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Fig 1  Microphotograph of RFP-PLA-MS by

scanning electron microscope ( X 4000).
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Fig 2 In vitro release of RFP from RFP-PLA-
MS.
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Tab 1 Stability of RFP-PLA-MS at
different temperatures (n = 3)

Temperature Drug content (%)
(G 0 month 3 months
4 15.96+0.80 15.52+0.27
20~25 15.98+0.71 15.40+0.50
37 15.91+0.57 14.38+0.92
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Tab 2 Pharmacokinetic parameters of RFP in
rabbits after intravenous administration of RFP
solution and RFP-PLA-MS at the dose
containing RFP 5 mg*kg '(n =6)

Parameter RFP solution RFP-PLA-MS
Colpgeml D) 9.50 1.90
A (pgeml™ ") 5.19 0.84
B (pg*ml™ ") 4.32 1.06
a(h™D 0.38 0.15
BC(h™D 0.08 0.02
T1/2a (h) 1.83 4.63
Ti/28 (h) 9.07 35.27
AUC (mg*h*L ™) 0.70 0.60
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Fig 3 Plasma concentration of RFP in rabbits
after iv RFP solution (a) and RFP-PLA-MS (b)
at the dose of RFP 5 mg*kg ™ '.
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Fig 4  Tissue distribution of RFP in rabbits
after iv RFP solution (a) and RFP-PLA-MS (b)
at the dose of RFP 5 mg*kg ™ '.
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STUDY ON THE RIFAMPICIN POLYLACTIC ACID
MICROSPHERES FOR LUNG TARGETING

Zhang Wanguo( Zhang WG) ™5 Jiang Xuetao( Jiang XT)» Zhu Caijuan( Zhu CJ) and Hu Jinhong(Hu JH) *

(School of Pharmacys Second Military Medical Universitys Shanghai 2004335 ™ Department of
Pharmacys Changhai Hospital s Second Military Medical Universitys Shanghai 200433 )

ABSTRACT In this paper, the effects of different variables on the preparation of polylactic acid
microspheres (PLA-MS ) were studied. The optimized preparation conditions of rifampicin polylactic
acid microspheres (RFP-PLA-MS) were aquired through orthogonal test. The paddle method was used
to study the drug release properties of RFP-PLA-MS. Stability of RFP-PLA-MS at different
temperatures was also studied. Pharmacokinetic and tissue distribution of RFP-PLA-MS after
intravenous administration were carried out in rabbits. The experiments revealed that the RFP-PLA-
MS was regular in its morphology with a mean diameter of 9.00 £ 4.08 pm. The drug loading was
16.0% and encapsulation efficiency was 31.9%. The release properties could be expressed by the
following equation: Q =20.77+10.12 TY2( v=0.9892). The RFP-PLA-MS was stable after stored
at 4C and room temperature under desiccated condition for three months. RFP-PLA-MS showed a
combination of lung targeting and sustained drug release in experiments on rabbits.

KEY WORDS Rifampicin; Polylactic acid; Microspheres; Lung targeting





