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GSK778 (iBET-BD1), a chemical probe, is a potent and selective BD1 bromodomain inhibitor of the BET

Description proteins, with IC50s of 75 nM (BRD2 BD1), 41 nM (BRD3 BD1), 41 nM (BRD4 BD1), and 143 nM (BRDT
BD1), respectively. GSK778 phenocopies the effects of pan-BET inhibitors in cancer models[1].
BRD2 BD1 BRD3 BD1 BRD4 BD1 BRDT BDI
IC50 & Target
75 nM (ICso) 41 nM (ICs0) 41 nM (ICs0) 143 nM (ICs0)
GSK778 #iifil BRD BD2 KJ IC50 4+%)°4 3950 nM (BRD2 BD2). 1210 nM (BRD3 BD2). 5843 nM
(BRD4 BD2) #1 17451 nM (BRDT BD2)[1].
GSK778 (0.01-10 uM; 72 /M) 3 A S RAC CD4+ T it A48 B35 1 DL B 280 S 4 B R 7 77 A, 4
¥ IFNy. IL-17A F11IL-22[1].
GSK778 (0.001-10 uM; 5 K) X MDA-453. MOLM-13. K562 H4 &M% 714 %0 B K,
MV4-11. THP-1 1 MDA-MB-231 #fijfi[1].
GSK778 (1000 nM; 72 /NEP) FIHIHIIEGE, #55 MV4-11. MOLM13. MDA-MB-231 FI MB453 4f
I P 240 L ] 300 i AR T2 1]
GSK778 (1000 nM; 12 K) AJFEEIRIRAZE AML 4000 /950 B i RE Ji[1].
Cell Proliferation Assay[1]
Cell Line: Human primary CD4" T cell
Concentration: 0.001, 0.01, 0.1, 1, 10 uM
Incubation Time: 72 hours
In Vitro Result: Inhibited the proliferative activity of the cells and the production of
effector cytokines.
Cell Viability Assay[1]
Cell Line: MDA-453, MOLM-13, K562, MV4-11, THP-1, and MDA-MB-231
cells
Concentration: 0.001,0.01, 0.1, 1, 10 upM
Incubation Time: 5 days
Result: Inhibited the growth and viability of human cancer cell lines.
Apoptosis Analysis[1]
Cell Line: MV4-11, MOLM13, MDA-MB-231 and MB453 cells
Concentration: 1000 nM
Incubation Time: 72 hours
Result: Inhibited cell proliferation and induced a cell cycle arrest and
apoptosis.
GSK778 (15 mg/kg/BID; FEREHST, #48: 30 K) {4228 MLL-AF9 AML #i% 4Lt iBET-BD2 R
LR
GSK778 (15 mg/kg/BID; J¢ Filse, #4: 14 R) A buigRmER A (KLH) IgM =4, JFHii
In Vivo
ZPERAF(1].

GSK778 #E/NR O (10 mgkg) R H Cmax (85 ng/mL). Tmax (1.48 h) 1 AUCw (132

ng.h/mL)[1].
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Animal Model: 6-8 weeks female C57BL/6 mice are injected with MLL-AF9 cells[1]
Dosage: 15 mg/kg/BID
Administration: Lp. injections for 30 days
Result: Increased the survival rate of leukemia mice.
Animal Model: Male CD1 mice[1]
Dosage: 10 mg/kg (Pharmacokinetic Analysis)
Administration: P.o. administration
Result: Cuax (85 ng/mL), Timax (1.48 h); AUC. (132 ng.h/mL).

i g
Solvent&Solubility DMSO "R - 41.67 mg/mL (81.45 mM; j# A5 Bh ¥, WIR K DMSO X 7= il (¥ 7 8 A7 8. 35 5%

Wi, TS ) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.9546 mL 9.7731 mL 19.5461 mL
Stock Solutions 5mM 0.3909 mL 1.9546 mL 3.9092 mL
10 mM 0.1955 mL 0.9773 mL 1.9546 mL

AR = S EA R P VA R IR 3 A& A IR U A0 — LIS ROBYI, W 38 (RAE, i
S VR R R 7 ot 2R

A M RA7 7 AR : -80°C, 1 year; -20°C, 6 months. -80°C /£, iH7E 1 EAE/H, -20°C fi%
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ARG () I NN 4 24577 2 IR B 2 A AR T R

AR ¥ A7 7 S #0VE S 1T In Vitro 77 2UFE IV HOM 4900, AR VR I B 7
——RPRESEIO G R AT R, VI (0 6 2 T LRIB AR 40, &M RAE s RS AR, &
WEDLAHBR, 2RMEH;

DA VU S R 1 T 4 LR P A TR 7 A TC ) 28 P R s B PR TR R b e BT L T
WG, W7 LOE s FAE /sl 7 i) 7 B

FE

KA INEAER:  10% DMSO —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.08 mg/mL (4.07 mM); ¥ & &

P77 AR = 2.08 mg/mL GRAIREARED B HER-

PL1mL TAEGCAEI, B 100 wL20.8 mg/mL [ E DMSO fig&nEl 400 wLPEG300 1, &
H5: W R RPN 50 1L Tween-80, VREHIS): RJGHALINAN 450 nL £FHK &
A% 1mL.

AR EKEOBCH]: 45 0.9 g SALEN, VEMT ddH2 O JEERZE 100 mL, AT DA% ) 4 B0 26
KB

HHE —

B FRINEEFER:  10% DMSO  —  90% (20% SBE- B -CD in Saline)

Solubility: 2.08 mg/mL (4.07 mM); &ty 75 WiE

BET7 ZAT3RAG 2.08 mg/mL (#3550 Bk, Bkl T AT IRAN R s i

PL1mL TAEGCAE], B 100 1 L20.8 mg/mL [ DMSO fis&@NEl 900 uL20% ) SBE-B
-CD AEF AR T, BEBIA.

2gSBE-B-CD (AT AEF B-FMIKE) MAEAT 10mL MAIEKE, HABMRERBEY.
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R =

EIRF I INEFER:  10% DMSO  —  90% Corn Oil

Solubility: = 2.08 mg/mL (4.07 mM); 35

LT AR = 2.08 mg/mL CWRIEERHD AL SbJ7 5258 A I7E 4N H UL B s 55
AL -

A ImL TAEROAHI, B 100 »L20.8 mg/mL [¥#% DMSO &N 900 uvL ki, W&

ZHE

[1]. Omer G, et, al. Selective targeting of BD1 and BD2 of the BET proteins in cancer and

immunoinflammation. Science. 2020 Apr 24; 368(6489): 387-394.

SEEENE A MR ) 3R
TR 7= i 7E AN TRV 751 o T VA A P S R A (R VA TR R 8 T — ELPR AT, 1 A S (RAF 388 S SR ST VAR IR AT 7=
P BRI T AR : -80°C, 1 year; -20°C, 6 months. -80°C f 77, A 1 SEMHH,  -20°C (I, i57E 6 4

A,
ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 1.9546 mL 9.7731 mL 19.5461 mL 48.8653 mL
5 mM 0.3909 mL 1.9546 mL 3.9092 mL 9.7731 mL
10 mM 0.1955 mL 0.9773 mL 1.9546 mL 4.8865 mL
15 mM 0.1303 mL 0.6515 mL 1.3031 mL 3.2577 mL
20 mM 0.0977 mL 0.4887 mL 0.9773 mL 2.4433 mL
DMSO 25 mM 0.0782 mL 0.3909 mL 0.7818 mL 1.9546 mL
30 mM 0.0652 mL 0.3258 mL 0.6515 mL 1.6288 mL
40 mM 0.0489 mL 0.2443 mL 0.4887 mL 1.2216 mL
50 mM 0.0391 mL 0.1955 mL 0.3909 mL 0.9773 mL
60 mM 0.0326 mL 0.1629 mL 0.3258 mL 0.8144 mL
80 mM 0.0244 mL 0.1222 mL 0.2443 mL 0.6108 mL



http://www.shyuanye.com

	产品名称：GSK778
	CAS号：2451862-42-1
	产品货号：S89866

