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Description

MSC2530818 is a potent, selective and orally available CDKS inhibitor with an IC50 of 2.6 nM for CDKS.

IC50 & Target

CDK8

2.6 nM (IC50)

In Vitro

MSC2530818 LIAABIFISEAIF) (4 nM) 454 CDKS 1 CDK19. 76 SW620 A4 B i 40 fi b o 3 5% 51
WEER 1L STAT1SER727 (CDKS Wi 1t (¥ BE & A= k5 £4) (14 230i| (pSTATISER727 IC50 =842 nm).

MSC2530818 74 R HE WNT {5515 T (NS 40 M 2 2R P 0 WNT HOBE i S ) A 2
il fin, MSC2530818 7E LA A WiE WNT 3 % 58 48 1 40 D 2R v 400 b 5 T4 ot 25 R 1 98 6 R gL
Hi; LS174T (B-catenin 3454k, 1C50=32+7 nM), COLO205 (APC 28781k, 1C50=9+1 nM) FFRILHHM
il WNT3a FRfA- PA-1 40 H MR MEAR 25 15250 (1IC50=52+30 nM).MSC2530818 £ CEREP ZHHi%
DL BN TEEE, FERIH RN hERG #f]. Bt4h, MSC2530818 Jf&—Fir] ¥t CDKS8 #iil7l,
fE Caco-2 AP AATBEEARIR LR, H EAMEIEAARER P4so LRI,

In Vivo

I MSC2530818 AbFRIKIfaps /N BB R IOR AR KR /b, T/IC B GETRAMBEE) 72008 49% M
57%. MSC2530818 @7 BA RUFIMIM 21k, 76 qd G277 R /N RARTE A I, 1R T,
RS NI AARTE B R A A ARG TS (0.14 Lihvkg) ANEUD (0.48 Likg), SELTMI M2 K22
WHEE (2.4 AN BETAEBSEMZRE A FRAUEY, EREH 500 mg HMFIEAKT R, A OHRE
WRIHE AT RE 275%][1].

Solvent&Solubility

o ST
DMSO [\« 110 mg/mL (322.76 mM; 875 B, WIR K DMSO A7 i (10 v /i 1 A S 355
e, i HET T $ (1) DMSO)

S

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.9342 mL 14.6709 mL 29.3419 mL
Stock Solutions 5 mM 0.5868 mL 2.9342 mL 5.8684 mL
10 mM 0.2934 mL 1.4671 mL 2.9342 mL

AR 7 AN [V R PR R B PR A IS VA IS I A — BRI, TR, B
ST R R I P P R

i 2 ) R A7 7 RIYIIR = -80°C, 2 years; -20°C, 1 year. -80°C fi§ifF i, #57E 2 FAMEH, -20°C fif
N, A L ENEA .

YL

AR 1Y S2ae B AN 45 2477 3 S FE L IR T %o

VLNV 7 S 45 5% 8 In Vitro 77 UECHIWES A% 40900, B AR OIR I WA 711

—— NP SEG S RN, B IR AT ARIE A 0, 3& R A PRI SEER I LR, &
BUEBLHIAC, 2 RAH;

[ S T AN (= S = RE Y i VN T 2 73T L R AN s O P C G DU s el B/ TR/ i
G, AT LOE AR/ B8 7 1 7 BN

E S

R FA IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.75 mg/mL (8.07 mM); &35 1K

W EATHAG = 2.75 mg/mL CHRIERED BTG AR

U 1mL TARBCAH], B 100 wL27.5 mg/mL KI¥EHE DMSO &3] 400 uLPEG300 H, i
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G5 B ERERFIA 50 1L Tween-80, BAHIE); RIFH4LIIAN 450 v L K &
“E 1mL.
AR E K IECH]: 4 0.9 g SN, T ddH: O JFERZE 100 mL, ] LIS BV U 4 5

TR -

YIE g

THE =

BT o

B[

T PP VS A AV 711
Solubility: 2.75 mg/mL (8.07 mM); &kitil; #87 Bhis
W77 RAIHRAT 2.75 mg/mL (3550 R, Bk el A T AR R s e
U 1mL TARRCAH], B 100 wL27.5 mg/mL HI¥ETE DMSO &N 900 uL20% f# SBE-B
-CD AEEHAKEW T, BEHA.

2 g SBE-B-CD (FT 2k B-HWKE) BMAEET 10mL AEMEKS, SEEMBEETEN.

AU IR 1
Solubility: = 2.75 mg/mL (8.07 mM); ¥ iEIATR
WITRATAR = 275 mgml CHURIERAD BB, 17 RS H A A bl a9

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

10% DMSO — 90% Corn Oil

PLImL DA 9B, BC 100 wL27.5 mg/mL [¥EE DMSO f§#3ME] 900 uL F ki, BE

ZHE
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SEREAE BRI IR -
* ARIE T R R O R AT R 8 60— ELRE AN, WA, 000 R STV AL

K. BB IRAE T RAUAR: -80°C, 2 years; -20°C, 1 year. -80°C fiffN, iH7E 2 EAMEM,

-20°C f#A£ IS, B 1 EN

.
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.9342 mL 14.6709 mL 29.3419 mL 73.3547 mL
5 mM 0.5868 mL 2.9342 mL 5.8684 mL 14.6709 mL
10 mM 0.2934 mL 1.4671 mL 2.9342 mL 7.3355 mL
15 mM 0.1956 mL 0.9781 mL 1.9561 mL 4.8903 mL
20 mM 0.1467 mL 0.7335 mL 1.4671 mL 3.6677 mL
DMSO
25 mM 0.1174 mL 0.5868 mL 1.1737 mL 2.9342 mL
30 mM 0.0978 mL 0.4890 mL 0.9781 mL 2.4452 mL
40 mM 0.0734 mL 0.3668 mL 0.7335 mL 1.8339 mL
50 mM 0.0587 mL 0.2934 mL 0.5868 mL 1.4671 mL
60 mM 0.0489 mL 0.2445 mL 0.4890 mL 1.2226 mL
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80 mM

0.0367 mL 0.1834 mL 0.3668 mL

0.9169 mL

100 mM

0.0293 mL 0.1467 mL 0.2934 mL

0.7335 mL
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