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L R BRIB MG 5 2 1 A0 AR MR R, LA AEAE T - AR 2 R N R i, BB PR
[LENST Wi PR ANy SE S S dep (AR v

Hrp,n AN 10 ~ 40,

2. RHEBCREL R | Tk (A @A 3R 2 — B AR I BRI , HARPIEAE T, 4 AB AU ik
BALRY), I = HEAE 500-2000.

3. MRABE AR E SR 1| IR S A BB 5 20 T S il e MR ER (1) 1 46 7 v, HUSRIEAE T,
K0T A BRI 4

HREMARRY AR, B TiEE S P . HIEWRSEA LR EA +, fE 1L
FIRFER T, BEEUKE 1 h-2 h, ARG 5EARISKE o R leiEs (SP, 1) 7E 25-35
T NARY R R 12 h—48 h, &5 B Al 15 2R 2t R 9 TIT, L & 2 ARk i
R, A AR 2 F, Bad#— Do BB REA AT - FEAR - RO HE
W RIREE (SPG,, IV) ;
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4. MREBURNELSR 3 Bk (] & J7 1k, HAFEE T, Frid R EE R S 2R N

BRI N- T -L- BER —1- F8E.

5. WRAEBURIE SR 3 Fridk il 2 5k, HARFEAE T, Frid b 1- (3- AR
) —3- LR LR R R BN 4- R E N E BN E I A

6. BUFIELR 1 B 2 Frid S @ RAE M K 5 2 B PR ml IR BR Be AT M A% 18 R G P I R
H o

7.BURIER 188 2 BTk B S BRAS U I 2R & I SR A I B8 B 1 9 245 W AR BRAS A 771U
e 3 2 ] 352 R

8. BUFIE R 1 8% 2 Fridk (A E ERIBAR R £ 1 i IR IR Be 18 A A M BUA BB Im 7L
R rh M R AR sk | (LATL) HHEIRIA

9. —PhERZA YKL, HAFIEAE T, DABCRIZER 1 B 2 Prid F 4 2 BRAB 1 1 2R & B Bl
NEERER MBI, IR R I LN ZIE 1 , 3 Rk M2

10. *E%Eﬂﬂ;&k9}5)%55’]?1362“%7{%&,%%1&?? IR B K PR 254 R AL e o
TS RSB ME 2 B A E 2 L AR R B R AP AR P AT A ﬁl*
2559 DNA j SiRNA.
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BRERIEIHHR C B B RERRAsrY S| & L H AR R 51
BRI N A

B GuE
[0001]  AJ B & T 25 b 5P B lURLR R 77 B4 S50k, 8 S ANTF] PEG B KIS 2 - o —
st LA I R TR 1) ) 2, S LA B R A R HE EBhBE il 2 A 3 R b IO R

BREAK

[0002]  Jifsg (A PRI AL AL A% 5 IR 7 v RIS I SR e s A, A R e is ik AR
FEIR e i B TR IR, BUTHIOC. TR, I e i gg A ] Bk i) B S 280 i s A4 T AT K
R LSRR T IEE R AR ER B T RERS 4R R U 291 Ry RO Bs b 2RI
RITige 2 T EE R 25045 34 22 G, PEG AL RO GK B4 T A B o - S MURr A OB TR, 20
SERGAKRLAR A G ER IS [8] L 3G INFECAR B 20 RIS 1) R4 o AR BUR 25 idik TR, LA
R RiARIA R IR N AL T, R — BT AU L 3 R

[0003]  JITJLAFR, MORMEZ B OGRS 2 I 5 3 A4 48 1 (1 9 RORE 1 770 RO B 7, e A1 I i
X AN T BEAT F B AR M R B 1, SR L 32k B 3% e AR i, Je il e A4 LR i
JRDIEAT R AR IR B S5, SRR PR AN o R G TR R DA SE Bl e 4 e v 38 10
Feia ik 2 B2 A0 M P i, 3R INFRT SR B B« B, BE 2 OB PO R s iR PR 5 52
PRSEIR], RS T B ia Ak B B R TEANILSS o 7ELL, BAT) & LT FEAN A R S IVEAT 2 5 1) 3
S B i) GRS iR A A b R A R TR PR R AR IR FL B4R 1 (LATT) R RCR 52, LK
AL YRR eI AR TR VE R 32 . AR W% T RE MR - &R - R 4 B R IR R
B, R ARG T 9oKRL A 1 5 1280 R0k TR, B 32y & e VEAT 281 RS0
5, e AR A SN A N S DA R A A R R0 R o 7 U AR [0 B R D A B K 1 770 ) 2
WiFAI S T 25 4% 5 R 4, 5 BA R R RLAT T 5

REARE

[0004] AWK B BOAE T R0t Fi 2 AT 0BT 48 1 PR RE 2~ 5 30 BERT LA B B B 4
B BB SR RGBS T K PR PEA B - &R - R 2 B A IR R -

[0005] AR I A BT HAE FRAF PEG BEK A 2R - 5K £ B S Al IR IR IR 1)
il % 5

[0006] AWK SR =~ B (2 FR O 2R — I 2 s b i IR I £ 48 12 25 W e s v 19
fER

[0007] AR AIEIL LA R S SeH Bk 1

[0008] IR — B4 —HE A AR IR BRI R TEAL R DA IR AT 4Lk, T2 AR 4D
Sk ZRBITE, K VE R AT AR IR ER Y 5 e 2B A RO BIAT B A2 A& FiAR e TR 1T L4
EREREFHESRAIE =Ry

[00091  Frid A4S B RS ) 5 £ — 85 P00 g R i ) &5 R JB KT F

[0010]
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\Q
N N I TIN

B TR 3
. i 8
SN N SN pS: N

RO N v\'\N e {}

[0011]  FriR SR R RL, HAREAE T, BT R SR & B R 43 &3 500-2000, n 2 10 ~
40,

[0012] Al &It FE SR BRI Z R A AR, a0 N- R -L- AR -1- I
(Z-Glu-0Bz1, II ), VA TiE & & F . ~FREVWEEI R GRS, BT ER T,
Wl (3- IR ) -3- L WG R £ (EDC) F1 4— T H 4 FELMLE (DVAP),
BEJEUKH th=2h, A G 5 AR KR o R IE RN (SP, 1) £ 30°C N2 R F &
N 12h—48h, £ 43 55 A4 15 3 9% 2t B K R 1. T4k & 9 4 AR mge ab IR s o2, i 4 25 &
BRI B A, B — D B Al B B R AN EY) - AR - K PR R
(SPG,, IV ),

[0013]
Ny
& & __—
= NG & S § N j Q N
R \x‘“m”v"“i\gs@”\,}*‘ﬁﬁ 3 E
S o A i i
® HY o N ‘*’f;?" ?\\
; "N'\Wﬂ"'& g § E
iﬁ?&‘\ e »-%\‘% i

]
{ i
Q N e ; N Q"“'ﬁ “““““ ”\‘% ' ,\{.f“:}
N RN
EDCIDNAP AN A %/ } K; {)I
\\f "‘ﬁ," N’ﬂ“‘, ’E‘ 0 Q‘ \“-:::::;ﬁ:-\b e
; -
Q’&‘.v\\_\\‘_s.w"”
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&
PR O ~ I Py
.“...........* t,\e"\\\, £ \f \ﬁ.s" e R R ‘ﬁ»f "«.\_\‘,«“ \"\,\ : =
#2 i % \g
\,wr"\ AN § 5
e

[0014]  DERT n N 10 ~ 40. ZEESYNEE AWK, 5iE T &P Ft N N- R E;
Fié . R RIS A ALVA TR
[0015]  FFIR MU AR — 58 20 1 1l I PR IR A — Ph RS o ek 2 3808 e A2 1) 32 B 2808 ) 44
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[0016]  FTIAMIB AR — 8 £ I S hf T BR R v] DA T2 A 380 A2 e 2 L = B
PR S oo 29 3 ke 25 JE BT 28 25 AT — M0 i B AT AR A 5 2 R SR 254 /9 DNA
B SiRNA [ R AR R 2L LR IL TG K KL (SPG, PLGA NPs) , HABM 77 v ] SR F ALV 771
PERIER 2, TR TR PR 8 LIRS EIR - RO R R IREE M R IR R R 2
BRILEY) (JREL 1:1-5) EREMTIEEM &R Hd, HINEE S0 E OHEEKER
L RS S IR IE Y B )5 5 45 21 5 A ) PR R g oKk

[0017]  ARKHEGLU TN ERR Ml & — M m R E R e - 84
MR - 5 B SR R IR IR , B & FEIRAT, ZHE. Pl & AR - B L R EIR
BEAZAT RGN, il 24 AT (6, R AR/ B —, BB m, Fa g Phay, S h A . AR A4l e sk
T8 A4 P 1R S BRIE B A R B A R — 58 £ T SR T TR T 4 1 1) ) oKk A B )
Jiek T A0 ) P RO 1 9RE RBR

B &35t AR

[0018] [ 1 AR SLHEN] 1 AR - 5 4 1 500 AR ERES (SPG,) HREXILEY)
SEFYIR) THNMR 2 B

[0019] [ 2 AR BHSLHEN] 1 IS AR — 5 < BF 1000 HLAHIEFRES (SPGy,) HRELIL
ZERIR THNMR 2 B o

[0020] P& 3 AR BHSEHEN] 1 BIFSEIR — 5K < % 2000 HAHTEEE R (SPGy,) KBLILERY
ZERA 1K) "HNMR 3

[0021] B 4 AR SEHER] 2 FIFRZG BRI - 58 £ % 500 AT T ER Ba 214 1) 5 FLIR 3R
FR I CBRIL TR AUKKL (SPG,PLGA NPs) [R5l 6 Ul 5 i R 42 [ R I A FL B I o
[0022] [ 5 AR B SRt 2 A 28 — 58 £ B A IR RR BRAZ 10 () SR A2 BE 4 Kok (PTX
SPG, PLGA NPs) 7E I HhFs e PEidE

[0023] .« 5% SPGL1O NPs 5% SPGLO &M 4L 42 1 PLGA 4Kk

2
N3

[0024] s 5% SPG25 NPs 5% SPG25 &AM 4E A28 PLGA 4Kk
[0025] 5% SPG40 NPs 5% SPG40 &4 (K14 A2 PLGA 4K K
[0026] - 10% SPGLO NPs 10% SPG10 &4 {14842 B PLGA 4 KK
[0027]  «e~ 10% SPG25 NPs 10% SPG25 &AM 42 A2 H PLGA 4Kk
[0028] s 10% SPG40 NPs 10% SPG40 &4 [ 442 B PLGA 4K K.

[0029] K& 6 AAKEHSZHEN] 2 A EIR - K £ B PR IR BB B0 1 B AZ BEG KR (PTX
SPG, PLGA NPs) {&AMEERALE ;
[0030] s 5% SPG10 NPs 5% SPG10 &4 [ 4642 B5 PLGA 44Kk

[0031]  .sw 5% SPG25 NPs 5% SPG25 &4 [ L A2 12 PLGA 4Kk
[0032] s 5% SPGA0 NPs 5% SPGA0 &R A2 HE PLGA 404Kk
[0033] e 10% SPG10 NPs 10% SPG10 &1 5K PLGA 4RI

[0034] e 10% SPG25 NPs 10% SPG25 &M 2 A2 S PLGA 44Kk »
[0035]  ~wae~ 10% SPGA0 NPs 0% SPGA0 &4 [ A2 PLGA 48K K7
[0036] W& 7 AR BHSEHEN] 2 FIAE IR - 5 0 B A R IR ERAB A 1 SR AZBE 4R K AL (PTX

6
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SPG, PLGA NPs) % Hela 4 f 4 b 22 i 2%

[0037] axol FAZEVEW 5

[0038] 5% SPG10 NPs 5% SPG10 {21l AZEE PLGA Kk
[0039] 5% SPG25 NPs 5% SPG25 &M [K1 5842 B PLGA 4Kk
[0040] 5% SPG40 NPs 5% SPG40 MM [f1 5 AZ B2 PLGA 44K K
[0041] 10% SPG10 NPs 10% SPG10 &1 [ 4842 B PLGA 4KK1
[0042] 10% SPG25 NPs 10% SPG25 &1 4 A2 B PLGA 4KK1
[0043] 10% SPG40 NPs 10% SPG40 &1 442 B PLGA 4K,

[0044] &8 A K EASLIEH] 2 (R AR - R4 B PR IR BRIE I 10 E 5 5% 6 90Kk
(C6 SPG, PLGA NPs) MIZR £ —FF A IR ER B A2 A0 1M & 5 % 6 49°KKL (C6 SP, PLGA NPs) 7F
LAT1 B3RIA %) Hela 20 2 Hh (1 20 B F EUI O

[0045] NN SPG NPs SPG &AM E H 2 6PLGA 9Kk
[0046] SP NPs SPAZAMHE & % 6PLGA 4Kk,

[0047] [ 9 NAKR B SLHEN] 2 2R - R 2 R RRR BB & E R 6 40K
(C6 SPG, PLGA NPs) FI% 7 B SBAH IR ERBRAS N E & % 6 49KK0 (C6 SP, PLGA NPs) 7L
LAT1 ARZEIA 1) NTH3TS 2 o (1) 2 o 35 B 0

[0048] Y SPG NPs SPG 211l & & 3 6PLGA 4Kk

[0049]  §88 SP N\Ps SP &1 & 2 6PLGA 44K Ki .

[0050] & 10 AAKBHSCHEH] 2 (A R 2 LR IR A AR — 5 < 8% 1000 48 T5 PR
BRI & E 2 6 9KKL (C6 SPG,s PLGA NPs) L Hela gl ffi [ ip e KR IEIRILIE 14 1 (LATL)
RIS A IR

[0051] & 11 AR BHSKHEM] 2 (AN E A 2R - 8 B 1000 HRAFIRRR B2 I &
H3 6 KK (C6 SPGy; PLGA NPs) SHERAISZMA

[0052] RN Nat SN FHIZEMPME ;XY Natfree NEE TR

[0053] W& 12 AR IR SR 2 (A R Z LR IR B AR - 5 2 B¢ 1000 F.48 5 RS
UK EE R 6 99KKL (06 SPG,; PLGA NPs) AR 4 “EE Al IEIRER A S 2 6 90Kk (C6
SP, PLGA NPs) 5 Hela 4ifufii [ KZ LR L a4 1 (LATL) $REXHIRZI

[0054]  SP :SP A2/ f{)# B3R 6PLGA 4KKL :SPG :SPG AZ i )7 & 3 6PLGA KL

[0055] & 13 AR EHSLHEH] 2 A2 - 58 £ T 1000 HEARIRER 21T TR 6 4N
K (06 SPG25 PLGA NPs) [FIHEHUMLE .

[0056] & 14 AR EHSEHEH] 2 (IR 2 R - 58 L 1% 1000 HAFRIRER 21T TR 6
KHi (C6 SPG25 PLGA NPs) X Hela ZMfi I Fh P K& FEMREE Ia 4k 1 (LAT1) 3G TR ETE .
[0057] & 15 NAK I SEHH] 2 (2R — 3R £ B 1000 $.48 Ja R ER 211 [ SR AZ B K
K (PTX SPGy, PLGA NPs) FH5E 2, — B B AE IR BRERAZ 1 K SEAZ BE 4K KL (PTX SP, PLGA NPs)
Xof Bl A AR AR K 2

[0058] s Saline ZEFRERIKL s e Taxol EEASEE VAW AL ¢ o SPG25 PTX NPs 10%
SPG25 &[R4 K21 PLGA 9 K4 5 - SP25 PTX NPs 10% SP25 &M [ A28 PLGA 44

7
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Kkt .

BRSHES T

[00591 " (28 it S it 9] () 5 Xt — 20 U AR R B AEL AN DAL oH A B R 1 Pk 1) < it
B R 2

[0060]  sLjiafsl 1

[0061]  PYFFAS[E PEG HE KA ZEE - 5K & B 500 T FR 16 (1 il 4%

[0062] N-"S4 I -L- &R -1- N5 (Z-Glu-0Bz1, 1), TdEE & Pk ~HHET
RS AL BIAFR R, ZE A FIE R T, 1- (3— SRR TR 5L ) —3— Z R — W i sh 1
#h (EDC) 14— —FRESENEnE (DMAP) , BEYEUKIR Th—2h, SR G AR K R 2 1 A8 IR IR
W& (SP., 1) 7F 30°C N2 {74 F 8% 12h—48h, &40 B aifb 18 335 & A S AR 0T, LS4
AR R S B, IR A R R R T 2 F, BEd i — DB A B B R L&A - A
AR - RO FEBRMREES (SPG,, IV) o MR

[0063]
““N\\&,\
o 5 23 §\ §
_,.f”“‘x_.sw""\..e*"'\«“‘\-\x‘g‘\%::-“"\}*‘Q“ \‘ 0 ]/
3 & f '\,« " [\».
K\,—\"”\;\\;»" TN TN \, Es
H&\T
Q
f i
‘i §JW\
£ QM&?‘
...... ,f x"‘x AN N {’\/ V\ \[ 1

.

;:‘3 N
PR . ; . W
f v\ /\\«\ "'\\'\,.» ‘”“\\,~"‘§\“ 5‘“{\\“ _‘\\Q\ % _,.o""\‘-‘ \.\‘wﬁx \\'\, ~,~v‘"&
. R{

\\‘”"'\ a

[0064] ZBEEdn 10 ~40, B2 — %m%¥iﬁ%0m%ﬂu%0mmﬁ7m$k
REHEIR . FEINA] & —im NI R 4 1, B2 A RR T =M R . F
2 " TERF &R BLA 500-5000 JEREA .
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[0065] SR FHAZ W AL 4R I 52 "H-NMIR 0% o 5 S 491 1 b 8 pal A R 1) 485 40, 6 P 1) 9 571)

9 d-DMSO, 45 40 1. 2. 3ppm, 1. 8ppm A1 4. 2ppm 4 H N A B F —CH,~ 1 —-CH- /Y H,

3. 52-3. 75ppm [A] {5 T4 K PEG H111 Ho 0. 8ppm Ay B A AR B B (1) —CH,~ [4F1iEIE . 1. 2ppm

N L i FR TR 1) —CH,— FOHRIEUE .

[0066] St 2

[0067]  FLAIEFERIEHI R BESBERE T R 6 IH R - K 4 B 50l TR R B 2115 1)

P N

[0068]  FREX Img BB EET R 6, AT InLb &P ET, I Ing BY 2mg SSHif] 1 4

(1A ] PEG K I S BRAZ 1 ) 5 & B SRl IR B IR BUR < - BE SR Bl IR PR R, LA K 20mg [
BIHMERILCRILEY). INZE 5mL 1% B 2GR KB, 5L 300W, 10min, Hitfkid

7, 3500rpm B 0> 10min, B RAEMZEY.

[0069]  “H& S s 2w ifi] £ (1) 4N KORLIE Ik ) 28 S A A0 12 A i 45 I 5 B SR Rk A2 DR /N A

JEAs, SR WE 4. ShACHEUET I E AN [FIEC 442 JE A PEC FERK A 28 - 58 & - FE Al IR IR

BEAS R AN KL, KR AL Y R ZE 151, 7-180. 6nm, BI04 B ML K R 524

ISR kAR 35— BRI o

[0070] 3R | AN[H] PEG BEKATEL ) A4 K125 X T Hela 4 1C,fH-

[0071]

ICx Taoxl 5% 5% 5% 10% 10% 10%

A , SPGyy SPGos SPG g SPGqg SPGys SPGyy
(pg/mL) NPs NPs NPs NPs NPs NPs
48 h 0.024254 0.33745 0.65989 0.26098 0.52679 0.60615 0.1.6809
I2h 0.000415 0.05539  0.03805  0.01717  0.02023  0.04341  0.00273

[0072]  SEjiafsl 3

[0073] AR — 5 £ T SR A R TR B A28 U1 1) 280 240 A KR A L Hh B 2 T B

[0074] & HESC ) 2 ] & 2 2R - K £ B SR IR IR TS A8 T 1 B0 2 9 oK R, o 40K
FiE T & 10 % FBS 1 pH 7. 4 B B2 £ 22 ol i b, 18 3ok 20 25 06 805 I 5 &% 49 K ki AE
Oh, 1h, 2h, 4h, 6h 8h, 10h, 12h F1 24h [FkifR,

[0075] & 5 45 SR A FIBCARAS 1% P2 AN PEG 8 KN AIR - 5 2 1 Al IR R Es 151
(R FR 2 AR RE A B I R R e P

[0076]  SLjiEfs] 4

[0077]  H&EFR - 58 & I S A IR IR e A2 1 1 30 25 A KR4 A BE TR0 3

[0078]  RHAIBEHNTIEFHZELH 2 hil & F IR — K £ 1 SR A0 TG IR T 4 1 1 38 24 40 KRz 1)
IEINBEZIRAE . FEEX 200 1 g BB RIS IR T Jmr 48, B @ m R 5, ol BT 5 H
30mL pH 7.4PBS( 2% Cremophore EL) BB B HETE i, 48 37 CHEERZ 2% 1 BA
100r/min FEATARSMRE U 52, 3 HIAE 0. 5.1.2.4.6.8.10-12,24h HUEE 2mL, [F] 1 33 By
SEECH FF TN BT EE 1K) 30mL BE IS E’i W B 2R 0. 45 um TUALIEIRE 38, B 20 v L #E4T HPLC
e
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[0079] &l 6 45 R RINB AR - &K & B A IR ER B B A GUOKRORE 2 22145 , I HLFE
¥ PEG BERI3E N, B2 T T B 5 Bt A5 80 [m) MR M U 28 B2 I 380, RE 250 il 2 T B
AN[FVEE KR PEG 5 gRoKRL A 1 B8 % 72 40 KRR 2 T AN [FRIRAS IR, PEG B REKAIZ
265 S PO 184 0 B T2 R ) 7K A 25 350 R T S 22 2 WD R T

[o080]  SLjifafsl 5

[0081] i fig & 5256

[0082]  HGAb T HUE KA N S 3UE4IM (Hela) BA5X 10"/ 4L /0. ImL ff) 1640 15571
T 96 LR, 24h JEAESEHEG] 2 fi & R AR — K & R A IR R B AR 0 B 25 9 Kok LA
AN [RIAR BE 43 I ASAL > BEFLINN 100 1 L 5 GK R, BENKEE 3 AFAT AL, BXEFe4E+
MEH . 3557 48h A1 72h Ja, AU 96 FLAR, BEFLANA 20 1 L ) Smg/mL MTT, 55740+ H 4h,
FUAR , H% 96 FLAR BT 9848 78 W 5% B8 VA4, BRFLANN 150 w1 DMSO T-HR%% 2% %%
10min, BEFRACIN 52 %FL 492nm &b FIWRSGRE o FH A3 2 .

[0083]  HlIH[Z (% ) = (1-Ayzq /Agsmg, ) X 100%

[0084]  MTT Vil 5E B A EAZEEGUKR R A M s P45 SR an ] 7, AN R R 25 oK R E T
Hela o #% 48h 1 72h Ji5 , 40 B 401 61 2 B 225 490 R R0 SR A I TR) 38 i i 366 0K, 9 H oG48 e ry 44
il FH B A 0 [ A R} 25 P2 P 165 T T 3 9

[0085]  sEfiEf] 6

[0086] iU et X 5256

[0087] % LAT1 R IAH Hela 41 B AN LAT1 {32 1A () NIH3TS 4 g A 2X 10°/ L /0. ImL
(1) 1640 R5 771 DMEM £5 7238 T 96 fLARH, 24h Jo R SEitif] 2 il & B =R - R O 1%
AR IR IR ERZ M & B R 6 4K BUR 4 I A R IR B2 11 & & 5 6 9IKKL, H HBSS
IR BEAE A B B8R 6 B EIMA S AL, B4l 100 w L, 4T 3 4L, BRrF#FHIEE 1h
F3he FEIE.FALIMA G001 0.5% TrtionX—100( 7 0. 2N NaOH) [ PBS VAW I B # K
HER the B, FEBUR A 458nm, KTy 526nm Wl 2 4 M 4 58 GRS, F4F BR AL
HATEAGEINE, it ERE.

[0088] 4 MoK 45 5 WK 8, & 9, 7F LATL misymitk, Sk - B 2 B i fig ik
BEAE M E 23R 6 9Kk 140 M B &= 25 b 3R 20 1 il i PR BRAB 1 1) & &K 6 4Kk
i1, FF HL A SR M b RS 2 B 38 0, A3 EOE N . e LATLAARR B IR, IX P Ap )
KL AH B FR R AR T IR AR (1 55

[0089]  SZjiEfsl 7

[0090]  AN[EIZEERR YA B 2 BRAB I GKKL (C6 SPG,PLGA NPs) 5 LATL 454 K520
SEEG

[0091] K LATI I[N Hela a0 M LA 2X 10°/ 4L /0. 1mL [ 1640 B 32BA1HE T 96 1L
MR, 24h Ja S22 il A IR — 58 2 2 1000 S S ig IRER I 1 & 5. & 6 9K,
FH HBSS Z2 A BEEBUH R & 22 6 B, S A RZAERIB AN E, A&,
FL 100 L, AT 3L, HEACHIFE 3he F LG, BAIMA 011 0.5% TrtionX-100 (&
0. 2N NaOH) [ PBS AW BAEARHAER 1he BEJG, 7EBUR B KN 458nm, K 5T KA 525nm
R N FOGEREE, X RLHAT E A S EE, it B E.

[0092]  Z5& a0 sLan 45 R ILIE 10, 45 R WIME N LATL SR PRI, se A R OR TH 2 1R

10




CN 105315455 A w Bg B 8/9 7

XTYRKLAN LATL (254 1 R AT B SR il 4B A, 17 LAT 1 ARG A iS4 » 5 0B AT A R A
GKRAT LATL [ 45 A R I T8 B SR A A, AE B EE [ g KRR e TR IR 45 6 LAT L,
[0093]  SEJEf 8

[0094]  AHNESF I IR B I G K KL (C6 SPG,; PLGA NPs) FHU ) 520

[0095] % LATI =383k K Hela 40040 M L 23X 10°/ 4L /0. 1mL [ 1640 £5 32 AT 96 fL
R, 24h JEW S E R 2 H4 D ER - B2 EF 1000 SRR EsEMi & 5 & 6 90Kk
BUHE 20 1000 SRl R R ESIE G & 2% 6 9UKRL, HH S AN B F RO B AN S 4N B 11
PR RE O RIS B R 6 B, IS, ffL 100 w L, P47 3 4L, B 37 CH iR E
3he & FJE, BALIMA 5011 0.5% TrtionX—100 (2 0. 2N NaOH) (1 PBS AR IE B ¥R 1k
F 1he, BlJG, 7580 I K 458nm, K5I K9 525nm I 52 40 N 58 Y6 o B, 3 FLIEAT
HEAGENE, it HERRE.

[0096]  Z5ASZMASRIn 45 S WL 1L, ZZ Pl R 15 S AN B X A &L — 58 2 1000 FR AT
NEMRES MM B 2 6 PRI 5 2 B 1000 AT SR BB E &2 6 Gk 5
FIEFZ M, I H A GUERAE R B N KR UK SR i T RAZ MR B 9K, UE L T LATL 44K
B U B S AR R Y

[0097]  SEJEH] 9

[0098]  A[RIZZEERA B ARSI YKL (C6 SPG,, PLGA NPs) TEHEUKH2MA

[0099]  # LATI =83k ) Hela ZHMOZH M LA 25X 10°/ 4L /0. 1mL [ 1640 5532 AT 96 fL
BRP, 24h JE S22 & R AR - B 2 1% 1000 Al e B ES S 1 & 2 6 9Kk,
FH HBSS Sy BE B [F) (1) & % 6 IRSE, HE SR EEIRIE A 350 )5, I &AL,
fL 100 w L, 4T 3 L, & 37°CHIFE 3he 7 LiF, BALIMA 5011 0.5% TrtionX-100 ( 7
0. 2N NaOH) [¥] PBS V& T BEARIR R IEA 1he BEJG , 7EER Ky 458nm, K5 Ky 525nm
I 20 B P 2 GRS, xR LT S A S R e, IR SRR

[0100]  Z5&2Nmasiinos F LK 12, 45 R MEN LATL SRR, s A IR ZR TN 2 R
XTARRLFN LATL (25 A R B SR Il /B A, i1 LAT LA SR G4 » 3 U R A0 25 B 4
GARRLAT LATL 145 &1k #2170 B B AN /E FH 5 IUE I 38 ) 4 KR I ER U 28 LATL /519
[0101]  sLjEfs] 10

[0102]  BEFRIEIMGIIGERE (C6 SPG,, PLGA NPs) F5EEUAL I S2is

[0103] 4% LAT1 @R i& K Hela 4040 ML LA 2X 10°/ 4L /0. ImL [£) 1640 15 32 ATHE T 96
LR, 24h J5, B A IMN— B IR BER 25 N B 406055, I AL, B24L 100 1 L, °F4T 3 1L,
BI3TCHIEE the BERE St 2 Hl& KA AR - 5K 4 ZFE 1000 A RIREZIH & &
6 KK, HH HBSS SRR BEEICHIH Y& B 3R 6 IRIE, FE-5 M0 M 1 B 4 5RVR 535 2
s INSALH, B 4L 100 w L, AT 3 9L, B 37CHIE 2h. F BiF, B4LINA 5011 0.5%
TrtionX-100 ( 7 0. 2N NaOH) [¥] PBS AT EREIRH1EH 1he BEJE, /EBUR B Y 458nm,
RGP 525nm I 52 40 P8 SRR, FE R ALIAT E A S EIE, I EIREE
[0104]  Z55 ML 25 3 LK 13, S 9RRIN N IR MR ERBTE R MG E B2
AT

[0105]  sEjEfl 11

[0106]  AEERIEIHRI GRS LATL 75 1 1 1 4%

11
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[0107]  REsjitafs] 2 il 4 (43 2R — 58 < % 1000 FR A% T R s A2 115 X 9 KR HBSS #ivRe
B EIREEINMN Hela 40, B 37°CHHEE Lh Al 3h. UEEZHM, X Hela 2 b (g ok
KEFER L a4k 1 (LATL) BHATHRRAG AT S Wik B HUKEE S ELHE R I 48 KR 5 Ak
AN KALVE A 1h A1 3h ) LATL S B M LATL 78 o A ch 25 1 .

[0108] VA PEIEFELE R ILE 14, ISR R GIKRL G, LATL &8 A IR A R AR, (H 2%
T LATL g (A, 7E AL Lh AR TN B, 3h AT AR 34 0, ik T LATL K 8 A 28k S5 i
o VLR R GRRIAE T LATL R &G, S H— AN EHENGIE, SECLATL 7EE 1
TE TR M, B R YUKk S LATL F/EN SR 8, LATL IR BRI -, B B LATL & &
HEL BT

[0109]  SZjEf) 12

[0110] AR ERIEH I GNAKRL I 252K

[0111] AT XK HART 4T1 FLARSE AN M A PBS ¥t 3 ¥k, A PBS 1 il 40 i Vit =2 v 22 41
HEA 2 X 10°A™ /mlL, K- Je 40 M BV Rh T/ N BRAT U 8 5 5 0. 2ml/ H o #8257 T SR LIRS
AT BERRIG R ML . Befh 7-14d, B RATR A K E 100-200mm’, X far 78 /N B3 AT 2 i
WKiF ST 2525 g A /N BRBEAL 7 il 4 4, 43 0 A B R 2 (AR EE 7K ) W Taxol PTX SPGyg
PLGA NPs. PTX SP,; PLGA NPs ZH. XREZH R Nkes T4 2 Eh K, o &4 o 5 2 ik 5
Y5 FAHRLHI T, BERG 2d 525 1 IR, EBAZG A IR, B 205 80N 10mg/ kg 4524 o, TR WS /)N
SRV IRAS B, AU bR R DU S R AR R R AR AR S A S OR

[0112]

B = o ibohitoh 2t
[0118] 25045 R ILE 15, 438 SR AL IR A BUHOE I K, Taxol, PTX SPGy, PLGA NPs Al
PTX SPy; PLGA NPs 416 W SR Al R A= 1, $LFIKKLPTX SPG,PLGA NPs ZAX T Taxo L A1
RIBUH PTX SPy; PLGA NPs Z1HAT HEAS AR AR AQIH L R IS R GAOREAE AR Y REAT 2L
HBTSUH I G £ ATL IR L B2k ) LATL (AR (SR, B0, 7 AR 1

12
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