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1. —FEKESABTTIRE El KN EHRSE, ES5BHRTE
MEBHIRTFIRE E1. BLIBATEWBIE. UURZ¥ EaTEZHEH.
5 2+ RIEHFIEK 1 FrRIR ARG, HPRLARETHRRRZ
Y 10-1000nm, Li% 10nm~200nm.
3. MRIEAURIEEK 1 FRRIA RS, K rRRIFIREEL WAEN |
1 g/ml~10001 g/ml %], ik 10w g/ml~2001 g/ml, BZ_EEATELL
BERERIAEDY 0. 01mM~50mM, 3% 1mM~20mM.
10 4. WRWAFIER 1 FTRRSEH RS, KPR Z BT ENBEE N
R _EH RSB SRS T LS ERELE A TR
5. IRTWARIEK 4 FrRNAHRSE, KPR R L BiTEIBES
BRI AR R A S OB IR TFHCh 10~24 4, FERRREE RIS
SHRFIR, Pk AEERR. NTHERR. AR, RSB e . .
15 LUETER. BY lignocerate.
6. MRIEAFIZEK 4 FrRMBARSE, HPFTdR L BT EWBERE
P IBEARER o A R LB . BEASTAEAE,. BEASEUUIEE. BHASBLALTR.
ZBEARBEH . ERRBEAR. VEMADGRBEE . B Z BREAR.
7. WRIBAFIEK 4 RS HRSE, HPFTdR I - BATENBRE
20 HPFEIRZZEB-TETEEN 200~20000, % 500~10000, FALE 1000~
10000, BAUIEMERZ —EESF24 2000,
8. IRIEFIEXK 4 FTRHIBHRSE, HIridRZ AT ENBRR
L _FE 2000 ATAEAL —AE RS BEBE NR B 2 B2 RE .
9. MEFENFIEK | FTRNGH RS, KPR AHRERBBEA
x5 HTEA.
10, HRERHEK 1 RS H RS, RYRAA/RERIEEIER
%, HELERRHEFINER, SR ERERFEHE=MIREY.
11, RF/AFIEK 10 FridWAEH RS, HPREHRERERE,
HEBWIIRE ELl. RLBATEMNBEE. BT I8 RIER RKBEREH R
30 PARZHZ EATRZHHEN. BEERTR. pH EFTH.
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12, HRABEAIEK 11 Frid S A RS, H PR RS B
MEVEIE R OBEE. BEAETIRG. BEIEBtZmERL. SALIPBER, kS ILones
iR

13, RIERREK 11 RIS AR, HPERRRESEFF PEG f74

s ALBERR & B BRI R ELBITEREA 1%~20%.

14, WTEAFIE K 11 FridA 2 RS, KPR miksF P aisifiRs
El 5BEIRHI-THBIR 1. 1~1: 100, fhikH 1: 5~1: 20.

15, RIEAFIEK 11 FridIS RS, Bl R s R E By
X, HEH 1vg/ml~1000w g/ml FIETFIARZE E1 #1 0. 01mM~50mM F) 55

10 fg.

16, REBRIEXR 11 FIRSEAHRSRE, HP R RAESIFRG T
B, 8F0.01%~10 EE X HIRIFIFE R E1 F110%~95 EE %S BEE.

17, BEAFER 10 FrRNE A RS, HPRRAHRERHA, H
BSHEAFIREEL. RLTEBRATAENBEE. TR THILIE B L AmBERe 8

15 FUALH. hARRDRI AR 5% ERTEZ HPUER]. BERETR. pH ERT
Vil

18, MREHFIER 16 FridIEAH RS, HPEHIL P HAABEREM R
BIERKGBEE. BHEBEmR. BBt B, AEILErBEAS.

19, MRIEHCFIEK 16 FTARAHRYE, HPAEMIL P HAEM B R

20 KEH.

20 MREHFIEK 16 FTIRRLA RS, HPERILPMARFAKMHERE
B 5: 95~50: 50,

21, WIFEFIER 10 FrRNE ARG, HPARAARERKR, H
EHEAFIREEL. YEES T URAZE EESPIHER. BERRT

25 F. pHERTH.

22, MREBFIEK 21 FridfIE RS, HPERRPIrRIXCEE S
T4 PEG fT AL B AR FI LA TR

23\ RFEAFIERK 22 FrdIA ARG, HPERRP TR
MR KBS, BEIRBURm. BEEBLZ MR, Sbonsiis.

30 24 WREHRIEK 21 FTRIBR RS, KPR PEG ATAELBERE
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o7 B A BE /R EEBITR A 10%~100%, % 50%~70% .
25, MEAUFIESK 21 Frid IS A RS, HPRRELHFIREBRER,
BH 1ug/ml~1000 v g/ml HIFTFIAREE E1 1 0. 01mM~50mM B S BEAS .
26 TRIERCRIE K 21 FriAME AR, HPRRELFHRIZG TR
5 3 BH0.01%~10 EEXHAIFIRE E1 f1 10%~90 EE %K BBEAE.
27, WIWHFIER 11, 17 8 21 FTRML A RS, HPFrRmiEsR
BIEKEHEPUEFF R HEPTE .
28, WMEFNEK 27 Frid I RS, HPErd/KEEnERaE
PURILER. WHIEMES. EDTA, HEWEN0.01~1.0 EE%.
10 29, WREAFIEK 21 FridIE A RS, KB EnEnaE
A E®. BHA. BB TRAA, HETEX0.01~1.0EE%.
30 MIEBRIESK 11, 17 8 21 Frid R Zi R4, HA R pH
FE BITEBR-ITE RS . BERR-EEERYN. BUBERREL, ATVEVE pH b 3.0~
8.0. {Ri% 3.0-5.0.
15 31, RERFIER 1 FridMEARENFIE A, SIEETFIRE EL
AETR O BEATHENBEIETE BRIGUK ISR, Hl& AR kiS5 FH B RIS AR
HEL BHARS
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— PR 2 AT B IR B BRI TR R Bl MIGPKMNES RS

s DRGSR |
AR K —FPERBKIE SRR RTRTSURRR E1 (PGEL) GUKIRIA A REL.

BRER
BUFIBRZE Bl (PGEL) AWEMEZY, 1981 SFHIRGESEERMEEAZR
10 kW, EAREEHASABPNGRER SREVTARDENEEYR. CF4E
F NG UEFTAAEIEG S, W72, ERRNARE, F=4Emt,
HEH, TEWREWER, a7 S Y], FIER ¥Z A T ORI ERR
PR RGETR - AR ER. IR BRI RAE. S FRES [
FkEE. SEERA .. BAEE. MSMEMAF VMR, SifkER. nEER
15 A%, RHEXPEEOMERRIETEMERTN. {872 PCEl SHREHIANH]
B E, DRI AR R A B Fe (S A B B B I AP R4 2, LUMR
AR E, MKNEAFIERSAFEFSSE—EEEAZEE
Fi. SRR —EBIHEIERB T LUE K YRR N ORI R], SEZ5T AR 1
11, Mizishuma et al (J. Rheumatol 14: 97 (1987)) #1Hoshi et al (Drug.
20 Exptl.Clin. Res 12 (8): 681 (1986)) ®i7TT —Hils& PGE1l REMERAIH
A, SR Mizishuma et al (US Pat No4, 493, 847) Fl Imagawa et al (US
Pat No4, 493, 847) #/NESLhr LR—FARHIFLA, BPKF PGE1 AT KT
FERIZLTEF, NGRS ZANERNAE, RNSESRh, EK
29I E RSB, Robert P lenk NISRFIBERSK: PGE1 &g miE, LUAZ]
25 FEKZAYIIVE R |
BRI, LY B e R YRR P RIRRE N, KA
VEFARTIE] (U. S. Pat. Nos4837028 1 4920016), ASMET AT EAI THIRARRTRL
BorAn, AILLBZPENE IR E A MAAZR (U.S. Pat. Nos5527528 Hi
5620689). HRTTA MRBE. MFLHREIHIFRIF= S BT, Bk R R,
30 FWHEBZRFRE. LUBRRAE. PGBl EMER (SR LRHMI %.
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“BEER”, RGEMHESFEK T R I SRR B AT DL B KRS
FERURTR, FIFXAMER, REA—eRHFF & R AaE TRER S,
K oYiE AN, BT Kun et al RRTEAN “BREVRR —FH L
MZMBHE” IXE, FRTERRIENAGD S AT EBNH
5 (Adv.Drug.Del.Rev. 21:107-116(1976) . BEHRIEN—FB AR GREHEIL
FER. KEHREEN, BL51ET ARG, Yokoyama et al K
FRETE R R R A MO BIINEAY, HHR T HPSe AR rEEm
B, URCELBRPEERFER (Cancer res. 51:3229-3236 (1991) .
Trubetskoy et al AR T HR LE-BRRIEABABEIGTMZHHAY
10  (Adv Drug Del Rev. 16:311-320(1995) . BRHAEA—FEARAECNAT
KGR (Brodin et al, Acta Pharm. Suec. 19 267-284(1982)), RIETth#AT
¥R Z51417) (Supersaxo et al. Pharm Res. 8:1286-1291(1991)) FW&YT
SEIERIZ9Y) (Fung et al. Biomater. Aritif. Cell. Aritif. Organs 16:439
et. Seq. (1988; Yokoyama et al., Cancer Res. 51:3229-3236(1991)) . Lasic
15 (NatureVol.335,pp. 379-380, (1992)) A5 T BEEM—FiiEIELSYHl&
WA R AR
BZ._HF (polyethylene glycol, PEG) R—HEAELKMF FrILIMRETRF
FERKEHREY), BT elERgHaT LR R EAREEE, B RN
BTG, BARYINR, AERhAG RS, PEG KRR
20 MFEBGEKERSE, WA IMRERE, HIERu AN RIRRA B Z
ERA. B, AWK ZAYEMBIEA PR, REHKIEAN R,
FTF PEG AT B RS S ALK R A B R G MR R —RGKI R &

— 5 R T HARAA 2 RSB, 5 T RENHERIBISRS; 5577
25 B TIHRANRZENAL, BB, REAY TR KA PEC ATABHE
YERBARPPRL PEG HER] LIZEMRL R T SRk R B e 1t — D R AE N
KEREA RGNS EMBATHTENARIRT PCEL HZPEERT R,
HAE RIS A R AN RN, FEEREREEPIRINE
Mo
30
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EHAE

AR B RAETREE—FRIFIRER Bl 9K RA RS, -
ERENRR, RARIFNREN, FHERNEERIEM, BNt
TR A0, REAYTRFRIERITEM.

5 AR IR G —FrER RS AU FURR  EL KRR RS, HAF
WBITHRENTFIRE El. RLEATAMBEE. IR ETZ 5
il

ARAKFEXNERFIFERZ B (PEG) fTEMBE T ERR, R
B I T B & PGEL KSR ARGt AR IAFTagKhigs

10 HRGEF/ETE. I BOR.

ATEFRNEBARARNE, BATEEN —SRARERRENT.

“BARL”, Fe—FRE— P UL LB LU NERE e R B R —FP 52 A
RV O A R TR R — PR S AR, AR RIS “RL”
B/ INBERRIAZAE 10~1000nm.

15 “Remis”, BElES S FEAKEBT R B RHFIRNATE, HEERE
B BRI,

“BER” REFEXCGEE S FEKER IR BRI R R ER RS (OMO), B
BERRETRER, KRARTREE, AEEXGFE, HEWMAHKEE
SR, FERBUKE, KD FSNERSEKRE . BoRR2/N (M 200nm),

20 “FHRIRAE 20-30mm 24, FRIHAMERMIERRERR, MARSIIFERE
AR, FINERBRHAGRES R, CBAER, HERER, radss
HIZNE.
“BEiR”, BEIERIS-TEMFIREIAEEL ARMREH WS T ERIEER
MBI, MBI RE SR SRR, 61N EEWE SRR
25 ZEE. BRI ST RS T CRBERI S E RS RR
YR, 55K, MBS TRISEKIESLES, TIeReRme—m2IetRit
B, SRR, MBS TR IERSS, ARPATS RV EAEE
R AT AR AE I U AR I BE &3
“VBITERE” RIERFIRE El FERTRRNAE. RIESKH,
30 RIFIRRE E1 WEAIFIRA 1~1000ug, PLERAIFIR 5~100ug, BfhBAL
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FIEN 10ug, FIEMRES MR MERN TR A,

ARFRRITIIRE El M KHNAEAREBANTRIZE (PEG) A7
AAVBERR, TTLMRIP YRR A A RAN A RIPPIRA KRG, Tk
K ASRIAE MR FR A R I (B], RIS OB 2R A 2 2 )

s MR, HERBAWRYTR.

AR BT B B PGE1 GKidchish 20 RGRE R E ] LWL,
ARG TR,

EARAREIFIRE EL éﬂaﬂéﬁhéq‘é’i%%qﬂ THORL PR L 12 T L R
10-1000nm, {3% 10nm~200nm. FIFF R E1 KA &N 1 v g/m1~1000 1 g/ml

10 7], L% 10u g/ml~200u g/ml, R ZEEATEMBEHRIIAHENR 0. 01lmM~
50mM, ik 1mM~20mM.

EAERER, FIRRZ BB AR O B FRd e 55

BF LSRR ST .
T4 K BBEBERE A PEG ATAEALBERE, HEH-PBEIERAHARNRRE &
15 BIRRETFECH 10~24 4, PREHIR 12, 14, 16, 18, 20. 22. 24 MERIET,
SRTEREERT UM, Rl CURERAMERNE, Rl REfs MR eiE A A
B (12 ). WEERR (14 B0 FEATER (16 50 TEAEERSHERE MR (18
B HER (0 5% WWATER (22 %) « lignocerate (241,
R TEERATENBERE, HBEReEa v LLRBEERE LB (PED. BRAETRAE
20 BR (PC). BEAEERUIEE (PI). BHAREAZRGER (PS) BEAETH M. 4AmeBEAs.
YEIMBERERRAR (LPC). ¥&IN ZEER&mERs (LPED %.

R _EBATECEEE, HRLTESFETEN 200~20000 (5RL
BKEE F ZEENBEFR), MERC S TETEEN 500-~10000, &
PR HITERE 1000~10000 (ZEFEMEEN 22~220), BIUENRZ LT

25 B4 2000

AR BAFTIRM PGEL KIS RS, RKH PEG fiTAEALBERRTE N BUE,
F 5 HARGKEI SR A, B —EER%EFE, BETEN
PGE1 BE T RIGKR Y, RIBFERN—EPEF]. BEEAT
v pH E I

30 BEARARNAHREZE BREAAE. MASEBREFMEN, 2R



200410057147. 0 o P Es/14m

LRERFHR =R EY.

IRBRAKREE, {FRANRBIEIFRITT AEBIA R PR SR, i
1 PEG AT M BEAR S HARBERE I L], AT AIBBIRE A FERREEE
TIARILBIRREY) . WRAELTTFMHA T WA, WA LAERHL

5 XERZCEATHENBEREAZ A TR,

BRBARAMAHRER LRRERE, HSHERYIEER EL. RL#
TS BRI TR R U RGRZ EaT&ZH
PEN . BERFETR. pH EiRWH. P mpistplaiEcas
RE. DERETRARGR. BEASELCmERL. SULIRBETS, ARIIREHIRBIMRSMIPEE

10 8.

IR A K BRI AR KSR, & PEG ATAEILBERS i B KIBEAR AR
IRECBIVEREN 1%~20%. #I7BT-& ) PGE1 S8R F LB (ZhRgHL)
H1: 1~1: 100, PREMTEEN 1: 5~1: 20,

R A R B RE AR IR AT LR B, AT LEHTHEN.

15 RS, PGE1 MIRETEREN 1u g/ml~1000 1 g/ml, BBEAEHIWK
BEZ 0. 01mM~50mM, FARTRINFIHIMREE A 0. 01%~10%. 24 4R TH FE AT,
PGEL ¥R 4 0.01%~10% (EEBSH), BBHEREN 10%~95% (&
BAEH, HAARMFARE N 10%~80% (EEHDLD.

R Z RS, AR S IR L 5.

20 HEARPMAARSENTURMI, HEFFIRE E1l. RL T
AAvBERR. BRI T IR BEREA R FLAL). AR Bl K 2%
AR TER. BERRTR. oHERTR. b, FrRrEmpis
MEMEIE RSB BEISBUEm. BEIEEtZBEhE. SALONBENESSE, Pk
M B EERE IR E ..

25 ARSI, WARKMERESES 5: 95~50: 50. PGE1 AR
FEVEE 1u g/ml~1000 1 g/ml, SBEASHIIRE 0. 01mM~50mM, FARESINF
BIYRAE 0. 01%~10%.

HETR MM IER &I, THBREH SRR k.

BREARANGSHRFATURRK, HEFWIIREEEL. XEHES T

30 RZZEMTEZHHREN. BRI pH ERTH. FridfXcest
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S3F 4 PEG fTAE AL BERE R SLA BN . AR RLEIE KERENE. BHIREAE
W BEAEBECEERR . SULIFBEIRSE .

AR BBRIBHREIRS, PEG ATAEBER & B FBEAERIEE /R ELEITERE A
10%~100%, 4%k 50%~70%.

5 R B &HIFIAT LLREIER, &F 1ug/ml~1000u g/ml HIBTZIAR
FEE1 A1 0. 01mM~50mM RS BERS . AT INFIEIMRE 0. 01%~10%.

BRREAHFATURGETRIER, &6 0.01%~10% (EEF L) B
BFIBRZE El. 10%~90% (EEH 4 ) MEBEIEF 10%~90% (EEH 7
kL) B REARR I

10 BT PGE1 . Bifg¥IBME, BEFRE, KAKHEFHER PGEl BIR
BINESHEHEN, WAKBEEREN GFmR. UHRERES. EDTA, HE
Vi 0. 01~1. 0% (BEEH 4 b)) AsvAEHHEs (EEH. BHA. BETR
HliE, FAEVEEO0.01~1. 0% (BEEH S H) .

RIEEE, ARFRAHRETLINA ol B (FREHARGWFT

15 BB—ERM. BR-ERY. BRES), AENE 1nM~100mM, A
259 pH A 3. 0~8. 0. HfE pH ETEERE 3. 0-5. 0,

RIBEEE, ARHARSHRLETUMABBERTR G, EEE.
HER . FrARNEEE RIS RAF¥ LEZMA T RTEEE
AL EY, ATBEEZEANESF2EREE (NEREELTEHE

20 290-310mmol/L).

ARBRMETHFIIRE Bl KNS A RENHIRTTE, BIEHET
FII8E E1 AETRZ _BATE BB PORIER T, &R kST
HIRTFIIRE Bl KA R4

Hikth, AEBEFFRKKRAHRG AR T LT HI&TESIB:

s ¥ PGEL . BEfs. FeAMRINFIE TENGERH, ETHEmT, FHk
RN HETHIER, ERERRAERETISNBIRER, RKE
MR OKEEPTER. BEEFETH. o ERWHD BTKF, Hix
KBBIMAZIFET, wGKW, EESE, SEEN, &EH 0. 22un
R FLIERE IS UERR B, IR BT HLFR kST AR PGEL  GKAhetils, B

30 FERRIGKEkRAZYEE 10-1000nm, BIBFEXHBHEER, bl
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RN
A RFFTRIIBERASHRENFIEITEE ERNBORG R AT %
FERAL, FTARIRRATT PEG T4 M BERETE S BE AR 1Y ELBIAE R BUR.
AR APTR M ILEI & 5 ¥ PGEL « BEiE. FevAtasiniE T R4
s KEMP, BKEERINA OKEEPENR. BEERT. pH EFEWHD
BTKF, HBREEMN, BEdmEASNREINS, BIRERGIKMTL.
WRITEIFTA, @A) PCE1 VESNRIENEAE, ZiRetiudasis i ROBE
s, BRI R B BT B ST Rl 2y, PR T i
PR FRYTR, Tkl Bmgrkisriea 25 24 (Faiudk. WSS , TN
10 BEEPIRAERGREW, (s N IR ERR. TH—RREARRIE.
FIEFESRETT. 25 THRE A AT R BEFRMER A, KK
AR ISR Z BT B e FE8UA, R URRIE SRR AR, il
PGE1 GPKISRILA 2% AR B FEH RS RAEH &GO AR
BT R ZEBATHENBHE, —7TERAR 2 B KER S K RS RS
15 THTERRGEAIRIE, BERBAEN PR RG] B, EKBOREARAT
TEHETR]; F— T RBEEAREh Y, ATLMEARZIMRRE Ok,
£ OB MR, KRRRAYEMTEIRETRAEER, FRILLSh, goka
BRG] I ELYMERN A ZRBI R, BN ER e iiir
W, REAPIT.
20
AT sEiifl FERA T — P U AR, TARRHEARAKTEE.
L Yaps
SCHEBI 1. PGEL ISR HIFI Ml
AETT IR 1:

25
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10

1 ST 1PGEL BRARHIFIAL
W (mM) 8 (ng)
PGE1 0. 564 0.2
PEG2000-DSPE 3.0 8. 4
HSPC 3.0 2. 28
VE 2.115 1.0
VC 56. 77 10. 0
EDTA 2. 69 1.0
K 1. Oml

BIRTE: # R4 HFEIRREY PGEL « B8 Z % 2000 #7441 — A
BEBEARREAR, (PEG2000-DSPE). EfvMEfE (HSPC) BT EEBHMENH, BT
100ml FHEME, RIAEEARN, ETEIVEN, ENHRREENHE
TIXSIIBEARRE, KK EERInA (VC. VE. EDTA) BTF/KH, Kizk¥E
BIMAZIZREHEF, 60°CHRG K, BAELSE, i 0. 1w m EEN (Hl&d
BREERSRTD.

FHBRES SN E IR, k42 23. 3nm, $i42434F 12. Onm~31. 9nm

Z[8], Zeta BN +3.1, BHFHEKXT 90%.

SEHERY 2 PGEL JR-A BRI HIFI %
b T5 R 2:
% 2 SEHEf 2PGEl R-E R EIFIA T
WE (D B (ng)

PGE1 b6. 4 0.1

PEG2000-DSPE 300 4.2
HSPC 300 1.14
VE 211.5 0.5
VC b677 5.0
EDTA 269 0.5
7K 5. 0ml
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10

IR TE: ¥ EdRab)5EBIFREL PGEL . PEG2000-DSPE. HSPC A TE& &
BES T, BT 100ml S, FIREERRRN HETHEIWER, 75
R RE S BEAEEE, KSR (VC. VE. EDTA) ®T
K, ¥ZKBBEIAZIFRT, 60°CIRkEG Kk, BESE (Hl&EIE
PHEREARTD.

BT8RN 2R u0R, ABREBIREF, FENRSMERINXE,
26. 3nm~39. 3nm C(EIPRILE 29. 4nm) A— MK, B ALy 78. 7%,
130. 6nm~238. Inm CEIHIZ 174. 9nm) R—ANXIER, FrbAfRE 9. 3%,
BEZERT 90%.

SEHEf) 3 PGE1 YE-A B &I i 5%

"bT5 WK 3:
% 3 i) 3PGEL JRE& BB A
W (mD B (ng)
- PGE1 0. b64 0.2
PEG2000-DSPE 1.2 3. 36
HSPC 4.8 3. 648
VE 2.115 1.0
VC 96. 77 10.0
EDTA 2.69 1.0
7K 1. Oml

B TE: % R4y ELBIFRE PGEL  PEG2000-DSPE. HSPC ¥ TEE

15

20

RS, BT 100nl FufEs, FIRABEREARA, #ETHEIER, &
MR E T RE A PIBEIRRE, KRR (VC. VE. EDTA) T
K, BZKBEIAZIF S, 60 CIkZAKik, BESE (GHl&TRE
FERASEY) , 0. 40 m MR,

PSRN 2R MR, AR BRRE, BN AERNMXIER,
17. 9nm~40. Onm (SFHPRIFR 24. 3nm) H— XK, BT &fREh 64. 1%,
361. Tnm~59. Tnm CE¥RIAE 172. 2nm) RH— XK, BTG 4FRE 35. 9%,
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Zeta HAIH-17.8, AHELKT 90%.

SCHAB] 4 PGEL JB-A R IR Hl &
b MR 4:
5 ® 4 SRR APGE1 VRSB GBI
WRE (mb) 4B (ng)

PGE1 0. 564 0.2

PEG2000-DSPE 2.0 5.6
HSPC 4.0 3. 04
VE 2.115 1.0
VC 56. 77 10.0
EDTA 2. 69 1.0
7K 1. Oml

Hl&LZ: R 3,
iSRS 2R, AREBRREIR, EENRSAERNXIR,

19. 2nm~28. Tnm CEPRIAZ 23. Tnm) A—AXER, Br4EFREE S 81. 6%,
116. 4nm~212. 2nm CEFRi42 155. 5nm) H—AMXIR, BTk 18. 4%,

10 Zeta BA7IA-3.2, BHELTF 90%.

SEHEf] 5 PGEL VRS BRI 1% &
ab 5 W 5:
£ 5 SLHif 5PGE1 YBRA R HEIFIAL
WE (mM) ' (mg)

PGE1 0. 564 0.2

PEG2000~-DSPE 3.6 5.6
HSPC 2.4 3. 04
VE 2.115 1.0
VC 56. 77 10.0
EDTA 2. 69 1.0
7K 1. Oml
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Hl&LTE: FSEHER 3.
FIREEMIMEILMR, AREABRREN, TERNRAHFERNXE,
18. Inm~27. Inm CSFIJHKIAZ 22. 4nm) H— X, B RRHA 72.3%,
134. 4nm~245. Onm CEHpRIFZ 162. 5nm) H—AMXIR, PG a8, 2%,
s Zeta BAI4-29. 1, BEELXT 90%.

SEHEB 6 PGEL BETR I A 4145

4t 75 WK 6:
# 6 SCHEf] 6PGE1 &R
W (mD & (ng)
PGE1 0. 564 2.0
PEGZ2000-DSPE 4.0 112
HSPC 2.0 15.2
VE 2.115 10.0
VC 56. 77 100.0
EDTA 2. 69 10.0
7K 50ml

10 & TE: & R T ELBIFREY PGE1. PEG2000-DSPE. HSPC ¥ FiE &
RFEOF, BT 100ml AEMET, RAREER ETEVER, EH
TEARE Y B TS B I, KM N (VC. VE. EDTA) % F
KF, BZKEBIIA BT, 60°CIRG K, BESE GHIE&TE
FEBRAARTD 0. 4un MIEEERL, FHEE®R, 93T 2nl FHET,

15 |X4rE0.25ml, EHT.

TR HERIMEF R, RS FTHAMRE, — MR 14. 6nm~

40. 5nm CFIPREAE 32. nm) , BT 7 4RFR L Ay 92%, 55— MR35, 94. 8nm~187. 2nm

CEIIRIAZ 134. Tnm), BT FREEA 8%, Zeta FAAIFIH-30.8, HHZ
KTF 90%.

20 HTEHMAAUABEERICRY), WAERRE, WERRSHHN
13. 5nm~34. 3nm (EFJHRITZ 21. 2nm).



200410057147.0

oW EE12/145

KETEREAETEE. 6B (45001x), 4358)TF 5 K. 10 REUFE, M

ZHE RS TR RLEI, FRAE T

pHEMET % BUREM, DUKECHIGE Inl & 100 g IR, K

10

H pH THIE o
5 R 7 RS IIEPR BB L
A5 PHE |FH%zE (m) | &8 % | BHE B
IFS AEmmk | 3.92 21.2 100.0% | EHHRXT
R 90%
iR 25°Co5 R | BBHMER | 3.96 22.7 95. 1% BHELT
R 90%
R 25°CI0 R | BB | 3.97 23.3 90.0% | BHEXTF
R 90%
3R (45001x) 5 | HEABRAARR | 3.96 25. 1 95.4% | AHEKXT
R Ry 90%
SR (45001x) | HEABMER | 3.90 23. 4 89. 2% BHEXT
10 R Ry 90%
ScHEf 8 PGE1 g BRAKMIHI%&
ab 75 WK 8:
= 8 SR SPGEL fg AR
W (m) a8 (ng)
PGE1 0. 564 0.6
PEG2000-DSPE 0.3 2.52
HSPC 5.7 12. 996
VE 2.115 3.0
VC 56. 77 30.0
EDTA 2. 69 3.0
7K 3. Oml




200410057147. 0 oM P FE13/14m

HI& T 2. #% EiR4bJ7ELFIFREL PGE1 . PEG2000-DSPE. HSPC ¥ TiE&
MESH, BT 100ml AR, RARERRN, #ETAEVER, &
TERR T BT S S IBEARIR, K Has N (VC. VE. EDTA) BT
K, BHZKBEBIMAZIGEES, 60CHRG Ak, BEME Hl&TR

s PERESREYD 0. 4um FUEEERL, BEBES, SMLERHR, R
B AWK, 34. 4nm ~54. 5nm CE¥HIAZ 43. 9nm) H—ANX 5,
BT8R EL R 50. 4%, 108. 8nm ~273. 3nm (P4 180. Onm) H— K
B, BiGARREER 49. 1%, HEFERT 90%.

LBl 9  PGEL MLHEI%&

10 T WK 9:
£9 SLHIE) 9PGE1 ILBIFIA T
WE (md) 58 (ng)
PGE1 0. 0564 6.0
PEG2000-DSPE 0. 36 168.0
HSPC 4.8 1824
VE 0.2115 300
L PNTR 30ml
VC 5. 677 30.0
7K 300ml

H&TE: # bR HFIFRE PGEL . PEG2000-DSPE. HSPC S TEE

R HIRE T, BAKBEHRMA (VO BT /KT, KK, iR
5, mEREIA 30 4.

15 RERSP 2 SR, B4R A0 221. Tnm~345. 6nm CEXIRIAZ 289. 3nm),

BHE KT 90%.

SEHEB) 10~SCHEf 19 PGE1 BUR &
A5 WK 10:

20



200410057147. 0 oM B FE14/14m

R 10 L) 10~SEHti) 19PGE1 BER HIFI4ETT

JRELZ . RRRREE (mD)

10 11 12 13 14 15 16 17 18 19

PGE1 0.564 | 0.564 | 0.564 | 0.564 | 0.564 | 0.564 | 0.564 | 0.564 | 0.564 | 0.564
PEG2000-DSPE | 4.0 | 4.0 | 4.0 | 4.0 / / / / / /
PEG500-DSPE / / / / 4.0 / / / / /
PEG1000-DSPE / / / / / 4.0 / / / /
PEG5000-DSPE / / / / / / 4.0 / / /
PEG10000-DSPE / / / / / / / 4.0 / /
PEG2000-DPPE / / / / / / / / 4.0 /
PEG2000-DMPE / / / / / / / / / 4.0
DPPC 2.0 / / / / / / / / /
DPPG / 2.0 / / / / / / / /
DMPC / / 2.0 / / / / / / /
ERHE / / / 2.0 / / / / / /
VE 2.115 | 2.115 | 2.115 | 2.115 | 2.115 | 2.115 | 2.115 | 2.115 | 2.115 | 2.115

vC 56.77 | 56.77 | 56.77 | 56.77 | 56.77 | 56.77 | 56.77 | 56.77 | 56. 77 | 56. 77
EDTA 2.69 | 2.69 | 2.69 | 2.69 | 2.69 | 2.69 | 2.69 | 2.69 | 2.69 | 2.69

{¥: DPPC (16 C, “ARAHEBEASHLARG®); PEG2000-DPPE (FRZ —E¥ 2000
AT AR R BE PSR Z B2 ); DMPC (14C, — NS EBEREASEEIERR),
PEG2000-DMPE (3R Z —E% 2000 ATH4AL — N G BERERR B LR .

5 SELH 1 HERNFIER LY, &HE 10 o7 T2HE, iR RH
7E PEG #TAUBERSTE S BEAR I B R LB BT REFE U R R4,  HifRAE
200nm AF; HET PGEL Mgk, BASRETRIRKEUKES, G
HRIGTE 90%LA L

10



