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(1. PER2ER R TR AN TR E R E S, Jba 1001905 2. dbaifb TR AmREE SRR, dba 100029)

8 . RHPCERFAGE . PR FLAE R A T SR ILIR(PLA) T AR, LW T 3 R vk Bl ek i3 — 1.
K TS L FIHEE P 45 5 PLA RSP RRA2 50 510 0 1.022 F110.987 um, Z-HURSS A4 0.133 A1 0.145, ifi
PR 1 PLA TERFIIRIAR N 0.906 pm, 253 BURECN 0.005. 7ERCHEAE b, KA PO T2 H 45 T 2R
R BELR-2HE L)LY (PLGAV M E (LR £ ) iR B AL R Y (PELA)V R AL IEpdEk, ~F¥Rif2 s 5k
0.906, 0.987 F1 1.015 pm, ZAHIREIIN 0.005, BTN 3.89%, 4.93%F1 3.18%, HLILZ 50K 63.2%, 71.6%
1 51.3%, TEBERRERSEMT T REIK 60 d J5, PLGA fUERIIZIWIREIR %N 83.87%, PLA f¥kh 50.25%, PELA f3kN

41.27%.

KA PRIEBILL, RILMRIRER Bk B2y, AN

FESES: R4S XERARIRED: A
1 w5

SRR T B — Rl R (R AR
FEY), AR HME— R R A S E O RS
PR 29, IR b3 R AT N SU AL
St R AT — e T Y, R R K
VAR 2 AK(<0.006 mg/mL), 25 2 Ak K10 AT R AZ I
25 1) 28 3 (TAXOL) i JTI I {75 11 2K S0 & 0 2 4 i
(Polyoxyethylene caster oil, Cremephor EL) 5 Z [
(Ethanol) V& A A AL SR AR 5 ke 0, SR L 511
Sy RIS N, HA w2853 m A 2R 1L, 3t pl
2P 2T Ay T IRIAT AT DL I SR AN A2
P AMNEE R EEAZ T 25 408 BRI R T )2 WESE. 2005
M, SRR IR B B R(FDAIE B E A4 6K
FZWEY KL SR B (Abraxane) BT, %A EH
BRI, R TSR AN B B e, RS2 21 PR,
g AR B s BRI T I 2 . B AN, AW
FERKRH FDA #tHE RIS 2 A AR R K w4
WA (1) 3R FLIR IS B 5 ) T 5 B A2 B AN TIORRE

SRURL Y o) ) (PR AR X8 — AT 4R g R O ) A
PERAEA R I BE B UIAROS, T EAT 1R )25 T ik i) o
A 1 75 LA AR TV 2 TR RO AT e oy A AR AE A .
PRI G S o) i, ABIF R FH R LAV (Premix
membrane emulsification) il £ 58 ¥ iR [Poly(lactic acid),
PLAYMIK, I HIAFACHE ARSI PLA SEREAT T
PLAL, R BRE LA FLIBRAT R /N S s — R4 ]
AR, RITHEm ki & =RV IR A

i BEA: 2010-04-13, f&[EIHER: 2010-05-14

TEHES: 1009-606X(2010)03-0568—08

A4 N 24 8 R R PR EE S

BRI RELR-F 5 4W) IR ) [Poly(lactic-
co-glycolic acid), PLGAJFIEE (FLIR—2E £ ) Bt
FW)[Poly(ethylene glycol-co-lactide acid), PELAZHTFT
SSEAIIEIEESY)]\%5 TR eENINEE 2 v p S €2 G P DT 6
RZMEIKF R ZEME LALR 25 Bk i, IR SR FLIR S AL R )
TEAAR N AT B R R P, T S 2 /AR Y TR A F IS
], $EmE2yr U SiAh, 3 R A R S
IR (1) 22 5 SO 3 L RIS T M 35T AR AR 2%
7, AMGE LTINS Y R I G, HRg
WA PR A A4 N TRIAT A, T s e L 2 RO FE R . DAL
ML R PRI A AR £ T R4S — AT #3110 3
PR FLR MR PLA, PLGA F1 PELA 30
(Paclitaxel, PTX)fEK, FEXTEKIEIL. 254 (i 5 M 44
ANBEIBAT A EAT T UL

2.1 IRFI R ALEE

BILI(PLA, 4T 10 kDa). WAL 1K)
JLEPI(PLGA, LA:GA=50:50, 7315 15 kDa)lg T 1l %
By a5 T, R (FLIR-2R & 1) i B IR Y
[PELA, mPEG(2000)-PLA, 1:19, 4> ¥ 40 kDa]ly -5
MR AR AT, FIZE(PTX, 71 i 853.9)
T AE B R A TRARA ], R LR (Polyvinyl
alcohol, PVA-217, A&TE 1700, /KAfE 88.5%) T H
A Kuraray 22w, G FEE(DCM)IE b5t E 255141,
NN T AE5¢ Dikma 23 .

YEB BT WML (1985-), L, TLPEA & i N, WlmigiA:, §il2) TR Ll T, MiRBER A, Tel: 010-62557095, E-mail: wanglianyan@home.ipe.ac.cn.
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BS 110S B i1 R F-(f#[H Sartorius A ), T18 #
AL E IKA 2 7)), S-450 7 e AL (S5
BRANSON A #]), i & 0HLEEE Sigma A#]), i
WAHOK R AZ 5 BT DhRElr) Zeta AT {X(J2 [ Brookhaven
Instruments Co.), JFC-1600 H.7% &5 15 (H A& JEOL
A F]), JEM-6700F ¥ A A48 i 1 W e (H 48 JEOL
A, HTHU(EEE Dura-Dry TMMP A ), 230 H#%
XHFIBE(BZ110223a, b P B RHMUE AR A R A ),
JEM-1400 i# 4t B85 (H A JEOL A F]), LC-20A 3L
WA E RS (H A% Shimadzu A7), THZ-C fHERZ & (L
TRRALIALAR) ).

P AL B R ALBE IS 5 H A SPG
Technology 247, K 10 em, #M% 1 cm, L% 2.8 um.
2.2 FWHE
2.2.1 ¥JRFLATEH % PLA Tk

& PLA ¥ T ST, — ek
[F) PVA JKEWAEAZKAE, OKA S 1F T R 3 LA
H4 AR 2 BT KR A 25 7K (O/WHFLIB, K L 7E it
NHEIIEREE R LA BRI A ok, 281K
BLOTEE 5 I, TR SO, A8 AL
AT ], MR- BRI AE 0.900~1.100 pm.
2.2.2 HFFAILEIE PLA Tk

e PLA ¥ T &P AR, — ek
FET PVA KA KA, UK 4~ T8 5 LAk
THAR A 0T AR P A 2K (O/WFLIRE, IV 4% A ik
2R FLI P AT HLEE S L A ek, 258 1K s
ORGSR, ARG SO, LA LA )
A, HITER R AR TE 0.900~1.100 pm.
2.2.3 PUHEFLALTL % PLA, PLGA, PELA 75 [ ERFI

BATK

SR JH P T8 LAk B AR Tl 4 k. o — i R
M(PLA, PLGA 5( PELA) T & FEEH/E A, —
TEWREN PVA JKEAE KA, 3 53Uk i 45 il /7K
(O/W)FHFLI (24000 r/min, 2 min). K H A3 P L
fekeE s, Mg s R E R AL LR 2.8
um), REPTAF LR I NG R X R LR
AL A ik, 258 KOV 5 IR, AR
LSS i

il BUEAZBEMERIN , B B 5B T
TR A, A AR, & DTV ]
L.

2.2.4 TYERRLAR 2y A (10 22 R T R 301 R 45

BEUEE G ORI A 2 8 7K, SRHA oK

FRIAR T BRI Zeta FEAT OGN 2 VB biA% S Lo A1 s

e — M 2 A BER, 2R, kit
sy — HUD EMEREEWON T WA L, AR
T, FIBYJIBY N —/ Nk B At TS ok 2
e e b, R B IS O FE B 42(20 mA, 120 s)
o, KRR G B TR B =, W H R RS
ATHRAL.

2.2.5 BASWEALIMER PR o3 A

S WAL TRIR 1K) 43 A1 R FH 378 53 PR 0 R RALE.
WS SR EVE T CRET, 1T 230 H (62 pm) K S RF
JBE b, FERRIR o — il P B ARIR 22 22 i A, RO LI
RIS, 7S g Mg isL.

2.2.6 TOREZ AR I E

S 1) E 1 43 T R T e OB AR 43 (HPLC) 2.
{3 451t Inersil® ODS-3 Cig H:, 95% /7K i shAH,
U 1 mL/min NEEBREEVEML, SN, AWK
227 nm.

KT BRER T (R SAZ B AT HER 52 5, 19 SR IT A2
FEARAE Fh 2 BIARUE I 2, AR T KEHFRICEAS
FEARAE S 10 mg, VAT 100 mL ZJf5//K -G (60740, @)
IR 100 pg/mL SEAZREGE & R B UG A5 T
8, 6,4 F12mL T 10 mL FEMESR, 152D 5N
80, 60, 40 A1 20 ug/mL FIFRHER, R ARG b
WHHAT S RGO GBI g, EFEREY 100 uL, LA AN
(DX BRI E ORI, G RN 5 fpr v i 2k«

Y=169699.96X+362652.4 (R2:0.998).

SR TR MR S B R HPLC e Tk R A2 I
TEL, BEESAG 3 ASPATEE, S5 RBCEISE. Rk
FEGTE : KEHAFRI 10 mg B BRI T S T e
A5 mL, #7220 min J5 TSR PRI, B0
¥ 600 uL, Ji 400 uL HAKFEZR 1 mL, {48
LKA L 60:40, KM [FIFE (1 ik 4 A F2E1T HPLC
WSE, VEFEEEA 100 pl. H4 Pl AR AR e it 2 B
ALRAFFE i B AZ BRI E 54331 10 mg flskH
ARSI R, 3252 (Loading Efficency, LE) £ 1!
Z(Encapsalution Efficency, EE)[TH& A W1 K-

10 mgfidk i 4842 i

L2 LE (%) = 100%,
BLHLE (%) 10 mg(fHER i) *
N 1 O S
THHREE (%) s x100% ,
Tt i o o IAEEEE
o R 06 = e <100

2.2.7 WERTSNRETAT (KPP
FERARRIL 5 mg B ABRE T 8 mL BHE/ M, I
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10 %

A 5 mL B #Hh 2 W (pH=7.4), HPE 0.1%
Tween-80(THEK KAL), 0.1% Tween-20(HEiE 71)Fl
0.01% LA AN HE ). BT 37 CHEE =k G A+
PRPEREILZS Y, PRFEAIHR Sy 40 t/min. [A]FH— BLHS R))5
HUH AR, 7000 r/min R B 10 min, AFER 5RO
GRS REIER FH B 155 1 i T R — R
29, BIEWOE TG 1 mL 2 /7KEH(60/40, o)VfiR
BAZREZY), ) HPLC Ve B 2. BBers
FEAFERPATA 3 IR, SR BCFIIE

3. #R 5%

3.1 PURARFLWEHIE PLA BRI T Z AL

K R B KA PVA KREE KA AR L
AT PLA WRJEFIL I ) 4 AR EIATHAL, 153
PRI AL % PLA SRR T2, et
B, PO AR R . AR PLA ¥R 20 g/L,
JKAH PVA S 20 g/L, AAHAFILE 1:7, TFLA &
B FiFAL R 24000 t/min, A 2 min, AT 0.6
MPa, FEREL 3 Ik
3.1.1 ZKAH PVA MBS BB AR 15— PRI i

KA PVA B 7K AR HI 4 PLA fk, it
AW 1(a)fi~, PVAIKIEN 5, 10, 15 F120 g/L 4
PET £ BB SERBRE A 23 00 A 0.949, 0.911, 0.883 Fi
0.871 um, Z4rHUERE5r510 0.063, 0.022, 0.023 F
0.005, KWIBE PVA WEEHE S, PLA Tk — A e
. KRB PVA A RS A REAE /K F T R) T
E TR, BLIEFLMIGERI, PVA IR, 1T
B, TR — T
3.1.2 JHZKAH AR LG sk b AR 34— 1) 5 i)

ANFHKAT R LL 4 S i) PLA BRI RLAE 43
MWE 1) R, WAKAEIRLE S 1:5, 1:6, 1:7 #11:10
ZAF R PLA BERIT-YRIAR 2350 0.782, 0.818,
0.829 F10.871 um, £ 4 L R E 43 71124 0.069, 0.049, 0.020
H10.005, K HIBE M AAAFLLCN, HEkRbARs —1
AU I A BE KA ARG K, FLIBAAR 3R T LT AR
BeAG, 7L I DRI A A SR I L2 vb, FLIBORIAE 3
—VEARL, S EURAERIRAR Y — AR L
3.1.3 JHIAH PLA ¥R BN R R AR 34— 1) 52 1)

4y HIFKEL 100, 200, 300 £l 400 mg PLA %1 10 mL
TR e P B A 10, 20, 30 AT 40 g/L ) PLA W
YEJhA, R PGB I I H % PLA Bk, HoRifs
SATWE 1), Frdek-FEki2 504 0.680,
0.748, 0.799 F10.858 um, 2 73 H R £ 53718 0.129, 0.117,
0.010 F10.005. R IHBEIMAN PLA 3R I, FAERT- %
Bk, kiR — ARG, XS BT hA PLA ¥R
K, HRRGEWRIGER, FEARRNE BN, PR
FERRAG, PEUMERRATIG A, T REMA] PLA W FEAK,
FHIFIR A 46 IO TRFL VR T )N FL 2,
FLIAEAH RS g i A A 52 21 85 1) i i ik 7L
SEBRER RS — AR 7
3.1.4 MR H SR I ERRE AR 1) — PRI R

43 HIALE 0.6, 0.7, 0.8, 0.9 MPa i i )7 Fifil4 PLA
ok, HoRLAR A L 1(d), FERIAE BN 1.091,
0.923, 0.824 F10.649 pm, £ 53 H R £5371°4 0.009, 0.005,
0.005 1 0.005, & Wi 5 1 35 SRR A2 1K 1) — PR R i
AR, ABXPRIAR KN — 8 R, Bl I s 386 KAk
RN 33K A DR Ay Tk JBE s Dy K, R S P LR ) B
UIDAE S N 0 1 U S N S R v S

7 @) PVA (g/lL) 7 L (b) Water/oil (¢)
—a— 5 —a— 5

— [ —e— 10 —— 6
e 6 - —A—15 6 - —A— 7
= L —v—20 I —v—10
o
s 51 5
2 L L
2 4+ 4
Q L L
N
(7] 3+ 3+

2+ 2+

| L | L | | L | L | L |

Pressure|

L(d
7L @ PLA L) 7H (MPa)
L = 20 F —— 0.6
® —e—0.7
6 —Aa—30 6 - ‘038
—v—40

—v— 0.9

5L
af st
3t 3t
2| 2|

L |
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Diameter (nm))

L | L
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L L L L -
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K1 ANF AR Pl PLA SOR (kL4273 A1

Fig.1 Particle size distributions of microspheres prepared under different conditions

3.2 REIARFTH] PLA HEkAIES—E LA
5 IR SCH A, 19 BRI IR I % 18—

PLA TERIIPEASAEW R Al PLA 3R 40 g/L, /K

A PVA MR 20 g/L, HZKAHARILE 1:10, KT 0.7
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MPa, SEBEUCEL 3 TR, A8 SO RO 75 2 T
B G POE L FLAGVE LG T Lo, A T2 4 S P
FUAG— 20, Ptk 5 1035 5 LA R (7] 4 24000 r/min
H13 min, R D ZFNN ] 24 120 WA 3 min. 2504
R FARPOE BEFLAL AT PLA TR0 7340042 43 1l
A 1.022, 0.987 F10.946 um, Z73HRE5514 0.133,
0.145 F10.005, 3 FPI7VEDTH] PLA THERF 198 FRL BT I

(a) Homogenization (b) Ultrasonification

AURARIM AT NI 2 . i FEBny W] B e e e L
WiERT ] PLA TUBRRARYS —VEdRde, T35 TR P ik
Pl PLA BECRARAN, KA ARS8, A5 N 28
W, BT IPRIAR 73D 2338 At R B (ARSI R 257
RA N R E R YL 2. PRI TR 4% 5 A
b, PUEBEFLGIE P PLA BR{ERARY —M B HAT
WML, AR A A L.

N W B~ 0O N
T

Size distribution (%)

1 [ —— Premix membrane emulsification
[ —&— Homogenization
r —‘0— Ullrz‘aniﬁcalic‘)n
. .

0 P 1
400 600 800 100012001400
Diameter (nm)

(¢) Premix membrane emulsification

2 =R PLA TRERA 4 F B8 NORLAR 20 A1
Fig.2 SEM micrographs and particle size distributions of PLA microspheres prepared using different methods

R REEFL LRSI PLA, PLGA 70 PELA S & BEREkMLIL T &4

Table 1 The optimal conditions of PLA, PLGA and PELA microspheres prepared by premix membrane emulsification
Polvmer Polymer Paclitaxel PVA concentration Volumetric ratio of Transmembrane Pass times
Y concentration (g/L) concentration (g/L) (g/L) oil to water pressure (MPa)
PLA 40 2 20 1:10 0.60 3
PLGA 40 2 20 1:5 0.75 3
PELA 50 2 10 1:5 0.50 3
8
@ A
7L —a— PLGA|
— L PELA
£ 6l
c
S [
5 5¢
2 L
g 4p
2 L
w 3
2 -
1 L 1 L 1 L 1
(a) PLA (b) PLGA (c) PELA 800 900 1000 1100

Kl 3 ASFIRE R I TR (K T SR A% 50 A1

Diameter (nm)

Fig.3 SEM micrographs and particle size distributions of microspheres prepared with different polymers

3.3 [RIEAEFL KL HI & PLA, PLGA F PELA #2573k
M 3 R EAARFEESRH KRR ILRR IR PLA,
PLGA 1 PELA, KM PUELFLAIEN M 250 S AZ B
BTSRRI AT AWITT, REGEH ST MEXTEZ
ERIES . B2 Z R S AR AR 24T It s . fi
) 3 P 2GR T &4k 1 s
3.3.1 BB B2 BRI 1 T S AURLAR 43 A1 1) 5% W)
PR I FL AL VA 45 1 PLA, PLGA F1 PELA #2514
BRIG R B T FORLAR o A i 3 o, 3 Rk i

SERIRAZR )4 0.905, 0.987 F11.015 pum, RS
%12 0.005, KU 3 FIHERIGRASAIR —, I HiE
T PR3 BE FL A 72 E h # 24 — Bk Uy T L 1),
MNFI3H H B, PLA A PLGA TSR 26 110 [ %63 H.
SPHUHELF, PELA FREREE M) S ILVT 244 AL, X
F BRI PELA [R5 K VR, ZEAR R R A 424 1
L Al R LU K () PLA A1 PLGA 18, [Hi 11
57K 23K PELA ' PEG ik B 115 K M E N LI 8 5
PR LR, BERE NN K 2, I, SEL
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10 %

W10 AE AR R T 1 e SR AU TR B FLIE (K 45K AL
PRI K PEAN 7] UK LB 22 4 d 25 58 T 25 ) A Bk
W BRI AT AN B 17 3 B8 2A AR R B A R AR AR 2
A7 AN
3.3.2 FIRER 25 WAL MR A 8 23 A ) W

FURIT, 5352 BRI BIF 5 3 B4 o TR K 22
AR AL ) £F U, T AT SCBAAREAS B (158 MR
R, AT ES B S T AN FE RT3 24 1
RN AZIE I A OL, SR 4 PR, g e

200 nm

(a) PLA

3.3.3 BRI 2 FRIA I AR 1 R

K Mg B LA Tl PLA, PLGA F1 PELA =
HAAER IR 2525 K 3.89%, 4.93%F11 3.18%, LI
RO 62.8%, 73.6%AH1 51.3%. H1T- PLA, PLGA Al
PELA [P2REKIEAIR, e AR, 2995
MR AR M AT AN, 299048 PLA fYER-F 2515
i, A ARETUERR I 1 25 LSSk 4 1) PLGA F1 PELA
WEkZ, fEfaskiid g, Rimgs ks, 5
A2 R AR LRI K PLGA TEKG; PLGA
B AKME T, WA RS, K520 5, FE
PLGA YU A2 ARUF WA R A s, 257 ek R
MR PLA BERKME, 5802 20 2 AR %
s I PELA fERCEK MR, TR A i, o
K255 PELA [RAH 4 B R R e K LR e, TR
2y R B AE AR [ A Rt b 5 i H ok, AT S B0
EESESIkORE By i
3.3.4 MR B BRI SN 24T R IR 5 R

AR B BT I 2 R AR SR TS T A an &l 5
7, ATBLE D, 60 d i PLGA PRI 25 R iU i v
83.87%, PLA Hl PELA BRI, 4370 50.25%F
41.27%. PLGA TR a7 R AL, 15 d Ja BRI
ik 80.41%, AR 2212 1M PLA F1 PELA f#k

(b) PLGA

Pl 4 ASRIRERLIT I TR Y S AZ ) 23 A i D

Fig.4 TEM micrographs of paclitaxel in microspheres prepared with different polymers

At FORHRSR KX MR 2590 S AL REAE SR N 1R 23
ATA —3E M, BKADIFERUKI PLA Bk 240/
FURE HLYI2) 340 TAEARR 25K IR PLGA Tl ISR 42
J/ N IR, AEBE SRR IR PELA fcek op SR AE il B8 K1)
FR. XU BK T 25 7E KT PLA W0 3%
IrAR, BEE T SR A, 9 PLA R AT,
2 R0k B BB [ 5 AR R TR R K PR,
SRR A, BT IR E MRS 25 1R (KA 23 B
CiiPNNTTESEE ESE/ 8 SE RN

200 nm 200 nm

-

(¢) PELA

DUAERT 3 d BEMBALR, 2 )5 PR TRUL 1

80 - ¢
S 70Ff
@ 60|
8 L
© S0
_g 40
g 30 I Polymer
g L —A—PLA
S 20 —e— PLGA
(@) L —— PELA
10 | L | L | L | L | L |
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Time (d)
Kl 5 ANTEIRA R 128 24 Gk (R AR SN RE AT D

Fig.5 Cumulative release profiles of PTX from microspheres
prepared with different polymers

PR AT B0 2 5 S TR R R i i K P R 2
PIHERCER A RIS Ko A ARG, OB 2iT 5 325 Tk &
EZLE )2 WIAEER A [ AT & (B 470 i,
PLA FPBFHAB KPR AL, AARMERE AR A ER: 2510
HRETR DOERIER I 1) 29 KV IR, - AL Rip
3 d BT, 2 AR s PELA TR AR A 5 HoA
Bk, K Sy BENPIR P9 R 2 A IR, (H
HI T AE 25 PSR WEAE IR A B0 S R IR A, JEEER
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B ML S RIEBEFL A T 5 BRI SR IR Bk 573

AR /N7 S 2 st /D HV RN, DI, ek
[LR N i AN e | A N Gt R S BN
HARMENE 1 PLGA flER N BATE H 128K, K9y

Sy HENTIER I FRE L2540, () I S 2 T A ek 9 i 2
NRREGEM, ERTAEG R, B0 T, DI
TR 25 LR R

(c1) PELA, 0d

(c2) PELA, 60 d

(¢3) PELA, 120 d

6 R E I A PERR TS

Fig.6 SEM micrographs of microspheres prepared with different polymers before and after releasing in vitro

3. 4 [RIRPEFLAE I & — BRI I

PR RS LA T P T L P 7 s,
BEAR(d) KT BEALAR () I, SR 7E s Jok AL A 3 252
YERT) py WESLEE MR BT D) ) FyFD Fy IR SE TR
YRR, AR BEHR S I FLEE Y ok 6, 1 PAT AL T 1A,
WO IR 1) 52 ) F=p+(F1+Fy)cos O[[&] 7(a)]. W ALHE
(R B2 5 L 82 09 /N AN B 1) 5 5 5 DA OG0
5% 97 KN B R A5 TR RO A L AR AR TEFE I (6
KA, 17 S LA (78 TR 2 L 5 R
R i 7K T TS 5 B DIAF DG s BT A 5 i A2 a7
THAH PLA R JE 5200, 110 600 i 7K J T 50 5 15 7K AH PV A

IRFERH AR EEAR DS, BRI, AEpRag 7L AL e
BTy AR PLA MREE . 7KAH PVA MR FE RN K AR 4
P S /DA PR LR . Bt s )
WK, OS2 IO, ERERE BN, 3 EORRLAR Ik
Ny XGRS PLA SRR s ) 38 eRe A/ (i 45
RS AR PLA WREEBCOR, FUREEROR, W K1k
Wk S5, MBI, WML,
HAR O T EBTTI IR, AEA R DU A2 5K
FERLINARE , WO BOMERRY, [Nk, B PLA RSN
IR WRARIE R, 25— PEARLE. KA PVA IRIEREK,
VBCRG voh 7 S T A S I, R RIVE S s A PVA
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WL, WAARILGBUN, A PSRRI B, 8 PLGA BPEDN 25047 L I 2 ) Rei e . Al bk
AN PVA TERR S B0 ol om et I ARSNREZIAT L.

AR, W PORINE AL HRSTBI VI 0l oR (S KRE LIS 538 30k

B, FECGRIEAERRE, ¥ — ARG

MW EAR DN T IR (do<d )i, W 7(b) 7w,
VRRs AN BY V) LB R AL, 3R Y B R
FLIE ) — M. TFL /N T LR i 2, FLl
(3 — MR e, LR /N ) 2 b 5 il AR PLA
WRBE KA PVA IR FE R KA AR L B AT O, Al
PLA WJE#/IN. KA PVA MRFERAR . Jl/KARARFR L
KECHE FEUE TN Z , 2T PLA fUEkYy
AR 22,

Oil phase
Water phase

(@) di>dn (b) dr<d

7 BRI T TR T AL
Fig.7 The principal force analysis of droplet in the
premix membrane emulsification process

4 % @

IS8 FFLAGYE R R FLAGVE R LA
2511 PLA sk S PR 7L A28 %5 (1) PLA, PLGA Al
PELA UM WEMER I 802 238 S SLAR AP 25AT M I L
5, RN g

(1) B i FL ALV Bl PLA TR 2 0 LR B0l
0.005, 3L AR P FLAVE T ] PLA 13K 2 48l
REO RN 0.133 F10.145. AEH 434 —ER 7, Pk
LA B A B AL

()P LAk v 1 4 1) PLA, PLGA M1 PELA %%
IR 255 50 3.89%, 4.93%F1 3.18%, (R
IR 63.2%, T1.6%H1 51.3%. TEREIREh 2% ik TR
60 d 5, PLGA TIKINZiWIREINZ N 83.87%, PLA 1%
BRN 50.25%, PELA TERAN 41.27%. H A SRR M@ )
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Preparation of Microspheres of Paclitaxel-loaded PLA, PLGA and PELA by
Premix Membrane Emulsification

ZENG Ye-jing"?, WANG Lian-yan', MA Guang-hui', MA Run-yu’

(1. State Key Lab. Biochem. Eng., Institute of Process Engineering, Chinese Academy of Sciences, Beijing 100190, China;
2. College of Life Science and Technology, Beijing University of Chemical Technology, Beijing 100029, China)

Abstract: Poly(lactic acid) (PLA) microspheres were prepared by premix membrane emulsification and compared with the results by
homogenization and ultrasonification. The mean diameters of PLA microspheres prepared by homogenization and ultrasonification were
1.022 and 0.987 um, and the corresponding polydispersities 0.133, 0.145, respectively, while the mean diameter of PLA microspheres by
premix membrane emulsification was 0.906 um and the polydispersity 0.005. Furthermore, the microspheres of paclitaxel (PTX) loaded
PLA, PLGA [poly(lactic-co-glycolic acid)], PELA [poly(ethylene glycol-co-lactide acid)] with uniform size were prepared by premix
membrane emulsification, and their encapsulation efficiency and cumulative release profiles in vitro were studied. The mean diameters of
PTX-loaded PLA, PLGA and PELA microspheres were 0.906, 0.987 and 1.015 um with the same polydispersity of 0.005. The
corresponding drug loading efficiencies and encapsulation efficiencies were 3.89%, 4.93%, 3.18% and 63.2%, 71.6%, 51.3%,
respectively. The cumulative release rates of PLA, PLGA, and PELA microspheres in vitro for 60 d were 83.87%, 50.25% and 41.27%.
Key words: premix membrane emulsification; microspheres; uniformity; loading efficiency; drug release in vitro



