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Design and evaluation of folate-appended cyclodextrin as a tumor-selective drug
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In the present study, to expand the application of folate-conjugated M-[3
-CyD (FAn-M-B -CyD) for cancer chemotherapy, we evaluated the potential of FAn-M-B -CyD as a
tumor-targeting anticancer drug carriern. FAn-M- -CyD formed an inclusion complex with doxorubicin
(DOX) with a high stability constant. Antitumor activity of DOX was increased by the complexation
with FAn-M-B -CyD in KB cells, a folate receptor-a (FR-a )-expressing cell line. Also, FA-M-f3 -CyD
increased antitumor activity of paclitaxel, but not 5-fluorouracil. Furthermore, FAn-M-p -CyD
enhanced cellular uptake of DOX through a complexation in KB cells, compared to FA-3 -CyD and M-
-CyD. The DOX/FAn-M-p -CyD complex markedly showed high antitumor activity, compared to DOX alone
and DOX/M-f3 -CyD complex, after an intravenous administration to FR-a -expressing tumor cell-bearing
mice. These findings suggest that FAn-M-B -CyD is useful as a tumor-selective carrier for

anticancer drugs.
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