iR 0T

FEm4FR: Bl-1347
CAS &: 2163056-91-3
S S88587

RIRET AR TR AT

Shanghai yuanye Bio-Technology Co., Ltd
HLE: 021-61312973 & E: 021-55068248
P4ik:  www.shyuanye.com

HR#: shyysw@sina.com

HEYEE

BI-1347 f2—FH A FURIEHER . EFRPEATIRALM CDKS HHI5 (1C50=1.1 nM), H E B HifR

Description
T
CDK8
IC50 & Target[1]
1.1 nM (ICs0)
Cell Line Type Value Description
Antiproliferative activity against human HCT-116 cells
HCT-116 ICso 32.94 uyM assessed as inhibition of cell proliferation incubated for 4
days by Celltiter glo luminescent assay
Inhibition of mouse derived homozygous TgON4R P301S
mutant tau-induced human ON4R tau aggregation
harboring P301S mutant transfected in HEK293 cells
HEK?293 ECso 5nM
preincubated for 2 hrs followed by compound addition
Cellular Effect
and measured after 3 hrs by YFP-based fluorescence
assay
Antiproliferative activity against human MDA-MB-231
MDA-MB-231 ICso 28.65 uM cells assessed as inhibition of cell proliferation incubated
for 4 days by Celltiter glo luminescent assay
Antiproliferative activity against human MDA-MB-468
MDA-MB-468 1Cso 28.82 uM cells assessed as inhibition of cell proliferation incubated
for 4 days by Celltiter glo luminescent assay
BI-1347 (150 nM; 44 /M) ATRESR/NGR AT NK 400 Bk B (GZMB+) HI774:[2].
BI-1347 (0.1 nM-10 uM; 24 /NED 3GI7 AT BN NK92MI 400 o 2 FL & (1 70 4 [2]
Western Blot Analysis[2]
Cell Line: Mouse splenic NK cells
Concentration: 150 nM
Incubation Time: 44 hours
In Vitro Result: Increased the proportion of granzyme B-positive NK cells by
approximately 4-fold.
Western Blot Analysis[2]
Cell Line: Human NK92MI cells
Concentration: 0.1 nM-10 uM
Incubation Time: 24 hours
Result: Increased perforin levels with an ECso value of 7.2 nM.
BI-1347 G ; 10 mg/kg: B H—k; 30 KD 47 STATIS727 BRI Bom A Py Puidsi il 2]«
BI-1347 (£ : 10 mg/kg) [AIEMETT A BI-8382 HH4RBEL 4 25/E FLIE EMT6 Rl ch 5 ey
In Vivo TR A2]

Animal Model:

Dosage:

B16-F10-luc2 syngeneic melanoma model[2]

10 mg/kg



https://www.medchemexpress.cn/javascript:goCoordinate('cpd_References1');
http://www.shyuanye.com

R R A IR AT
Shanghai yuanye Bio-Technology Co., Ltd

= Hithi: 021-61312973  f4FL: 021-55068248
l ? M4k: www.shyuanye.com
(A1} HR#: shyysw@sina.com
Administration: Oral gavage; 10 mg/kg; once daily; 30 d
Result: Reduced phosphorylation of STAT157? for at least 6 h by 60%.

Showed minimal effect on body weight at 10 mg/kg.

Showed lower tumor burden both on day 23 and 29, compared to the

control group.

Solvent&Solubility

1 H S
DMSO H [ fRE 125 mg/mL (350.71 mM; 75 Bhia; WRIEH) DMSO Xf 7= 5 I A R A 53 5
R, S AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.8057 mL 14.0284 mL 28.0568 mL
Stock Solutions 5mM 0.5611 mL 2.8057 mL 5.6114 mL
10 mM 0.2806 mL 1.4028 mL 2.8057 mL
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KA IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.08 mg/mL (5.84 mM); EIHIER

BT R AT >2.08 mg/mL (HERIEARAD IR EE

PL 1 mL TAEBCAE], B 100 pL 20.8 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥151; Fi B RSN 50 uL Tween-80, JRE 5] ARG ARSI 450 L AFHK EEE 1
mL.

A KRR ¥ 0.9 g &ALEN, BT ddH.0 FERZE 100 mL, T LTSRS % B 10 A4 B 4R K
WL

P -

B FR IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 2.08 mg/mL (5.84 mM); EIHTER

TR AT > 2.08 mg/mL (HERIEARKD IR TEER

PL1mL TAEGCAE, B 100 pL 20.8 mg/mL {77 DMSO fifi & nF] 900 uL 20% [ SBE-B-CD
A EACOKIE T, BEHA.

2 g SBE-B-CD (B T4Mt B-HMIKS) MIAREAT 10mL MAEMEKe, SEAeBMERBEY.

TR =

KA I AER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.08 mg/mL (5.84 mM); EIHIER
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UET7 TR > 2.08 mg/mL CHEANEEARFD HITE, S5 2556 A WIeE A 3 LR Bh s is i

A
PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7EH DMSO fig & inE] 900 uL Tk, JBEH
=
EZ 3N [1]. Harald Engelhardt, et al. New phenylpyrazolylacetamide compounds and derivatives as cdk8/cdk19

inhibitors.
[2]. Hofmann MH, et al. Selective and Potent CDK8/19 Inhibitors Enhance NK-Cell Activity and Promote
Tumor Surveillance. Mol Cancer Ther. 2020 Apr;19(4):1018-1030.

P T TS

RIS 7 i FE AN [R5 P B 9 A LI PR B G RO RIS A 260 — ELIC I, 30 ORAT S0 IR SR VR B PR 7 i SR 2

B AT 7 RAAR . -80° C, 2 years; -20° C, 1 year. -80° C f#fEF, 54 2 ENMH],
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e
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.8057 mL 14.0284 mL 28.0568 mL 70.1420 mL
5 mM 0.5611 mL 2.8057 mL 5.6114 mL 14.0284 mL
10 mM 0.2806 mL 1.4028 mL 2.8057 mL 7.0142 mL
15 mM 0.1870 mL 0.9352 mL 1.8705 mL 4.6761 mL
20 mM 0.1403 mL 0.7014 mL 1.4028 mL 3.5071 mL
25 mM 0.1122 mL 0.5611 mL 1.1223 mL 2.8057 mL

DMSO

30 mM 0.0935 mL 0.4676 mL 0.9352 mL 2.3381 mL
40 mM 0.0701 mL 0.3507 mL 0.7014 mL 1.7535 mL
50 mM 0.0561 mL 0.2806 mL 0.5611 mL 1.4028 mL
60 mM 0.0468 mL 0.2338 mL 0.4676 mL 1.1690 mL
80 mM 0.0351 mL 0.1754 mL 0.3507 mL 0.8768 mL
100 mM 0.0281 mL 0.1403 mL 0.2806 mL 0.7014 mL
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