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Description

SR-0813 is a potent and selective ENL/AF9 YEATS domain inhibitor. SR-0813 has IC50 and EC50 values of
25 nM and 205 nM for ENL YEATS domain, respectively. SR-0813 has IC50 and EC50 values of 311 nM
and 76 nM (CETSA) for AF9 YEATS domain, respectively. SR-0813 binds MAP3K 19 with over 100-fold
lower affinity (Kd=3.5 uM) than ENL YEATS (Kd=30 nM). SR-0813 can be used for the research of acute

leukemia[1].

IC50 & Target

NL YEATS domain ENL YEATS domain AF9 YEATS domain
25 nM (ICsn) 205 nM (ECsn) 311 nM (ICs())
MAP3K19 AF9 YEATS domain ENL YEATS domain

3.5 uM (Kd) 76 1M (ECso) 30 nM (Kd)

In Vitro

SR-0813 (compound 10; 0, 1, 10 uM; 4 h) dose-dependent evicts ENL from known ENL binding sites,
including the HOXA10 gene body and MYB promoter in MV4;11 cells[1].
SR-0813 (0, 1, 10 uM; 0, 24, 48, 72 h) downregulates the transcript levels of HOXA9, MEIS1, and MYC,
and increases the abundance of the ITGAM transcript in MV4;11 cells[1].
SR-0813 (0, 1, 10 uM; approximately 2 weeks) inhibits the growth of multiple lineage leukemia
(MLL)-fusion leukemia cell lines (MV4;11, MOLM-13, OCI/AML-2) and HB11;19 cells[1].
SR-0813 (1 uM, 4h) does not elicit global changes in gene expression in MV4;11 cells, but produces a
strikingly selective suppression of ENL target genes[1].
Cell Proliferation Assay[1]
Cell Line: MLL-fusion leukemia cell lines: MV4;11 (MLL-AF4 AML),
MOLM-13 (MLL-AF9 AML), and OCI/AML-2 (MLL-AF6 AML),
which are sensitive to the genetic loss of ENL.
HB11;19 cells, which harboring an MLL-ENL fusion.
Concentration: 0,1, 10 uM
Incubation Time: Approximately 2 weeks

Result: Inhibited the growth of cells.

Solvent&Solubility
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Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.0136 mL 10.0681 mL 20.1361 mL
Stock Solutions 5mM 0.4027 mL 2.0136 mL 4.0272 mL
10 mM 0.2014 mL 1.0068 mL 2.0136 mL
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Solubility: > 2.5 mg/mL (5.03 mM); ¥ % &k

5 ARG > 2.5 mg/mL (YR RRFD 38 EW.

PL 1 mL TAEW 91, EX 100 pL 25.0 mg/mL ffJ% % DMSO fi# #5011 400 pL PEG300 1, VA 5):
FEF BB RPN 50 uL Tween-80, JREI5T; SRS FEAREEAIA 450 pL AP ER/K EAE 1 mLo
AEFEEKITECH]: K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE % I 1 AR B A K

TR

[1]. Garnar-Wortzel L, et al. Chemical Inhibition of ENL/AF9 YEATS Domains in Acute Leukemia. ACS

BEXER Cent Sci. 2021 May 26;7(5):815-830.
e 3
SEEAE R VR HIR -
* ARG P i LE AN R A R PR R B A G A B 4 — BLEC RGBT, WE R, 8 S R B VR R U P
Ko
A A7 7 AR . -80°C, 6 months; -20°C, 1 month. -80°C (£, i57E 6 N H MAHE M, -20°C filfEi, A 14
AWM.
ALIEVEF RE 1mg 5mg 10 mg 25 mg
WA
wE
1 mM 2.0136 mL 10.0681 mL 20.1361 mL 50.3403 mL
5mM 0.4027 mL 2.0136 mL 4.0272 mL 10.0681 mL
10 mM 0.2014 mL 1.0068 mL 2.0136 mL 5.0340 mL
15 mM 0.1342 mL 0.6712 mL 1.3424 mL 3.3560 mL
20 mM 0.1007 mL 0.5034 mL 1.0068 mL 2.5170 mL
DMSO 25 mM 0.0805 mL 0.4027 mL 0.8054 mL 2.0136 mL
30 mM 0.0671 mL 0.3356 mL 0.6712 mL 1.6780 mL
40 mM 0.0503 mL 0.2517 mL 0.5034 mL 1.2585 mL
50 mM 0.0403 mL 0.2014 mL 0.4027 mL 1.0068 mL
60 mM 0.0336 mL 0.1678 mL 0.3356 mL 0.8390 mL
80 mM 0.0252 mL 0.1259 mL 0.2517 mL 0.6293 mL
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100 mM

0.0201 mL

0.1007 mL

0.2014 mL

0.5034 mL
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