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HEYEE

UT-34 is a potent, selective, orally bioactive second-generation pan-androgen receptor (AR) antagonist and

degrader, with IC50 values of 211.7 nM, 262.4 nM, and 215.7 nM for wild-type AR, F876L-AR,

Description and W741L-AR, respectively. UT-34 binds to the ligand-binding domain (LBD) and functional 1 (AF-1)
domain of AR and requires the ubiquitin-proteasome pathway for AR degradation. UT-34 has
anti-prostate cancer effects.

IC50 & Target 1C50: 211.7 nM (Wild-type AR), 262.4 nM (F876L AR) and 215.7 nM (W741L AR)[1]

UT-34 (3-10 uM; 24 /NEF; LNCaP 4if) AE M 100 nM FF4E0#H] PSA 1 FKBPS (3R IE LK
LNCaP 44K, 7€ 10 uM I SR B KRR 1]
UT-34 (0.1-10 uM; 24 /N5 LNCaP 4Hiffid) 4b3E 380 LNCaP 4fi 1000 nM ) AR 7KF-F&AK[1].
ZR-75-1 HMIAERFES A UT-34 MIMIEEREFRESH 2 FE AR BT TR, (HEAS T RMERR
T (ER) BiZMEZM (PR) K. b4, 7ERIE AR TIPS FUMEZ/A& (GR) 1) MDA-MB-453
Mg, UT-34 5% AR T, ERES GR[1].
UT-34 & AR Fl AR-V7 [IH % B&f#RF]. LNCaP-ARV7 4Hffi7E 0.1 nM R1881 B} 10 ng/mL 5% /1%
RATAE T AEEE 24 /M. Z VYRR T EDN2 (U3RIE, B UT-34 4], 1 UT-34 0] R1881 1551
FKBPS5 K Fik[1].
C

Cell Viability Assay[1]

In Vitro

Cell Line: LNCaP cells

Concentration: 3 uM, 10 uM

Incubation Time: 24 hours

Result: Inhibited the expression of PSA and FKBPS and growth of LNCaP

cells starting from 100 nM with maximum effect observed at 10 M.

Western Blot Analysis[1]

Cell Line: LNCaP cells

Concentration: 0.1 uM,1 upM,10 puM

Incubation Time: 24 hours

Result: Resulted in a reduction of AR levels at 1000 nM.
UT-34 (3-10 uM; 24 /NiF; LNCaP 4iifid) 4L¥AN 100 nM FF46401H] PSA A FKBPS [#)31k BL I
LNCaP S, 7 10 pM REREER] BORRUR 1]
UT-34 (0.1-10 pM; 24 /s LNCaP #iff) 4F 38 LNCaP 4ifH 1000 nM 1) AR ACT-BEAK[1].
ZR-75-1 MMIAERFE S UT-34 (MG KT FREH & 38 AR EAKT T, EAS TR
Mk (ER) BUZHERZAE (PR) KT MLhh, 1ERIE AR FIRER RIS ZIE (GR) #1 MDA-MB-453

In Vivo FUEAN T, UT-34 %% AR IF#M, EAES GR[1].

UT-34 & AR 1 AR-V7 (B 2 4f#57. LNCaP-ARV7 ZHHi7E 0.1 nM R1881 5% 10 ng/mL 3% /1%

R T 24 /. ZVIAEFT EDN2 (3L, # UT-34 #0fl, 1 UT-34 40 R1881 5311

FKBP5 JE[HRiA[1].
Animal Model:

Non obese diabetic/severe combined immunodeficiency Gamma (NSG)

mice injected with MR49F cells[1]
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Solvent&Solubility

Dosage: 20 mg/kg or 40 mg/kg

Administration: Oral administration; daily; for 14 days

Result: Reduced the seminal vesicle weight.
4 ST

DMSO HFEMERE < 250 mg/mL (701.71 mM; #8 7 BIE; R K DMSO X 7= s VA A B3
e, V8 HHT T E 1) DMSO)

K

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.8069 mL 14.0343 mL 28.0686 mL
Stock Solutions 5mM 0.5614 mL 2.8069 mL 5.6137 mL
10 mM 0.2807 mL 1.4034 mL 2.8069 mL

AR 7 AN RV R P RV R B PR A IS VA RIS A — BRI, TR, B
ST R R I P P R

i % B R A7 J7 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 A H PAlifll, -20°C
fiBfEit, AE 1 ANH PEA .

YL

TR IR Y SEgR A4S 2575 2 I 2 VA R T %

VLNV 7 S 45 S5 8 In Vitro 75 ZECHIPES IIAE 4590, BRI ER I WA 71

—— NP SERG S RN, W ARG AT DRI A 50, 3& S OR A PRI SEER I TR, &
WESL A, 2R,

DRV R R R B 79 LU R 4R VA FRIFE S ) i P I AR 5 B e AR v M B TTE S AT
G, AT LOE N AR/ s 7 1 7 B

E S

T 7 VS A AV 71
Solubility: = 2.08 mg/mL (5.84 mM); ¥ &AM

T RA3AS = 2.08 mg/mL BRI ARFD [EHRR.

PL I mL TAEM B, L 100 »L20.8 mg/mL fI¥#iE DMSO fis£&#ns 400 wLPEG300 #, &
G5 R ERERFIMAN 50 L Tween-80, JRAIE): RIGHALIMA 450 wL AEFHK &
AE 1mL.

AEFRERKIIEH: ¥ 0.9 g AAAN, WM T ddH: O FFEAZE 100 mL, AT LA B S KIE R
TR -

L -

T 7 VS A A 71
Solubility: = 2.08 mg/mL (5.84 mM); ¥ &AM

T RA3RAG = 2.08 mg/mL BRI AR [EHRR.

U 1mL TARRCAH], B 100 1w L20.8 mg/mL HI¥EE DMSO &Nl 900 uL20% f# SBE-B
-CD AFEHAKEW T, BEH.

2 g SBE-B-CD (FTHEEE B-FHMIAE MAERET 10mL MAEFEKF, TEBEMEBHEEN.
FR =

T 7 VS A AV 71
Solubility: = 2.08 mg/mL (5.84 mM); ¥ &AM

L3RS = 2.08 mg/mL CWRIEERHD AL SbJ7 S50 A I7E N H UL LR sh 55
& A o

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline

10% DMSO —  90% (20% SBE- B -CD in Saline)

10% DMSO — 90% Corn Oil
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L ImL TAERCAHI, B 100 uL20.8 mg/mL [I7E5H DMSO fE#30ME] 900 wL Tk, 1BE
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ST AR AL IR
* AR = AR [F AR P I A B R B A IE VA US4 s — BLRCRIA T, 1 - SR, B S S VRIS B
K. AERWIRAE T AR . -80°C, 6 months; -20°C, 1 month. -80°C f#fEN}, 7L 6 A WA, -20°C iRy, H7E 1

MH WM.

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.8069 mL 14.0343 mL 28.0686 mL 70.1715 mL
5 mM 0.5614 mL 2.8069 mL 5.6137 mL 14.0343 mL
10 mM 0.2807 mL 1.4034 mL 2.8069 mL 7.0172 mL
15 mM 0.1871 mL 0.9356 mL 1.8712 mL 4.6781 mL
20 mM 0.1403 mL 0.7017 mL 1.4034 mL 3.5086 mL
25 mM 0.1123 mL 0.5614 mL 1.1227 mL 2.8069 mL

DMSO

30 mM 0.0936 mL 0.4678 mL 0.9356 mL 2.3391 mL
40 mM 0.0702 mL 0.3509 mL 0.7017 mL 1.7543 mL
50 mM 0.0561 mL 0.2807 mL 0.5614 mL 1.4034 mL
60 mM 0.0468 mL 0.2339 mL 0.4678 mL 1.1695 mL
80 mM 0.0351 mL 0.1754 mL 0.3509 mL 0.8771 mL
100 mM 0.0281 mL 0.1403 mL 0.2807 mL 0.7017 mL
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