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Abstract: In this paper, a research progress on the transmembrane transport of small-molecular drugs, especially
natural small-molecular drugs, was summarized. Combined with previous studies in our group, the details in
transmembrane transport of small molecules were explained and discussed. Detection methods of transport of
small molecules involved HPLC and LC / MS, and fluorescence imaging via confocal observation techniques.
During the studies, transportations of small molecules needed to be determined, while efflux means also should
be explored to confirm whether accompanying with metabolism and related metabolites. In conclusion, the studies
of cell membrane transport of small-molecular drugs may help determine the targets of small molecules and
elucidate their pharmacological actions.
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