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N._° HO_ 5  HO. %  HO_ s  HO %
S%g R= F, T /S‘u )( b
CF; (@]
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1 2 3 4
“ Partial volume .
Compd. LogP,, (PhXR,OH)’ pK. hPXR hRORy hFXR hLXRa hLXRp
ECso (uM) ICso (uM) ECso (uM) ECso (M) 1Cso (MM)’I ECso (uM) I1Csp (M)
1 (T1317) 5.38 170.3 7.50 0.27 3.0 34 0.40 - 0.23
2 423 154.4 12.5 0.88 (61%) 43 11 (23%)* N.A. N.A. N.A. N.A.
3 3.70 141.3 14.6 N.A. N.A. N.A. N.A. N.A. N.A. N.A.
4 - - - N.A. N.A. N.A. N.A. N.A. N.A. N.A.

“ Determined by HPLC method. * Calculated by MOPAC software (methods: PM3 EF). ¢ Estimated by ACD/Chemsketch software. “ Compounds were
treated with 0.30 uM of T1317 (1). ¢ Compounds were treated with 0.10 pM of T1317 (1)./ Percentage with respect to the response to 10 uM of T1317
(1). ® Percentage with respect to the response to 1.0 uM of T1317 (1). N.A.: No significant activity.

N Ry = Me, Et, CH,CF3, nBu, Bn, CH,CH,Ph, CH,CH,0OMe, CH,CO,Me
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