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dBET!1 s Cereblon Fi{4 1 BRD4 Fi{AAHiE ) PROTAC, F EC50 fiy 430 nM. dBETI J&—

Description FiEr BRD4 #1175 JQ1 55 NSC 527179 #iA#)i@id linker f*4:f) PROTAC, REWS{EARANEE RIS
TS BRD4 FEfi.
BRD4 Cereblon
IC50 & Target

430 nM (ECs0)

Cell Line Type Value Description
Antiproliferative activity against human A549 cells
A549 ICso 12.3 uM assessed as cell growth inhibition measured after 4 days by
CCK-8 assay
Cytotoxicity against permeabilized HEK293 cells assessed
HEK293 ICso 0.056 uM as inhibition of cell viability incubated for 30 mins in
presence of CRBN-tracer by nanoBRET assay
Cytotoxicity against permeabilized HEK293 cells assessed
HEK293 1Cso 0.09 uM as inhibition of cell viability incubated for 30 mins in
presence of CRBN-tracer by nanoBRET assay
Cytotoxicity against human HEK293 cells assessed as
HEK293 1Cso 0.93 uM inhibition of cell viability incubated for 30 mins in presence
of CRBN-tracer by nanoBRET assay
Cytotoxicity against human HEK293 cells assessed as
HEK293 1Cso 2.2 uM inhibition of cell viability incubated for 30 mins in presence
of CRBN-tracer by nanoBRET assay
Antiproliferative activity against human HGC-27 cells
Cellular Effect
HGC-27 ICso 0.88 uM assessed as cell growth inhibition measured after 4 days by
CCK-8 assay
Antiproliferative activity against human HN-6 cells
HN-6 ICso 7.07 uM assessed as reduction in cell viability incubated for 24 hrs
by CCK-8 assay
Antiproliferative activity against human HeLa cells
HeLa ICso 16.06 uM assessed as cell growth inhibition measured after 4 days by
CCK-8 assay
Antiproliferative activity against human HepG2 cells
HepG2 1Cso 19.8 uM assessed as cell growth inhibition measured after 4 days by
CCK-8 assay
Antiproliferative activity against human MCF7 cells
MCF7 1Cso 5.3 uM assessed as cell growth inhibition measured after 4 days by
CCK-8 assay
Antiproliferative activity against human MM1.S cells
MML1.S 1Cso 0.141 uM assessed as inhibition of cell growth incubated for 72 hrs

MTS assay
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Antiproliferative activity against human MM1.S cells
MMI1.S ICso 2469 nM assessed as cell growth inhibition measured after 4 days by

CellTitre-Glo assay

MOLM-1 Growth inhibition of human MOLM13 cells after 96 hrs by
1Cso 140 nM

3 CCKS8 assay

MOLM-1 Cytotoxicity against human MOLM13 cells assessed as cell
ICso 657 nM

3 growth inhibition after 4 days by WST-8 assay

Antiproliferative activity against human MM4-11 cells
MV4-11 1Cso 0.013 uM assessed as inhibition of cell growth incubated for 72 hrs

MTS assay

Antiproliferative activity against human MV4-11 cells
MV4-11 1Cso 11.8 nM assessed as cell growth inhibition measured after 3 days by

CellTitre-Glo assay

Growth inhibition of human MV4-11 cells after 96 hrs by

MV4-11 1Cso 42 nM

CCK8 assay

Antiproliferative activity against human MV4-11 cells
MV4-11 ICso 6.1 nM assessed as inhibition of cell growth incubated for 3 days by

CellTiter-Glo assay

Cytotoxicity against human PC-3 cells assessed as reduction
PC-3 ECso 50 nM in cell viability measured after 5 days by Cell-Titer glo

assay

Cytotoxicity against human RS4:11 cells assessed as cell
RS4-11 ICso 78.8 nM

growth inhibition after 4 days by WST-8 assay

Growth inhibition of human RS4:11 cells after 96 hrs by
RS4-11 ICso 79 nM

CCKS assay

In Vitro

dBET1 A:# i MYC #1 PIM1 [)%:5%. dBET1 [#f# BRD4, 5 MV4;11 400U Zh 5 8R1H
CIRCRAE . X 4 /NI dBET1 ACFREZ4N T T, JE4E 8 /NI 3R, dBET1 &L 24 /N
R MV4; 1T AR E = A B s E R 0B ATP S aill&E, 1C50=0.14 n M, M T JQ1 i

1C50=1.1 M) [1].

In Vivo

IS LA E , dBET1 4525 Al ZZ iRt g, IR IR MIRAE o VP A i e s . 7E 58— Rk
HWAEHA dBET1(50 mg/kg IP)IAY7 o PU/N WIS 3] BRD4 12 PE25 %05 e . S OIBRI iR
HIEAAX AR EL, dBET1 M%£%] BRD4 M4t 5 B8 AfE. MYC T IRAEEING] . /N w5
17 dBETI M52 PERAF, WA, EMrhe Mg b A s Mk Bok A B4 /2w

Solvent&Solubility

20 S5
DMSO RIS : 43.33 mg/mL (55.18 mM; HEH Bh¥; WIERI DMSO X7 M IS MRS A B & F
R, 4 AT ) DMSO)

S

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.2734 mL 6.3672 mL 12.7345 mL
Stock Solutions 5mM 0.2547 mL 1.2734 mL 2.5469 mL
10 mM 0.1273 mL 0.6367 mL 1.2734 mL

AR S E AN R T VA IR B PR S & IV R RL A i 80— BLRCIRIATR, IE 0 RERAT, G
S 2R R R i R 2
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it 8 O 4A7 77 SURIIBR . -80°C, 1 year; -20°C, 6 months. -80°C f#fENS, 7 1 EWAEH],  -20°C fi%
A, TEAE 6 S H AR

YL

WARIE M SR sh AN 25 25 77 3 W FRE LR T %o

VLNV 7 B Se % R In Vitro 75 SUBLHITEE R0 BRI I Bh 7 77«
——PRIESEIR S IR T EENE, P RO R T DRI R A7 25 1R, S ORAT s A SRIR A AR, 2
WESLHIES, 2R,

[ S R T AN (N S = RE A i VN T 2 73T G R AN A O EC G DU s el s B/ TR/ i
BLG, AT Ui HORERE P R 7 R

E S

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 3 mg/mL (3.82 mM); V&4 A

SET AR >3 mg/mL CHIRIEERAD IR, SbJ7 SR 2ge A I7E 4 A UL LI s s mots
A

PL I mL TAEBCAE], X 100 uL 30.0 mg/mL [7EH DMSO fig & inE] 900 uL Tk, JBEH
5.

E = 3TN [1]. Winter GE, et al. DRUG DEVELOPMENT. Phthalimide conjugation as a strategy for in vivo target

protein degradation. Science. 2015 Jun 19;348(6241):1376-81.

SEEAE BRI R -

T AR P RV ) R VA P SR B A S (VB RSB R4 T — ELICRRTEWR, 15 20 B ORAE 388 G S VR AR PR 7t R
8

ik & T R A7 75 SRR : -80° C, 1year; -20° C, 6 months. -80° C fkf7Rt, W7E 1 MM, -20° C#Ef7FRS, 157E6
A A WAEA .

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.2734 mL 6.3672 mL 12.7345 mL 31.8362 mL
5mM 0.2547 mL 1.2734 mL 2.5469 mL 6.3672 mL
10 mM 0.1273 mL 0.6367 mL 1.2734 mL 3.1836 mL
15 mM 0.0849 mL 0.4245 mL 0.8490 mL 2.1224 mL
DMSO 20 mM 0.0637 mL 0.3184 mL 0.6367 mL 1.5918 mL
25 mM 0.0509 mL 0.2547 mL 0.5094 mL 1.2734 mL
30 mM 0.0424 mL 0.2122 mL 0.4245 mL 1.0612 mL
40 mM 0.0318 mL 0.1592 mL 0.3184 mL 0.7959 mL
50 mM 0.0255 mL 0.1273 mL 0.2547 mL 0.6367 mL
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