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Description PT-2385 is a selective HIF-2a inhibitor with a Ki of less than 50 nM[1][2].
IC50 & Target Kd: <50 nM (HIF-2a)!"
In Vitro PT-2385 (PT2385) is a selective antagonist of HIF-2 over HIF-1. PT-2385 is inactive for HIF-1al'l.
PT-2385 (30 or 100 mg/kg; oral gavage; twice daily) result in a rapid, dose-dependent tumor regression[3].
PT-2385 (PT2385) inhibits expression of HIF-2a regulated genes in a dose dependent manner in vivo.
Tumor is regressed with PT-2385 (3 and 10 mg/kg, p.o., b.i.d. dose) in 786-O xenograft. PT-2385 (1,3 and
10 mg/kg) also inhibits tumor-derived VEGFA protein levels. PT-2385 (10 mg/kg) treatment reduces
In Vivo proliferation (Ki67) and angiogenesis (CD-31)[1].

Animal Model: SCID/beige mice with the 786-O and A498 RCC cell lines[3]

Dosage: 30 or 100 mg/kg

Administration: Oral gavage; twice daily

Result: Resulted in a rapid, dose-dependent tumor regression.

Solvent&Solubility

In Vitro:
DMSO : 2 50 mg/mL (130.43 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.6087 mL 13.0433 mL 26.0865 mL
Stock Solutions 5 mM 0.5217 mL 2.6087 mL 5.2173 mL
10 mM 0.2609 mL 1.3043 mL 2.6087 mL
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Solubility: =2 2.5 mg/mL (6.52 mM); Clear solution

10% DMSO—40% PEG300 —~5% Tween-80 — 45% saline
7 R34S 2 2.5 mg/mL (6.52 mM, YIFIEEAN) OV IS .
PL 1 mL TAE N, B 100 L 25.0 mg/mL (7555 DMSO fi%#3n% 400 uL PEG300 ', 1B&H2k

[ LR R R AN 50 uL Tween-80, V441 SRIG4kEINN 450 pL A #EKE A2 1 mL.

2T INEERN %A 10% DMSO— 90% (20% SBE-B-CD in saline)
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Solubility: = 2.5 mg/mL (6.52 mM); Clear solution

JEJT A3 2 2.5 mg/mL (6.52 mM, RIS IO .

PL 4 mL TAER ], B 100 pL 25.0 mg/mL 95 DMSO %8N 900 uL 20% ¥ SBE-B-CD £
KA, IREIA .

AT IR IR 10% DMSO  —~90% corn oil

Solubility: = 2.5 mg/mL (6.52 mM); Clear solution
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.

L1 mL TAER 6], B 100 pL 25.0 mg/mL (3% DMSO f§&nE] 900 L Fkiheh, REe#A.
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