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For rapid screening of chemicals which might have the potential to interact with the androgen receptor (AR), the
fluorescent ligand is crucially important. This is because the assay conditions should be very mild for the receptor
conformation. In the present study, 5 « -dihydroteststerone (DHT) was conjugated with fluorescein through alkyl linkers
of various methylene cross-linking lengths. DHT was first converted into 17 8 -hemisuccinate with succinic
anhydride/4-dimethylaminopyridine. o -Cbz-polymethylenediamines were then coupled with 5-(and-6)-
carboxyfluorescein succinimidyl ester to afford w -Cbz-polymethyleneldiamine-carboxyfluorescein. After removal of
the Cbz group by TFA, the resulting 17 §-DHT hemisuccinate was reacted with hydroxysuccinimide to afford its
succinimidyl ester. Obtained  -polymethylenediamine-carboxyfluorescein was further reacted with this succinimidyl
ester to give the final product fluorescein-conjugated DHT. Each compound synthesized was purified by gel filtration
followed by reversed-phase HPLC. Purified fluorescent ligands were examined in the binding assay for AR using [*H]
DHT as atracer. All these synthetic data and receptor binding data will be discussed to find a better fluorescent tracer

for receptor binding assay.



