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ABCG2 is thought to inhibit the activities of certain gefitinib
transporters, thereby affecting drug pharmacokinetics. The C421A polymorphism affects the function
and expression of ABCG2 on the cell membrane. We evaluated the plasma concentrations of gefitinib in

patients with and without the ABCG2 C421A polymorphism. Plasma gefitinib concentration and ABCG2
C421A status were determined. The patients were divided into CC- and CA/AA genotype groups. We
compared the trough and peak gefitinib levels and the AUC values for 24-h gefitinib concentrations.
The mean trough gefitinib level and AUC value for 24-h gefitinib concentration were significantly
lower in the CA/AA group compared to the CC group. Among patients taking PPls, the mean trough
gefitinib level was significantly lower in the CA/AA group than the CC group. The CA/AA-type of
ABCG2 C421A polymorphism may be associated with lower gefitinib plasma concentrations.
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