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Product Data Sheet

Product Name: YK-4-279
Cat. No.: GC17386

Chemical Properties
Cas. No. 1037184-44-3

Chemical 4,7-dichloro-3-hydroxy-3-[2-(4-methoxyphenyl)-2-oxoethyl]-1H-indol-2-one
Name

SMILES  COC1=CC=C(C=C1)C(=0)CC2(C3=C(C=CC(=C3NC2=0)CI)CI)O
Formula  Cq{7H{13CIoNOg4 M. Wt 366.2

Solubility > 16.35 mg/mL in DMSO, > 24.25 Storage  Store at -20°C
mg/mL in EtOH with ultrasonic

General For obtaining a higher solubility , please warm the tube at 37 °C and shake it in the
tips ultrasonic bath for a while.Stock solution can be stored below -20°C for several months.

Shipping  Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
Condition blue ice upon request.

Caution: Product has not been fully validated for medical applications. For research use only.
Tel: (909) 407-4943 Fax: (626) 353-8530 E-mail: tech@glpbio.com
Address: 10292 Central Ave. #205, Montclair, CA, USA
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Protocol
Cell experiment [1-3]:
Cell lines VCaP cells, LNCaP cells

The solubility of this compound in DMSO is >16.35 mg/mL. General tips for
obtaining a higher concentration: Please warm the tube at 37 °C for 10 minutes
and/or shake it in the ultrasonic bath for a while. Stock solution can be stored

Preparation method

below -20°C for several months.

Reacting condition 10 pM, 48 hr

Caution: Product has not been fully validated for medical applications. For research use only.
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YK-4-279 inhibited ERG and ETV1 mediated transcriptional activity. YK-4-279
bound to ERG with an affinity (KD) of 11.7 pM and bound to ETV1 with an affinity
of 17.4 pM. In LNCaP cells, YK-4-279 (1 uM) resulted in decreased gene
expression of MMP 13 without significant reduction in ETV1 levels. In VCaP cells,
YK-4-279 (10 pM, 48 hours) decreased expression of PLAU, ADAM19 and PLAT
MRNA. YK-4-279 inhibited VCaP (10 pM) and LNCaP (1 pM) cell invasion of
HUVECs. YK-4-279 (10 pM) inhibited motility in a scratch assay in high-passage
LNCaP cells. YK-4-279 showed anti-proliferative activity with the IC50 values of 1
and 8 pM in primary cell lines ES925 and GUES1. YK-4-279 induced caspase-3
activity in four ESFT cell lines (TC32, A4573, TC71, and ES925). Treatment of
TC32, HEK293, HFK, and HEC with short-term (6 hours) high dose (50 pM) YK-
4-279 resulted in significant apoptosis of the ESFT cells. In LNCaP-luc-M6 cells,
YK-4-279 (1 pM) significantly reduced mRNA levels of several ETV1 target
genes, including MMP7, MMP13, FKBP10 and GLYATL2, without affecting the
expression of ETV1. YK-4-279 treatment of LNCaP-luc-M6 cells resulted in a
significant decrease in cell migration.

Applications

Animal experiment [2,3]:

SCID/bg mice bearing ESFT (orthotopic) or prostate cancer cell xenograft

Animal models
tumors, SCID/beige mice subcutaneously injected with LNCaP-luc-M6

Intraperitoneal injection, 1.5mg/dose, three times per week; 75 mg/kg YK-4-279

Dosage form
d three times a week and 150 mg/kg YK-4-279 five times a week

Caution: Product has not been fully validated for medical applications. For research use only.
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YK-4-279 (1.5 mg/dose i.p.) inhibited the growth of ESFT xenograft tumors. In
SCID/beige mice were subcutaneously injected with LNCaP-luc-M6 cells, YK-4-
279 (75 mg/kg YK-4-279 three times a week and 150 mg/kg YK-4-279 five times
a week) reduced tumor growth and inhibited lung metastasis. YK-4-279
treatment resulted in decreased gene expression of MMP7, GLYATLZ2 and
FKBP10 in LNCaP-luc-M6 animals.

Application

Please test the solubility of all compounds indoor, and the actual solubility may
Other notes slightly differ with the theoretical value. This is caused by an experimental
system error and it is normal.
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Background

YK 4-279 is an inhibitor of RNA Helicase A (RHA) binding to the oncogenic transciption factor EWS-
FLIT.

EWS-FLI1 is a disordered protein that precludes standard structure-based small-molecule inhibitor
design. EWS-FLI1 binding to RNA helicase A (RHA) is important for its oncogenic function.

In vitro: ESFT cells treated with YK-4-279 showed a dissociation of EWS-FLI1 from RHA by 10 mM,

Caution: Product has not been fully validated for medical applications. For research use only.
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consistent with the KD value. The EWS-FLI1-transfected cells showed a dose-dependent decrease
in promoter activity when treated for 18 h with 3 mM and 10 mM YK-4-279. YK-4-279 was relatively
specific for ESFT cells as compared to the nontransformed HEK293 cells [1].

In vivo: The tumor growth rate of YK-4-279—treated mice bearing CHP-100 was lower than that in
mice having PC3 prostate tumors. The cumulative data from five independent experiments with the
ESFT xenografts (TC71 and CHP-100) show a marked overall tumor reduction in the YK-4-279—
treated mice. Pathological analysis of mice treated with YK-4-279 did not show any signs of toxicity,
except for sterile inflammatory lesions in the abdominal cavities of mice [1].

Clinical trial: No clinical data are available currently.
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