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Synthesis of Chitosan-based

Captopril Derivatives and Its in vitro Release
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Abstract:In order to overcome the burst release of water-soluble drugs, reduce dosing frequency and
improve curative effect,two new bond-linking type drug-loaded control-releasing systems: Chitosan-Capto-
pril and Chitosan-Lysyl-Captopril were synthesized from captopril as a model drug and chitosan as carriers.
The products were characterized by IR, 'H NMR and MS. The accumulation of drug release rates of Chi-
tosan-Captopril are 59. 2% in PBS buffer (pH=7.4) and 78.4% in HCI-KCI buffer (pH=1. 2). The accu-
mulation of drug release rates of Chitosan-Lysyl-Captopril are 55. 2% in PBS buffer (pH=7.4) and 76. 4%
in HCI-KCI buffer (pH=1. 2). The results show that the two kinds of drug-loaded systems eliminate the
phenomenon of burst releasing and have excellent sustained release properties, which are expected to be-
come the ideal control-releasing system of water-soluble drugs.
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Fig.1 The MS of captopril-lysine

2 #ZR5iTiR

2.1 EREFREEMNHEM

P R G5 M Y Rk A 7 SR Bl 1) 2 =2 IR R AR
P S5 R0E oK A B R I A 2 e 258 SR L A e
BB AEE A & L AN A] 2 s,

o]
OH OH OH
o] + EDC-HCI / NHS / DMAP !
S o)
HO S N #° TEA HO n
NH, " NH o
HS ) o D

N

HS
B2 mRE-FeER e Mk A

Fig. 2 The synthetic route of chitosan-captopril
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Fig.6  Accumulative release behavior of Chitosan-captopril
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