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[ Abstract ] Objective To investigate the ocular distribution of FK506 (tacrolimus) after topical
ophthalmic administration. Methods 0.05%, 0.1%, 0.2%, 0.4% FK506 eye drops were prepared. The concen-
trations of FK506 in the aqueous humor, cornea, conjunctiva and iris were measured by immunoassay afier that
two drops of 20ul FK506 of different concentrations were topically applied at different time. Results The peak
concentration of FK506 in aqueous humor was 18.93 £ 6.95ng/ml at about 1 hour after topical application of 0.
05% FK506 and was 28.33 + 9.31ng/ml at 2 hour after topical application of 0.1% FK506. The concentration
of FK506 in tissues and humor increased following the increase of the concentration of FK506 eye drops. For all
kinds of eye drops at 1 hour after topical application, the concentration of FK506 was higher in cornea and
conjunctiva (43.52ng/g to 123.35ng/g), followed was humor (18.90ng/ml to 33.55ng/ml ) and iris (8.85ng/g to
21.76ng/g). High concentrations (41.75ng/g to 118.29ng/g) could still be detected in the cornea at 2.5 hour, then
in humor (8.35 ng/ml to 27.85 ng/ml) , and lower concentrations were found in conjunctiva and iris. Conclu—
sions The FK506 eye drops prepared with our methods has a high ocular penetrating ability and can reach
therapeutic concentration in cornea, conjunctiva and aqueous humor. They can be used to treat immune diseases
of anterior segment or eye surface.
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