P 27220 2005 3 (4): 227-235  ISSN: 1476-8186  CN: 11-5350/TP

R S 2 115

KPR WUH 2 AR 1) i) 26 S AR KRR AT A BT 5T

Y2 608 ok A2

1. FEHEPEEREER BUNEEEPISU,  Jbal 100850; 2. whBHZiRbRY: 22k, T LM
110016

W H 39 2005-4-11 &[0 H 1Y) 2005-6-11 4% i & A H ] 2005-7-30 425 H 1] 2005-5-11
fi 22

HIG s LU0 (ddD 2k, B5IAERRANINZsh e MAL A, Trik RS R E Rl
PSR 24 L P S R A 2R UL (CS-dd 1) i DU SR i N VA& 2y A, BT T R
J57 ) BB M SIS FRIAR, HPLCYEI E BN 45 24 Ja K UL S AP AT 25 R R 25 VR, U5 24-
I i IF I PUMAAE. 45 R KR 29 ek —FhAEIRRL ¥, Kif2£9200 nm; CS-ddIfIk
UM R4 7.64 min, BN R ARREE R A THEIE Al A 04l CS-ddIFERLAL AT ER
Getl, BEREHEIENIN10 do Hiik RISk FLAT o 0 AL ) P A E SR A P9 SR RN o
Keia o 2Ry sl it PYERRIETE AL
A

5K 5 R94

AR (il G IR A

Preparation and in vivo behavior of didanosine
pharmacosomes in rats
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Abstract

Objective To prepare didanosine (ddl) pharmacosomes and investigate the
pharmacokinetics and tissues distribution behavior in rats. Methods ddl
pharmacosomes were prepared from 5’-cholesterylsuccinyl-dideoxyinosine (CS-ddl), the
lipophilic prodrug of ddl, using a THF injection method. Configuration and particle size
were observed through TEM and AFM, and in vivo behavior of the pharmacosomes was
investigated in rats by determination of CS-ddl and ddl in plasma and tissues with
HPLC. Results ddl pharmacosomes were particles of tube-shape with a particle size of
about 200 nm; t1/2 of CS-ddl in plasma of rat was 7.64 min, CS-ddl concentrated in
liver quickly after iv administration, there were also some in lung and spleen; its
elimination from target tissues was slow, t1/2 of CS-ddl in liver was 10 d. Conclusion
ddl pharmacosomes show obvious liver targeting and sustained-release effect in the
target tissues.
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