAMIDBIZR LR U, 300 Bl ¢ iXMMCHD
EDUEU LOELWHAEMBRZBDE. CHhIIMCHAEVWRRTCRE+4ICHERRNICED
AENRZODICH LT, Fe-MCTIZMBEDOFREN LCEWEHETHET 2 Lick b, MNC
BAEIDODSLOMCOHRICIDAZThEREREEI SN,

Colon26w R FTREEFTIVEIE. MMC, Fe-MMCOBBENHBSIZL D EBORE XikFe-M
MCIREBD AR ERL D HBBHNMEIBVVHEIRD SN, PISD > AWPENBIE
EFIVCIE. Fe-MMCL, 25mg/Ke S BT RIMMCREBR I D VAR EHEERRMER L o
Fe-MMCIR S BETIXFeRENM LT, Fe-MMCREWREITHES LMIRNICIDAZZ LR 6,
WAIEE T OMMCRE DR I=hT= 2 E BMMCHGA L b b B HiBBHRER LEEEXI S A=,
MMCIZI S RENRTA-LC LI DHBEBYREB/OHL L BNTRTH 55, ARICEIEAD
WMAKT B, R THMNCL 25mg/Keid 5L D 2. bng/Kei SR OLHEFEBBMNERE L
B, MMC2, Smg/Kgi SEECIXBBBEEON HE CICMCOBIER L EI ShEABRRDIED
bhize CORBIXERMIE L EAROMCOR D ARICIKENBENVEDICEMERBRELE
B, Fe-MMCTIXFeRZ N L THMIPFcR2E T2 IERMIICHES T 555, MEAADFc-MIC
OB DARCEDHAZ LT LIDBERORRABIIShELEIONE,

AFFERIC & D Fe-MMCIXMMCEIMH X b B REBBN T WA Z LB L, Fe-MMCOD BRERIE
ROTRRMNRENEN, SHISITEANTONNE, EREBRA~OBIRKBERGE. BYERK
BROIZPFREETIERMBAOERIIOVWTHIRNBLETH S,

— 263 —



¥F ¢ ®
1)Radio Immuno Assay¥iC. HEHMMPIICFeHFeREN LTRSS T AL ERRELE,
2)Feid302Td +o MM &S b‘(a‘é‘ b, Fe-MMCiX 302 D TMUCK D b RV IAEID 3D

Re2BODHE
3) U BRI IZ B\ TFe-MUCIk, MMCX b & RS MAEING B L U EF HBUEROZHR

e2RDE. i
4) Fo-MMCIXMMCOTIRMII R BEM KT 3 L BVEBE h i,

— 264 —



FRHAXEEDES

F E H# R AN FH M —
BB & B M )N BRES
B £ H & W g =

plC

FAER X ES

s ot g % [gG-Fe-mitomycinC # &K DO R

5

wEs/OTY VI ESEEBICER T L BASNTEY, ZhidEHMECERE
BHICEET 2FcL 79— (LITFFCR) KIg6sERa ToHbLInTND. EHIR
BRI AEEICEYD dcarrierk U TIgGDFeHfsr (LI TFFe) iIC&EBUL, k b IgGDFcil
mitomycinC (LI TFMMC) %4 X8 7=Fc-MMCAEEEIL, MEFSHRICODVWTERL .

in vitroEBR L LT, ¥ AKEEMEColon26, b hFFEMIINLE, BTt M BEM
BAMKN28, MEN74% R4, in vivoEERICI2Colon26 LFCROFEBBHICAS N TNE YU A H
MR EAFIP388 A U /=, in vitroEB TIIERIL =125 [ERFcR2 4B OREMAICENEN
1043, 204, 304, 604, MHEFERAMEL L. 51, JFEEF c 2307 EM
¥z, 2SI-Fe&30SEMIURAIBICHHEFEELMEL 2. K, BEHRCIue/nlD
MMC3 & UFMMCIR B TR 2B (D Fc-MMC (UL FFc-MMCRIIMMCIRE &) &, 1053, 304}, 604 3%
X XSIERASERVERRAMAISERERL . 0.4% 2 ) A NUNALF
v h THE%, KRERMOeDENXEAREL, MR ((-FHHRMEEORLE A
JEHRMBED G EE) X 100%) % K& Fc-MMCIMEIZE /MMCHN Hil 5> S BB R 2RI L £
RIZ, MMC.Fc-MMC,FcA BT B A M T2RMEM X ¢ /=, MMCERE A#1Xx 107+, 1x1077,
1x1072,1x107 . 1,10 ug/ml & L, FcliFc-MMCX RI& & U 7=. &I » S dose-response
curveZ KD 1Cs o SIMFHMBI N R AT L 2. in vivoERIIHESEBDBALB/cT I ADK
FizColon26% 1 x L0CERH L, EULEXBEE, MMCEE, Fc-MMCEEL L 7= (n=6) . MBI
1H L 5H BICMMCE & UFFc-UMC% 2. 5ug/Ke A BEREICIR 5 L, BHEG00EHEESELZE L,
R (12X (BR) X (ER)2) 2XROBH L. 251, HEARDCIF, v ADEERNI
P3884& I X 10SMEBHIL, BAEICIBICHTEEBEEKIA L5H BICMMCE & UFFc-MMCZ 1. 25
me/Keds & UF2. bag/Rek BEREANICIES L7, BREBOHMEZEL, FHEFORORT/CZ
KORFTL 7=, MMC2.5mg/KeiE SBECTIRRIKEDELICO>WTHREIL %

EBROBEIL, in vitroEB TIREHABNTNICYL 12SI-FcOEABEH SN, TOHEE
BUHEEL L LIIcHML, 00 TIZIZ—F o1, 12°]-FcOBEARIFERFcORLE I
Lo, b FEMETIE, BRI L ORMEER105 > SFc-MMCo B HI%N R 5

— 265 —



AEICHEC, 00 TIEIMCGCHEN2EL EOFELWHBNFHNRELRL 2. 1258 EM
D\MEMBFINR TIL, UMCEFc-MICIE & & IC BB REN MMM B A2 1285, ICsoi”
ZREOLP o7z, in vivoERTIRIEBOEEIZ20H % TIZMNCIE 5 B%121900. 0+ 476. 2
mm’, Fc-MHCH G B431448.1+262. Smm3 & LB EF2725.52273. Sam3 ICHL R EEIC /& -
1245, MMCEFc-MMCR S BICZIIBO SN d o fz. FHEEBH® HIZMNC]L. 25mg/Kei 5
Tk, T/CIZMMCIZ58451.683, Fc-UMCIR S B TI3. 250 M EFHEMSERICERL /-,
" MMC2.5mg/Ke#t &5 Tid, T/CIIMMCIRSBEHS2.672, Fo-MMCEY S EE33.409TdH »7=. MMCH S
HTREBBHEEIHE £ CFc-MICBICHNERBICHKERSBZH S Nz,

PLEL D BERBEMIIICI2SI-FcSEATDZ L BRSO, FERBFARIGESEZ LK
& 12I-FcOREEBHEILZ N2 5, MEADFcOBEEIFREALELDEEZS
Nz, £ FMEMRICKEATIFCOER, 00 TIRODMEABDIO%NLLI Ltk &y,
FcDdrug carrier U TOFRHES I » X2z, HMBEMHEIZHER Cld, Fc-MMCIZ1053 &kt H
SMHCE D LEEICH <, 30 FM TIIMMCIDEIE D2ELI EDE L W IBEIMEINE %20 /.
CNRWMCHE N TR+ ICHEARICERDAZNL WO L T, Fe-MICTIZME D
FRENMLU TEVWRBITEATIZILICLD, MCEEKLDZ L OMCHSHIBICEDAZTh
BREZONE. PIBOY Y ABBENBHETT I Tid, Fc-MHCL. 25mg/Keil 58 T IZMMC
BRERIVDOLEBICENEFHEBSER L 2. Fc-MMCI S EETIZFcRE ML T, Fc-MMCHSE
WERBITHEALHEBRNICHRDAZhZ LS, BHRTONMCEESRIENT 2 L HBHNC
BERIDOVBNALATESDIRARLELEEZISH . MNC2.50g/Keid SEE T IIEB B K
EHEITICMCORIER L ZAONERERELMBED SNz, WMCTIIEN ML S~
DO DARICESEN=DICBIERABSREL 245, Fc-MMCTIZFcR% /U T EMIKI ©FcR%
HTO2ERHIRICES T, HEBEANANDFc-MCOM D ARIZENH D2 LIc L HEIER
OREBMAOSNhZeEXIS N

AR LD OEEBEMIICFHSFREN L THAQFc-MMCIZ & + BMK L D307k T
WCL D HEWEMMBINER YY) ABEES 2 AW/ EBRICE U TFc-MMCiZ, MMCEL D &
FHEFHHEERZS VKR ERLOBEBS LW E WS ABHELICZ - 12,

FEHICUED, MIBBEHRISL D COFCEHL FEHICOWTOBEMESS - 1.
TLBHEZBIR L DFc-IMCIREIC L 2EKRNIERE 8L DEKRICOWTOERBESH - 1=.
WTNOEMICHL TS, HEFIFcOBMBEAOEAM L BREFIFMICATEEL
SHEEMY, IsCOEHKNCHBTOHNE, ERFERE L IGCHENR EE2RKFE K%
S5IHL, SELRARMICE TV THRBICEEL .

PE, KARICEOF-MMCOMEBNBEIIMCELIVENTNDE 2 EHBHBBL, Fc-WCHEE
KICHOTREEBRENIZDTESEHEISIC, EHENERE, FBIRMER/TE, KR %
HEBADEBIIOWTHRFHEh LTI 5. ‘

FHEERIE, Cho0REAESTFML, TEMEFL L THE»HDHLTHD,
REESEL (BEE) 0RUERIBIDIEASLZEREETDILOLHEELI-.
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