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The synthesis of an estrogen derivative bearing a fluorochrome for quantitative analyses of estrogen agonist
activity of several chemicals
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Masayuki KIRIHARA, Akihiko IMAI, Tomomi OGATA and Yuki ISHIZUKA

Abstract: An estradiol derivatives having a fluorochrome at its C-17 position was synthesized to develop a fluorescent
indicator for quantitative analyses of estrogen agonist activity of several compounds. The reaction of
3-azidodansylpropylamine with ethynylestradiol in the presence of catalytic amounts of cupper sulfate and sodium

ascorbate produced the desired estrogen derivatives bearing a fluorochrome in 40% yield.
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IR (neat) cm™ : 3020, 1215, 763, 671.

"H-NMR (CDCl;) 8: 8.56 (1H, d, J= 5.6 Hz), 8.25 (2H, dd, J=
11.6and 5 Hz), 7.52 3H, m), 7.20 (IH, s), 7.17 (IH, d, )=
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8.0Hz), 6.64 (2H, dd, J=11.6 and 8.0 Hz), 6.56 (I1H, d, J= 3.0
Hz), 4.57 (1H, brs), 4.11 (3H, q, J= 7.0 Hz), 4.08 (2H, t, J= 7.0
Hz), 3.27 (2H, t, J= 7.0 Hz), 2.97 (2H, dd, J= 12.8 and 6.4 Hz),
2.89 (6H, s), 2.30 (5H, m), 2.06 (1H, s), 1.65 (2H, m), 1.26 (5H,
t,J=7.0 Hz). 0.93 (3H, t, J= 7.0 Hz).

13C-NHR(CDCl5) &: 171.23, 153.46, 152.22, 138.34, 134.36,
132.64, 131.86, 130.75, 130.01, 129.95, 129.60, 128.62, 126.65,
123.31, 118.54, 115.36, 115.33, 112.77, 101.24, 87.57, 64.52,
60.56, 45.51, 43.59, 40.91, 39.47, 39.03, 32.80, 30.82, 30.72,
29.71, 28.88,27.27,22.89, 14.29, 12.77.

MS (m/z): 271 (M+-C]7HZQSOZN5), 234 (M* -Cy3H;3,0,Ny), 124
(M* -C3oH3sNO,S).
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