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blood and keep the camptothecin in the cyclic state contributing to the antitumor activity and which is improved in the releasability
of the camptothecin from liposome and is therefore so excellent in the residence of the camptothecin in blood that the concentration
I~ of the camptothecin in plasma can be kept for a long time after administration. This aim is attained by a liposome preparation which
& contains a fatty acid and a phospholipid as the lipid components constituting the membrane and a slightly water-soluble camptothecin

as the drug.
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AFEYITIX, AP O B ERDRWETA CUO S 23 T 2N TED, T2k
2 LV IRE B IR LHIZ, LiiREEEZ R FFLIYDHD TH- T, UR
V=B EHE LT ER TEDMDIERL 5% BT e TN TED, MOPRLSEL T, RFiT
[RESNRVD, 2 THICRET VI N EEIVBRSNDBKEEEZ AL, Vo
HEEFTHNICEERWVIEE, 7282137V ealRE, A7 IFERE BRI =aL R
Tu—VERRRFOFERBIOINOOKRFMNFHER R ELRITHIENTES
o MDY, —TETH, HEREZ ATV THEY,

AL R7Fa—VEERIL, v ravF e o U N UV BRE R T AAT L
FThY, 2213, avzz ) — L R%ITFHhB,

INHDHHTH, AL AT a— )V, IREZELRBHY, IV AT a— L EIZXY
UARY — LB O M TOIEA BN REFEH LI DRI WREND, Z0Ted,
AL AT =NV EEHLIEDBFELL IRE S DA RIEE) molH, 3@ 50mol
UREFTORTEHIENEELY, aL ATFa— A S8 RKIT, FFLL1E20~50
mol%. EV#FFELLiZ30~50mol%., EHITAFELLIE35~50mol% THD,

Fie, BT IR EOYEEL LS BRI EORHEEAT 5357280, B2
EFSILTNTH RV, BRI, IRE BT BIRIM: D DB K A MR I A F 03
BRESN I HEREE IS LI TE, BUKMAKIL, @, FEThbd, 20
FRERIL. VIR B EIXVVIREUS DIRBEOWT I, il bbb Tho
TIAFHTRES R, T LRV RE . REBVIET Vva—n AT a—)L R
UAFL T a7 AR EIT V) VIR AT VERE T HILD,

EFEEL T, BITRESIRVA, BIAM: M4 781, TradtEEs, AKWrE L0
HiieLOBAMERZTON, ZNOO 1T I EOMADLETHLE,

BIAMES 2 T LTI FIZRESNBROBRY =F Lo T Va— Tra—),
RNIE=AT N a—) ZAFLy — KV AV B EAK, Y= m—T )
— ARV AR A LB, RV = m)Ry | RIE =V AF L —TF )L
RIE =N AF AV RYV=F AU RVeRafk 7 ae’ v 434
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VY RIeRaR L Fa VAZT JUNT IR ARVAZT JUNVT IR RUTVAF VT
ZUNVTIR, RVeRad s Fut’ L AZT 7Y —h RIeRad s =F L7 7V —h,
ERad AF L ro—2 ERadmF Ll a—R RUTAVRT IR, A E
RYT U Ble ERHTHND,

INHEDOHFTYH, RYV=F L7 Va—) L (PEG) i, LA #E L ESE58 3R
DBV, FFELV, PEGD Sy T- B, FRCIRES 223, @ H, 500~10,000%
N, 3 ELLIEL,000~7,0005 Vb, X0iFELL1E2,000~5,0005 Vb T
HD,

IRRAFINCEBWTC, T ik, RIS RS NZURY — A 8IH % &
B L7 fE EITBWT, BRYARY — SRR RS N - 384 23 LR AR E T A
ERERT D, FHIDVARY — DI IS D LRI FBIE R L, 3EA 73 5%
BB ~ER 5, MRS RWE, IR WEOERAZ 535205
FIREL7RD,

B R T OBUERRIC LV AERNICIRIT AR — AORIE, DEY M T
DFA TV = B AT E MR A ELORAEIER (FA) I D8E, HDHVITHTF
ik, P s ORMHE PN B RAARE (RES) TOFfHE % [EBET A LN ATREL 2D | %
EMEZED | LT DRI~ ORINED B\ O L ES A RIS, 7725
WL TR EAEOND, ZHUCKY | B M E R M A T U7 ARk
I BICERS DI AT EL 2D,

ERROIHRPEGIZ L AFHEMIL, PEGE S LHEMFIOME, HAV T EIEES
R T BB BUIRE L PEG L D SUGIZ X DA MR BT LITHT LA TE, FRTHIRR
SN2V, PEGE & LHERiFIT-E 2 IZPEGOVVIREFHER B L $2ik=aL
AT a— )VHERDE N RO EADBIFEL,

BARENZIE, RV F Lo T Va— Va2 T A AT 7 F VN =)V T (
PEG-PE), RV=FL 7 a— LEEfELzal A7 1—/L (Chol-PEG) 72 E 03 %
Fohd, o, JREHS BV IRE ThEL &L, VU RBEOT VST, fafufigis
RCHHIENZELL, FLTVMHDERIEC —C | SHITEFC —C THHT

EREEL, BRI, VNI VAT T aA NV BDNE NI VAT
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TV Thb,

hbDHHTH, PEG-PERIMEAH THY, AFES THD,

EFEBKIER S TSI LD USRI SRIL, BB m o T8 Ee VB IR IS
KT HHHET, BHEO0.1~20mol% LT HIEATE, 4FFELLIX0.1~5mol%., V4T
F1<130.5~5mol% T2,

TEMEEEIY, RRCERESNARWD, TIVE, TIV /&, IT7Vv= Rl 0l
PEEREZE, YRR REE RO REIT O, TNOEEZ BRI E CEATLIEN
TED,

AN E AL A TAMEWELLTIT, FBIEN61— 161246 5 ARITEI/RE
NT72DOTMA, %% F-5—508626 5 ABMITBARSHZDOTAP, #5BaF2—292
246 B /AT RENTZ NIV AT 2778 b (Transfectam) | K588 F4— 10839154
WIZBRSNIZTMAG, HEABSEI7,/ 421665 /30 7Ly MIBREN723,5-
DA ET R XTIV IR DOSPA, TIxXTM-50, DDAB, DC-C
HOL., DMRIEZRE R ZIF bbb,

MR AL A TAMEBWELL T, Vo7 VAT RGM1, H 74T RGM3
LDOVTNBERT DI TIVATRE, N-T I N-L-FNEIL LD T R
FREEERRERZ T oS,

EEERTEHEAS. TREIC, EEEE AL A T LA A LI E THDY
BiE, FAACIRBEEHEND, T A AR BEDOREH 31XV R — LDIRE
ZHEBE I E ST, A A IR OIRE — B ok E b (OME
Kl ERBEO EIINERE B ICFETHIENTED, W TF A LIEHE Thx
EMiITHIEICLY, VRY — AL OBEEMEERDDHIENTED,

KL L CIE, BHICREESNAROA, 722NV ra @, VTR, T
XRNG TN Ty TIn—R TIaXTF o Ty Ty, v7a TR AN
N RIF U ATR—F IR E DK ERRE B RT oD, KIETELHEED
FEML, BEIREREBRITONS,

EREATEME. KSR L OBEMRIT, MBS THEERET DL
PTED,

p=(11(}
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AR T, RO EHIRVRY —DA~DKEEEM T NT L ALA ol
Fri, TRDLIYRY —LBH DA/ R Emolbbid, KEAMED 7TV ALA
WBSURY — BEICE B INAIEN D, VR — DR ERBIOE A RO A
kL@, 0.1LLTTHY, iFELLIT0.001~0.03ThD, Fikiattn 77
VALEY / RIiBEmolttiX, 1.0V RV DTHDE, Bl LIzIi 5 778
(XD T ZR AT E SR TLE ORI BB LML 22D,

ZDYRY — LD IEFIEEFH DTV R — DRI OIA S H LIT, YRV —LEL
Fll (53808 T AN RY — MHEES L, RFFSIVCTFET DIRBEE KL, U
R = DIREFSIVTROWEEA, TR0 LB DA AKFREHITIE, VARY — L&
BIfR2< B BICTFTE T D HANIAR B E ERNZLETBIRT 5, KBTS 7 h
TIANCE I E IR LT HARRYPIOVARY — LBIHFITIX, FEMIC, RO
H— RN E TN A28 U UEICHBES R TV BLE X LND 0, AT O
UARY — KB, S ARSI B BRER B FEELR TR, KA OHEER
RRITBRES R, 7oL 2 ITEEHN % | BEBIRRSAARFIZABEL TWTHEL, £
B L oHEE/ NEDOm FIZED ThoThEW,

ARINARDIRY — LBUFT, VBV AR T CHREL CEmA R T BEMsE T
BIELT A FEERBEDRIRLT-L U TBISES D Z LB RHE Th D, 72BN
EEEROVURY— 5 (BA) X, AAFEICEY, TOEEORE THIERIND,

URY —LOIFHE ZEEEEIL, = =7 27/Ma (Small Unilamellar Vesicle,SUV
Large Unilamellar Vesicle, LUV) 3 XUMEEHMHH7252 BT AT /M (Multilamellar
Vesicle, MLV) DR EDWFTHTHIAS, MLVASFELL,

AFEHDYRY — LBHFL, 25%7 VBV TFE T ISR HHAEEINL 7Y AEI
LB T HMETHICIDBE TP L R THDOTHDN, TDOREIIE, DL
ELET R 3 A7 T KO KL T- O SRR TR EL TRIE T 5L R T&D, ZOF-
Pk 72X, i EL<IZ50~300nmTHY, IVAFELLIL70~200nm, SHIZAFE
LLIi%90~150nm TH D, FHIPUEFHEMELMAA TRESE D7D~
DIKAE AT Z R T IR, FERLTAIE140nmEL T CThHHTENEELYY,

ARFERDOYRY — LBHNL, B E5RBEREE CERENICTFASNDZEMMABLV
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S ETEB R LR ZSOIZE O D THoThEW, BELAIEL T, FRZIRE
SN VBTV a— LV E AT a— g 8 OFEFRFE T oD, BREBiIEFIEL T
X, FRICBRESNRVR T RV E VI, RIBH DV NI I T o — L RIBRE] 21X
EHIVEREBRRETOND, baTza— Wi, a. B, v. § DAED BT
ETHRAREHICBOTROFhLE R TE5,

AFEHDOVRY — LRFNT, G REBERFE CEERNICFASNORNHZSHIT
BLHOTHSTHEN, ZOLRFMBOFILL T, K, EBREHEK, EIKOIZFT
RENBDEMARE, a5—4y RIL= AT a—L KU =AralRy ., AR
XU NVRY v —, IVRFVAF LA T—RFRT A R T ZUAERF R A
TR T NIT A KT FANT V| HIVIRFY AF )VAZ —FF R L~
TFv . AF =R ZF e a— R TP UAUT A TIETI A, IEA
VVEFTFU ER, U7V, ey Ya— ) RV FL s )a—)L Uk
Vo G740 AT TINT a—)v  EMILET VT3 (HSA), v == Y
NER—v, TR, PBS, AN REIERY ~— MMER M, EIRFMHEL
THAIND R ETE RIS D T AN TR LS A B pH OB BRI L A3 5
Fohd, ARSI EMIL, FEUIEC T ERO IO EH DV ITHEH T
BRESNDD, ZROIZRESNDS D TITZRY,

AT T, ORI E S RO VAR — L8151 % | ERM R EL TS
HTENWTED, AFYDEIMBMIL, BH DOFIE, 12L2120~8CTOMHDHD
WX 1~30COEIRTHRIFTDIENTES,

EFEDESRVRY — LBFNL, FEHN A ZERNTHERFT DL TELHMA I
T BDHDYRY — LHFUC FEZ IR WD LN TED, RBUTIZHMA T 5%
B, BRI OE TRITWVTNLBIRBIEE OMEBIRE L _ L TIThhaZ BN FEL
[N

AFEHTIT, VAR — L85 (580 OFRELITHEIT, FrTHIRSWRWA, T
AN LNGE L ORAMBEARL T, URY — 2Bl RR T BB FELD, &
DL, BB IO B o B BRI Y28 TR, SHIT, Bl
IV T Iy I AsinglelpE DFREVF AP —& AWV =y MBI THEV,
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AT TI, PR T RO/, HEWITR RO E LN EENLHAITIT
\ BTRELIZUARY — B B OFREL (LT PO EENOZ L3 D) IT5 e\ T,
BURY — LBIH (558K &\ EEREDF AP — I — ST Wi hN T e hs b
AL T D HBEER AT 2L TED, BRI, YR — b5 8ik% mE LT
. RIEBRR Lo IY R 5 m EH LR bR GRA, SRBI917
PATVAZBIDIR — L) 2TV I — T =TI HIK, 1992: 222D
HZSI L CABEF IS N2 LT 5283 TED) Th D, mE AL
b, 72 XA~ A 7O TINAT AT — (A 70T NAT v 7 240 T2
TERTED, EemEHRAAEOMIZIE, ¥ oy MR, 2L X4
L7y Z7ZDouble motion (AT 7=y 7418 7 & DEERED T AP —2HNDT
ETED,

PR T EOHTEES, 300nmLA T\ SHIZ1Z200nmEL T, F#Zid150nmEL T
D/IEERDIFE, EEESERTEV T AP —IZLBERA LR EEL,

UIRY — LAy B DBRUAVIZ S Te > TRERE DT AP —E AV DBRITIZIR D A
CEBTOMERDD, KA 7 NTF AR T, RIS RS DR
HAEADIIZD , Zha iR IRERICE TAD | fREFSE2IZIE, MWl
FNF—T BT D, HWT R F—ZEHIIITERWAAGEE, 722X RY — 5
DERAL T EEL TR AN — & — 7 82 WS IR L, =—TF Vi
Ak, WA TR TIX, SRR AN+ 8 | SIRIIEE B T2
ZERHRERENIZHD, FLVRY—LBHNL, @ BRI LA S8 T
BIEREENDH, B IMEILH DT EAL LI TR DURY — LB 255
BEE. RO L= F —BRETHD, AR F—DRE\WHFEEL T
 BERHRIAHA L, Yoy NRAAGESZT B, FHCRW W EZEINTES
FAb B L IR E TH D,

ARFEPDOYRY— LBHNL, ZOIKFMWERESD, VAR — MRSV IR %
AR EERNR THLZEREEND, ZDTed, BH, VARV —ATHERS
1ol B AN EVRY — SBFILERE T DT O TRA R TS, 2O TR,
R LAVER I RIS D, BARRICIE, AR ZURY — 2 8H% . F Al
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VBT I BER L ONE DB R S DR RIFIEICLY, VAR — AR RS
ol BB ERETHIENTED,

AREPIOVRY—LBIANT, FEH %5 TR TR E TR, £OfRERE
NS e BAN AR £ TEET D, EHN ORI ~DEZIT, VARY — L8
N ENDEAN ARSI ~IAET DL THoTHRWL , FEHIERALIZEWY
IAENT O IR O E B AR PPN ET2IXE DT EA~KIETZETHoTHL,

AFEINTIBUNT, TEERIERAT | ITVRY — LBF S A HIEABS RHS TE
T BREEDIALCTHY AT LR ES M, AR, 88 T s L O
ZTNODOWNEIEEIRT 5, M, MK, 5 s B LI OEnbONHRED
EERSEAT IR L DIBR DO R LR DTN THHIEN TE,, &7 38 A 73 %
BT DTLITEY, ZOMBRERAT D, A EL T, RHTRES IRV E
BRZEIToN5,

IBROXRLRDIEFEEL TL, FHCRESNRVAERIEE THY . BAARIZIT
BB ERE . KIHE . RS RE . BRSNS . FPRBORE . MREER . IR RIS
. EREREE . L T S IO B SR T D, BRI, FEE M,
FRR, BB EidES B L ENLDONERE THD, LA > T, AFEPIZIBWT

REBLITHTFLOBEEZ B IR . FERNIE DI LSRR RE R T e s
na,

AFEINTBNT, TRFE &IT, VRV — 2D A~ S 7= 3R SR BR BT~
ERZ RIETIEEEET D, BERIICIE, Bl S-SR AN AR B EATIC T BEL |
BT 52 LIz LV E DI CHOTUER R R AR T D, FoHDRAOEALI AR
FTHZEIZEY, AL DODNAG BT L TO DM 5128 5 M 1 R Ty
WAERL, RS2 R E R 3, ZOIIBRRERT T2, URY —L8HHH
DIERN DI LYRY — K BIRN D i H 7 B M & DX A RO LB 3D D,

AFEBNTINT, T &1, VR — BB & SN DAV RY — ADJEH
A @R T DY, TR RO — OB E N E DAL IYIR Y — L)
DEE T AL EIRT B,

AFEWDOYRY— DFI I E ENDFEANL, MIFH BN, RIFEERET
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BRI R BESN DL TIPS M A R -2 8Dk A I 5 2L E
HLTeD,

MR L13, RN ZARELIZURY — DD bRl 53K & VAR — ATHERE
NI-EFOIRA L DR (EREE E2iImolbk) 2V ), THUHHRDIME ) L I3 HAT R
HIZVIZYFRY — BORER L T2 38K B3 D72 W22 B IR 5,

FHIERIT, AR O-EEE NI TS, 1IE (M%) ITFE T 23 A D &L
HEERETHLICIVFATHIENTES,

BROERBNRENDIINT, ARHDYRY —LBHNT, B E BRI N OIS
FHER BRI EAFRO BN,

AFEROYRY — LBFNL, M DOIERNIR B Z S IR THERF 22 L3 TE S,
FERDVARY — KBIFNT, ML 2D NI T D7 | RN CTORBE R
IREL, RO RBREMFRTIZLIIRETHD, i, MK P HHDBRH 2T
KITRBEE THDATIE. PUg7R L DIgE I U TR iR TREETHIEIC
720, AL CORWERIZ DRV DIDLFELL R, AT DURY —LBHNL
\ M3 DIRFIIR A R IR CHERFT D283 T Zhuchv, REI B 5B
L. A AR R R T T 523 C&, BWERERIET5ZLR TEBT
EDDIFIE THD,

ARFENTIBNT, 5% LRI I 2 U OZEFIR 1L, FIHIED 10% 2L
ETHY, FELLIT15% U ETHD, ZOTFIHME] &1 REHDOYURY — LB IHI%E
Be 5 Uz HAA OFGRIRE THY, — I, 18 EORENLR U= 2 i i &%
W, BER B CHRSNZLREL CRINEND, Fo, AR RO MAFE R,
FIMEICX T DS REL TR ZENTE, — MK % of dose] LLTHFLSND,

AFEWCIL, FEHD TR ORI R E R BT D0l g, Lieh
ST AFERZBNWT, HEORBOTHRBIV EXBROTD AR EDIK
AR DURY — MHEfE EICR 52281280, HENTHEZROIEAZ
L BRI R R S R TR 572012, 5 E (B3 IR Anice
HHDONTRPTHNIR 52T TED, W EHZE DR EEL T, WHLEY. 4F
FLLIIER, P, RAI, FEEBZETOND,
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FERE AR 5 ORI LU T, BT R RE OFIRN S (B | PPN
RN, TR 2RI AL TE, BEOER, ERICIVEER S5
EERIBIRTHILELNTED, AP OEKIL, IWKUTBEITHESNDEBE T, KED
FERZIBHE T 50>, HDWTD R LB INTIIE T 572012 R BTG-S
o, B2, I ASHAEAOFE G- BT, — BIZ 2K E 1kgdh7290.
01mg?>»>100mgDHIFA TRITID, L LRNL, AP OHKIZIZNOEOEE.
BIZHIBRENL DD D TRV, BRI, RESEC TR ELTHIWL., b5
VN B ORIE N T RS DRI RIE R DFERIEFN DT DI T 5L Th
FV, Fo, BEHIHIT. BE OFE, IERICIVE RG22 LB8TES,

BARM B B EEL TE, BEMEBMAEZ L) DR FRICE> TR ETHZER
T&D, Flo, BT —TNEBEEIBEOERN, FIZIZEREN. FIXmE NI
AL T, TOEGEIRIRA AT I8X | YT —T NV ZiBL T, FrEOER
AL E T2 DI S DU NIAR BB ~D ML TR S S D o 53528
HAHETH D,

FE i

IR FE I % FHEFNZ L BARENTERBI 9525, LUT O F b3 A3 B 235 B
T HI2HDHEDTH-> T, ARBNITNOEEHNREINDLDTIEAR,
(FHEB11~3)

(1) IRE4 B TR

KFBHFMKE 7427 7FV0naYy (Lipoidtk) (BL T, HSPC) , IV AT 11—/ (S
olvaytt:) (ELF, Chol) 277V (H AMfELL) (LLTF, SA) BILUT-=F1-10-t
Fal B 77w (SN-38, Y27V RAAL) (LT, SN-38) 2K LR ATEE
JVHERBIDITFLRL, 60 CITHNIRLIZt-7"% 7 — /v (BAHAL) 200mLICESfRL
Ttk KL, WS RIR LT,

(2) 8

R CHELN T, AR REKE200mLINZ, 68°CTANRLARAG, /1
TIv 7 Asingle (AT 7= 7481 ZAWT T RO BS 2%, ~ /77 54
P (AT NAT v 7 AR & IV CRL &R 21T > 72,
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(3) PEG-PE# A

BHNTZIRY — LG BIKE0mLIZ, RY=F L2 7Y a—) (55 &5000) — 7 4R
TrFONTE )=V T (Genzymetl) (BLF, PEG-PE) 036.74mg,/ mLA#
REKIRIEE  IEE I T APEG-PEE AR MK 2mol % L72511.32mLNZ
60°C T30 NMNRLZH . K& LTz, PEG-PEEABDVRY — L3 HHkE, EHR
HARCTHROBILIZ SN AT L THAMBER T 5ZLITI0 REAZEREERELZ

ERETELNTZSN-38YRY — LBIHI DO BHA R, SEAIH R & R eE k., 3K
FIREE) | KL TRERURT,

FEHEFI 3 TELNIZYRY — KZBHNC OV T, 25% 7 VBV EFE FICRITS
BAREFIWIL 7Y IR X DB FRME TR 1IN T, VAR —ABHD KB T
BB ChBIEN RSN,

(Eoige 1)

ERTREOICBOT, AFTUUM (SA) A LR -T2 LT, EHiF 14 F
BRICLCURY — L BIAIZ R, T72bb, RURTREMOHSPC, Cholk
JUSN-38%, 60 COt-7 4./ —/v (BRALS) 200mLICEMEL 724, )KL, 3R
FERRUTZ, RONT, A H A K EZ200mLIN% , 68°CTHIRLRAE, 2L T Iv7
ACFMIHESEI v AT NAL AP —% AR TR 21T 572,

BHNIZYRY — A58 50mLIZ, PEG-PE?D36.74mg, mL A& B A H K IR HK
#11.32mLANZ., 60°C T30 MR LTz K L7z, PEG-PEEARDYRY —
DA EH R, AR AR TR B LIZ S N BT L TH KBRS 5L IR
HAFAIZREL,

EE LI SN-38Y A — ABIHI D LAY . $EAIHE & (A /R Emol ke,
KRB R T BRAR LR,

B 1 TN TZURY — LBIHF D 25% 7V v AFTE T ISR D Hss Sl
UINEIZ L 28 TS T EE2 K217, VAR — LRI ThHZ L0 e
STz,

(H#ef|2~3)
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e 1 ERIRRIZAT T U8 (SA) A w7, SR (IR E L8 L U'PEG-PE
A R) BLOEAHEBRO R H)RY — 28K ERBL 7, bbb, LR
FTFEMODOHSPC, CholEXUSN-38%, 60°CHO-7 % /—/L (BHALS) 200m
LICWfR LT KL, BRFSHZIR L 72, IRWT, B R K 2 300mLZ., 68°C
THHRLZRD D, ZV T Iy I AT TR BERTHE, v A0 T NAT A F—EHNT
BT REHIEZ1T o7,

BHNIZYRY — 2B 50mLIZ, PEG-PED36.74mg,/ mLA& B A K IR HE
%, 2.916mL (PEG-PE# A :§)0.75mol%) £72117.776mL (PEG-PE# AR
:#12mol%) Mz, 60°C T30 ML, K Liz, PEG-PEEARDYRY —24
DRI E ARBEOK CROBE LT NI L THKBEERTHZLIEY, K
AFERZBRELTZ,

R TN SN-38UR Y — LBIFI D SRR R . FEHIHE 7 B (B, g E b, 3K
FIBREE) | BLTRRERLITRT,

[0066] [31]
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#£ 1

ERF | EfF2 | | s 1| s 2| i3

HSPC | 4835 | 4557 | 4.078 | 5.534 6.000
Chol | 2366 | 2231 | 1.996 | 2.708 2504
FEEE g
SA 0504 | 0.703 | 1.049 —
SN-38 0.040
HSPC:Chol:8A
7.7:2 7.7:3 T.7:5 || 7:7;0 54.46:0
mol
s SAE H Emol% 1225 | 17.25 | 25.78 0 0 0
PEG-PEE A FEmol% 1.96 0.744
5"/ feEmolkt 0.0069 0.0098 | 0.0099
A mp e pg mL| 84 85 73 68 68 72
T4 nm 87.4 100 122 114 | 916 | 93.7

4% P ¥ B Eng/mL

5% LifE 1994 2278 2222 669 535 439

6FER 1152 1133 988 390 265 113

24FERE 214 185 155 81 66 10

% of dose

e % 1R 19.17 | 21.90 | 21.37 6.43 5.14 4.22

BEER 11.08 10.89 9.50 3.75 255 1.09

24FERE 2.06 1.78 1.49 0.78 0.63 0.10

* 3KA: SN-38
[0067] FEH. MEHE iT. SABLUPEG-PEDOPE#SH A -IRAIEE (HSPC+ Chol
+SA+PE) &\,

SAEGHRIT. BATREDOAF RIEHE) &P SAEEM0l% TRT,
PEG-PEEARL, IBRAIRHE A BT THPEG-PEED EFEmol% TR

BRI D ZRAN R B 3RA e Emolbbid, SN-38:{BARE DTN THY, FA
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BEEX, VRY —L8IH] /mL&H7-0DSN-38,/ u g B THD,

B E 7R A T OFEFR AT, RO R VT, SN-38DE 34
EEREL TR, BRI, 32T NVEAZ ) — LV CLOREFHINL, ZOFMBIK
20 p LIZAZ )=\ 2mLENMZ IRV T, BRI R : 380nm., 3 GHR 143
Onm TOHEEREL TRDT=,

RLFREIT, UARY — BB 2 CBEL Bl =L EE 43 A 31 (Coulter LS230, Beckman
Coulter) THIELIAETHY ., LR FEEZEH®RT D,

(FRERBI 1) i 7 5 B8 1

ERE TSN 72SN-38URY — L 8UHI%, SN-38&LL T0.4mg, kg T, 4%
~UA(BALB/c. ¥. 5, HAZLT)IZ, BEIRIESR L, R, 1, 6, 245
TR E R BRI L, 330538 (3, 000 rpm, 104y, 4°C) L CISEAERE L 7=, MAE
IR OBOEER R E R E TR CRE LT,

& MAEFOSN-38REATNE LI, REER1IBLOKBITRT,

BIBITRSNDINT, BEELS TITSAZ B L AP DOURY —LBANL, SAZE
FRRVWURY — ABIFNC AT, I OSN-38R HE A4S 1RFETHRIS~4MEIZ, 24
REECRI2~ 3B DL o7z, FT2, [% of dose) THFLT HE, SAZRHTe AR
DVRY—LBIFNL, i SN-38R E 3 1 ETR19~21% THHDITHL T,
SAZEFRVWIRY — LBFNTI B LZHIA~6% THY, SAEZHLAFEHDYRY —
LBGENE, MAEH SN-38IR A R R MR CHERF T Z LN TRE Ch DT LD
WTET,

F72SN-38%EH T DUARY —ABANZBT, PEG-PED#E AROHNNCLY
I PR PO W ER RSN 505, PEG-PEDE A7 Cid L i E eI Tk AR H
27,

(ShEF14)

T 3DRI sy " U THEIMEFI3EARVIR LT, FFEE, HHI7ZSN-38URY —24
BRI DRRARL, IR B (A faEmolbt . FANRE) | b TREK2ITRT,
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FEE g SEIRSH g;ﬁ SN-S8 e SN-SRERE  RITER

HSPC Chol | SA | SN-38 mre:awel:sves| mol%  molfk |pg/ml  nm

%biﬁf?"] 4078 1996 1.049 | 0.040 T7:7:5 1.96  0.0069 33.6 99.7

[0070] (FRBAGI2) tRIFLEM:
bR TSN 72 SN-38UARY — L BUH (HSPC:Chol:SA=7:7:5) {IZ- DV T, 25C
(ZRWTEIFE Z EHERBRZ ATV, BT DOSN-38D 1 A& 4 GEUGE G
TRIE LTz, #REKAUTRT,
K42 RSB ERY, SN-38DF BT 258 BK T3, AP DSN-38VKR/—
LERUAN B B P EN TV T LD RS U,
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FHR D #IPH

WAL T DI E D LUV IR L&D ITIRIAIRE 5 A, D> DAL LTk i
WD TT U ANAE M E G T DR — LA,

HIFCKEAPED TN T L AR, 2008~ T NT v T-=F L -10-ER 1
XA TIT YV (SN-38) | T-( B -NIAFNVIN) =F N TIT Vo E T
~(tT DN AIAF NI T NT VL THDEERB LD VRY — LHIH,

RTRCARNG R S BaRIE IR CTH 27 R F2 1321 G D YR Y — L 8UA,

HICALFIRIER DT N X VEEE MR 14~ 18 Th D RIASICFEHDOVRY — Lfl
#l,

ATFCY AR E D3RRI IR E Th D REL1 RO LADWT AT RHDY R
Y — LA,

RIFEAE B RSy &L T, BIREV IR E B L OIRIAIR L EHIT, /e b 1OMDIRE
EELIZE T RELRWOLEOWTICFEHRDOVR Y — L BIH,

RTRCA DIRE 3L 2T 00— L ThH L FE KA TR DY ARY — LA,

HIFCIMER 2 53 RE 1RO LTOWF TR O VR Y — L 8IH,

RIFCAEE DS, BlAME R 2 T-8{ChHHFE RIEBICFLH DY AR Y — L BIH|,

BIRLBIAMER 2 T80, RY=F Lo ZVa— Vg THIFERBENFRHDOYRY
— LB,

BTRLUARY — ABIHI DO FRH/ HE B mol b £30.001~0.1 THHFERE 172 L 100D
WFNMNICRRDVRY — L HBIH,

ARCAENI % RIRCIEE B DA Ftmol 1, 1~30mol% & A 4 55HKRIE12\ L
11DOWF NI FEDOYRY — LA,

BIREYARY — A BIH O SR T 2350~ 300nm THHFERIE 1RO L1200
AUINTFERDVRY — LB,

RIFCYARY —LBHI3 | AiFeiR B R L. Rise KA 7T v b e s
HHRLU GRELL72URY — S BURIT . SR L T2RE YR — 4 o [R) L o 1
ZUT L DFRACAIR S ES N 72b D THDFHRELROL13DOW TG DY
R — LB,
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