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Abemaciclib (LY2835219) is a selective and BBB-permeable CDK4/6 inhibitor with IC50 values of 2 nM

Description
and 10 nM for CDK4 and CDK®6, respectively.
Cdk4/cyclin D1~ CDK6/cyclinDl ~ CDK9/cyclinT1 CDKS5/p35 Cdk5/p25
2 nM (ICs0) 10 nM (ICs0) 57 nM (ICs0) 287 nM (ICsp) 355 nM (ICs0)
CDK2/cyclinE CDKl/cyclinBl ~ CDK7/Matl/cyclinHl ~ PIM1 PIM2
504 nM (ICs0) 1627 nM (ICs0) 3910 nM (ICs0) 50 nM (ICs0) 3400 nM (ICs0)
IC50 & Target
HIPK2 DYRK2 CK2 GSK3b JNK3
31 nM (ICs0) 61 nM (ICs0) 117 nM (ICs0) 1920M (ICs0) 389 nM (ICs0)
FLT3 (D835Y) DRAKI1 FLT3
403 nM (ICs0) 659 nM (ICs0) 3960 nM (ICs0)
Abemaciclib Al FFRATMLE 77, ICS0 EIEEA 0.5 uM & 0.7 uM, A] ]Sk 30 R 40 (HNSCC)
A Akt Al ERK 55155, (HAH0H mTOR ¥&1L[1].
Abemaciclib % A375R1-4.MI14R Fl SH4R A #iil{EH, EC50 {H¥EH Y 0.3 &£ 0.6 pM; Abemaciclib
In Vitro AR A A375 R 25 A375RV1 Hil A375RV2 4HARAIHEEE, 1CS0 {53 A 395,260 Fl 463 nM,
HORAR2].
Abemaciclib LMRZNEE /K2 73] CDK4 A1 CDK6, il Rb Bifgfh, S G1 S Anssmms), 3
WHARET Rb SAZIIAII3].
Abemaciclib (45 mg/kg, HfR) 5 RADO001 EXAMH, 7E HNSCC 5 FhFE MR h = A= B[R i 8
In Vivo eI
Abemaciclib (45 5 90 mg/kg, FR) £ A375 SR it SR b2 I (535 1) Bl A KAk T 2]
1 B S
Solvent&Solubility DMSO H M : 2.94 mg/mL (5.80 mM; #84 Bhi% (<80°C); WM DMSO X7~ & IR V5 il FE 45 &2

HRM, 1 AHTITE I DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.9740 mL 9.8699 mL 19.7398 mL
Stock Solutions 5 mM 0.3948 mL 1.9740 mL 3.9480 mL
10 mM -- -—- -
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TR RA7 T AR . -80°C, 6 months; -20°C, 1 month (protect from light). -80°C f&7ER, H7E 6
ANHWER, -20°C fffERr, WE 1A WA
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Solubility: 3.33 mg/mL (6.57 mM); &kitil; 87 Bhi
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0.5% Hydroxyethyl cellulose in Water
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Jeiho B MBIRAT T RAIFR : -80°C, 6 months; -20°C, 1 month (protect from light). -80°C ffEIt, %7 6 A H WA, -20°C
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.9740 mL 9.8699 mL 19.7398 mL 49.3496 mL
DMSO
5 mM 0.3948 mL 1.9740 mL 3.9480 mL 9.8699 mL
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