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Synthesis and iINOS Inhibitory Activity of 1-Alkyl (or Hydro)-3-
[ 4- (5-Substituted Benzimidazole (or Benzothiazole) -2-Mer-

capto) Phenyl] Thioureas
XU Yun-Gen, LUO Sui, HUA Wei-Yi, ZHU Dong-Ya
(Centa of Drug Discwvery, China Phamaceutical University, Nanjing 210009, China)

[ABSTRACT] AIM:To study the synthesis and iNOS inhibitory activity of new thiourea derivatives. METHOD:
Substitution, reduction, acylation and hydrolysis were used in the synthesis of the title compounds. The iNOS inhibitory
activity of the target compounds was measured based on NO test kit method. RESULT and CONCLUSION: Thirteen
compounds of 1-alkyl Cor hydro)-3- 4-(5-substituted benzimidazle (or benzothiazole )-2-mercapto) phenyl] thiouras
were prepared, and their structures were indentified by IR, "HNMR, MS and FA. The preliminary biological test
showed that all of the compounds had the ability to inhibit iNOS, and compounds 6e ~ 6i had stronger activity than

that of the contwol aminoguanidine.
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Preparation of Azithromycin Liposome and lts Entrapment Ef-

ficiency Determination
WANG Jian-Song, ZHU Jia-Bi
(Institute of Pharmaceutics, China Pharmaceutical University, Nawjing 210009, China )

[ABSTRACT]Y AIM:To prepare azithromycin liposome and to establish dialysis-HPL.C method for determination of
azithromycin and its entrapment efficiency. METHOD: The film-evaporation combining with freeze-thawing method was
used to prepare azithromycin liposome. The detemmination of azithwmycin and its entrapment efficiency in azithromycin
liposomes was performed by dialysis-HPLC. The chromatographic procedure was carried out on a Lichrosphere-Cis col-
umn (150 mmX 4. 6 mm, 5 *m ), using the mixture of acetonitrile-isopropanol-0. 002 mol/L K,HPO4 (60 25 *15, v/ v/
v)as mobile phase with the flow rate of 1.2 ml/min and UV detection wavelength set at 215 nm. RESULT: The parti-
cle size of azithomycin liposome was over 7 “m. The entrapment efficiency was more than 75%}. Azithromycin had a
good linear relation within the range of 5. 08 ~ 508 t'g/ml with the correlation coefficient of 0. 9999. CONCLUSION:
The film method with freeze-thawing step could be used to prepare lung-targeting azithromycin liposome. The dialysis-
HPLC method was convenient, accurate and suitable for determination of azithromycin and the entrapment efficiency in
azithromycin liposome.
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