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Target Research area
PROTACs; Androgen Receptor Cancer
Molecular formula C,sH;,CIN, O, STRUCTURE
Molecular weight 820.3750

;IIW% ol

DESCRIPTION

ARD-2128 is a highly potent, orally bioavailable PROTAC androgen receptor (AR) degrader. ARD-2128 has the

potential for the research of the prostate cance.

BIOLOGICAL ACTIVITY

In Vitro

ARD-2128 is highly potent and effective in the inhibition of cell growth in the VCaP cell line and LNCaP cell line with
the IC50 values of 4 nM and 5 nM, respectively.

ARD-2128 (1, 10, 100, and 1000 nM; 24 hours) effectively reduces the AR protein level by >50% at 1 nM and
achieves the AR degradation of >90% at 10, 100, and 1000 nM, respectively, in VCaP cell.

In Vivo

ARD-2128 (20 mg/kg; p.o.; once) is effective in reducing the level of AR protein in mice after 24 hours.
ARD-2128 (10-40 mg/kg; p.o.; daily for 21 days) shows antitumor activity in the VCaP xenograft model in mice.
ARD-2128 (5mg/kg; p.o.) treatment shows the Cmax, AUCO-t and t1/2 values of 1304 ng/mL, 22361 ng h/mL and

18.8 hours, respectively.

SOLUBILITY

Soluble in DMSO 100 mg/mL
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