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Synthesis of Two Impurities in Cholesterol Absorption Inhibitor Ezetimibe

YUE Lei', WANG Longxing?, DUAN Chengjun®, MA Jingjie'"(.Yanbian University, Yanji 133000, China;
2.Broadwell Pharmaceutical Co., Ltd., Changchun 130000, China)

ABSTRACT: OBJECTIVE To synthesize two impurities( I and 1) in ezetimibe. METHODS Impurty | was obtained
from ezetimibe(1) by oxidation using pyridinium chlorochromate(PCC), impurty II was gained from intermediate
1-(4-fluorophenyl)-3(R)-[3-(4-fluorophenyl)-hydroxypropyl]-4(S)-[4-(4-benzyloxy)-phenyl]-azetidine-2-one(2) of ezetimibe by
catalytic hydrogenation. RESULTS The structures of two impurities were verified by "H-NMR, “C-NMR and ESI-MS. The
purities were over 98% as determined by HPLC. CONCLUSION It solves the problem of impurities source and provides a
basis for quality control of ezetimibe.

KEY WORDS: ezetimibe; impurity; synthesis
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Study on Preparation and in Vitro Antitumor Activity of Sophoridine Cationic Liposomes

XU Yingying', CAI Xinjun', NI Jianjun', ZHANG Lin', CAO Jiawei', SHENG Zhenhua®(/.Integrated Chinese
and Western Medicine Hospital of Zhejiang Province, Hangzhou 310003, China; 2.Center of Forecasting and Analysis, Zhejiang
Chinese Medical University, Hangzhou 310053, China)

ABSTRACT: OBJECTIVE To prepare sophoridine cationic liposome, and study its inhibitory effect on tumor cells.
METHODS Active-loading method was used to prepare sophoridine liposomes, their characterization were investigated, futher,
MTS method was used to evaluate the inhibitory effects of sophoridine cationic liposome on 3 tumor cells. RESULTS The
sophoridine cationic liposomes which had been prepared were round with smooth surface, their average particle size, PDI,
surface charge, encapsulation efficiency and drug loading amount was 242.2 nm, 0.180, +32.5 mV, 88.62% and 5.97%
respectively. The ICsy of sophoridine cationic liposome on 3 tumor cells were obviously lower than sophoridine, and the blank
cationic liposomes had no obvious inhibitory effect to cells. CONCLUSION Using cationic liposome as carrier for
Sophoridine makes the drugs through the cell membrane easier, and improves the anti-tumor effect, is worth in-depth research in
future.

KEY WORDS: sophoridine; cationic liposome; MTS; inhibition effect of tumor
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