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AZD3514 is a potent and oral androgen receptor downregulator with Ki of 2.2 uM and has ability of
reducing AR protein expression. IC50 Value: 2.2 uM (Ki) Target: androgen receptor AZD3514 binds to the
AR ligand binding domain and has selectivity for binding to AR over other nuclear hormone receptors [1]. in

vitro: AZD3514 inhibits cell growth in prostate cancer cells expressing wild-type (VCaP) and mutated

Description
(T877A) AR (LNCaP), but is inactive in AR-negative prostate cancer cells, indicating a dependency on AR
for efficacy [2]. in vivo: We assessed activity initially in the Hershberger castrated rat assay in which oral
dosing of AZD3514 (100mg/kg once-daily for 7 days) significantly inhibited testosterone-induced growth of
sexual accessory organs [2]. Clinical trial: Open-label Prostate Cancer Study. Phase 1
In Vitro:
DMSO : 2 100 mg/mL (192.47 mM)
* ">" means soluble, but saturation unknown.
1mg 5mg 10 mg
Concentration
Preparing 1mM 1.9247 mL 9.6235 mL 19.2471 mL
Stock Solutions 5 mM 0.3849 mL 1.9247 mL 3.8494 mL
10 mM 0.1925 mL 0.9624 mL 1.9247 mL
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In Vivo:
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IR IS INAERVA ). 10% DMSO—40% PEG300 —~5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (4.81 mM); Clear solution

PJFETTHAT 2 2.5 mg/mL (4.81 mM, HRIEE AR BB

PL 1 mL TAEBCN], B 100 ul 25.0 mg/mL 17 DMSO fif##0m#] 400 uL PEG300 ', B&55%
) kR B 50 pL Tween-80, JRAII5]: SAJE4REIMA 450 pL AEBEER/KER S 1 mL.

2K F IR FER]:  10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (4.81 mM); Clear solution
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SAF KR IR 10% DMSO  —~90% corn oil

Solubility: 2 2.5 mg/mL (4.81 mM); Clear solution
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