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7 A A

FrHY

A7 1

xstEA ", 2HEA 3FE 2 ZYdaaZgEZsd dAZPEG-AAD) S et XA oS,

Y

S XSt EbA OFE AGE gEF

A7 2

A 1 goll 9o,

471 YA E 1,2-yng]2Ed-sn-2 8 M 2-3-F2EZF2(1,2-Dimyristoyl-sn-Glycero-3-
Phosphocholine, DMPC) , 1,2-9 A =L -sn-F Y M| Z2-3-FE 2~ F F (1, 2-dihexanoyl-sn-glycero-3-
phosphocholine, DHPC) , 1,2-9 et = d-sn-SF Y M Z-3-FE2~F (1, 2-diheptanoyl-sn-glycero-3-
phosphocholine, DHPC) , 1,2-t g e d-sn-F Y M 2-3-F 2 FFH(1,2-dioctanoyl-sn-glycero-3-
phosphocholine, 1,2-dinonanoyl-sn-glycero-3-phosphocholine), 1,2-Y 8|7} =L-sn-2&AH2-3-EAFZY
(1,2-didecanoyl-sn-glycero-3-phosphocholine), 1,2-ggu7twd-sn-= M 2-3-E =X FH(1,2-
diundecanoyl-sn-glycero-3-phosphocholine), 1,2-t) 82 Y-sn-S Y Z-3-FA2FZFH(1,2-dilauroyl-sn—-

glycero-3-phosphocholine, DLPC), 1,2-tEd g7 = -sn-Z YA 2-3-FE A XU (1,2-ditridecanoyl-sn—-
glycero-3-phosphocholine), 1,2-CJ#E}H 7}t eL-sn-F M Z-3-E 22X F (1, 2-dipentadecanoyl-sn-glycero—-
3-phosphocholine), 1,2-t]Zn|EU-sn-FYAHZ-3-FAFZZH(1,2-dipalmitoyl-sn-glycero-3-phosphocholine,
DPPC), 1,2-0 gy 7w d-sn-ZF A 2-3-FE A~ FF YU (1, 2-diheptadecanoyl-sn-glycero-3-phosphocholine),
1,2-y2dol2A-sn-2 e M 2-3-FE2EZF 2 (1,2-distearoyl-sn-glycero-3-phosphocholine, DSPC), 1,2-tjx=u}
7L -sn-2 8 A 2-3-E A~ F (1, 2-dinonadecanoyl-sn-glycero-3-phosphocholine), 1,2-tjo}e}7]=<-sn-
FYAMZ-3-FEAEZH(1,2-diarachidoyl-sn-glycero-3-phosphocholine), 1,2-ga a7 =L -sn-ZE| A =~
3-¥~¥F(1,2-dihenarachidoyl-sn-glycero-3-phosphocholine), 1,2-tiH|&|x=U-sn-Z &AM 2-3-EAFZY
(1,2-dibehenoyl-sn-glycero-3-phosphocholine), 1,2-YEg ZA = d-sn-S YA Z-3-E2E (], 2-
ditricosanoyl-sn-glycero-3-phosphocholine), 1,2-"yg a2 A 2 d-sn-S YA Z-3-E2E (], 2-
dilignoceroyl-sn-glycero-3-phosphocholine) 2 o= Z A o) el = E A~ 3] I 23 (hydrogenated
phosphatidylcholine) & ©]Fo]Z oA AMElE 3l o] <l 2] E &,

2AT% 3
A1 Fell 1ol A,

A71 z="HEA SES FdsdHE,  3b-[N-(N' N'-tHdoln] o 8h)-FhulE y F ] 2~ 8 F (3b- [N-(N' ,N'-

dimethylaminoethane)-cabamyl Jcholesterol, DC-Chol), 2B vl H S (stigmasterol), e =" =
(campesterol), AlE2E|E(sitosterol), o232 E & (ergosterol), =2HE(lanosterol), TllXHE
(dinosterol), A2 HE(gorgosterol), oFMU2HE (avenasterol), AFHAIL2HE(saringosterol), 2=
HZ (fucosterol), ZFe|="HE 3|04 Aylo]E(cholesteryl hemisuccinate), Fd2e]d HZXdo]E

(cholesteryl benzoate), ZFd=eld S o]E(cholesteryl oleate), ZHE 2L JIHUOE
(cholesteryl oleyl carbonate), Fe|~e|H o]ixHold|o]E(cholesteryl isostearate), Fdl=H¥E &4
o]E(cholesteryl linoleate), ZFe|xH" olAlE|o]E(cholesteryl acetate), Zd=e|d ZujgolE
(cholesteryl palmitate), ZFd=eld 2Elolgdlo]E(cholesteryl stearate), ZFd2EHEHE ZZ2Eo|=
(Cholesteryl chloride), ZF#=vE xuioo]E(Cholesteryl nonanoate) = Fe|~v|H olgt7|=uolE
(Cholesteryl arachidonate)® ©]Fo1xl oA delgl sht o3 2+,
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AT 4

Al 1 el QlolA,

471 QA d & 1,2-t)2H ol 2 Y-sn-F P A Z-3-E A F o eFS-o} (1, 2-Distearoyl-sn—-Glycero-3-
phosphoethanolamine, DSPE), 1,2-t]&Al:=U-sn-= A Z-3-F2=F | EFSo}71(1,2-dihexanoyl-sn-glycero-3-
phosphoethanolamine), 1,2-U S e =d-sn-2 e A 2-3-E 2= X o 8H-&-0}71 (1, 2-dioctanoyl -sn-glycero—3-
phosphoethanolamine), 1,2-9 87t =Y -sn-2 e A 2-3-E 2= X o 8H-&-0} 71 (1, 2-didecanoy | -sn-glycero—3-
phosphoethanolamine), 1,2-"ol-2d-sn-F | A 2-3-E =X &-&-0}71(1,2-di lauroyl-sn-glycero-3-
phosphoethanolamine, DLPE), 1,2-Tv|&]lAEYU-sn-=AZ-3-E ¥ Er-Zolwl(1,2-dimyristoyl-sn—glycero-

3-phosphoethanolamine, DMPE), 1,2-T]3lE}d|7}-U-sn-F | A 2-3-E A F o ek2-0}7(1,2-dipentadecanoyl-sn-

glycero-3-phosphoethanolamine), 1,2-t & Ed-sn-FE N Z-3-E A Fof| gk-2-o}7 (1, 2-dipalmitoyl-sn-
glycero-3-phosphoethanolamine, DPPE), 1,2-t e 7= -sn-S & Al Z-3-E A ol g2} 71 (1,2~
diheptadecanoyl-sn-glycero-3-phosphoethanolamine), L-a-22gEdof gh&olvl(L- a-
phosphat idylethanolamine (egg, soy)), L- a -2 g o gh&olr] EdAzAaEde(L-a-

phosphat idylethanolamine transphosphatidylated), L-a-#lax gy gEovl(L-a-
lysophosphat idylethanolamine), 1,2-H]ZV|Ed] e U-sn-= A Z-3-FE2=F | eF-Zo}71(1,2-dipalmitoleoyl-sn-
glycero-3-phosphoethanolamine), 1,2-U&d 2 A-sn-SE|HZ-3-E X g0} (1,2-dioleoyl-sn-glycero-
3-phosphoethanolamine (A9-Cis, Trans)), 1,2-tg o L d-sn-= 2 M| Z-3-E =¥ E-Zolvl(1,2-
dilinoleoyl-sn-glycero-3-phosphoethanolamine), 1,2-to}l}7| = -sn-S 2 N Z-3-FE A o ek-Zolvl (1, 2-
diarachidonoyl-sn-glycero-3-phosphoethanolamine), 1,2-U=FA}NA}o] = U-sn-= A Z-3-E 2 F o EF2-0}7]
(1,2-didocosahexaenoyl-sn-glycero-3-phosphoethanolamine), 1-ZV]EU-2-Z Y U-sn-=AH|Z-3-FE ¥
gk-Zolwl (1-palmitoyl-2-oleoyl-sn-glycero-3-phosphoethanolamine), 1-ZWEU-2-2]&Ed e d-sn-2 2] M 2Z-3-
E Ao g0l (1-palmitoyl-2-linoleoyl-sn-glycero-3-phosphoethanolamine), 1-Z"EU-2-o}}7| L=~
sn—= 2 Al Z2-3-F A E || ek-&ol7 (1-palmitoyl-2-arachidonoyl-sn-glycero-3-phosphoethanolamine), 1-Z0EY
-2-Z FAPAA O =D —sn—F ] M| -3~ A X of| gh-&-o} 7 (1-palmi toyl -2-docosahexaenoy 1 -sn—glycero-3-
phosphoethanolamine), 1-2H ol 2 A-2-& 7 & U-sn-F Y A Z-3-FE A F ] &F2-o} 7 (1-stearoyl-2-oleoyl-sn-
glycero—-3-phosphoethanolamine), 1-ZHo}RU-2-8] =8 2 L-sn-Z A Z-3-FE ¥ o &r-2o}Wl(1-stearoyl-2-
linoleoyl-sn-glycero-3-phosphoethanolamine), 1-2Hol2U-2-o}le}7 ]| = A-sn-2 2] A Z-3-F A F o] EF-Z-o}r]
(1-stearoyl-2-arachidonoyl-sn-glycero-3-phosphoethanolamine), 1-Z~H|o}ZU-2-EFALNA}o = -sn—= 2] Al
2-3-E 2 ¥ o gkg-o}7l (1-stearoyl-2-docosahexaenoyl-sn-glycero-3-phosphoethanolamine), 1-V|2]2=Ed-2-3}
O] = EAl-sn-a & Al Z-3-E 2 X of| gF-2-o}71 (1-myr i stoyl-2-hydroxy-sn—glycero-3-phosphoethanolamine), 1-ZW]
Ed-2-3lo] EEAl-sn-F B A 2-3-E 2= X o &-&-0}71 (1-palmi toy | -2-hydroxy-sn-glycero-3-
phosphoethanolamine), 1-2H o} 2 A-2-& 7 & U-sn-F Y A Z-3-FE A F o] §F8-0} 7l (1-Stearoy 1 -2-Hydroxy—sn-
Glycero-3-Phosphoethanolamine), % 1-&#| 2 YU-2-3}0)|=FA|-sn-F & M| Z-3-E 2 of| gh-&olnl(1-oleoyl-2-
hydroxy-sn-glycero-3-phosphoethanolamine) & & o]Fojxl oA Helg sl o] Aak¢l 2 X%,

A% 5

st 23t gAY, 2HEA 338, 2D PEG-SIA A S 55 ~ 88 BY% 1 10 ~ 40 BY% : 2 ~
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2 x3ele g4 GBS B3 g xEEe Az
AT 14

Al 13 8ol QQojA,

A7) Z3tAEES Z3HAES 1, 2-Un g AEY-sn-F YA 2-3-EAEZHU(1,2-Dimyristoyl-sn-Glycero-3-

Phosphocholine, DMPC) , 1,2-9y A =L -sn-F 2 A Z2-3-E X 7 (1, 2-dihexanoyl-sn-glycero-3-
phosphocholine, DHPC) , 1,2-9 e =d-sn-2 | A 2-3-E 2= F A (1,2-diheptanoyl-sn-glycero-3-
phosphocholine, DHPC) , 1,2-t St et -sn-S M Z-3-X A X F7(1,2-dioctanoyl-sn-glycero—-3-
phosphocholine, 1,2-dinonanoyl-sn-glycero-3-phosphocholine), 1,2-HUul7l=U-sn-=dAHZ2-3-E2FZF 7
(1,2-didecanoyl-sn-glycero-3-phosphocholine), 1,2-g 7t ed-sn-= 2 M Z2-3-X A~ ¥X FH(1,2-
diundecanoyl-sn-glycero-3-phosphocholine), 1,2-t &2 d-sn-F M 2-3-E A X ZH(1,2-dilauroyl-sn-
glycero-3-phosphocholine, DLPC), 1,2-tEd It d-sn-2 A Z-3-E =X F7(1,2-ditridecanoyl-sn-

glycero-3-phosphocholine), 1,2-tJHEld|FI=d-sn-= A Z-3-E2=F¥XFF(1,2-dipentadecanoyl-sn-glycero-
3-phosphocholine), 1,2-t]Z0|EU-spn-FHA|Z-3-E2~FXZZ(1,2-dipalmitoyl-sn-glycero-3-phosphocholine,
DPPC), 1,2-t e 7h =Y -sn-= & Al 2-3-E 2= X ZF7(1,2-diheptadecanoyl-sn-glycero-3-phosphocholine),
1,2-t) 2ol 2 U-sn-F YA Z-3-FE A X FH(1,2-distearoyl-sn-glycero-3-phosphocholine, DSPC), 1,2-t]x=1}
7t =Y -sn-2 2| M 2-3-2 2 ¥ F 3 (1,2-dinonadecanoyl-sn-glycero-3-phosphocholine), 1,2-t]o}&}7]%=U-sn-
FEYA2-3-E X F(1,2-diarachidoyl-sn-glycero-3-phosphocholine), 1,2-3 V7| Ed-sn-FE A =~
3-EZ ¥ F7(1,2-dihenarachidoyl-sn-glycero-3-phosphocholine), 1,2-tH|&|=d-sn-=2AZ-3-E=2XFH
(1,2-dibehenoyl-sn-glycero-3-phosphocholine), 1,2-fE8]FA L -sn-F A 2-3-EA2FEFH(1,2-
ditricosanoyl-sn-glycero-3-phosphocholine), 1,2-dg a2 Y-sn-S M Z-3-E XU (1,2~
dilignoceroyl-sn-glycero-3-phosphocholine) w sto] =2 A vl o) Bl =3 2~ 31 E] 27 (hydrogenat ed
phosphatidylcholine) 2 ©]Fo]Z oA ABE 3} o]kl FEFo] A|z=wy.

A% 15
A 13 &oll glo] A,

A7 2HEA FFES FU&HE,  3b-IN-(N' N'-viH ol o 'h) -7 b 2 || & (3b- [N-(N' | N'-
dimethylaminoethane)-cabamyl]cholesterol, DC-Chol), Z~E]1np~H S (stigmasterol), 7| 2~ H =
(campesterol), AlEZEH|E(sitosterol), olZi12E|&(ergosterol), T=2HE(lanosterol), YxZHE
(dinosterol), L2312 E|E(gorgosterol), olH|U~H E(avenasterol), AFHILX~H E(saringosterol), FH2
HZ (fucosterol), Z#|2~"HE  3s|u|AAUlo]E(cholesteryl  hemisuccinate), Zd2ed  HZdo|E
(cholesteryl benzoate), ZFd~HZE L#o]E(cholesteryl oleate), ZH2HZE LHY JIRYE
(cholesteryl oleyl carbonate), FdXEE o]axHol#o]E(cholesteryl isostearate), ZeE|~HE =
o]E(cholesteryl linoleate), Z#|=E]lE o}AHo]E(cholesteryl acetate), ZFd=HE ZrjgoE
(cholesteryl palmitate), ZF#d2"HZ A"Holdo]E(cholesteryl stearate), ZFdA"HZ F2gol=
(Cholesteryl chloride), Z#2HE xuxoo]E(Cholesteryl nonanoate) @ Z#H A ofg}7|EYolE
(Cholesteryl arachidonate)® ©o]Fo{zl oA AelE &} ojAkel #|¥EEFo] A=,

A3 16

Al 13 ol QojA,

o AR =2 1,2-t)2H ol 2 U-sn-F A Z-3-F A F ol ek-&o}(1,2-Distearoyl-sn-Glycero-3-
phosphoethanolamine, DSPE), 1,2-Y&Alx=U-sn—= A 2-3-E2=F | eFS-0}71(1,2-dihexanoyl-sn-glycero-3-
phosphoethanolamine), 1,2-U S et -sn-2 M Z-3-E 2= X of| gF-2-0} 71 (1, 2-dioctanoyl-sn-glycero-3-
phosphoethanolamine), 1,2-9 87t =Y -sn-S | A 2-3-E 2= X o &H-&-0}71 (1, 2-didecanoy ] -sn-glycero—-3-
phosphoethanolamine), 1,2-tjo} -2 d-sn-F 2| A Z2-3-E X || gH-2-0} 71 (1, 2-di lauroyl-sn-glycero-3-

_6_
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phosphoethanolamine, DLPE), 1,2-tn]g]AEd-sn-=8|H|Z-3-E X ek-2ol(1,2-dimyristoyl-sn-glycero—
3-phosphoethanolamine, DMPE), 1,2-tJ#E}H|7} =Y -sn-= 2] A| Z-3-E 2~ F o EF-2-0}71 (1, 2-dipentadecanoyl-sn-

glycero-3-phosphoethanolamine), 1,2-vZ v Ed-sn-F 2| A Z2-3-E A~ Eof| gH-2-0} 7 (1, 2-dipalmitoyl-sn-
glycero-3-phosphoethanolamine, DPPE), 1,2-t e 7= -sn-S Al Z-3-E A ol g0} 71 (1,2~
diheptadecanoyl-sn-glycero-3-phosphoethanolamine), L-a-22gEdof gh&olvl(L- a-
phosphat idylethanolamine (egg, soy)), L-a-223 e g gh&olyl EWQAzAREdE(L-a-
phosphat idylethanolamine transphosphatidylated), L-a-#ax AT o g&ovl(L-7-

lysophosphat idylethanolamine), 1,2-t]Z V| & U-sn-= A Z-3-F=F | eF-Zo}71(1,2-dipalmitoleoyl-sn-
glycero-3-phosphoethanolamine), 1,2-U&d| 2 A-sn-SE|HZ-3-E X ofeh-2o}71(1,2-dioleoyl-sn-glycero-
3-phosphoethanolamine (A9-Cis, Trans)), 1,2-t g o @ U-sn-F A Z-3-F A F ol eh-So}w(1,2-
dilinoleoyl-sn-glycero-3-phosphoethanolamine), 1,2-tole}| = -sn-SF | N Z-3-FE Ao ek-Zolvl (1, 2-
diarachidonoyl-sn-glycero-3-phosphoethanolamine), 1,2-UE=FA}ANALo| = U-sn-= A Z-3-E 2 Fof|EF2-0}7]
(1,2-didocosahexaenoyl-sn-glycero-3-phosphoethanolamine), 1-ZV]EU-2-Y L d-sn-=AHZ-3-E ¥
gk-2olwl (1-palmitoyl-2-oleoyl-sn-glycero-3-phosphoethanolamine), 1-ZW|EU-2-2]&Eol e d-sn-2 2] M Z-3-
I AaFo kol (1-palmitoyl-2-1inoleoyl-sn-glycero-3-phosphoethanolamine), 1-ZWEYI-2-o}F7]E-U-
sn—= 2| Al Z2-3-F A E || ek-&o}l (1-palmitoyl-2-arachidonoyl-sn-glycero-3-phosphoethanolamine), 1-Z0EY
-2-TE FALAA O = —sn-F B M| Z2-3-F A X of| gh-&-o} 7 (1-palmi toyl -2-docosahexaenoy 1 -sn—glycero-3-
phosphoethanolamine), 1-2H ol 2 A-2-& 7 & U-sn-F Y A Z-3-E A F | gF2-o} 7l (1-stearoyl-2-oleoyl-sn-
glycero—-3-phosphoethanolamine), 1-ZHo}RU-2-8]%8 2 U-sn-Z A Z-3-FE =¥ o eH-2o}wl(1-stearoyl-2-
linoleoyl-sn-glycero-3-phosphoethanolamine), 1-Z2Ho}l2U-2-o}e}7 ]| = A-sn-F 2] A Z2-3-F A F o] EF-Zo}r]
(1-stearoyl-2-arachidonoyl-sn-glycero-3-phosphoethanolamine), 1-Z~H|o}ZU-2-TFALNA}o = -sn—= 2] Al
2-3-E ¥ o gkg-o}7] (1-stearoyl-2-docosahexaenoyl-sn-glycero-3-phosphoethanolamine), 1-V|2]2=Ed-2-3}
O] =E Al -sn-aF P Al Z-3-E 2 X of| eF-2-0}71 (1-myr i stoyl-2-hydroxy-sn—glycero-3-phosphoethanolamine), 1-ZW]
Ed-2-3lo] EEAl-sn-F B A 2-3-E 2= X o §-&-0}71 (1-palmi toy | -2-hydroxy-sn-glycero-3-
phosphoethanolamine), 1-2H o} 2 A-2-& 7 & U-sn-F Y A Z-3-FE A F o] §F8-0} 7l (1-Stearoy 1 -2-Hydr oxy—sn-
Glycero-3-Phosphoethanolamine), % 1-&#| 2 YU-2-3}0)|=FA|-sn-F M| Z-3-E 23 of| gh-&olnl(1-oleoyl-2-
hydroxy-sn-glycero-3-phosphoethanolamine) .= o] Foj Xl oA A sl o]l FEFo] A|lz=wH.

AT+ 17

A 13 &oll glo] A,

A7) AAS FAsE E3PAY, ~HEA IFE, D PEG-UAES 55 ~ 88 B% 10 ~ 40 B% : 2 ~ 8 E%
o] xotw B EFo AZWH.
A3 18

-~

7 Ld2 gas 6 WA 229 At EdlSEAldtel =4l g EFe AU,

A7 19

A 13 &oll gloj A,

A7) A, 99 @ ek FEL 100 ¢ 1~ 30 3~ 159 Eu|R ¥ 3etE g E ] A2
A3 20

AL DEFS wPSHE JUTAE ke A4,
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tlo
H

HEA stees 2 PEIAEE 748 Adolss; 2 ods E9d)

=1

A7) EZ3slEA " 1,2-gng 2B d-sn-F 2N 2-3-FE A FEF U (1,2-Dimyristoyl-sn-Glycero-3-
Phosphocholine, DMPC) , 1,2-vy A =L -sn-F 2] | Z2-3-E X 7 (1, 2-dihexanoyl-sn-glycero-3-
phosphocholine, DHPC) , 1,2-9 e =d-sn-2 e A 2-3-E 22X F(1,2-diheptanoyl-sn-glycero-3-
phosphocholine, DHPC) , 1,2-U e et -sn-S M Z-3-E A X F7(1,2-dioctanoyl-sn-glycero—-3-
phosphocholine, 1,2-dinonanoyl-sn-glycero-3-phosphocholine), 1,2-HUul7l=U-sn-=dAHZ2-3-E2FF 7
(1,2-didecanoyl-sn-glycero-3-phosphocholine), 1,2-gd7ted-sn-= 2 M Z2-3-E A~ ¥X FH(1,2-
diundecanoyl-sn-glycero-3-phosphocholine), 1,2-"g -2 d-sn-F 2| M Z-3-E =X ZF7(1,2-dilauroyl-sn-
glycero-3-phosphocholine, DLPC), 1,2-tEd It d-sn-2 8 A Z-3-E =X F7(1,2-ditridecanoyl-sn-

glycero-3-phosphocholine), 1,2-tJHEld|FI=d-sn-= A Z-3-E2=¥XFH(1,2-dipentadecanoyl-sn-glycero-
3-phosphocholine), 1,2-t]Z0|EU-spn-FHA|Z-3-E~FXZZ(1,2-dipalmitoyl-sn-glycero-3-phosphocholine,
DPPC), 1,2-t e 7h =Y -sn-2 & Al 2-3-E 2= X F7(1,2-diheptadecanoyl-sn-glycero-3-phosphocholine),
1,2-t) 2ol 2 U-sn-F YA Z-3-FE A X FH(1,2-distearoyl-sn-glycero-3-phosphocholine, DSPC), 1,2-t]x=1}
7t =Y -sn-2 2| M 2-3-32 2 ¥ F 3 (1,2-dinonadecanoyl-sn-glycero-3-phosphocholine), 1,2-t]o}&}7]%=U-sn-
FHYA2-3-E2FF(1,2-diarachidoyl-sn—-glycero-3-phosphocholine), 1,2-3 Vg7 Ed-sn-ZE A =~
3-EZ ¥ Z7(1,2-dihenarachidoyl-sn-glycero-3-phosphocholine), 1,2-tiH|&=d-sn-=AZ-3-E=XFH
(1,2-dibehenoyl-sn-glycero-3-phosphocholine), 1,2-fE8]FA L -sn-F A Z-3-FAFFH(1,2-
ditricosanoyl-sn-glycero-3-phosphocholine), 1,2-tg a2 Y-sn-S M Z-3-E XU (1,2~
dilignoceroyl-sn-glycero-3-phosphocholine) w sto] =2 A vl o) ¥ =3 2~ 31 E] &7 (hydrogenat ed
phosphatidylcholine) &= o] Fo|zl oA Mg i} o]dd 4 glovt, o] A&y =] &e=rh.

71 z"HEA SES FdzdE,  3b-[N-(N' N'-tudopn ol 'h) -7k a pE ] 2 H & (3b- [N-(N' | N'-
dimethylaminoethane)-cabamyl Jcholesterol, DC-Chol), 2 E] vl H S (stigmasterol), Zro 2~ H =
(campesterol), AlEZHE(sitosterol), olEa2HE(ergosterol), ox=2HE(lanosterol), UYx2HE
(dinosterol), A2 HE(gorgosterol), oMU E (avenasterol), AFHAILHE(saringosterol), FI2=
HZ (fucosterol), ZFe|="HE  3|n|4Aylo]E(cholesteryl  hemisuccinate), Fd2e]d HZXdo]E
(cholesteryl benzoate), ZFd=eld S o]E(cholesteryl oleate), ZFHE I JIHUOE
(cholesteryl oleyl carbonate), F-d el o]iasd|olg o] E(cholesteryl isostearate), ZFe|~HE =4
o]E(cholesteryl linoleate), ZFe|xel™ o}AlE|o]E(cholesteryl acetate), Zd=e|d ZujgolE
(cholesteryl palmitate), ZFd=e]ld 2Elolgdlo]E(cholesteryl stearate), ZFd2EHH ZZEol=
(Cholesteryl chloride), ZF#=vE xuioo]E(Cholesteryl nonanoate) 2 Fe|~v|H olgt7|=uolE
(Cholesteryl arachidonate)@ ©]FoZ] oA Ael® sl o] dd 4= dort, oo AIsE A ek=r),

o AR =2 1,2-t)2H ol 2 U-sn-F A Z-3-F A F ol ek-&o} 7 (1,2-Distearoyl-sn-Glycero-3-
phosphoethanolamine, DSPE), 1,2-Y&Ax=U-sn—= A 2-3-E2=F | eFZ-0}71(1,2-dihexanoyl-sn—glycero-3-
phosphoethanolamine), 1,2-U S e d-sn-2 e A 2-3-E 2= X o &H-&-0}71 (1, 2-dioctanoyl -sn-glycero-3-
phosphoethanolamine), 1,2-9 87t =Y -sn-S | A 2-3-E 2= X o &H-&-0}71 (1, 2-didecanoy ] -sn-glycero-3-
phosphoethanolamine), 1,2-tjo} -2 d-sn-F 2| A Z2-3-E A Eof| gH-2-0} 71 (1, 2-di lauroyl-sn-glycero-3-

phosphoethanolamine, DLPE), 1,2-Ujv|E]|2xEYU-sn-=A2-3-E =¥ e-Zo}vl(1,2-dimyristoyl-sn—glycero-
3-phosphoethanolamine, DMPE), 1,2-U]SE}d|7}=d-sn-2 2] M Z-3-F o) BF&o}71(1,2-dipentadecanoyl-sn-
glycero-3-phosphoethanolamine), 1,2-t & Ed-sp-F & M Z-3-E A Fof| gF-2-o}H (1, 2-dipalmitoyl-sn-
glycero-3-phosphoethanolamine, DPPE), 1,2-t g7t = d-sn-2Z B Al 2-3-E 2= ¥ of gh-&-o} 1l (1, 2-
diheptadecanoyl-sn-glycero-3-phosphoethanolamine), L- o223 g ol gh&olvI(L-7-
phosphat idylethanolamine (egg, soy)), L-a-X 23 dof gh&olyl ENAEATEYE(L-a-
phosphat idylethanolamine transphosphatidylated), L-a-#ax gy dogEovl(L-a-
lysophosphat idylethanolamine), 1,2-T/ZH|E]U-sn-S 2| HZ-3-E2=F&-&o}l(1,2-dipalmitoleoyl-sn-
125

glycero-3-phosphoethanolamine), 1,2-YZ#2-sn-=dHE-3-EXE-2-0}71(1,2-dioleoyl-sn-glycero-

3-phosphoethanolamine (A9-Cis, Trans)), 1,2-t g0l L L-sn-Z A Z2-3-E A F o 2ol w(1,2-
dilinoleoyl-sn-glycero—-3-phosphoethanolamine), 1,2-to}e}| = Ld-sn-S A Z2-3-E = F o eF-2-ol W (1, 2-
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diarachidonoyl-sn-glycero-3-phosphoethanolamine), 1,2-T]Z=FAFAL| = -sn-F | M Z-3-E X o EH-ZolT]
(1,2-didocosahexaenoyl-sn-glycero-3-phosphoethanolamine), 1-ZV]EA-2-H L d-sn-=AHZ-3-F X
eFg-o17l (1-palmitoyl-2-oleoyl-sn—glycero—3-phosphoethanolamine), 1-ZM|EA-2-2]=0] 2 U-sn-=2| A 2-3-
I AaFo kol (1-palmitoyl-2-1inoleoyl-sn-glycero-3-phosphoethanolamine), 1-ZWEYI-2-o}F7]|Ex-U-
sn—= 2 Al Z2-3-F A F || ek-& ol (1-palmitoyl-2-arachidonoyl-sn-glycero-3-phosphoethanolamine), 1-Z1 &Y
-2-E FAPA A = -sn—F B M| 2-3-F A X of| k2017 (1-palmi toyl -2-docosahexaenoy | -sn—glycero-3-
phosphoethanolamine), -2 ol 2 A-2-2 2 & U-sn-F Y M| Z-3-FE A F | gFE-ol 0l (1-stearoyl-2-oleoyl-sn-
glycero—-3-phosphoethanolamine), I1-Z=Ho}RU-2-8]%d 2 U-sn-F A Z-3-E ¥ o er-So}wl(1-stearoyl-2-
linoleoyl-sn-glycero-3-phosphoethanolamine), 1-ZHo}l2U-2-0o}e}7 | 2 A-sn-Z 2| A Z2-3-FE A F o] EF-Z-o}H]
(1-stearoyl-2-arachidonoyl-sn-glycero-3-phosphoethanolamine), 1-Z~H|o}ZU-2-EFA}LNA}e = -sn—= 2] Al
Z-3-E ¥ o gkg-o}7] (1-stearoyl-2-docosahexaenoyl-sn-glycero-3-phosphoethanolamine), 1-V|2]2=Ed-2-3}
O] =EAl-sn-a P Al Z-3-E A X of| gF-2-0}71 (1-myr i stoyl-2-hydroxy-sn—glycero-3-phosphoethanolamine), 1-ZW]
Ed-2-3Fo|EFA-sn-F | M Z-3-FE 2= X o gh-&-o}7 (1-palmi toyl-2-hydroxy-sn-glycero-3-
phosphoethanolamine), 1-2H o} 2 A-2-8 7 & U-sn-F Y A 2-3-FE A F o] §F-8-0} 0l (1-Stearoy 1 -2-Hydroxy—sn-
Glycero—-3-Phosphoethanolamine), % 1-2d L d-2-3lo]=FA]-sn-F M Z-3-E2X o EH-Eo}l7 (1-0leoyl-2-
hydroxy-sn-glycero—-3-phosphoethanolamine) .= o] Fo]zl oA Meg 3kt o]dd & o}, oo A|ghy

2] or=

(= .

Aets Z3F gA e, 2HEA 3gE, 2 PEG-AUX A 55 ~ 88 B% 1 10 ~ 40 B% : 2 ~

W, PEG ¥AFE-S 2,000 WA 20,000¢1

S 9-, RESO] 23tAlxzel] g siE WA= &

= S i, old YEF A7|e] Ve JHASA . 53], & U gEEe

5 oAupx] gko} AW Foshi= o] wpgrZ shd], EAEF 20,0008 Z3shE A9 PEGZE Aol

B @3 A4S FA AR wEEE o] FobAw, 2,000 MWl A9 T1 o]/de] @Akl H]
= &% (long-circulating effect)7} Asts= oz deA] Qo= PEGE A

©] 2,000 WA 20,000¢1 o] ul&A&lc),

47 ege B oageA BEEe % HEHS FA E PES AL 84E ASHY, 7] A4
3L FATE ZAUAY BAS Aeld] AP FUE TARY. F, waA ok} AR, 2
27 BEE 2 PECAAAS THRE AEFo 00e EPAYoRH AE UF 0B A Pge] P
B,ORAR A kel fE/NE BAVE @43 AdEn. w3, Bodgel me S oE o4 duF
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JEFHS FAARSC] Busl Ag A ARAS A £4S R T EE 0 AFo] K A4S @
A3 FaAA Az gele FAAA it Gt ek,

271 24 T (medium-chain) o (T & )9 AL EgIEiAlgte|l=, & 84T 6 WA 229 A
WAl Egjg@Agte]l=d 4 Juk. FAFoR, 44 69 FhEZzal EnFAgle]=(caproic acid
triglyceride), &4 8% 7FxAAi EgZg]Mgto]=(caprylic acid triglyceride), ®4&4 1091 7FZ 4k
EgZgMgtol=(capric  acid triglyceride), BA4 1291 A4 EfEgAMgo]l=(lauric  acid
triglyceride) % o]&9] &3t 9A(d: Glyceryl Tricaprylate/Tricaprate?] Captex300, Labrafac Lipophile
WL 1349 & A% AF ¥@a), Tl (medium—chain) o3 (F =& ) it EgSgAgtel=ss o
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7 (e}

Feeh, 296 5 TS 5 oy}, oo A@EA th,
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Do MEH TN T o W T o wT MM T 3 L B 2 E o &
HEBEUTRNESTTITH P T HTELR T TTNLATT W BN STT W o E oy
¥ = ) ~ =) =
'a) a) 'a) Ua) e) \O
(=3 (=3 (=3 (=3 (=3 (=3
S, S, S, S, S, S,
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—
12 5& 3 g3 Edo] edd AAld 19 gEFOoRFE ARt wE SIS Hd E FEE vud

i
i
R
P

&2 odd bl wE sEegAde] g9d daFe AE 94 WA mads A Ao eds A
3 A& H7kste] Alzd Ao 19 2EF].

- 2 g HslE FaAxduF o R gk Axlo|th[(a) Al F
L ¥ elA| Zof ngA FdZeAdo] HEFH A% dH (b) C300& H7FeHA &2 FZe|gtA g xF Az
19 £ (c) C300= H7FSHA &2 #=e|gA gxd A2 B8 7d $§ (d) €300 H7F 2254 g|lxs Az
1§ (e) €300 7} A= HA e 2F 42 Ha 7d F].
= 4= BE Agy od H7F AAd 19 HEE Ao ek vjFAEFoA 2] MIT assay(A) % colony

=62 BHE AG od H7F AAd 19 2EF A dd 545 Hug Aoln[(A) F=ol AWMFA 5
A WSk Hla (B) AET el Wi &9 |4 va].

[AA]
AN 1: BZegdo] B 2 XZ (DMPC:CHOL :DSPE-PEG2000: 2.¥) A=

32t He d3gd frg2gd XA dEZd(DMPCO) I Fd2HE 2 PEGSHE 1A A (DSPE-PEG2000)& 35:5:29]
B B](23.7:2:5.69] FH])E 3,000 rpme] £EZ 18 ZF3ta ol THZeAS DMPC+EH 28 S+DSPE-
PEG20002] & A& 31.3 mg(42 umole)d 2.6 mg?] Uo = Aol mHE fafA7l & 2 mgd 2Y4S 3,000 rpme

LR 1 et Ao %%L%O“‘” A&8A - 80 TeolA delar, aﬁ&ﬂoﬂﬁ -45 CoA 4 AxE
Al&EElTE. 24417 <t % A d+obE gh9-gol AeAdd 1 mls 718l FshAIF T, 3,000
rpmell Al 30% nLRESe] F3slol] o) AA o R FAHE FEF BANE 37 CTolA 30w FF 2o 254
EAE71e A 130 otER ) 9 wAEst, oA 2 P AXE g8 253 BA|AA 737 250 ¢t E A7)

—(01

ﬂd
OH'I
iih)
Yy
BN
SL
ol
g
HR
rlo

o 2g3he Astel hFeEhuel B9E JEF AFS AU
PE UTES BYSA @ RTUARAS AN AHA 0.8 me] BER elutste] AAAA 4 T B
sl

AAle 20 24 A7tz A% HFYUHA @A UEF EF A @A4E F2YHA 3= A4S Zd

o = 4 Ak EZg Aoz dEQ Captex300 (Glyceryl Tricaprylate/Tricaprate, ©]3} C300)<
2 mg/AZA 31.3 mgd vIER Hrlste] HAAle] 19 o= gxFS A3 HEF BH TL}EE]E““
o] ¥E=& HPLCE #4 & 7+ E]J—m% *J 2 4 CoA BastAA AsZ Al AES FHske] ©A] 0

8 um
o ez AxFomye WEsel AFH AFALAE o5} F ALl ol TS FES 57
sttt 2 A3}, DMPC:CHOL:DSPE- PEGZOOOA 2l ZFo) s Captex 3005 EFsle] Az 2|ELEFL2 HAs 3
FegAe wH/tt B WA Be FEHEE 44t 3 4825 ©) my 19 % 7Y Fof
DMPC:CHOL:DSPE-PEG2000 ®l2&F9 AS= 44 Ax & PIX Al sX9 36%, 3205 FAssoH
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F2F 95%, 81%t} (¥ 1). 3+, DMPC:CHOL:DSPE-PEG2000:C300
SPE-PEG2000:C300 2] X&2] 9% >93% A= AT},

DMPC : CHOL : DSPE-PEG2000:C300 ] E%9] A9+
ZEZS 4 Col 2712 238k A<, DMPS:CHOL:

ST

F 1
HIAZHAR) g EFoo 9] €300 FH7F of Fof wE BA BAE PIXY FAH]& W3}
(7] 5% o¥]) 9%
DMPC:CHOL:C300: DSPE-PEG2000 DMPC : CHOL : DSPE-PEG2000
0 h 100 100
2 h 93.5£0.7 66.1+3.3
8 h 93.242.3 62.0£5.9
1 day 94.5+2.2 35.9410.4
2 days 88.5+2.1 37.1+7.2
4 days 86.8+2.9 43.6+8.4
7 days 81.4%+3.9 31.8+4.2

AAd 30 2 FFA wE ASYUHL A AXF R A FA S92 5 A€ &

A T 3 EgSgAgte]=2l €300 oo = trE F Eg|Z@MEle]=2l Labrafac Lipophile WL 1349 &
= 4 EglZgAgtel =20 715 (soybean 0il1)& 2 mg/X & 31.3 mge] B]&EE H7}ste] HAld 19 o=
Z3 YEFS Ao BHEsY A7k wE g EF @A gFE g Tx WIE 543 Ay, Labrafac

o

= soybean oilS H7MSH BlXFY A= Y-S HUFshA ¢8-S DMPC:CHOL:DSPE-PEG20002] ]l H]3)] 1
B A gAE SFegde 24 ke wEE 4ASYd (E 2. F 4L m@ 29 2 79 Fof

rlr o

DMPC:CHOL:DSPE-PEG2000 #XFe] A9+ ZA4Z4 Ax F PIX 9A %9 37, 32%E5 A= »ls)
DMPC:CHOL : DSPE-PEG2000:Labrafac & ¥&9] ZA$E z+ A7kl 94%, 76%=, DMPC:CHOL:DSPE-PEG2000: soybean

I Z22EY] A9F 83%, 6398 X3tk (3% 2). s w3 Eg=gMatel=9l EFFE ™A (tributyrin) S
T AN BlEEY A9 dFgAde] 2] g4 =7 dA3] YtebA (10w o) A MY P
. FAEA7E C6 oY) e A ESAge]=(C16 o)) Ae- FE AR dojub= kg3t
gz doEc,

¥ 2

B A 0h 8A1ZE 2 74

EFE 24 AVE (%) AVE AVE AVE

(%) (%) (%)
DMPC : CHOL : DSPE-PEG2000 100 62+£5.9 37.1+£7.2 31.84+4.2
DMPC: CHOL : DSPE-PEG2000: soybean oi 1 100 88.3+2.1 83.1+3.2 62.6+£1.7
DMPC : CHOL : DSPE-PEG2000 : LABRAFAC 100 95.3%£1.9 93.5%2 75.7+1.9
DMPC : CHOL : DSPE-PEG2000: Captex 300 100 93.2+2.3 88.5+2.1 81.4+3.9

AAle 40 04 HAZRE A% FZYGA @A HEF R A HEF 7] ¥ vAe F g

Captex3002 2 mg/A 4 31.3 mg? H|E&E H7}sle] AAld 19 W og AZ3 ZESS A2 Bosly Az
o W wFYed g4 gxFe Ho dAE, deE¥ ¥ 2 Aetrads 543 A3, DMPC:CHOL:DSPE-
PEG2000 23.7:2:5.69] 2]3x&el H3) (30058 X3t A= fJxFe By Al Hid Y% 2 AR
(polydispersity index, #4F A9 HEZA, 245 #4382 uid)e SV €48 JA=HYY. =
A2 Hy 7, 149 5 DMPC:CHOL:DSPE-PEG2000 2]XZFeo] A= Z7] Ate]=e] 4.1u), 3.9 wj&Z F7sglont
€300 7‘<47P ZEFY A$E 21Y7HAE 1.68) vho] Frhekit). thitit=e] -9 DMPC:CHOL:DSPE-PEG2000 &
XEFO A= 79 F on] 7] A= 1.9 vl o] Tkl oy ol Ut glEFY] AT 21U/ E

0= ApolE HolA U (£ 3).

Pdel Ald ke gxs w3 v s SIAA skt dejA slev sEdE

K
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o
=
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o
o
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(<0
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S &g DMPC: CHOL:DSPE-PEG2000 ©]3%E¢] 79 DSPE-PEG2000¢] ©]¢+ %W &4 dhdel® Eskal o3
ghdlo] oel] fris= flEFe] SF @l dAHA xFa, eds A E
9 golxl e el wid 93 Fol wstEo] Il ojs) fiy
PEG2000] <]& oJAl= Al | Aoz Yzhert,

Z 3
gl Fe] FAAPAHE, giAtE W 3 AEyeld

HIAIZE g xFY FAYA4 (nm)

) DMPC:CHOL: DSPE-PEG2000:C300 |DMPC:CHOL: DSPE-PEG2000
0 204427 410 + 34
7 310+5 1512 +47
14 366 £47 1428 +94

21 320+47 ND

BT g EF] thEAE(PD)

=) DMPC: CHOL : DSPE-PEG : €300 DMPC: CHOL : DSPE-PEG2000
0 0.181+0.054 0.203 + 0.024
74 0.129+0.006 0.36840.037

14 0.158+0.008 0.384+0.019
219 0.137+0.008 ND

HIAAZE 2 EF o] AEREZEIE (mV)

A2 DMPC: CHOL : DSPE-PEG : €300 DMPC : CHOL : DSPE-PEG2000
0d -51.2 + 1.0 -49.5 + 1.2

AN 5: B3 b o F 2 o 3o HIXF A W3 &9

B EEY 2E QARANY AUFAL AP AS 6-8 mel AIT Bop Z JAE EASE A e o

Fe7F or, ®F 0.2 mo] WEAJCR v oir} Thsdfof o] Thsdtth. olE adste] dA
PHoR AEFS Ax F oRddS st 2EE NS 0.2 me] FHE A= P el 2}
FANE EHAZ A shAvk. 1 AF}, DMPC:CHOL:DSPE-PEG2000 2] Z%E9] 29 ¢hele] S7h=2 Wreea
7b w2 w8l #ds ®elvk. 8 300 37k DMPC:CHOL:DSPE- PEG 2000 ZEF] A= HEEHE {4
I QoA Aol The Y. ol edd o7 fE4d S7F &%= AZEvh. DMPC:CHOL:DSPE-
PEG2000 #]3EF9] 75 o3 "Hito] E7bsdIt HEo] Az AFHE > 5 m dA7F 12.3% SA1skler €300
S Hrhste] Az PEF A9t A YA 0% AT, w3, 4 Coll 8 F B FolE €300 H7} 2
EZAAT > 5 YA AE LAHA B9k

AnpEF AF YEFS AL 7] L 49 2rh. old @ Anw, Axel 19 AL F) FS 0ol s gy
FAE e el

F 4
T DMPC : CHOL : DSPE-PEG2000: C300 DMPC : CHOL : DSPE-PEG2000
H A (m, B ) 20427 410+34
He A (m, B F) 20022 AT EI s
A=A 2 0.18140.054 0.203£0.024
A= Ed $) 0.15040.042 B}l
gZ g gA vE 2.2940.15 1.5240.24
(mg/ml, B+ A)
gZ g gA vE 1.934+0.11 o3} EBrls
(mg/ml H# &)
A AZ >5 im UAHG) 0 12.3+£7.5
4 C 8¢ A F >5 um JAHD) 0 A B/l
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AAle 6: &4 AFI AZbe] W PIXS FAE(HE ) &4

2o HEFE S mah o el whet 01‘%1 Al GdepA=A 8] gleke] €300 0, 2, 4, 6 mg 3t
DMPC:CHOL :DSPE-PEG2000 ] £FS Ao 19 oz Azsle] I F Ao washas Azt wa
FAEE 123 AI(E 5), 2-6 mg HAAA %91 e zbelE Holx &sith &, ¥ A% 35
3t PIXY M Zo] Ao 29S8 ¢ T7/MAIALE PIXe MEo] o JAHXE Lot o] 2¢9
A2l PIX 7F&3F afel 93l PIXe] AEo] A dH AL ofds AlA}gH.

5

HEA|ZE EE 5T HAUME od=F (XE 31.3 mgdmg)

()

C300 0 mg C300 2 mg C300 4 mg C300 6 mg

0 h 100 100 100 100

8 h 62.0+5.9 93.2+£2.3 99.2+4.9 100.2+2.3
2 days 37.1+£7.2 83.56+£2.1 92.4+£3.2 94.1£3.1
7 days 31.84+4.2 81.4+3.9 81.0+1.3 86.1+4.5

AR 7: FZHGA Y SEXFY in vitrodA FE BE U

Qw2 MY YExForTH Y Afle] whE sFE|ede] o] Y& AFAARD B (Taxol) 3 H]aL Al
ol Zelx=A gelslr] Yake] 3002 2 mg §+-3F= DMPC:CHOL :DSPE-PEG2000 & EES A Ao 19 WHo
2 A|x3 . Franz-type vertical diffusion cell 2] %] 1 mg/mlZ 34¥ sEeddo] 5Udd
DMPC:CHOL :DSPE-PEG2000:C300 ] ¥% ¥ Taxol 0.1 mlS Y3 1.35 M A&F 2Agroloo]E(sodiun
salicyate) (pH 6.5)5 9ol W&H Zgehdo] JAALA FEE 3t F F alFd A 1.35 N &F A
oo o] EE ¢F 5 ml ¥, EAFF cut-off 10,0009 FA1& MBS e} sH4- Alole] 2 & 370l A

Aoz 600 rpmeZ WRFSHGITH. 9641 ol& wizbA] ABE AZE AR sHFelA HES 1 mlY

—{01

HAASG. AES FHT F aFole 59 AF A Aolo]EE HEst] FUnt. FHI AE F IE=A
o] o = wFErdo] B4 ¥ DMPC:CHOL:DSPE-PEG2000:C300 2] ¥Folu} Btz RE WER 59 A4S HPLC
wAMHor Atk 2 A% ARAA D sEEEAde] BE AAld 19 gEF AA F o #EEgaS
2VA WE A, F 7] 48T ] mE el o] 2 o] % 48417 Fete] =9 S HivE 1. F,
-2 ebadlo] Edg DMPC:CHOL:DSPE-PEG2000:C300 @] ZZE o = REje] mFajetd whE Ak A dA A& o) -
H|=8td A 7 71 AA & o &F AeAoldo]Ed & ofE WES HIIAX oA 96A17F + oF 60%
o] =S WEANZAT. FHEA GEY FEAEA vFATS v st ol ES HXT] WEAFoEHN
AW FAF T G4 HER QIS A JheAde] W] wiiEe|t).

A 8: 22U HAUb 9% JFFEHgA 5 AEFY AFE 4 IA an

Q9o F 3 AW EgjZgAetel=9o A2l Captex300 (Glyceryl Tricaprylate/Tricaprate, ©]3} C300)<

2 mg/AZ 31.3 mg (DMPC:CHOL:DSPE-PEG2000, 23.7:2:5.69] Z&H]) H|&E H7}ste] A4 19 #yo=r g

EES Axs.

TSk, 2dE HIUISHA @22 AS AYsta AAld 19 WY S FEFS ARSI
= Bgdol A Assel P4

Foli= Aol FAEHA Fh = 29 -],

s

i

o

o], ods HUbshA &2 YEFS Ax
P

e Hhe AN 19 BEE

ol

Ade 9: JH2YHAE B9 AT 2E APY I
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Captex300 (©]3} C300)S 2 mg/A A 31.3 mge] H|&EZ HIsle] AAd 19 WhHo=z AZxd gxE: Balas
FAAZRBZAZAY EYTEZ(trehalose) 240 mME %2 FHS F ¢ ey, E£3FAS -80%00 A
sl 4 & FAARVIE AZXAF B gxES Ak gEE EY AES R Y B & o
B3¢ FHSE Yol vortexdte] 2 41L& T thA] 0.8 und ZEHE YEFZOoZRNE WEHo] AEd w3y
AL A & g xFe FoldE A EAY sEE AU

gz

1 A%}, DMPC:CHOL:DSPE-PEG2000 23.7:2:5.62] Z=1])e] 22 Fd vld] C3005 2 mg E3ste] A=
& g3 JFegds 242 F 34 58 v HEE §A 89 (£ 6).

10

E6
A% § AL Eo gAR A dolgle SFelgael o] 09 el MAE F.
EELEY ot gl shele ()
DMPC : CHOL : DSPE-PEG2000 49.0£0.6
DMPC: CHOL : DSPE-PEGZ2000: Captex 300 84.0+1.0

A 100 AR F o2 FUF od HU A9 B9 HxFe ¢As &

Y bl oek gExFe] AvIeh Ao ®HIE FAE dAAEvAeR Fsty] fd, AZF 31.3
mg(DMPC : CHOL : DSPE-PEG2000, 23.7:2:5.62] Z#u])el €300 2 mg A7/ A78kA e F F9 gxE it
NS Ao 19 WHoZ Az, 2t gEF AN AgS AAgdoR 70u] 4 & ]
200 W 8] AApgo] "ojmtl, o]ojA] 2% uranyl acetate SNO T SA AA T AFA
spirit (FEI company, Hillsboro, Oregon, USA)E 120 kVollA o]m|AE& ZFdstgct. ojnjx] A& 30,000-
42,0008 2 33T}

=
Jo

HEFS Az 1Y F fHEFY] §¥(fusion)? &7 (aggregation)o] =7
s 5

=3 3 e 24

Euun
Atgion, gee A 7Y Bt F AL ojuXd A= v AdE /e 2l® A7t
WRE . 2EFol o] vigA S HASs AHA oot BlxFa FAE FEclA A& oA Hd
ARAE S EAdE 49T = AT v (3008 EHE fEFe] A7Ie P B 20l B
d WehE HolA @dth (& 3). o)de] Avh= (3009 A b7k PEGEE 1 ¥t er A HEFY §
gt S5 AAste Ry A gade] feok s AANATE AAFET

AAle 11: S FAEFE o] &3 TAXOLH &4 AH7F S84 B4 2xFe F¢ 24 Hlu

AR QA B e g9 BEF B (TaxoD) ] ¢ BAE vlwshy] 918ke], 300S 2 g §
-3t DMPC:CHOL:DSPE-PEG2000 B]EEFS AAld 19 HbHo g A Z3Fth. <1zt #HY H460 AlEZFE 96-well
plateo] 5,000748 HF F 24417t F AN o] 19 2EF T FES 1 nMF-E 1000 nM7HA] ohgg w2 e
T2 Agrddon JEHT. 48A1ZF ME WY & MTT(3-(4,5-dimethylthiazol-2-y1)-2,5-
diphenyltetrazolium bromide)E 7}3}aL o]o] A H formazan A4S dimethylsulfoxideo] &3jA]71 & 540
mell A FFEE Aol Mxe] YHEE H7teklt).

HHE Fol Ale] dek g HluE 93] 9k
valH B16-F10 =A%

Eli% H}O]%Eﬂﬁi colony*—g% Akl Stor A 7Hsd colony®] FE ASATH

NTT assay 23}, H460 AEF9] 44s 509 Ast: FEej894d se B AdH dxF AP 45 44
21, 14 M2 FAFe 3 E4S et (= 49 (4)).
Colony formation assay A3}, B16-F10 A% 8 nMe HEF et Fo & 8<% A3y g E2F Ado 44
HAE colony® 5 47 64.7%, 75.8% AFomA wHE T =
49} (B)).
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SERDAA S TAXOLY & H7F GE294d B9 xFe Fd 24 vlu

A3 12.

[0115]
[0116]

o)
o

~

0

F& Al 19 Wer Azt

Balb/c nude mice®] 2EZ YA tig](flank)ol] ©]

= DMPC:CHOL : DSPE-PEG2000 &

5]

2 mg T

KN
=

Fod, €300

5]

=ABe} §07 MEF 2x10 7l

-
H

o)

!

<

43tgnh.

=
=

o] 7} oF 30 mn'ol

s
o

3|

s
o

e

et}
1)

=
]

2 mg

7

AelA ez 23] Al

e}

=

Fo], €300

=
=]

o

aF3iek. SD HES]

[<)

i
a7

vA A el
A2

L

L

R L R
g9 54

94

o

=
=
A
=

o 5ol A
F:IL

W 57 A ez S7HE AT (R 629 (A)).

E
T

s}

=
=]

X
& AP

-
X

Alel 1]

|3
El

Az oA vt g
1047F 3,000g00 A1 Y42

gojelel A1 e AAWL)H A%

= A9

o

o}
=
x

A)
=1

bl

9

2

(L x W)/2e &

3= DMPC:CHOL :DSPE-PEG2000 #]

[<)

=
o1 el
T

Adl 13: TAXOL o4 H7 HEAHA B9 HAEFY FA4E/54 v

EIEE N

3 4 )

[0117]
[0119]
[0120]
[0121]

[0122]

=]
2]

tol AATE Ak, AATE

S

<
T

[sSNCeN
= -

o
il

g

—

i)

o]

|3
=

she) g Alo]

o)

shel sl

S

Aism 34
aleh,

T

K

1S 37% FRoA 1A

A Fx2A 0.3, 0.6, 0.9 mg/ml= 9t
-

FEE 100%

%
3

&
bt

P
ALE 9= ALt

ol o
e il

) B
TR do

=

2

(¢

ElF A
El

2]

=
&= Aol

=

-
X

7F &

J

%
=t

1o 0.6 mgml 3}
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7}
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=

olgel Aste 2.9

2 Aol &9 didol
ATHE= 62 (B)).
— 19 —

],O

S

5.34) A&

ok
-

69.7%2] HdF 8o

<
T

1 1A 3E
g 4E7F 13.1%% BE i)

[0123]



10-2017-0035782

HES4

e
=)

B
H

1
B
H

100 -

_20_



ZIHSd 10-2017-0035782

k1
N2
[N\

=mY
(A)
120 -
AIOO-
1S
=~ 80 9
LH
w0 60 4
0
IH 40 1
= —— R &
01 o ag
o4
1 10 100 1000
o2cigHE (M)
(B)
0 nlM *x
120 £ ol o
= - 20 oM
=g 0
Z
oEe|Ed i o
8nM =
™ s
g -
20 nM 0
=18 cIEZ&H
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