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Development of fluorometric competitive binding assay for androgen receptors

OHidekazu Murakami', Daisuke Asai’, Makoto Nakai', Takatoshi Tokunagaz, Takeru Nosé®, Yoshikuni Yakabe' and Yasuyuki
Shimohigashi’

!Chemicals Assessment Center, Chemicals Evaluation and Research Institute, ZDepartment of Molecular Chemistry, Graduate

School of Science, Kyushu University

The competitive binding assay using radiolabelled ligand is widely used as a standard method for assessing the binding
affinities of chemicals to hormone receptor, but this method is restricted to the use in RI facility. Some alternative
methods using nonradioactive ligand have been developed with the estrogen receptor. We reported the competitive
binding assay to estrogen receptor using fluorescein-labeled estroge. However the binding assay using nonradioactive
ligand has not been reported with the androgen receptor.

In this study, 5 « -dihydroteststerone-fluorescein conjugates with alkyl linker of various methylene chains were applied
to the competitive binding assay to androgen receptor. The conjugates with alkyl linker of 6 and 7 methylene chains
were optimum as the ligand of the competitive binding assay. Linear relationship between the binding affinities of

chemicals measured by both methods using radiolabelled ligand and fluorescent ligand.



