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Selection of formulation for IL-2 targeting liposome and determination of drug

contents
WU Mei—chun, et al
(Department of Pharmacochemistry , College of Pharmacy , Chongqing Medical University)

[ Abstract JObjective: Selection of the optimal formulation for 112 targeting liposome and determination of content for 5-FUR. Methods:
orthogonal test method was used to selection the optimal formulation, UV spectrophotometry was used to determine the 5-FUR prodrug
content,and the detection wavelength was at 267 nm. Results:The optimal formulation showed Drug/EPC 1:10,EPC/Ch 3:1.The absorbency
and concentration of 5-FUR prodrug had good linearity in the range of 2.0~20.0 pg/mL. The regression equation was y=16.357x+0.007,r=
0.999 7(n=3),The 5-FUR prodrug content was 18.84~18.91 p. g/ml.The average recovery rate was 97.09% ,and RSD=2.05%(n=3).
Conclusion: Formulation was designed reasonablely.The method is simple, stable and reliable,which can be used to determine the 5-FUR
prodrug in IL-2 targeting liposome.
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5— F R F (5-flucrouridine, 5-FUR ) 23T I 38 5H 2547 , RITIREM B8,
A5 LA 2 P SR, FEC ML ASSCHABT 1L-2 S S-FUR HTZ5R B 40 7 10 it
BT IRR LR RGN0 BT, B0 RSB RINE S-FUR MIZ50 % R, 361 1R
FARKBEF TR 5-FUR Nk &Y, X S-FUR &1 BARIORCR.
ST I A RIS EE S-FUR BIZ509, BORIZ530 A
WELRERRAREA RN, B —-ENERE | HESHE
Flo AR -2 AL HIV B SR SR E R
BRSSP AATR R WRETAR L2 SHERE ||
AR T A T R T R A R RE IR BB B B L IR 5_FUR (£ . 20051024, {15545 B @ AT 1 AR B 250k ) 5
A IL-2 o RIS RARGS & SRS AT IBIH 5 pup grzgscsas a i) B SS0BER A R Sig-
JRRRL, BAIL-2 S4Bk 4 5-FUR RUZ5HI A IL-2 RE1 9 ma, i (473 ) ; IL-2( 3£ [H Peprotech 23 7 );25% KL — B¢
S-FUR A28 A, ST ShRMBEY, BRAC SFUR I e 164m7s, Lok T ) FUBECHES 20080209,
RS, X ATHAR S FUR RAEFHE WEEI R e g TABRA T S4740) ;A 748,
EENR: 2 A (1980-), %, HE, 12 BE

L A o RE AL N
AN WLAMIEEEC S5 3150);
BIFEH: £ 3, B, 3848, E-mail: Wchi639@sohu.como SONT ISP (S 3150):BS2108 HLFRF-(8




— 592 —

BXRERKEFIR 2010 F£5 35 5% 43 (Journal of Chongqging Medical University 2010. Vol.35 No.4 )

& Sartorius /A & ) ; RE-52 JE &£ ( L EH HIP LS
77

2 HikE4R

2.1 EOBAAYHE
2.1.1  5-FUR BUZ5A8 4L 77 i 126

OIEzR LRt

ZHRFLEAR, 5 HIEE(A)EPC-Ch t, (B)Z4AE
e, (C)FEEHE 3 MEER | PEIRMEER 3 MKE,
KA L((3P)EAEMITERAE, £ 9 T HIRE, LA
BHBNER, EEIHEREOBRERNSRG SR ILE
2, RABEMSTEST, & EHERM O RMAERERE R
B>C>A, BAEHEH ABC,, BNZEASEL A 1:10 B HR 5 HH 8
I LA A 3:1 BT ES (] 2 5 mins

@s5-FUR 2B Bk s 2%

KRS AR R & S-FUR RUZENEFRIA . S onBkis 5
PR 3:1 A T —EB&#0 P, BT 250 ml RJEHS
R 45 CIBUERE: AU 3% 5-FUR BIZ5IE TE05, B g R
&, FIM A BB ER 22 vl (PBS, pH 7.4 BIP AR R . 7K
BHESLEFEHERBREENIAN, MIEEEZEER  ERK
BEMA—E & PBS, SkEE0ES% 30 min, FRRAE THE
2 h, HHEFESKAL, 3T 0.22 wm HIBRBREREEHFLIERE 8 Y, B
8 5-FUR RIZ5 IR AORE B
2.1.2 IL-2 $B[E/K 5-FUR RIZHASM1E 54140

2 1.0 ml 5-FUR BUZGBE BN 25% ) R 5 - im
A 0.1 mg/ml A IL-2 B, ACH®R, 1ot CM-sepherose £, 4
BB RIRG S ERY IL-2, WS R IA# A, B 4CHK
FERAE, B RS
22 AEMEFHHEL
221 MERKH®ESE % IL-2 $F 5-FUR BIZ50E Rk .
23 (B R4 5 B BERE RS , T 200~800 nm FE R I,
ZRWE 1, HETH,5-FUR AIZ57E 267 nm 0B R AR
Wi, B 28 RS Bk IL-2 KB sL A B BT 25 i e B
222 WWEMANER HERBEURHERR 02.04.06.
0.8.1.0,1.2.1.4 ml 2B ET 10 ml £, 53500 5 BEAR

4.000

%
EJ%Z.OOO

A /nm

400.0 600.0 800.0
nm

(1.IL-2; 2.5-FUR #ii%4; 3.5 AR Ek)
EH1 BESEREESHERENEN - TRXAEE

BZZFE, #5,%52.0.4.0.60.8.0.1.0.1.2,1.4 pgml &
B, DHERNEA, S 267 om HKANERLE A,
IR C (pg/ml) X Ay HEATERPEE S, SRIGIFHEMZL Y.
A=16357C+0007,r=09997(n=7), L&H:TEEIH :20~200 pg/mi,
223 JEERNEERLE 258 0.1 mg/ml 5-FUR BUZ4R
HEW 100.50.10 pl, IMAFEMZ A EEER R 0.1
mg/ml i IL-2, 1B, B 0.2 ml L RBEE AT, itk /5
BIER A S SRR E ST 2 ml, RN PATERME 3 4 DI Y
SRR -2 W22, T 267 nm S KRALTEROEEA,
B8R IR 3.
224 FEMRE 0.1 mg/ml 5-FUR Fi2§ 20 pl, A%
B EISRAREE K 0.1 mgml 59 IL-2, % HAE 2.4.8,
12.24 h J5, LAZS E g R AR IL-2 YW N 28 B, 78 267 nm 3%
KA MERIEE A, RSD=0.58%(n=5).
225 WEERE EEME. 4 .500.5.10.0.25.0 pgml)3
PR 5-FUR RIZGABIMA S ENS A RIEEBR X
0.1 mg/ml 1 IL-2, LAZS SR B IL-2 O = BT 267
nm F AW EBREE A, WE HARBERE(1d 5 %K);
HELE 5 d WUE AR E B, TS 4E RILEK 4.
22.6 1L-2 8K 5-FUR BIZGfE fik+ 5-FUR R & &
FIilE  BRIL-2 $01E S-FUR RTZGA8 Bk 3 41, % 2.1 Wi
7R R R, A BRI IL-2 BRCAEH, T
267 nm FERANUERESRIBRBOLE A, FFLIARME 2R K15
BB AIRE SR IE S,

3 W it

A SLE RS K i & S-FUR miZh ISR, )5
FI RIS G0k IL-2, IOl & T IL-2 $ 5-FUR #i
iR puha, R E S AR AR R A R R~ E MRS
%, FIERRIMR 2908 S — R T Hl s KIS
YIBEAIZE R VE R4S 5-FUR RTZ5 B EH 47

AR SEES A A« IEAC I IR SR A A I A B A4
S ICFEEEBLIIE -2 ¥ [ g Bk 5-FUR RIZM S B R
FHERVEM R PR R TR E I IR B
EICRFEH B, AT R A SR E BT S-FUR B2 ME
Ko

A 3CxF 1L-2 #E 1) 5-FUR #U 2588 B RS 4T T 40 7 ik
KA EENE , W T —H AR R BREEHT T
b,

*1 BAEKTLE

HE
A(BRBEHG: JHERE)  B(Z4:5BBEAR) COBAME)
1 3:1 1:10 5
2 4:1 1:8 10
3 5:1 1:5 15




ERERIKEEE 2010 £ 35 %% 4 (Journal of Chongging Medical University 2010. Vol.35 No.4) — 593 —
F2 5-FURBIAREREELZHRITER
ws -
Alwhw) B(wiw) C Ew(%)
1 1(3:1) 1(1:10) 1(5) 94.13
2 1(3:1) 2(1:8) 2(10) 92.11
3 1(3:1) 3(1:5) 3(15) 80.76
4 2(4:1) 1(1:10) 2(10) 91.43
5 2(4:1) 2(1:8) 3(15) 86.67
6 2(4:1) 3(1:5) 1(5) 88.16
7 3(5:1) 1(1:10) 3(15) 89.12
8 3(5:1) 2(1:8) 1(5) 90.51
9 3(5:1) 3(1:5) 2(10) 87.24
K1 33.400 31.620 28.900
K2 25.300 25.542 27.998
K3 18.121 25.600 24.933
R 18.874 4933 3.967
%3 5-FURBTZ M BRI (n=5)
5~FUR BIZGTIIA R (ue) 5-FUR RIZ5I43 2 (ug) SRR (% ) RSD( %)
100 97.60 + 1.87 97.40 1.91
50 49.60 + 1.24 97.23 2.55
10 9.90 £ 1.62 96.63 1.68
#4 5-FURBIGREENENER(n=5)
HW H [
WAL (ug/ml)
A+SD RSD(%) A+SD RSD(%)
0.5 0.056 + 0.002 1.73 0.057 £ 0.001 1.41
10 0.21 = 0.021 0.17 0.21 +0.037 0.32
25 0.75 £ 0.042 0.03 0.75 + 0.024 0.57
®5 HRABUELR
Eiin=2 EE(pug/ml) & B (wg/ml) RSD(%)
090216 1891 0.22
090217 18.89 18.88 + 0.88 0.24
090218 18.84 0.27
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