iR 0T

FEfh4#R: PD0166285
CAS &: 185039-89-8
S S88063

AR AR R AR
Shanghai yuanye Bio-Technology Co., Ltd
HiE: 021-61312973  fEE: 021-55068248

P4ik:  www.shyuanye.com

M34H: shyysw@sina.com

HEYEE

PD0166285 /& P-gp If1—ANKH, & WEEL i3], talfi54ms] Mytl, 1C50 55108 24 F1

Description
72nM. PDO0166285 %f Chkl [ IC50 {4 3.433 uM.
IC50 & Target IC50: 24 nM (WEEL), 72 nM (Mytl), 3.433 M (Chk1)[1].
Cell Line Type Value Description
Inhibition of PDGF-stimulated Platelet-derived growth
Co6 ICso 0.005 uM  factor receptor autophosphorylation in C6 rat glioma cells
after 2 hr
C6 glioma 3-day proliferation followed by soft agar growth
C6 ICso 0.12 pM
with continuous treatment
C6 glioma 3-day proliferation followed by soft agar growth
C6 ICso 1.8 uM
without treatment
Binding affinity to human full-length His-tagged Myt1
Cellular Effect HEK293 1Cso 7.2 nM kinase expressed in HEK293 cells by TR-FRET based
binding assay
Antiproliferative activity against HEK293T cells measured
HEK-293T 1Cso 0.29 uM
after 72 hrs by CellTiter-Blue assay
Antiproliferative activity against human MDA-MB-231
MDA-MB-231  ICso 0.16 pM
cells measured after 72 hrs by CellTiter-Blue assay
Antiproliferative activity against human MMIS cells
MMI.S 1Cso 0.52 uM
measured after 72 hrs by CellTiter-Blue assay
Inhibition of NIH3T3 proliferation by sulforhodamine B
NIH3T3 ICso 0.35 uM
assay
PD0166285 (0.5 M) "I FEHM] 7 P@du Rt 7 Mh Tyr-15 1 Thr-14 A7 83 (0 80UH 15
5 Cde2 TERRIK[1].
PD0166285 A58 p53 €454k HT29 4UMIAN E6 B54u) p53 FEPRRMIR U0 S ail & PA-1
TR SR, {HTE ps3 BFAERY PA-1 4EMERYERI /. PD0166285 Wi BRAUN 75 511 G2
WS, T AT 220y R BOR 1]
PDO0166285 A1 TS MGG, Al 4 s UM 5 S I 40 S o iUk, S E0y 1.23(1].
In Vitro .
Western Blot Analysis[1]
Cell Line: Human and mouse cancer cell lines (HCT116, HT29, DLD-1, HCTS,
H460, HeLa, C 26).
Concentration: 0.5 uM.
Incubation Time: 4 h.
Result: Inhibited Cdc2Y 15 and CdcT14 phosphorylation.
Animal Model: Wild-type, Abcg2-/-, Abcbla/b-/- and Abcbla/b;Abcg2-/- FVB mice[2].
In Vivo Dosage: 5 mg/kg.
Administration: Iv.
Result: Chmax is about 400 ng/mL.
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P-gp, but not BCRP, limited the brain penetration of PD0166285.
4Hp ST
Solvent&Solubility DMSO HHIERE 1 50 mg/mL (97.57 mM; B B AR M DMSO X 7™ i BV 7 AT 535 R0,
T AR T 1) DMSO)
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.9515 mL 9.7574 mL 19.5149 mL
Stock Solutions 5 mM 0.3903 mL 1.9515 mL 3.9030 mL
10 mM 0.1951 mL 0.9757 mL 1.9515 mL
TR 7 i RN RV AR o AV AR A B S VA R L 4 0 — BRI, 1 4 28R AT, B
S VR R R i R
it 2 LI DR A7 J7 ZUAYIER : -80°C, 2 years; -20°C, 1 year. -80°C fi#ifF, ffE 2 SFMME,  -20°C fif
T, ABLE 1A .
YLK
TEIRIEE R LIRS 2577 50 I PEE AR R TT %
PUR AR 7 S0 St B In Vitro 75 URCHIVETE ROAE &0 FRAR RS N B A 771
——NPRIESEYG A AT AT SEVE, I A SV AT DU G A 25 1, & A 0RAT s IR SEIR 0 AR, &
WESLHIES, 2R,
PR VA TRV 270 B 40 EO R i VA R E AR O ) R M B S LG s I T R o i BRE . AT
BLG, W] LUE I 0 R /B A 7 B
VE S
WEIRF AN FER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (4.88 mM); ¥ i & i
P AT 343 > 2.5 mg/mL CHLRIEEARFD HIVEER
LU I mL TAEBCN%], B 100 pL 25.0 mg/mL K1 DMSO fE&WINE] 400 uL PEG300 1, A
¥4y, B BRI AT 50 uL Tween-80, VB AA]; ARG HEAEEMA 450 uL AEBEK EFHE 1
mL.
AEFE K IECH: K 0.9 g SALEN, AT ddH0 FHEAE 100 mL, A LLAR BV IE % I 1 AR B AR K
a3
I -
WP FET:  10% DMSO  —  90% Corn Oil
Solubility: 2.17 mg/mL (4.23 mM); S A
BE75 FERTERAF 2,17 mg/mL BRI, U7 SR SRR AR A B L RS s s M A .
PL I mL TAEBCAE, B 100 uL21.7 mg/mL [7EE DMSO fig#&ilinE] 900 uL Tk, JBEH
o
BEER [1]. Wang Y, et al. Radiosensitization of p53 mutant cells by PD0166285, a novel G(2) checkpoint abrogator.
Cancer Res. 2001 Nov 15;61(22):8211-7.
[2]. Mark C de Gooijer, et al. ATP-binding cassette transporters limit the brain penetration of Weel inhibitors.
Invest New Drugs. 2018 Jun;36(3):380-387.
TR B IR

AR S PE AN [RIATR o BV S PR A& R TR BC R A Vs — ELBCOIA T, TR ORAT 38 S IR ST VR BRI AR 7 B 2K

e

i LA DR A7 J7 SUAIIER : -80° C, 2 years; -20° C, 1 yearo -80° CffFRY, 5L 2 FNMM, -20° CfHfFRT, i5(E 1| 4F
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WA .
AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 1.9515 mL 9.7574 mL 19.5149 mL 48.7872 mL
5mM 0.3903 mL 1.9515 mL 3.9030 mL 9.7574 mL
10 mM 0.1951 mL 0.9757 mL 1.9515 mL 4.8787 mL
15 mM 0.1301 mL 0.6505 mL 1.3010 mL 3.2525 mL
20 mM 0.0976 mL 0.4879 mL 0.9757 mL 2.4394 mL
DMSO 25 mM 0.0781 mL 0.3903 mL 0.7806 mL 1.9515 mL
30 mM 0.0650 mL 0.3252 mL 0.6505 mL 1.6262 mL
40 mM 0.0488 mL 0.2439 mL 0.4879 mL 1.2197 mL
50 mM 0.0390 mL 0.1951 mL 0.3903 mL 0.9757 mL
60 mM 0.0325 mL 0.1626 mL 0.3252 mL 0.8131 mL
80 mM 0.0244 mL 0.1220 mL 0.2439 mL 0.6098 mL
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