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L — B ERIRFE I BRNE AT 5 770, JLRFAEAE T e DA s e bR A s K
EX 8k 3 24
e [ B3 3% 24 5% B 10-100 4
= A A B RS BRI Ak 20-300 4

PEG600 10-50 4
nt @ 60 10-60
g BB 10-150 4
H SR AT 10-150 47,

FCrp B B RE [ e B FE R IS 5 — ) R A R A TR RO B L O 1t 1-1:3,

HIHI AR PR -

C1) R HEL [ P 8 BV G — AR IDL R IR AL AR itk 60 ¥ it 1A LV R v, R A L
i ks EIRECE T A 45 CARH IR B AT BLI ] » AR e _E R pedsy S0 0B W

20 FERTRI T W IS SRR FE TR HEA PEG600 FRIZK IR, 10+ , AT i i
Vel It 78 7KK & 5 IKAL 58 42 JR A 200bar £ 800bar MBH LY it 4 ~ 6 3, 0. 22 1 m 4L
JERGEL g , 7S SRR IR R MG AR

(3) o 2T 1 5 R AL T35 AR B A H e Iy TV T AR, SRR TN B ER IR R A
FRNE AR AR IS I ACGE A, 28 0. 22 wm Pl ALIE M g, HELS, SRR BEAT IR T, RIS SRR AT
T BRI T AT A5 711

2. ARPEBCAZER 1 ik i) SR RFLI S BENR AR S 770, JLRFAEAE Tt B R e b Y
J8 53 il -

X R 3 2 ¥y
e [ &% 3% 24 5% BS 40-80 4
= AR B IR B AR 60-160 4

PEG600 20-50 4
at iR 60 10-20 #
g BB 20-50 4
H 9% AT 30-60 %7,

G rb BT AR PR L] P B8 B R P ) R B S L HE B e R SR EE O 122

3. — MR BRI K 1 80 2 Frid (1 SR BRI R ST MAE S50 R 5 9, FURFAEAE 60
LT

(I)HHHI@%WEEIE&EH R AR IBEE B UL 60 VAT A LR b, BRI
fift 45 LIRECE TR, 45 CORI T BR £ A MU, AR, E I eIy 203 W
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(2D FEEARYT R, PP IS R FTIA S HERT PEG600 1R K ¥R, 141 , A A i
Vet IE 78 K &, 7K 584 J5 7F 200bar 3] 800bar US4 5t 4 ~ 6 ¥, 0. 22 1 m AL
JEREILIE, 1S ER R AT B G A

(3) ToWAAE T oAb 5 5 1)U B R H s TR 5 B K R SR 5 I 21 Bh R FE 01
RS AR, IR S K 2 2%, 48 0. 22 1 m TFLIE IR 9, HESE, ARG BT AT, RIS SRR FT
TEE FE MR AT S A7)

4. MRPEARINZESR 3 Prad (1) 7738, HRFAEAE T, Horp 2B 3R (O Pk (A WL A& R AR LG
91 :3 I H IR T B RV A

5. MRPEBRZER 3 FT i 1) 8RR HE 185 e JI o 4k 0 70 1R o) 9% T v, LR AIEAE T 20 B
(3) FFFTIR I T IR R o FE 20 ~ —50°C 1% 2 ~ 4 /NI, BEE4E —40°C ~ —50°C ¥ 1%
6 ~ 8 /NI, FELE 12 ~ 24 /NIFTHES 20°C~ 25°C, e fE 30°C~ 35°C T4 6 ~ 12 /N,

6. HRABBCRIEESK 1 88 2 Fridk it SR RFE I BE M A4y SRR 25 S s 25 v
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— T EER TR R AR PR I E 5157

ARG
(00011 AKII e —Foft i AT S 00 B SL R, AR S — b SR RT3 BRI A
R ILAE & PR 25 BRI

BEEA

[0002]  ERFRATIARERE, th2 Pk h (S)-100( = H & Jt ) W3t ]-4- 45 4,9- =8
S —1H- e (37,47 :6, 7] e [1,2-b] WHEWR -3, 14— (4H, 12H) - i s R k. 4=k
/(1

[0003]

HC1

[0004]  #L ¥ & B¢ (Topotecan, ¥& 3C Ry & %4 4 Hycamtin, " 3C R &% 44 0 A1 32 0D =&
Smi thklineBeecham ]2 22 &) T~ 1996 “-7E 36 [ b1y ()14 Bepu s 7 25, o2&t 5 128
—AMER T TR0 T PR 2. F0ITE R A I = WL AW, t 24 2
9- VR BRI, 23 TN CogHyN,05 « HCL, 7313k 457. 90 Bl A FR 5L B B Bl AL 27 4
P A BRIREE 9 AN E ESIHE T —/NMERE MBS I, JEAE T 1wk 20 07 & EOREE T S 1
G BINRBRSE M B 3 N T 40 SRR G, Wb T E 36 HAT s T N R K iR, 5
SLE TR 2 AR L, BT S SR B R v T B R N D o FEVA R R — R T (1)
PR 259, VE LIS IL & B, 2 —FiRe e PR30+ A0 G T #0077 76 DNA S
RO, FEVRE R etk i 55 DNA PRk T b 1 #0 ¥ i 1 856, JE e e M A4, BHE
b SR T ok SR s 1 15 5, 3500 DNA XUBE Z5 P UK, e & S8R A I AE T« Bt
TR, FRIHE REXT 2 PR AR I 1) B N TR 2%, 45 P388 ML« Lewis fififi Fl B16
TSRS R AN 24 17 HT — 29 N 25 i 40 B Pk, FEr17 BE vT DA 5 g v 18 % E 9% 1L
Ko FIAN, LEXFRIIE HE U IR i, 25 24 I () (1) 1 R e e (4035 1 R L, LR
PEVRTT PTG Pk B BT b VBT o X RS AE A 4 A P (1) B S 41 B AT s R TN
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JeER T S HTIA A B, IR AR ATk 75% o S ERIRR PN A8 BREAT K& 10 T 3 AR
G, 4l AR, BT O S /N0 R 3 N An i s A S 1 I 4 2 B i
A1ER o T RIS PR FCUE B, FEVERE RO O S E R MRt A R AP 3R 7 R, JedlE s &id
TN IR YT SR SR R B S OR S R R A T IR R SUIE R G
R /I 4 i it 0 45— 2 A3 B0 T SRR IR /N 41 B st A e A9 R e R G il S A
19% ~ 39.8% 2 [io FiAk, FEIFEE BENS Sk 30050 I e « LIRS AR /N0 B it B €6 5598 L A
SV TR A 2 R SO S IR TT A . H AT T R AR R T VAR BRI A v SRR, A g
WS1-(X-362)-20047Z.

[0005]  US2009192184 (A) 2~ JF T W4 Bl &5 2 ¥& W1 25 J5E 10 387 110 45t T8 R0 ol % 7 1
CN101951891A ATFF T — P Cl4E Eh B FE I FE 1 [ 2 B R R R 29 A 65, JLAE J7 1%
2| e T AR (S LS s = /S 1 5 SR8 R 3 e R I |49 NS EV

[0006]  7EZMARAARHIE R G, UL TR KL R AR L 24 AR A5 Aok IR E 57 EL &8
FSCA 208 R B b A T BRI A0 . K 25400 FF T I B ks v i DA 2 AR AR Y
(053417, B4 I B4 B () A A i, T B& 7 250, Az s Rl E

[0007]  FEEEMIZH 25 RG D, JIE PR RIS iz, I O AE A4 oy B AT 1R () ) 2
YA A — R BP0, I BRI A LU R LA - (D RAZERAER 5
J 5 G M R T, 25 HE RO AC IS, AT S A H ) ), 482 iy i R 5 (20 PR etk
(3) BEIN 2 s i, B bR o 5 (40 HAG B v I8 S B 3810 25 076 I BB IR Y
F FR G A J 0 A e A B, AT B 2 W A B A ) PEAE T 5 (B) BAT SIS PR 25 1 1
TRy EH

[0008]  CN101015526A AFF T —Fh¥hi$h85 FENG ot e SL 46 51, $h 2 B 5 16 T 1 o o
BEEE A 12 0.5~ 100 T il AR vl 252 (R e B R AR IR L S04k K S I IR R 25 Jle i I
H R — Pl T DL R B R SRR I () SRR R 250 L B I R L LAY
A TR FUBE A s i — R, B S SRR R LR 10 0,01 ~ 500, HL 45
D7 RS R B NV R IR 2 B0 AR TR SRR BT R YR
BVE AN AT T 5% . WO0202077A3 23 FF 1 it G AL [l 1 1) g (R R LA ) 2924
30 @ TOZRZ160 : 40 FLy%E HENE Fifdk . W02005002546A1 AFF T VT (K36 $M42 HE g A4, LA
EGFEI R R . W02010057317A1 AJF T ALFHEIEA I iy — A IS e g EAH % (DSPC) <
A A MR e H v (DSPG) FUAH [ (CHOL) & i) g S AA il 51, 46— AN S Hta ] v, g o 4
HEVOFEEER AT ¢ 2 ¢ 1/ DSPC : DSPG : CHOL FH¥f 0% B

[0009] LA CN101744764 AFF T —A> 25 ZE G 5 A4RN £ IR ¥ 145 B 2 I oAk S Lol 2% T
W e g T o B0 HE PR SIS PR R R R R AR T, T I 1 R S R R O I B OB L K
B~ SR B G« A e I 1ol T R MLk A T e« PR) 7 5 Tt Al D PR MLk . — e TR s IS T L
ol 5 T I < e g ol TR Tl IS IE TR e I ol T A Tl T e Ik Tl T T 22 2 i I T
H T T PR ke I 1 R A R I ot I 5 o o 1 — e e L

[0010]  CN101744767A A FF T A4 7 S W B E BT MR 259 (1) AVBUIG AR il o b A
TP 254 Y T S G S AH AR 1 7RI 3 A A AR L, L AR 8 5 771 oy g o
ff) 6-100% , KAGIAAL R} &7 g 7 B B 1 0-40 %, SRR 29 S5 is R EELL 1 2 0.5 ~
1 2 1006 NG FAARSIF P RIE & 1S NE P AT AR, (R R ikl s i R il T 5 2%,
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i AR 1 A d A RRL AR A AN B PR AIE

(00111 FLIAE B ARAE B AR T L ARUE PR/ 21 T 5, HLAT AT B AR AT 2 B
PRI 3R F 8 SRS AR AR IR SRR _EAORATAE S Tl A R R e, ol 3L
RE AN BEARUT AN T I IYIAE T, 0 ANBEAT 0 TR ST A T 730 7 Jo e ) Gz 1 /N AN 8
SIEIEREARAN SE &, B 2 i B RO A A A H EANTE 5, DAL s e Jo A 1 5 4 AR AN
BET AL I PR T 3K o R X6 D0 R S BT R B AATE S 57 A AR A A i SR ELAN BT il oy

BIF R R T B I =R JBURE 1) sk IR AT VA R S AR 5 LB ARFT I B A OF

[o012] i &, 0 T K 2 B g AR 25 R AR 0 B CL 2 R 2 I 2 2 R O e AR
IR R A A ) o D T St Tt R SRR T G o A S 5,
R - e SR IR AT I R R 2 AH A AN TTRE . R - ) BANVS I R s e, AR 53k fig
AR JTA R e e 1 5 TR AR BT 5 B2 o

ZAAE

[0013] A B ANAEXTIA BEARAS W52 Aol R 1 5l b, 200 B0 i 70 R B, a5 3k
R F R EU PR SR BR ATV S ELE BE BB R I8 « — H BB IR EAEGR . PEG600 ., it 60 i3
BEREANH S BF AT AL, ) LU Gt SO0 57 (1) B8 R T I R NG AR S 571 AT 56 AR
.

[0014] 4 1 SEBL EI& H ¥, AR W NBEAT A R S S DL, S B 5 o i LU 1) #h R
FEIAR B E [ P 35 31 IR I — R B A i BEAH Bl PEG6.00 3L 60, A J B AT H 55 I FE 7l ke
R RFTIE BRI SR S50, e rb s 5 BUAT B 1) i MR FE I BREVE S 77 el B3 SRR
L) SRR FE IR MG SR EE, 11 DA 285 00355 1 1 2 1) 6 R T 91 B 1) A e 3 B vy, g o
WAz /N FL I3 A 381750, AT W T 750 680 28 0 P B o0 AE AR 2 o 1 O B I TR iE KO =, 25901
PEIAR A AN L R S W S B v, AT I A 4 i T 7 2

[0015] Uy i, AR IR AL —Fh £l MR FL 1 M S AT S 77, G AR Tl DL

[ MEaio)p %l
[0016]
H BRIt ARE 24
Re ) B% 3% 36 AR A5 10-100 4%

Z AAEBAEAE B2 20-300
PEG600 10-50 4

ki 60 10-60 4.
(00171 —fBCin &, A5 0 T TR i AR i i Hi , v AASE P R SRl G A0 5 e i . P i e
JYE 0, 355 191 1 5 < e Tl T I ot A P 2 R 9% I UL Tl T M L o 2 IR BB
FACHT SOV S S BRI L H il B DR AIR L 22 2R L A s R R BRI L K SO BEAR L =k
K SRR AR A B 98 I O B8 IR DL T e O Tt 1 1 22 IR < 0 O I AU o 9 1% s 1
PR A I R Tt I I FEL ik s e I Tt I DR JEL B — 50 5 I ol s D A el — 3 e I o g
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JAGEk (DLPC) « — o Tt Aol I 70k 1 yotr o T 7k 0l T 70t ety sl Ik 48 T 7k e« — PR S5 7k
W P Tk il — F) R Tl I TG H ok« — L i Ik £ 1 i (DOPE)  — sl I8 o % i 19 £ et i
(DSPE) \ — N S5 It TG 1t £ i (DMPE) AR AR bk g 1k £ e (DPPE) FHZR & —BEfin A=
Ak 16 i 051 4 s T Tk Al T T £ B e — 5 £ 1 2000 5 AR BEIE I g — 28 £ 1% 2000 55
R G NRBEARGE — 28 £ % 2000 ; —yh LR A5 BEAN A — 28 £ 1 2000 45 BRHI0A—K
36 FH AR ] e 4 A2 2R BN \Jke S B IR i i . EAS R W PR, A Sk 29035 1 03 1) B BR A 11
BRE, oK R, IR 22 o BT ERIRFE IR RR MUARF s, A% R BN J8 ek F 0 R B — H A
P Al M I EL BB 2 0 35 A O SR R T 91185 S 1 S At i R A e
[0018] - FJREMLAAEARILINGR A 2y SR A5, A& AW B, — 1 A Tt fofe T 1 JIEL ik P A AR et B
Oy T T A G BRI . R 1 535 2 T oAk R A 1tk S5 5, B FH — Hﬁﬁﬂfﬂaﬁ%ﬂﬂ
B2l E R 98% LA b, PRIk 99% LA b o AR B N AL K B () 977 328 SIE 6 I8 R I, 445 FH — ) R Tk
Tt T R MLk 2 &7 P A 5 8 T 1T AN T T i It 1R 1) R B 6 70 % R I w4, B 15118
SRR il 40°C AR 75% £ 5% HIIIE R~ , Al 23 Fe ok a2 S5k Ui 7
[0019]  7E A& W 11 35 BRFE v 2% R M A v 5 570 o, AN T 2 B 2800 19 Bh R FE 911 % é T
o H IR MR I AR A 20-300 Ay o W A AR IR NEAR G A T 20
A, MITCIETE R (P IR AR 5 sz, SR F A Tk s I I s 1y FH 3 () FH v 1 300
0y, WIAE Ry 254035 PR 10 18 SR BRFE 12 e TR0 323 1 B, v S 7510 1 ot o DA BT 7 38 B AT
PRI AS R B 1) R BRAE A % R g ST A3 6 550 v, AN T 2 R SR RITI S RN 5, —
HREBE IR N A 1 H 520 60-160 A -
[0020] AR W1 356 1 6 91 72 BRI 0 Ak v 55 77
=60 FT- 18715 I o4k i RS e 1k R IE 1, AR A

rh, JE [ 38 30 R s A PEG600 LA % it
FoE 1 R BRI VAR B Mg oAy B 771 A

%éﬂ’]ﬁ&ﬁﬁ%{ﬂ*ﬁf T
(00211  —7J5 [, A K BRI —Fh Eh R FE A8 B IR AR E S ), R AR =2 i DA R &
[[MEaio)s il a
[0022]
H BRIt ARE 24
fle [E) B2 3% 24 AR Bg 10-100 4
— A BB BEARA,  20-300
PEG600 10-50 4
[0023]
oki8 60 10-60 44",
[0024] LIk Hb, A A B [ 3R BRI R NG AR S0 570, L o4 3= 2 | DA B s e EL 1)
|5'% il

[0025]
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IR 2 4
Re E) 8% 3% 24 B2 A5 10-100 4

— A AEBEERS BEREAR  20-300 4
PEG600 10-50 4

ki 60 10-60 4.
[0026] ety JE [l BEHR MR e 5 — T R A A BEAH B[] A S REEE O 1:1-1:3, Ak
e BN EE N dl RS O R R 2L 031 =1L | ER T Wl IO 6 =N S
[0027] kB IE I, AN e WY e MR AL R R S AT S 71, G AR ey LR R

M) il e
[0028]
BRI AR R 2 4
fle [£) B3 3% 24 BR B 40-80 4

= A HBLEERS BLAR AR 60-160 B
PEG600 20-50 4

wkiE 60 10-20 45"
(00291  JLideth, H [ BEHE FA R IS 5 — H R IR IR IR R A < [a) () B bk ol 1:1-1:3, S IE
i, A [ BB FAFR IR 5 — H A IR R EH A Rl I S Lo 1: 2.
[0030]  FEAC B I A A v, VL] ez 5% T 15 R e 60 FH 90 71 B o 4 Py IS A o
HIEYE. JH[EFEBEIAMREE (cholesterol hemisuccinate, CHS) A& fiH [ B 1) 3% FARE AT £ 4,
N A N[ B> R FE IR T JIFL ] e =T R, J& — PP sly i A rry skt 24 o IR e 3% 3 7
B T far £ HLART A0, 3 ELAT B AR DA RS A o X R IR [ 2 PR SR AR AT AR AR N AT AR
WA, AAFAE 2 S, v] BL2e o0 S A e ed e
(00311 JIFL[H] B2 TR IR 15 — ) A IR NS I I A H 45 65 5 BHL o L8 2R I it AR 54 o I 3] I
PRI RS N — H R R IR ARONUZ , SRARLT“ G — ke 21 1 15 B 4540 “ i sl 1tk 1)
YER o ST A A B I, JDF ] e 5% 30 PR B m A A B gk D A7 e 21, G s o 524 v 1A
72t FEE IS JOEL (] e 5% PR B w8 I S rR A e 81, AT B AT R AR e a2k o L[ P2 355 T T
Re AT G AR X 3 J2 I A, AT osizb B EH 28 1 A 1, FRAR AR A K1, AT A RS e 1 W 2%
Wi
[0032] DL 7E AR i BH IR Eh R HE VR NG AR VR 6 770 v, AR T 2 H i 4 1) Sh R HE V0 B e
M5 RS B 5% H R G 10 H L o 40-80 T4 . PUdeHb, JH[E BEH8 R e 5 — H ALk
NEBENE AR 2 (B R fE LA 10 1-1:3, SEARIE b, JIH [ P 5% B 156 5 — H ek I A% R T H A 2 T
(P H TR LR 1220 ZEXF L SRa vy, AR BH Sh R FE I 2 B g 5w iy JIE ] eg 5% 31 PR 1 3 =% 0 TR
] {E
[0033]  AKREH NG FUR I, 24 0 [ NE R R IR 55— H FE bk i e AR a2 [A] ) = 5 L
h 1:1-1:3 I, BETE eAeE I Eh MR T B B NG i o 14 JIF o] Bt 8 BT R s () T e b — R
ol M I JIE i P e LU ARG T 1 1, AR Pk PG, SRIRFE VAR R 2 T8 5 > I [ B 0% F1 R
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() e H A A I R IR T b i T 103 B, SRR IR R R A I s Mk v,
BLZEAENR AR N I R R T TS R 2 TR b Ak, BF 50N, 22 0 ] g8 F R e 1 e 5 —
AT AE eI ps R b 1:1-1:3 W, BT R g AR 25 A

[0034] 7 W B H ) PEG60O b, FH 318 = — 7 Ak I fal JI 1S5 JOEL A B 1 A g P 0 TS5 17, AN
BV B, A A N AT H R B, I N PEG600 1] DA ek AR h B2 H6 v &5 FE R A 16 24
VR, B £ I 600 Al Rl R TG PEATE F , o] BRAIC TG oA 5 5 i 1 R 1) 1 3R
T 5K J7, 2 3k 2k N B T BB, AT 32 i AR PR BE R 7 AR . Ao, RN R IR
PEG600 T PEG400. PEG800 B, PEG1000 &5 Al 25 2, ¢,

[0035]  WF5EF B, IR oA RS e PR 5 A W oR ) FH S AR 55 DI IRON IN DG &R o As PRk ey, ZE 40K
FHREB Ry o BRI, AR I PR R B FE 0 BT ST ARy S 50 RO RS P vy A S B2 R R
mPRERZ .

[0036] 71l A W ANBIFFT R I, 75 AR W TR 330 8 AT R oA 5 500 o, AR T
2 RO I ERRFCIR R B 5, 0 R IR R A e AR 1 FH 4 20-300 FE &y, I [ 5%
%15 A 10-100 F 47, PEG600 24 10-50 F 7y, HH [ B2 3% B s 1) i 15— H etk )i
POEAR Bk F F LA 12 1-1: 3 ORI 1:2 INF, B JE R 1) R R AE VR 45 e M IO A4k v 539 1) ) A e o iy,
s

[0037]  FEASJ WA (1) R R FE IR BT B A4 S 50, Rz, A R kil 60 SRk — 20 et g ot
MRS E P il 60 & —Fh AR B 7~ R M yd PR, 24 BT = 3 RE I Al N 1 IE A 8002 i
I, BETE R iZ AU 2 TR A0 22 68, AT B2 e g B A /K PR A vh i A 2 A M, b 32 v
ERPRFL IR NG oAy S ) (R A 1

[0038]  7EA & B ) 5 IR HE v 2 FE NG o A4y S 55 vh, AHDG T 2 B 5 4y 1 R R 9T v B B i
5, M 60 I 10-60 Eimfy. anifntild 60 i H EAKT 10 B4, W i T it
T B0 TR FL TR B Mg A S 77 A RS UE Pk AN, [ 2, an S 60 [ HH & i T 60
F Ay, WA T H B S S BUIR PR S Tt R o 7AW (1) R R R0 8 B T o 4 v
SR AN T 2 FL A I SR IRAE VA B, i 60 i HEALIE ) 10-20 FE A

[0039] ST, 24450 A R e i 1 SR PR FE I B - — L I s PP I A O [ e 33
PRIR PEG600 Al il 60 I, WT LAAS 21 BTyt R 1 55 98 FE 708 HE T ot , oA 35 2 s e 1
HRAR =, BE AR, AR B e

[0040]  7EASJ BH 1) R BRFE VR E B M A4y S 57 v 10F— D e A0 P vl b RL H B A A
WA, FHT 8 RS € R S 7)o MR ps A2 PN A0S 70 7 UL a, a1, 1= BB A )
RIS ERE, B SRR R e, s PR BUR R TS K A AR AR VIR BE T
AT B AR B0 K B 15 B N AR IR AR T8 . A R W I 36 R FE T 5 He IR o 4 3 55 551
th MR R A AR TR SRR ) T A NS E 1, BE— 20 3R g A S A A e PR o T
FRNEAE B 2 b U R A, BN s IR 9 R B3 B 2 E K50 b AR H ot
VR 7 B 7] B [ A AR IR AR RE 571, JC AL BE A R TR &t TR At R 1 B Rl R S 3 . AR
R, A P BB AN T R WA o VR T TRE 1, A R T4 e SRR TR B T SR (R RS, AT
RE B G AE T3 58 51, 1 Y FH e R R T T 7] a4 /6, i v o T i e B A Ay R T
TE IS AS Tt S5 B A0 T i Bt A A VR TR 7], L S DRIANTE 5 AT R A Y b AL H e e i AN R
PEORHE T BRI R
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(00411 A A ER PRFTIE HENG AR SR 7710, L sl MR AT A % R CLAFGIR R BEvt) ARG m]

PLoh 2mg 8%, 4mg.
[0042]  —J7 I, AR BHR A — i SRR FE 0 B M Bod i 57, FL 2 i DA N S G L)
J8E o3 R
[0043]
HBRIIABE 2
Rle E) B3 3% 264 B8R By 10-100 44"

— A A BLEE RS BEAD A%, 20-300 %~

PEG600 10-50 1%
wkiR 60 10-60 4
A 10-150 4
H & B 10-150 4

[0044]  PJLde s, JIH [ B DR AR MR 55 — R ERENR eI R R Lol 10 1-1:3, 54
TG M, JH ] % R IR — H FE SR IR N 2 TR I B LE oA 1: 2,
[0045] ki, AR W] 1) 25 FRFE IR BRI AR 55 701, 32 2 ey DA 3 B C BU R e
aniillo e
[0046]

L EBICABR 24

fle [£) B 3% 24 8% B 40-80 ¥

Z A AEBRERIE BEREAE,  60-160 15

PEG600 20-50 4
w78 60 10-20 4
SR 20-50 4
B 30-60 Hy

(00471 fJLizEth, JEL o] 1o 35 5 R Wi 5 — ) R R AR WA - () (B Ll o 1 0 1-1:3, SR
s, H [P WEBE AR RS = RE B AR L AE A 18] ) S EE O 1:2,

[0048] 55— Uy i, A W IE S Fh £ AT WA BRI M S 50 (0 A O i, LA g
I Nl R

[0049] (1) RefH [ BEHE AR MR  — H H:BEWE MR BUH A i 60 ¥ il AT WL b Bk AL
R R LR E T 45" C ORI B AT HLIA R AEUE - HE I8 2038 W1 il
it s

[0050] (2D AERVTORYT B I I &5 A R IR AT AR AT PEG600 [RIZKIHL, B, 1k
e BT 78 2 i e K B AR 5E A2 IS £E 200bar %1 800bar MUl 145 4 ~ 6 IRk 5 i,
0. 22 u m P ALIEMEILIE , 1S ER IRV HEAR B A
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[0051] (3D JCBE4AE T, KA 77 F RO TE S AL H 2 s T s FHK b, AR5 N 21 R R FE
TR HEAR B A, I S K E 2%, 48 0. 22w m SALIBIRRLIE, WSS, ARG HEAT T, B34k
PR FEIA 2 R g ST 4 570

[0052] iR FTIA R v, b B IR (O i R A WL IE B LR &7 R
FHE | TE T W S I AT I 2 R L T I L 2 IF C e b B9 — Rl LR, AR AR EE h
1 =3 R T I (TR B s 711 o

[0053]  EIRFTIR K45 Tk, Horp 2B B8 (2) WA 200bar 31| 800bar HUBH B ik 5 i .
[0054]  _EiR TR (R 45 7k, Horb B 8 (3) TR IR T B Rl - AE —207-50°C i vk
274 /NI, AR AE —40°C ~ —50°CYA VA 6 ~ 8 /I, FHEE 12724 /NI FHAE S 20°C~ 25°C, &)
7E 30°C~ 35°CTJ5 6712 /i

[0055] AR

(00561 A BH I I oA v S S0 b 1 B R, B s T R s, B R R
R P, VA VRt AR T TG AR AN 25 BRI B K S R UK i 8 e AR 2, KA A7 i, g BAA [R) R
FFR A ER,

(00571 Jd sk A e BH 7 3 45 () AR FRFE 1R R Ay S 500, 4 vy 17 R IRFE 11 5 R ) A
P, S 1 507 S s, el T RERIME R, BN T e AR IR B LR B TR B T
AR B, o7 o B I LI VAR R, IE A T Dl KA

FF &35 AR

[0058] P& 1 &SR 1.3 Kt Eed] 124 il 4% () SR R FE 1A Mg A e S 7] L& T
ERFRFT VAR ey S A 0 1 24 4R 5 — B[] i 28

[o059] b :

[0060]

| —o— St 1 —a— S5 —a— KF LA —e— XT3 —— i Eefil4 —e— b Tl

SN

(00611 A~ i ok A4 D 3 ) 5K Jth 1 068 A LA TR — 2D Ui o I E St ) 30 U A 1
Eﬁﬁfﬁﬁ%ﬁﬂﬁk%mﬁ%

[o062]  Sjfiff] 1 EhFRFEIAEE HE

AN

[0063] %%W“&ﬁﬁg@?
[0064]
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BRI 2g
fle ) 8% 3% 26 BR B 40g

= P A BLEEAS BLAR K 80g

PEG600 30g
2k i% 60 10g
g AR 40g
H % BF 60g

(00651 RN T 224 Eh B FE I Je g oA 46 57

[oo66] (1% 40g MH[H EEBEHIRREE80g — H FEMEMENGIHENH K A1 10g 3L 60 % TAAFRL
13 [ HEE R T BE TR A A 2000m1 H, B R IL A AR Hb&f”ma?mﬁ/ﬁw,
A5 CARHT IR BR 25 WL, CERE b1 850 375 W

(00671  (2) RSP T, M IMAEH 2g R LI BRI 30g PEG600 /K %5
3000m1, FERE, (8% i FE v i I F 78 70 ik K &5 ZKAL 58 43 JG 76 200bar 3] 800bar MUk 5 44 it
5k, 0. 22 1w m FFLIEML I I8, H15 ERRRFCI S BENG A

[0068]  (3) B4 T, K 40g HFEEHEA 60g H & lys T35 7K 500m1 Hr, R 5 A 2
SRIRFE VR HERG T AA R, IV S K @ 28, 42 0. 22 wom BlALug MR g, HESY, SR 5 £E —45°C i
5 2 /NI, BEEAE —50°CYA R 6 /NI, FREE 20 /NI THE SR 25°C, Bt m £E 30°C 145 10 /Ne, B
5 1000 s'zihﬂﬁ%/él*’ﬁf“ ﬂa)ﬁﬁi/fﬁf

[0069] =

00701  FrHor M HE =W -

[0071]
BRI AR 2g
fle ) 8% 3%, 24 BR A5 80g

= A A BLEEAS BLAR K 160g

PEG600 50¢g

vti® 60 20g
AR 40g
H &g 60g

[0072]  SRAGn N T 20 & EhFRFE I8 e o Ay 5 711

[0073] (1) 80g JIH [l F BE PR EE « 160g — A% It fole I IR AL Ak« 1T 20g 3 60 ¥ TR b

9013 B EERURCT BE VR A7) 3500m 1 H, B FE A L AR ;/ln“iﬁiﬁﬂ&ﬁ?mﬁ/ﬁﬂqj,

45°C KU B 22 A ML), LERE b TR 18385032 B

[0074]  (2) FERVRY N, MRS 2 SRR FE W1 BEF1 50g PEGE00 1) 7K ¥ ¥

5000m1, FEFE, (8% i R i O F 78 0 ik K 5 ZKAL 58 43 J5 7E 200bar 3] 800bar AU & 44 it
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5, 0. 22 u m fUFLIENEL I8, HI75 ER R BN ik

[0075]  (3) B4 T, K 40g HFEEHE A 60g H & lys T35 7K 500m1 7, 4R 5 A 2
SRRFE VR HERG T AA R, IV S K @ 28, 42 0. 22 wom BALug MR g, HESY, SR 5 £E —40°C
R 3 /NI B AE —45°CV R T /NI, TR 18 /NI FHE A 20°C, S Jm A1 33°C 15 8 /N, Y
ﬁqmoiﬂkﬁmﬁfkﬁ%&%m

[0076]

(00771 FrH B LI EMR -

[0078]
HBILARR 4g
fle ) B% 3% 36 BR B 120g
= A AR BEBERE BrAz s, 240g
PEG600 80g
vtiE 60 30g
e 80g
H & B 100g

[0079]  SRH LN T 224 Sh MR HE 705 B g o A4 464 57)

[0080] (1) ¥t 120g AHI[A EEH% FIRR NG« 240g — H A IR M JIE I HH AR A1 30g ki 60 ¥ T 14
ALy 123 1 BERTRCT BERTTR A7) 6000ml A, A oSS fE oF L & 00 B
1, 45°C 7K B 22 AL, ERE T 85033 W 5

(00811  (2) EEVRY T, M IS A 4g ERRRFE I BE A 80g PEG600 i 7K ¥ ¥
8000m1, Fii +¥: , A f% Mg L e Bt I 78 0 W KK & AKAK 58 42 J5 7E 200bar £ 800bar AU & 1 it
5 i, 0. 22 u m TUALIENEL I8, 7S R FRFE IS B ik

[0082]  (3DTHSME T, ¥ 80g MESHEFI 100g H 5 Fva -1 5t F 7K 900m1 H, 4% J5 I\ %1
TERFCVA S B AR A b, RS K 2 2%, 42 0. 22 u m flFLBE IR 3E, HERS, SR 5 7E —35°C il
R 4 /NI, B AE —40°CA R 8 /NI, FEEZE 20 /NI FHE SR 25°C, e £E 35°C 115 8 /N1t RII
»ﬁm%ﬁﬂ&%mﬁﬁkﬁ%&%J

[0083] ; I7Ei

[0084]
H@EE%%%U%JEW“E&%JE%E@HH)ﬁ%ﬂi%}‘ fll :

[0085] % 1 XL 1-4 " BT HH oy
[0086]
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PRAT A 1 A 2 AFpeds) 3 X} K A5 4
HBIIAHR 2g 2g 4g 2¢
fle (] B3 3% 34 BR B 40g / 120g 100g
fe ] &% / 80g J /
= P AR B RS BRA2 5, F / / 100g
% Jig B ARG BLAZ 2%, 80g / / /
AR AR BLAAE BLAZ 25, / 160g / j
P EEAR / / 240g 100g
PEG600 30g / 80g /
PEG800 j 50 / /
oki8 60 / 20g / 30g
ok 80 10g / 30g /
A 40g 40g 80g 8g
H & EF 60g 60g 100g 160g
[%Wléw#f”%?iﬁ%
[0088] LIS 1 g A2 I

[0089] %m%ﬁ?ﬂu&ﬁM%ﬂﬁw%r4¢%ﬂ@%m%%%EWE%ﬂéﬁ:
Submicron Particle Sizer Model 370 Fif=Ar A A S, I s ki 42 /N oAl Je T35
Fitt s A B BB SR 7B, 4if s T IR 2 i,

[0090] 3K 2 JIR A ki An A il 45 R

%5 345 42 S,
FHA) 1 125.9nm IR, ¥4
3t s 1 286.8nm ¥4, 4
[0091] F ] 2 131.2nm HK, B4
it pe 5] 2 324 4nm R34, 4
F 15 3 127.6nm ik, B4
e 3 357.6nm R34, i
X} b 7] 4 246.5nm ¥4, ZE

[0092] M\ 2 ] %N, Sptifs] 1-3 1S MR BRI AR 1 5, WEKIE, KN — onFLbfsl 1-4 )
RN AR AT S, TEARA T, KANA—.

[0093]  EAKT 5, RIAE A R R RE A2 77 T2, et 1-3 vh B 5 $h IR HE 1A 2 HE g I
%%ﬁm%M&A¥ﬂMé%m%?ﬁwmyA*%ﬁ%ﬁ&%ﬂ%@%ﬁwo%%%ﬁ
FHAS R W BT 23 A AR J 23 B B8 224 1 23 FH et 0 AR e 1 B 5 140 70 FH 83 FRL AR T, i
Eﬂ&%ﬂﬁ%%ﬁWM%M%?ﬁkwiﬁmul%mﬁﬁﬁ%

[0094] ik B
[0095] %imm13%%%%14*%%mﬂ@%mﬁf%ﬁ%uammmmm%ﬁ%
BT, B0 20 404, B SR, FH T A, HPLC SR Sh e Ty s e & &, H S 2, &%
FORT &R 3H.

[0096] K 3 fEF R e 45 1

[0097]
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%5 L3615 1 st Ee 4] 1 EHAB) 2 ] 2 5645 3 stres] 3 xFEee) 4

ESES 96.4% 79.2% 97.7% 78.9% 96.8% 73.2% 76.3%
[0098]  FHE 3 WJAN, SLHtifE] 1-3 1l 2% 1 JIE AR 0 0 A 2 A 2 1 v T b A 14 i
JEAARTIF B E 5 o 10 B 2450 A A B i FH s 2 AR o3 B 85 224 i 2o FH A AR e B
B 22 1) B o0 FH =9 B A, e A5G SR IR TG AR B s 2 AR i o A R B Sty 1-3 i
8% PR I A2 70 P A, dah 26t 8 2 i T 0 SR BT RGBT AR 57 A A R
[0099] X464 3 e e
[0100]  CBEAS A BHSE A 1-3 RS LB 1-4 w0 £ R b A0 _E v v 5 F Eh Ry AT
MHER (b5 120100526, Y175 B3 38 R 25\ 4 A B 2 71D 43501 B T il 40°C W AHXEREE 75% 11
AT 6 A H L AT IE I 52, SLG gE OR TR R 4 .

01011 & 4 hnalikee 45 R

[0102]
e 1] A dh PEIK HEAMR (%) 2% (%)
0 A A 1 a ek TR 0.89 99.9
F 34 2 b &%k FHR 0.90 99.8
.45 3 fexk TR 0.92 99.8
2t A 1 b &%k FHR 1.14 99.5
2+ 5] 2 f ek TR 1.16 99.5
2+ LA 3 8 E TR 1.18 99.4
2+ A7) 4 b &%k FHR 1.14 99.5
[0103]
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b 4 8 &% TR 1.25 99.2
F 4] 1 8 &%k 0.90 99.9
F et 2 8 &% TFHR 0.91 99.8
F 45 3 8 &%k 0.91 99.7
| st pb ) 1 8 &% FHAR 1.22 99.2
st Hes) 2 8 &%k 1.20 99.1
2+ pb 5] 3 8 &% FHAR 1.23 99.0
1 e 5] 4 8 &&FH LR 1.21 99.1
b 7 8 &% TR 1.49 98.1
F et 1 8 &% iR 0.91 99.8
FE 1] 2 8 &% THAR 0.93 99.7
F et 3 8 &% FHAR 0.92 99.6
) A 2t ) 1 8 &%k 1.42 98.7
2t b5 2 8 &% FHAR 1.43 98.4
2t He ) 3 8 &&FH LR 1.45 98.5
2t b 45) 4 8 &% FHAR 1.44 98.6
k77 4] 8 &% TH A 1.57 97.4
Faet 1 8 &% THAR 0.92 99.8
F 45 2 8 &%k 0.94 99.6
F et 3 8 &% FHAR 0.92 99.6
3 A 2t A7) 1 8 &&FH LR 1.90 97.6
st pe 5] 2 8 &% TR 1.91 97.5
K] 8 &k FH LR 1.92 97.4
2t b 45) 4 8 &%k FHR 1.91 97.5
b ) 8 &% TR 2.08 96.3
F 64 1 8 &%k 0.92 99.7
F et 2 8 &% FHAR 0.94 99.5
F 5] 3 8 &&FH LR 0.96 99.4
6 A stk A5) 1 B eAk TR 2.09 95.8
et pes) 2 8 &%k 2.10 95.7
st pb45) 3 8 &% TFHR 2.11 95.8
st He 5] 4 8 &%k 2.10 95.8
L7 4] A 8 &% TR 2.24 94.9

[0104]  HHFE 4 nT%0, Ik 6 I, Bl fnnt el 1-4 ()& =BG, BT e A
K IR r%: E%ﬂﬁa@%)ﬁ%&iﬁﬂ@m Ui A B AR PR

[0105] A ! 3

[0106] Wﬁ%ﬁlBﬂﬂw%14%%Mﬁm¢§%ﬁ%H‘%U?Oﬁ30ﬁ6ﬁﬁ
90 KA 180 &, sE K r, MsE %, 5 0 RAE 258 R, 1B R, & R oRn TR E

591,

[0107] 3 5 BIF LR
- BRE (%)

[0108] Faabl 1| FEakbl2 | FhAI3 | Arepl 1| el 2 | Al 3 | 2T 4
0X 0.31 0.34 0.32 0.90 0.87 0.93 0.90
30K | 034 0.36 0.39 1.39 1.56 1.81 1.52
60 X | 045 0.50 0.49 3.65 3.34 4.34 3.41

[0109] 90X | 050 0.58 0.57 6.41 4.57 7.62 5.65
180 X | 0.59 0.66 0.68 7.88 8.39 11.77 7.65

[0110]  phK 5wl A, I AF I, AR WISt 1-3 m il (0 SR R FT IV RENR ST (A A 771
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B ARAAS K, T A 14 oh il B S 02 U 2 8 M G K, G A2 I 7™ 3, X B0
A B Tl 4 10 ER R TR NG AR 5 7R B AT B v RS e v, R B T IR SR T IR 1
%%/E**F;EHHE?:%%J%UW% P,

(01111 34 i
[0112]  H 48 ) jwdiﬁm/\ﬁméﬂ REZH 53 03 S 4 25 SRt 1.3 Bkt e ggl 1,24 H il
B RIVE SR, LA R T B 6 R 0 01 8% REVE 59 571 L5 220100526, Y175 B 3% e 24 MU B 43 45 FR 2>
HDL EST RN 2mg EHIRFCIEE BE (LUFEHE B . 4525543711 0. 5h.1h.2h.4h.6h.8h,
10h.12h.16h A1 24h, SFIfiL, M FEZ AL RIS, LA HPLC-MS E300 5 ML 2459 5 . £33l Sic g 1.3
il £ TR SR BR FE Y BN DA 5 700 O B A 1-3 w5 1R SR R FE 972 B I A4y S 7 F i
A ER R FEIA R REE S TR A M 2594 B 5 I TR) R DR & it e, m TP 1 v

(01131 P& 1 vl %0, S5 A 1234 vl o4 1) ER BRFE 111 R g ot Ay S 7 F0 i 5 R IR FE
TR BRI O AR S R0 A L, A B SIS it 497) 7l o 1) SR R FE 91 2 B I s A4 v 4 A1 2 A7 DL R A
B LA PN TRV Ik 358 U 2% 0 AT BAS 23 A B ) S, TR 3 T 3B SR AR, 2R R
TN o AR R W it 497 1) % PR R R FT I R HRE IR B4R S R0 A — R — IR & 24, AN T IR
HR TR PR BT N oA sl 570, LR TBCEE R ) 2

(01141  TkszHM:

(01151 ply b dd it DA B S0 A91 10 &5 SR vl 401, A BH () R BRFE v 25 R i Tk B AT R 4 1)
AL, FIORLZIN , R34 5], A3t 26 ey, B M vy, Y3 TR AR, FE AR PN 45 B e TR, 2R R0
i, B R TN A

fo116] DA bad aeb 2k S ih o e ORH S A8 6 A K BHAEAT T VE 40 U B, AN I RV A, JX A8
B S AN AR i B P 0 TR JS A B 261, A D 25 A B )R A R LR 5 B PR 15 L T 5 T A
X AR g BH (R B AR T %6 S S5t 7 A3 AT 22 PG  SeadE g 4k, 1K 6 18 DRI 9 N AR e B 1) R
FHEFE A

01171 AHIE e sl g - SN2 2% 30K, AE S I 2%
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