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Description

Umbralisib (TGR-1202) is a novel PI3Kd inhibitor, with ICsy and ECs, of 22.2 nM and 24.3 nM, respectively;

Umbralisib (TGR-1202) is also active against CK1¢, with an ECs, value of 6.0 pM.

IC5¢ & Target

PI3KS

22.2 nM (ICs)

In Vitro

Umbralisib (RP5264) causes a half-maximal inhibition of human whole blood CD19 cell proliferation
between 100-300 nM[1]. In human lymphoma and leukemia cell lines, Umbralisib (RP5264; 10 nM-100 puM)
inhibits phosphorylated AKT at Ser473 in a concentration-dependent manner. Umbralisib and PR-171
synergistically kill blood cancer cells through disrupting the 4E-BP1-elF4F-c-Myc axis. Umbralisib and
PR-171 in combination synergistically and selectively silence the c-Myc and E2F transcription programs.
Umbralisib (15-50 pM) potently represses the expression of c-Myc in the DLBCL cell line LY7, and is

uniquely characterized with structural features suitable for targeting CK1¢ in lymphoma cells[2].

In Vivo

In a subcutaneous xenograft model of T-cell acute lymphoblastic leukemia (T-ALL) in NOD/SCID mice
using the MOLT-4 cell line, Umbralisib (RP5264; 150 mg/kg, daily p.o.) significantly shrinks the tumors by

day 25[2].

Solvent&Solubility

In Vitro:

DMSO : 20 mg/mL (34.99 mM; Need ultrasonic)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1mM 1.7496 mL 8.7481 mL 17.4963 mL
Stock Solutions 5mM 0.3499 mL 1.7496 mL 3.4993 mL
10 mM 0.1750 mL 0.8748 mL 1.7496 mL

AR TR AN R ) P ROV 1 B S8 (A RUMC B 46T — ELMC ORI, WX RAE, BERR
VR R R 7 R

ik £ T A7 75 SRR -80°C, 6 months; -20°C, 1 month. -80°C 77, e 6 4> H MM, -20°C
Ay, WEE 1 ASH AR .

In Vivo:

T AR YRR 1 SRR B ) A 25 245 75 2R FEIE VR IR T 58 . DL R IR DT SR # Se 4% 1 In Vitro J7 =CRC IV 75 O %
W, FAROCIS I )

NPRIESEI A A AT FEME,  BEIE ROAE &0 DURSEGE A7 261, & U 0RAF s RSB I TARVR, @ uUiE I
FHILRC, RAEHS: DAV FRIHT S (8 20 R PR I 7R S ) 2V P (AR AR b Ll o e T il A2 v
BAUTHE . Hri B g, mr RLadsd i BAoRn/sgke 7 1 O sQ i

AP I IR VA 771 -
Solubility: = 2 mg/mL (3.50 mM); Clear solution
W7 ZATERAG 2 2 mg/mL (3.50 mM, TR KN TS IEI 05 SEANIE T TS0 AR AN BL R sk

10% DMSO —90% corn oil

ES)

DL mL AR AH], B 100 pl 20.0 mg/mL [1J#E DMSO fif & inE] 900 uL ki, &5,

[1]. Swaroop Vakkalankaa, et al. Inhibition of PI3Kd kinase by a selective, small molecule inhibitor




References suppresses B-cell proliferation and leukemic cell growth.

[2]. Deng C, et al. Silencing c-Myc translation as a therapeutic strategy through targeting PI3Kd and CK1¢e

in hematological malignancies. Blood. 2017 Jan 5;129(1):88-99




