(Al 2]

FEDWROEF
KA R HERS

TLRDORFEZTE LT A BE D E ORI H <O BRALITED, kAW GILTE
~TaFELTIE, B3 (0), 3% (N)Ofl, Vo (P), 447 (9), 7vH#E(F) ZIZLDHELIZA
17T ISRy B TNz AT, IR, RV (B) ANEAS ISR ERRfE S
BHICpoT-. — 5, (R¥E(C) DRIKTHRE THH7 A% (Si) 8 AL A PRGN E OS5
FIRL T, TOEMRREIZ B LD > T,

ZZC, BRI, AR B CRIABIO DI r A RITE B L, D) 7 A ORI AR
LA R M B M O S i b FIEOB S, 2) 7 A R ORBEEN LI EE L EML S
MORIBEITV, ARy A RO AMERTIEEHEL, FFRICE T L. R
LR SCTIRBWNT, AL, 7 AR2FH LIS TE M B O i B 2 L TR DAL AN
RELT, V7= VAR BRI T AREEATHZEIE ST, GO |, BRYEOERIE A
HRUDHTE, REERIRFB-IRFE B OEMBEL ARV I—n3RHHAEETHLHIE,
HE, ALEMOREERRICHNGNDZEN DR T ) — )b, TV —), TRV YL
FaE8 AL RS E OAIRUI R IIL, ZhOD B REEME A MO ERBICHHT&5
ZEREITOVWTEHIRL TS,

AR SCE, &5ENDERSH, B 1FE T, e R L T AHLRBOME O kL
BT BT D7 AR OFHD ATHEMEIZ DWW THERR L T2,
23T, AT OARNBERORBE THEY T 2=V AR B A 28 AN LT-BRD%)
FAZOWTRANTWD, FANE, P72V A BREATAONZRIAE 43 DL e 72—
(VDR) 72 =AMB IO T Fusr 74— (AR) 7o 23 =ANENZH T L &M 55
ZEANTHZET, VDR IEMEAIIRL, AR 1G1EZ A ESEDZ T L. BlD, [REI 7 A5R
BEHEITHIZEICEY, BNZBIRA~OBIMEOR N AU D222 L. Ak LALEY D
B b AR BRI TH-T- 87 A ELAW(SR)-3b 1%, ~7 AFLANA SC-3HI DB FE I &
PERRER I BV CIR 1 7alE A 7R LT2 (ICs0 = 0.072 UM

L)
e AT T g

(S, R)-3b
AR-antagonist (AR-selective ligand)
(SC-31C59 =72 nM)

wIZ, HATE, =AU L7 H— (ER) TR =AM THHE A7 = /— /b A (19a) DA% 2 Hi
(Z&Y, B AN T BT = ANERE AT DA E Y 8 (ERa 1Cso = 30 nM 72&
DAIBUCER I LT, £, DT 2o VAR Bk E T T HAT AR L7 72— (STS) FHEH
2, TAREZEANTHZEICKY, ZO1EEEZR ESEHZLITREILTZ. Zb0 s e &b,
PR FLAS AB IR A A5 L7 T STSPHE TR M L TREWIC LD ER 7 o T = ANEM 2 H 7
% 2 FRRAEF 45b DAIRUZAL I LTZ (STS IGo = 0.17 uM . KEDFE R LY, 7= AZ &
WA~TAHZREENTHIEITLD, A A~ORIRE DA PG D ZA L E LA Z LD L
STz, B, BERINTIRL, V7 2= VAL ACE DR FEITA R EHEITIZLIZED, BIIZH
ST FERIBITE LA REME N HHZ LD RIBI L.



L L
B T

_ 45b
ER @ -antagonist STS inhibitor

(ICs0 = 30 nM) (STS ICs0 =0.17 uM)

% 3 ETIL, FARORH M E CHDEL T VA — IV BLOV T ) — NV EEALTALAEY
DAIBUZOWTIR TS, XD, AT, Fife7er 7Y — A EAOAIRE B L,
RO 70T 7Y — AL ER THLIRNLTY IT DRV BREN AL TP — )V CEEZ &
FHZELEFE L. BRLTZY TP F— VK 59 OIENEIL, T9VRniob B Il EIG AR L
72(21% inhibition at 30 pM. ZDZEN6, 5%, T VA — NV DEHOMKIEZ LT HIE
2D, IEER BT A EE XD,

WRIT, T PF =N BIOTT ) — A EEZ AT DN T e B s (ATL ) e 5 P
HIORIA R TS, ETORER, V—NMEEWERSEDOIENEH T 527/ — VikEk 81 %
BHZEITRILTZ (SIT IGo = 6.3 UM . L LZRn3s, oV RJEHfa I3 D 8 R0, U
—R{EEMIZE > T, AMEERECB W T, MR R Mo M LR ORETHY, Hip
DREEREAL NV E THD. KREOFERLD, IV — L BLOY T/ — VA2 HTHEE
Wt — B DOVEEZ R UIZZE00, (LA ~DL T A — L BLO T — Lo AN, 1k
A OREEREILEITIBED — D OBRIRL L 720H DT EAVRENT-.

o Ph
H | oH o -OH
i Si
| NS N(S(\[(N@SI‘OH
N/ H (o] Y
59 81

Proteasome inhibitor ATL cell proliferation inhibitor
(21% Inhibition at 30 uM) (S1TIC5=6.3 uM)
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101a 106 ROR-inverse agonist
PSA inhibitor tubulin polymerization inhibitor < ROR® :ICg= 1.3 uM >
(PSAIC5p = 5.9 pM) (23% inhibition at 30 uM) B:1Cs>10 uM
7:1C50=4.5 uM
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tubulin polymerization inhibitor

(MCF-7 ICs = 0.007 uM)
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