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Cell Line Type Value Description
Cellular Effect Inhibition of prostate specific antigen expression in human
LNCaP 1Cso 122 nM
LNCAP cells in presence of fetal bovine serum
RD162 (1-10 u M; 4 days) suppresses growth and induces apoptosis in the human prostate cancer cell
line VCaP which has endogenous AR gene amplification[1].
RD162 has little to no binding to the progesterone, estrogen or glucocorticoid receptors in an in vitro
fluorescence polarization assay[1].
In Vitro Cell Viability Assay[1]
Cell Line: VCaP cells
Concentration: 1, 10 uM
Incubation Time: 4 days
Result: Suppressed cell growth.
RD162 (10 mg/kg; oral gavage; daily; for 28 days) causes all tumors regressed[1].
RD162 (0.1, 1, 10 mg/kg; oral gavage; daily; for 5 days) consistently reduces luciferase activity with 10
mg/kg/day human LNCaP/AR xenografts grown in castrated male mice whereas lower doses of 0.1 and 1.0
mg/kg/day has minimal effect. RD162 substantially reduces cellular proliferation after 5 days[1].
RDI162 (20 mg/kg; gavage) is ~ 50 percent bioavailable after oral delivery with a serum half-life of
about 30 hours[1].
Animal Model: Castrate male mice bearing LNCaP/AR xenografts[1]
In Vivo Dosage: 10 mg/kg
Administration: Oral gavage; daily; for 28 days
Result: Caused all tumors regressed.
Animal Model: Male mice[1]
Dosage: 20 mg/kg (Pharmacokinetic Analysis)
Administration: Oral gavage (in 0.5% hydroxy-methyl-propyl-cellulose)
Result: Had ~ 50 percent bioavailable after oral delivery with a serum half-life
of about 30 hours.
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1 B S
Solvent&Solubility DMSO MR : 125 mg/mL (262.36 mM; 75 BIA; WIRHT DMSO X 7™ i (R4 il B2 A 35 52

e, 5 AETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.0989 mL 10.4943 mL 20.9886 mL
Stock Solutions 5 mM 0.4198 mL 2.0989 mL 4.1977 mL
10 mM 0.2099 mL 1.0494 mL 2.0989 mL
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E = 3TN [1]. Chris Tran, et al. Development of a second-generation antiandrogen for treatment of advanced prostate
cancer. Science. 2009 May 8;324(5928):787-90.
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.0989 mL 10.4943 mL 20.9886 mL 52.4714 mL
5 mM 0.4198 mL 2.0989 mL 4.1977 mL 10.4943 mL
10 mM 0.2099 mL 1.0494 mL 2.0989 mL 5.2471 mL
15 mM 0.1399 mL 0.6996 mL 1.3992 mL 3.4981 mL
20 mM 0.1049 mL 0.5247 mL 1.0494 mL 2.6236 mL
25 mM 0.0840 mL 0.4198 mL 0.8395 mL 2.0989 mL
DMSO 30 mM 0.0700 mL 0.3498 mL 0.6996 mL 1.7490 mL
40 mM 0.0525 mL 0.2624 mL 0.5247 mL 1.3118 mL
50 mM 0.0420 mL 0.2099 mL 0.4198 mL 1.0494 mL
60 mM 0.0350 mL 0.1749 mL 0.3498 mL 0.8745 mL
80 mM 0.0262 mL 0.1312 mL 0.2624 mL 0.6559 mL
100 mM 0.0210 mL 0.1049 mL 0.2099 mL 0.5247 mL
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