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A targetability study of docetaxel liposomes mediated with galactose ligand
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[Abstract] Objective: To study the tissue distribution of docetaxel liposomes modified with galactose ligand (Gal-DOC-L) in mice
after intravenous injection,and to discuss the liver targeted effects of Gal-DOC-L. Methods: The determination of drug tissue distri-
bution in mice was measured by HPLC,relative uptake rate (r,),peak concentration ratio (C,) and targeting efficiency (t,) were used
as the evaluation parameters to evaluate the DOC-L,Gal-DOC-L’s liver targeted effect. Results: The relative uptake rates of DOC-L
and Gal-DOC-L were 2.80 and 4.34,peak concentration ratios of DOC-L and Gal-DOC-L were 1.67 and 2.38, targeting efficiency per-
centages of DOC-L and Gal-DOC-L were 28.44% and 38.91%. Conclusion; The drug encapsulated by liposomes has a certain effect
of targetability,,and liposomes modified with galactose ligand-targeted could further improve the hepatic targeted effect.
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1:0.3) % FIoK SEEH K IR i, i s 25 s
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(pH7.4,33.23 mmol/L) H', 7 A £ Hhil A N, B
KO, FATZE)E s 45°CH% & 20 min s R P Ah PR
6 min, KL 0.45,0.22 pm PFFLUE R g ,
1% DOC-L; #E % FrE Wl I B iR E 24
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B RS AR X R (500 pg/ml)50 wl, i
BHEIR~] 2 min,3 000 r/min &.0> 10 min, HH FIE
WA CEE 2 ml, 268 2 Wk, SBER N, i F4ET,
FRIEMA W SIAH 100 pl,
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TR FREC0.1 g HEET R 0.1 g lAH),
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Figure 1 HPLC chromatograms of liver tissue sample in mice
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L 2205 55 K2 B 5 B i ) e T AR H AL Ao/
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Table 1 Standard curve equation of docetaxel in different

tissues
HEVHE Bt h £ 5 r &
Il % y = 0.056 7x - 0.001 2 0.999 4
DI y =0.047 3x + 0.011 3 0.998 5
SRR y = 0.049 6x + 0.010 1 0.997 1
i y = 0.048 Ox + 0.011 4 0.995 2
Jiti y = 0.047 7x + 0.006 0 0.999 2
i y = 0.052 7x + 0.006 4 0.998 8
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Con 7300 22485 SEAZBE L) SR 1Y) 2.80 F5 0 1.67
s X AL 23 B I BRD X A () L 1) RO,
1 28.44% ,fii Cal-DOC-L 7EFFALZLH) AUCy 1, A1 C,
93 R 22 a5 RS B 2 ) VR S MR Y 4.34 % A1 2.38
5 HUESCR 1N 38.91% , FERTF Y « (EAT K, Ui
SRR A5, 20 Gal-DOC-L 5 DOC-L L
LA T (A S )
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% 2 DOC.DOC-L #1 Gal-DOC-L ZEAR R AL FHI AUC, 1, Fl Cp
Table 2 The AUC,;; and C,., of DOC, DOC-L and Gal-DOC-L in different tissues

Il 3¢ DI JHE JIEIE il (Zili3
AUCqyp DOC 30.69 16.37 22.72 9.70 35.35 31.21
(h-pg/g) DOC-L 55.41 11.60 63.51 8.78 55.12 28.90
Gal-DOC-L 57.07 11.12 98.52 9.32 49.50 27.69
Coo DOC 20.15 9.65 10.42 7.73 13.43 11.47
(pg/e) DOC-L 18.16 7.46 17.38 6.49 16.19 9.02
Gal-DOC-L 19.04 7.11 24.77 6.54 15.43 8.97

&3 DOC-L EARALARHEESE
Table 3 Targeting parameters of DOC-L in different

&4 Gal-DOC-L EREHEAHKEESHE
Table 4 Targeting parameters of Gal-DOC-L in different

tissues tissues
m¥  ONE JFIE O RAE WRIE ElE m¥  E O JFIE O OMUE O BEE
T, 1.81 0.71 2.80 091 1.56 0.93 Te 1.86 0.68 434 096 1.40 0.89
C. 0.90 0.77 1.67 0.84 1.21 0.79 C. 0.95 0.74 2.38 0.85 1.15 0.78
t. 24.81 5.19 28.44 393 2468 12.94 t. 22.53 4.39 38.91 3.68 19.55 10.94
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B 22 ZUME AL 04 B I T i 3 i 2 W il 7 1Y)
JFHE ) R P2 S A A g P DR, 22 LA S
B T A EL A B 5 R ), AT DR IE T R 8 1 24
WY AERR AR TR FE AR, (R B e ARG in T
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AN st (o) aft 245 B, 9 P /N BRA BB 51 BUE 24
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