HTS02100 :
N,N'-BIS(2-METHYLPHENYL)GUANIDINE

PC50 (pM): Co-

HTS02102
2,5-DIMETHYLPHENOL

PC50 (pM): -

HTS02103
2-METHOXYPHENOL

PC50 (pM): -

HTS02104
3(2H)-Thiophenone, dihydro—

PC50 (pM): -

ER B /Hela

200%

HTS02100 / NN'-BIS(2-METHYLPHENYL)GUANIDINE

100%

Control  10pM  100pM 1nM 10 100nM TuM 10uM

HTS02103 / 2-METHOXYPHENOL

Control  10pM  100pM 1nM

200%

100%

HTS02104 / 3(2H)-Thiophanone, dihydro~

10uM

Control

10pM  100pM  InM 10nM  100nM TuM
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HTS02105
Camphor, (1R 4R)~(+)-

PC50 (pM): -

HTS02106
ETHYL 2-HYDROXYBENZOATE

PC50 (pM): -

HTS02107
1,1-BIPHENYL

PC50 (pM): -

HTS02108
Acetic acid, 4—-methylphenyl ester

PC50 (pM): -

ERB /HelLa

200%

100%

HTS02106 / Camphor, (1R4R)~(+)-

Control  10pM  100pM inM 10nM 100nM TuM 10uM

100%

200% ¢

Control  10pM  100pM 1nM 10nM 1000 fuM 10ufd

200%

HYS02107 / 1,1I'-BPHENYL

Control  10pM  100pM inM i0nM  100nM Tubd 10uM

200%

100%

HTS02108 / Acetic acid, 4~methylphenyl ester

Control ~ 10pM  100pM {nM 10nM  100nM TuM 10uM
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ER B /Hela

HTS02109 HTS02109 / N~((Trichloremethythio)phthafimide
N-((Trichloromethyl)thio)phthalimide 2008
PC50 (pM): Co-
100%
o , - — v
Contrdl  10pM  100pM  fnM  1OnM  100nM  fuM  10uM
HTS02110 HTS021 10 / 2-Pentylcinnamaldehyda

2-Pentylcinnamaldehyde

PG50 (pM): -

’ Control  10pM  100pM  InM  fOnM (000 fuM  10uM
HT8021 1 1 HTS02111 / Tetrabromofluorescein
Tetrabromofluorescein 200%

PC50 (pM): -

100%

Control  10pM  100pM 1ntd 104 100nM 1uM 10uM

18/18
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% of DHT activity

%1 ART7I=X N7 vkbf DR

Assay ID name CAS PC50 PC10
AT101 1,3-Benzenediamine, 4,4'~_(4-methy!-1,3-phenyler 5421-66-9 - 3.96E-08
AT105 Pyrophosphoric acid, tetrapotassium salt 7320-34-5 - 1.95E~06

AT105
_/ —-—
K 0 N/ \0 K
100 100 =
80 80
60 % 60
-
T
40 95 40
R
20 20
0 - , : 0 -
TE-11 1E-09 1E-07 1E-05 1E-11 1E-09 1E-07 1E-05
conc (M) conc.(M)
1 AR7 =X bEWERD -7 2B EORER L {LFEE
82 ARTUHT=RNT v DR

Asgsay ID name . CAS IC50 1C20
AT126 Benzidine, 2,2',3,35,56,6'~octafluoro~ 1038-66-0 3.6E~-07
AT104 Pyrethrins 8003-34-7 2.0E-06

AT136 PROCHLORAZ 67747-09-5 2.09E-06

AR146 Phenol, 44'-isopropylidenedi- 80-05-7 2.68E-06

AR147  44'-Stilbenediol, alpha,alpha'-diethyl- 56-53-1 2.94E-06

AR148 4,4-Cyclohexylidenebisphenol 843-55-0 4.45E-06

AT128 Benzidine, 3,3'-dimethyl~ 119-93-7 4.9E-06

AT127 Phenol, 4,4 -(diethylideneethylene)di—, diacetate 84-19-5 6.6E-06

AR141 Capsaicin 404~-86-4 48E-06
AT119 Anthraquinone, 1,4-dihydroxy~ 81-64-1 6.96E~06
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1.4
1.2
1.0
0.8
0.6
04
0.2
0.0

1.4
12
1.0
08
0.6
04
0.2
0.0

e AT104 |

N\

IRIRIRINS

1E-10 1.E-09 1.E-08 1.E-07 1.E-06 1.E-05

AT104
Pyrethrins (R&%)

2]

i : : k4 =

1.E-10 1.E-09 1.E-08 1.E~-07 1.E-06 1.E-05

.
Fe
F
F
H=H F
-3
AT126
Benzidine,

2,2' 3,3'.5,5',6,6-octafluoro-

X 2

1.2
1.0
0.8
0.6
0.4
0.2
0.0

14
12
10
08
06
04
0.2
0.0

| o= AT119

|

1.E-10 1.E-09 1.E~08 1.E-07 1.E-06 1.E-05
. ,
oH a

AT119

Anthraquinone, 1,4-dihydroxy-

i

| N

i
|
1 I 1 i 1 i

1E-10 1.E-09 1.E-08 1.E-07 1E~06 1.E-05

/
1]
|

PN

AT127
Phenol, 4,4'-(diethylideneethylene)di-,
diacetate

ART v & d=R MEME ZOFEEE (D 1)

HERNI AR (Bx100M 2331 5 DHT OiEME 1.0), BaIBE M) 257,
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| —— AT128 [ =g AT136)
14 = 14 = 3
12 | M) 12 |
— ] [ ] —— ™1
10 _?M_@, % 10 -@,MN\
0.8 ( 038
06 | * 0.6 \
04 N 0.4
02 r 02 F \
00 L L L —~ 0.0 I L \
1E-101E-09 1E-08 1.E-07 1.E-06 1.E-05 1E~-10 1.E-09 1.E-08 1.E-07 1.E-06 1.E-05
)
al
i e .
— AN
AT128 AT136
Benzidine, 3,3-dimethyl- PROCHLORAZ
. - {eo— AR141 ‘4 == AR146
1. .
12 12 _
10 | [+ . ;?;\-— 10 | “’*\
08 € 08 \
06 0.6
04 04 |
02 0.2 \e
0.0 1 ] L ] 1 0.0 L [l ! i L
1E-10 1.E-09 1E-08 1.E-07 1.E-06 1.E-05 1.E~10 1 E-09 1.E-08 1E-07 1.E-06 1.E-05
)\M/\ﬁ #a” : : au
AR141 AR146
Capsaicin Phenol, 4,4'"-isopropylidenedi-

HEa AR RHERE (5x1010M 1317 5 DHT OfFE#EL 1.0), SRENIRE (M)

B2 ART Uy &A= MEHEZOEHEE (ED2)
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i

1.4
1.0 | e ey

0.6 |
04 r

02 | b

0.0 .| . ; ! L
1E-10 1.E-09 1.E-08 1.E-07 1.E-06 1.E-05

AR147
4,4'-Stilbenediol,
alpha,alpha’-diethyl-

M2 AR7VvH#IT=X MEELZO(LFEEE (ZD3)
fEanAERHEME (5x100M 2815 DHT OfEiE% 1.0), $ihidReE (M

| —e— AR147|

|~—AR148]

12 +

10 | o

08 r
06 |
04 r
0.2

L

\

N

0.0

1E-10 1.E-09 1E-08 1.E-07 1 E-06 1E-05

AR148

Phenol, 4,4"-isopropylidenedi-
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% of activity

— N W S )~ D
[ R = R s B S~ ~~ T == R v Ry o
T ¥ + T T T

100
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¥

90 1
80
>‘70 I
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B 50 t
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5
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conc{mol/L.) conc(mol/L)

AT105 AT126

K4 AT105. AT126 D TR 7 A=A "7 v &1 BT DB ES HhsR
SelniY 1x107 M @ T3 (&M% 100 & Ur-fascHE, e M) 277,
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sample No. ATI101 .
chemical name 1,3-Benzenediamine, 4,4'-_(4-methyl-1,3-phenylene)
CAS, 5421-66-9
AR agonist assay AR antagonist assay
LOG{conc.(M)] luc LOG][conc(M)] luc ren
5 -1.0 -5 66 28
-6 24.6 % 275 88
7 152 -7 222 94
-8 1.3 -8 131 95
9 0.0 9 112 97
-10 0.3 -10 106 91 [ ]
-1t 05
150 p----mmmmm e mmmm e
125 bo—mmmm o m e m e

[=1
o

so o || |

% of activity
% of activity

o
o

n
o
@
\
)
!
1
N
[~ o
i
- [
- ]
r |
‘_ 1

T S RS S | L L ]
%

0 I ] |
41 -10 -3 -8 -7 -6 -5 16 8 8 -7 -6 -5
Log[conc.(M)] Log[conc.(M)]
TRB-RXR agonist assay TRB-RXR antagonist assay
LOG[conc.(M)] Juc LOG][conc.(M)] luc ren
-5 3.6 5 125 105
-6 4.7 -6 161 107
-7 3.6 7 119 113
-8 2.1 -8 108 110
9 2.2 9 116 113
-10 0.2 -10 108 109
-11 0.0
150 - e e 150
25 b oo oo 125
L0 f-me e e E 100 ot
2 5
™) - N -
I N e T T T g uE
4 5
L= 50 - = e -
o 50 ==
e 25 Tr 1
0 i & T Y ] 0 i 1 i i
41 -10 -5 -8 -7 -6 -5 R S
Loglcone.(M)] Loglconc.(M)]
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sample No. AT102
chemical name
CAS. 2444-46-4
AR agonist assay
1L.OG|conc.(M)] luc
6 3.1
-7 -1.1
8 0.9
9 2.1
-10 2.1
-1l -14
-12 -1
150 F-—--————m=mm—mmm oo
125 pmmmmmmmm e m e m oo
B0 prmmmmmmmm e
=
B
R I e
Yo
]
O e et
25 s
0 1 1. W 1 1 !
-12 =11 -10 -9 -8 -7 -6
Logfconc.{M)]
TRB-RXR agonist assay
LOG{conc. (M)} luc
6 2.0
-7 14
8 0.7
9 1.9
-10 1.1
-11 1.4
-2 0.2
150 f-——=m-—mmm—m e m oo
125 F-m——mmmmm e mmm— o
B0 [ mmm oo
=
k3]
8 15 f=-mmmmm e
s
= 50 - - -
25 bmm e e
0 pecmedeme B combns o b B,
-12 -11 =10 -9 -8 -7 -6
Loglconc.(M)]
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NONANAMIDE, N-((4-HYDROXY-3-METHOXYPHENYL)METHY#

AR antagonist assay

Cell viability

LOG[cone.(M)] luc ren
-6 82 92
-7 98 99
-8 95 96
-9 93 99
-10 95 103
11 93 o L |
150 [====---=---=--=----
125 F---mmmmmmmmm e

% of activity

so o |-|
25 H |-l
o Hl. : |
-1 -0 -9 -8 -7 -6
Loglconc.(M)]
TRB-RXR antagonist assay
LOG[conc.{M)] luc ren
-6 88 109
-7 76 107
-8 79 i1l
9 107 123
-10 81 113
-1l 91 109
150 p-m— - - mmmmm— o — o
125 t------ R it
_«gwo ol 7”\\— T b
-5 L%
=
'§ 75 H -“K_ _\‘i.,_oﬂ:/ L
Yo
0 - - - - - - -
= 90
25 | -1 F L E e
0 ; . . . .

-11 -10 -9 -8 -7 -6
Loglconc.(M)]



sample No. AT103
chemical name 33-DI-TERT-BUTYLDIAN
CAS. 79-96-9
AR agonist assay AR antagonist assay
LOG]conc.(M)] luc LOG{conc(M)] luc ren
5 -10.1 5 5 17
-6 -L1 -6 92 102
7 -14 -7 103 102
8 0.6 -8 108 102
9 -1.1 -9 108 92
-10 -1.5 -10 105 95 | |
-1 2.1 Celi viability
(50 pm e mm e 150 fr-m -~ m—m e —m o
B 125 F-mmmmm e
O -
200 b oo _-r;loo ——————— TR -
3 3 75 ool 4 Y----
8§ B f--mmommmm oo oo 8 |
uz )
o] 50 K -~ - - ] - —-
I =
95 oo e 25 H -t o F 41
0 Il L 1 i 1 ] ] 0 ! - ' : =
11 -10 -3 -8 -7 -6 -5 B S A
Log[conc.(M)] Log[conc.(M)]
TRB-RXR agonist assay TRP-RXR antagonist assay
LOG[conc.(M)] tuc LOGjconc.{M)] luc ren
-5 16 ’ 5 -14 18
6 1.3 6 105 87
7 LS -7 102 103
-8 2.2 -8 109 98
9 1.7 9 118 105
-10 33 -10 104 101
-11 0.0
{80 ;o= - mmmm e 150 p-----=-m-mmmmm— oo
425 Lo 125 Fomm - mmm e
B0 ke e .E 100 ~A}
> =
H S o ||}
§ 15 F-mmmmm e <
- q°; se H -1}
s 50T - ———- ==
25 % ___________________ 25 - »
0 I iy i : 0 - )
-1 =10 -9 -8 -7 -8 -5 oo -8
Loglconc.(M)] Loglconc.(M)]
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sample No. ATI104
chemical name Pyrethrins
CAS. 8003-34-7
AR agonist assay
LOG[conc.(M)] luc
5 -8.8
6 0.0
-7 2.1
-8 0.2
9 0.7
-10 -0.8
-11 0.1
150 po=-mmmmmmmm oo mo -
126 L--mmmm e
L0 f-mmmmmme oo
.2
©
€ 75 -
Y
(2]
o 50 fommmmmm oo
25 L m e e
0 Lot to v
-1t =10 -9 -8 -7 -6 -5
Loglconc.(M)]
TRB-RXR agonist assay
LOG[conc.(M)] luc
-5 6.9
6 0.6
-7 1.5
-8 1.2
9 0.4
-10 1.2
-11 04
10 -~~~ -=-~-=--"-"-"—-"-"---
125 F-mmmmmm oo oo oo
B0 o
2
)
I L R
Yo
°
se B0 Foommmmmmemeoee oo
25 pmmmm e m e m oo
0 'y 4 1 . [l

AR antagonist assay

41 10 9 -8 -7 -6 -5
Log[conc.(M)]

LOG[conc.(M)] lue ren
-5 7 30
% 65 120
7 109 118
-8 100 118
9 96 115
-10 101 o1 [
Cell viability
150 [‘ ———————————————————
L
L
.-g 100 Frémel ol léd e U
\
e o |-t —\\ ----
[T
=4 L _ _ i ] -
= 50
25 H -1 1 4 1Y)
0 . . . . A2,
-0 -9 -8 -7 -6 -5
Loglconc.(M)]
TRB-RXR antagonist assay
LOG]conc.(M)] luc ren
5 -13 2
- 81 69
-7 97 9
-8 90 86
9 92 89
-10 87 78
150 fm=-~mmmmmmmmmmm oo
125 fomrmmmmm s e
B0 fommm -
2
k5
e B 1| |
Yo
)
< %01 |- F
25 H |-| F
0 1 L
-10 -9
Log[conc.(M)]



sample No. ATI10S
chemical name
CAS. 7320-34-5
AR agonist assay
LOG{conc.(M)] luc
5 21.0
% 34
-7 0.7
-8 0.9
9 -1.5
-10 -1.9
-11 1.5
150 p---mmmmm e e
125 b mmcmmm e
00 frmmmmmmm o
=
3]
O 75 f-omm oo
G
[5)
e B0 Fommmeeoe oo
25 L ----mommmmomomo g
e
0 L L L L L J
-1 -10 -9 -8 -7 -6 -5
Log{conc.(M)]
TRA-RXR agonist assay
LOG[conc.{M)] luc
K] 16.2
-6 6.1
-7 4.8
8 3.9
9 2.3
-10 2.0
-11 0.1
180 - m e e e e
125 fm-m - mmmm e e
2 100 Fomm e
2
B
8 75 f-mermmme e
y—
° 50 L ————————————————————
22
25 b e m oo
L4
0 Gomnckm e . sl L ]
-1 -0 -5 -8 -7 -6 -5
Loglcone.(M)]

Pyrophosphoric acid, tetrapotassium salt
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AR antagonist assay

LOG[conc.(M)] luc ren
-5 106 118
-6 105 104
-7 103 102
-8 95 102
9 103 98
-10 91 too []
Cell viability
180 f----~=---"~—~=-~---
125 [-------ommme o o
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TRB-RXR antagonist assay

LOG{conce.(M)] lue ren

-5 85 97

-6 96 99

-7 118 89

-8 131 93

-9 125 90

-10 119 95
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sample No. AT106
chemical name Benzy! henzoate
CAS. 120-51-4
AR agonist assay AR antagonist assay
LOG[conc.(M)] luc LOG[conc.(M)] luc ren
-5 9.9 -5 134 123
-6 1.5 6 130 129
7 0.1 -7 109 118
-8 -1.2 -8 109 113
9 0.4 9 104 110
-10 -1.8 -10 96 103 [ ]
-H L5 Cell viability
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Log{conc.(M)]
TRB-RXR agonist assay TRB-RXR antagonist assay
LOG{conc.(M)] luc LOG[conc.(M)] luc ren
-5 0.8 5 119 102
-6 0.5 -6 111 110
-7 0.6 -7 114 116
-8 2.2 -8 118 113
-9 0.7 -9 108 114
-10 0.6 -10 98 108
-1 0.6
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