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Description

GNE-781 is an orally active, highly potent and selective CBP inhibitor with an IC50 of 0.94 nM in TR-FRET
assay. GNE-781 also inhibits BRET and BRD4(1) with IC50s of 6.2 nM and 5100 nM, respectively.

GNE-781 displays antitumor activity in an MOLM-16 AML xenograft model[1].

IC50 & Target

CBP/p300

In Vitro

GNE-781 & — i B S5 1 I SR RO S M TR A KR 70, RN IR S G A S A AR
(CBP) ¥4l GNE-781 PEfik FOXP3 (XKHE P3) #&gM/K . R RS K38 T 4 i ko 75 %
GNE-781 X CBP/P300 HAMRMBAVIESENE, JFEXT CBP (5425 %) 1 P300 (4250 fif) HA &Mk
P, GNE-781 JE/R TRk AERERME (K BRD4 (1) & 5425 %) BOE4°FH5[1].
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In Vivo

GNE-781 (3-30 mg/kg; p.o.; twice daily for 21 days) £ 3. 10 1 30 mg/kg F&= FflHH MOLM-16
AML SERPRZ ALY/ BRI IR A KA (%TGI) 23308 73%. 71% Fl 89%][1].

GNE-781 PAFIEAK# J7 UK Foxp3 #3/KF. GNE-781 (3-30 mg/kg) LMKE 3 mg/kg MIFIETE
2 F1 8 /NEHME MYC, £ 2 /NEFEFEL 10 A1 30 mg/kg BB AANE] (87% A1 88% JMI)[1].

Solvent&Solubility

i S
DMSO ¥ ARFE + 50 mg/mL (95.13 mM; 7 B, TIRA) DMSO X7 i IR 76 A7 A i 25 5,
1718 F BT T3 19 DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.9026 mL 9.5131 mL 19.0262 mL
Stock Solutions 5 mM 0.3805 mL 1.9026 mL 3.8052 mL
10 mM 0.1903 mL 0.9513 mL 1.9026 mL

AR 7 AN RV R P RV R B PR A IS VA RIS A — BRI, TR, B
ST R R I T P R

%5 W AR AT 7 SRR . -80°C, 2 years; -20°C, 1 year (stored under nitrogen). -80°C f§7FI, 7L 2
ERBH,  -20°C fEfEmy, TETE 1R .
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DR VAR TR IR B 29 LU 4R VA FRIFE SR ) i P AR 5 B e AR v BT TE S AT
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RPN AAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: 2.5 mg/mL (4.76 mM); &kitif; ##H Bh%

SET7 A3 2.5 mg/mL B AU, S R] T IR A

U 1mL TARBCAH], B 100 wL25.0 mg/mL KI¥EHE DMSO A& BM#E] 400 uLPEG300 . i
G5 R ERERFIAN 50 L Tween-80, JRAIS): RIGHALSINA 450 wL AEFHK &
A% lmL.

AEEHKIEH: K 0.9 ¢ MM, BMET ddH. O FHEEZE 100 mL, A LIS RIS A E
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* AR P AR [F AR P VA R B IR B A IE RIS A v — BLRCROIAT, W B ORAT, B S S ST VR R B
Ko AERWIRAT 7 NFIYIPR: -80°C, 2 years; -20°C, 1 year (stored under nitrogen). -80°C i fEi, #57E 2 ENEM, -20°C
FEAFIT, TEAE 1 AEPAE .

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.9026 mL 9.5131 mL 19.0262 mL 47.5656 mL
5 mM 0.3805 mL 1.9026 mL 3.8052 mL 9.5131 mL
10 mM 0.1903 mL 0.9513 mL 1.9026 mL 4.7566 mL
15 mM 0.1268 mL 0.6342 mL 1.2684 mL 3.1710 mL
20 mM 0.0951 mL 0.4757 mL 0.9513 mL 2.3783 mL
25 mM 0.0761 mL 0.3805 mL 0.7610 mL 1.9026 mL
30 mM 0.0634 mL 0.3171 mL 0.6342 mL 1.5855 mL
40 mM 0.0476 mL 0.2378 mL 0.4757 mL 1.1891 mL
50 mM 0.0381 mL 0.1903 mL 0.3805 mL 0.9513 mL
60 mM 0.0317 mL 0.1586 mL 0.3171 mL 0.7928 mL
80 mM 0.0238 mL 0.1189 mL 0.2378 mL 0.5946 mL
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