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S RIS 0 " Rs
R 7 0/\(\':*2 relative RLU
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rele;;ive RI(\;L_Jg_ 10 uM 30 uM
1 2 DMSO%100& 9 %)*
compound R R ( ) 5 H N 16 148
10 uM 30 M Al
< 3 OEt OH 120 169
EPI-001(1) " 1. ° cl 97 106
papcs 7 H P 93 93
o]
2 n c 104 B 8 OEt 0o 97 104
3 ok cl 120 169 o H ﬁ%‘\ 121 130
4 HO'% Cl 107 127 10 OEt 0 126 163
5 W Cl 116 148 1 H # cl 108 131
6 75" oH 93 93 12 OEt oH "7 163

N N —
*Average of multiple examinations ‘Average of multiple examinations
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compound X R IC50(M)
1 - - 16%*
3 -C(CHj),- Et 8
17 -O- Et 46%*
18 -O- Me 29%*
26 -O- -CH,CH,OH 3%*

*Inhibition rate at 30 uM
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compound X (DMSO%Z100& 9 %)
10 uM 30 pM
3 e 120 169
g
Ny
13 I 17 135
N
14 Y 94 91
o)
15 %H}“ 114 135
o)
17 Oy 147 163

*Average of multiple examinations

Table 4. 7 /v =% B ORRFT
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relative RLU
compound R (DMSO%100&9 %)
10 pM 30 uM
17 Et 147 163
18 Me 166 159
19 n-Pr 138 153
20 i-Pr 141 149
21 n-Bu 111 118
22 n-Pent 98 112
23 n-Hex 102 108
24 -CH,-c-Hex 105 120
25 -CH,CH,OMe 111 125
26 -CH,CH,OH 142 159
27 -CH,COCH, 119 134

*Average of multiple examinations
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AR-FL activation

compound R activity (%)
17 Et 144
18 Me 159
26 -CH,CH,OH 151

*Maximum activation (%) in the concentration
range of 0.1 uM to 30 uM. Average of multiple
examinations.
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