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Palbociclib (PD0332991) Isethionate

FFRwS - MB4024

REHRAE : >98% , CDK4/6 HHIF
BEEME : 1L0MG;100MG
R . solid

2FN C24H29N702.C2H604S
DTE 573.66 Q
CAS No. 827022-33-3 &= Oz N ’NTH =
E2-SEs -20°C , BB AR 1 oo N N
DMSO Insoluble = 0 o L_AH
HOw e 7
BREMH25°C) Water : 10 mg/mL warmed (17.43 mM) de“OH
Ethanol Insoluble
TEEW | ARMEEEETNUEN  MREEDR  JRsmELART,
HfttiBl | ATENRSMRER | BEFLRRAERIEFERE.

&7y : Palbociclib isethionate 25i%&R#4EHY CDK4/6 &3,

714 : PD 03

32991 isethionate ; Ethanesulfonic acid, 2-hydroxy-, compd. with

6-acetyl-8-cyclopentyl-5-methyl-2-[[5-(1-piperazinyl)-2-

pyridinyllamino]pyrido[2,3-d]pyrimidin-7(8H)-one (1:1)

YIETHIRBRAEHT
1 U A REEEEEEK
BERME DMSO Insoluble ; Water : 10 mg/mL warmed (17.43 mM) ; Ethanol Insoluble
BE >98%
RESRM : -20°C , EEXPTEEATIR
Y
—_— Palbociclib (PD0332991) Isethionate RS EE#F14AI CDKA/6 EIF , TAMIHKKE S
P IC50 /311 nM/16 nM , 3F CDK1/2/5 , EGFR , FGFR , PDGFR , InsR &i&ailEEME.,
15 PD 0332991 jair SHEAE | RS CDK4/6 , RE—FHERIEAIINHEIRY.
CDK4/CyclinD3 CDK4/CyclinD1 CDK6/CyclinD2
(Cell-free (Cell-free (Cell-free
£ assay) assay) assay)
9nM 11 nM 15 nM
PD 0332991 %3 CDK4/6 ERERSEFEM , JiHEfh CDKs JLFRBMHEM. PD 0332991 /EF
F MDA-MB-435 ZLRFEEAM AXUEE Rb 7 Ser780 #01 Ser795 RismsEa{L IC50 £55 66
#5MA5E | nM 063 nM, PD 0332991 @i HIHI4RREREN S B , BXUMHEIZIRAEL | 0% DNA £%l. PD
0332991 BRI ERSZER Rb B ASFLARE (40 MDA-MB-435, MCF-7), Z5h7% (H1299),
FNBMEE(Colo-205) K HMfR(CRRF-CEM #1 K562)89 DNA &, IC50 {&)5 0.04-0.17 uM, PD
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0332991 BE1E3E MDA-MB-453 7£ G1 Bif9E oLk, 1PD 0332991 {EATF CD138* AR
BEfEAmRE | WIRIEEE(LAY B 4AH8 . MM1.S 71 CAG HMCLs 4Hi8% , #1104 Rb B5ER{L , IC50 £551
73 <0.1 yM, 0.05 pM, #0 60-70 nM, PD 0332991 {EFIF CD138* [ A4 B BERamiEFIvIs
JERL(LRY B 4H8E |, ESHIREHTE GLHE. PD 0332991 %S MML.S 4REEiH1E G1 #i , 1C50
79~0.05 pM, PD 0332991 550 Luminal ERERZARBAME(R2FE HER2 BEI4) ASEZLERELE
fE&. PD 0332991 {ERITREROBURAIMAEE | {21 pRb # cyclin D1 EERA , HRF(E
CDKN2A(pl6)EREZFIA. PD 0332991 {ERT &M ER MIHIAYMBIEE | 1E5EXS Tamoxifen
RIBURKIE.

SRR

PD 0332991(150 mg/kgERTF Colo-205 £EipREiESRE , ESIEIRESIER | ME4 <N
FEIR, PD 0332991(150 mg/kg)YEFBF MDA-MB-435 ZLiRE ,iE SIS 134,
PD 0332991(150 mg/kg)ahi#Es SF-295 RXRES4AHEMEE , F1 ZR-75-1 FLAREEFN PC-3 HIFIAR
ERE CE2IFIMEE R INE , BEFESMESIE. PD 0332991 (150 mg/kg)atbiE
MDA-MB-435 ZLAREEHBIT 24 /\aT , 1% Rb 7E Ser780 fisksE{L. PD 0332991(150
mg/kg)4LIE Colo-205 FHEME , TyEIURh E2F JFTAYER CDC2, CCNE2, TK1, 1 TOP2A %
PD 0332991 thiRiEIDEI S BRI,

A,

ECHEXF RiEF ESHEXEEIEREHIE M ZR)

MB4636 AMG925
MB5136 LEEO11
MB5135 LY2835219 mesylate

BigRiEiR  ®dH , TiZRBEToFEYE  AEZSERMAE , mZHATF AN, Palbociclib
isethionate EEi%EIERY CDKA/6 3PHEIFI, ZANGRa] BT EXISARIFCLG,

fEREE
f 7 &

s yoal 1mg 5mg 10 mg
1mM 1.7432 mL 8.7160 mL 17.4319 mL
5mM 0.3486 mL 1.7432 mL 3.4864 mL
10 mM 0.1743 mL 0.8716 mL 1.7432 mL
50 mM - - -
SBRSEIIRIE (INHSE)

CDK j&T43E58:

iAEEsCIS

96 FLIT IR FFHITENNFT , WE CDK LIuMY IC50 . FrBRY CDK-cyclin BEEES SY7E
ERAEPBEEIITPRFESRRMFTIE  FHTaL. LWEMES GST(GST-RB-Cterm)gt&HY
pRb 8%>(792-928 (IR EER), ERMAFEA 0.1 mL, BEZ&IRE 20 mM Tris-HCl,pH 7.4, 50
mM NaCl,1 mM ZiR7G#EEE, 10 mM MgCl, , & 0.25 uCily-32P]JATP B9 25 uM ATPHERTF
CDK4-cyclin D1, CDK6-cyclin D2, #1 CDK6-cyclin D3), 20 ng &g, 1 ug GST<RB-Cterm, Fz
EERRASNEIR. SFUNAEEES  BRTv-?PIATP , ETRART 2 5. TIAly-3?PIATP
FHARRLAE 25°C EE 15 9%, 10N 0.1 mL 20% =S ZBARIERMN, SLRRETF 4°CEL 1
BT, EIRMDITUE. BFLEER 0.2 mL 10%=RZ&i%% TR |, A B IHTEEENESEAIRET .
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Cell lines: ASEZIRE4ME MDA-MB-435
Concentrations: 2 yM
Incubation Time: 6 X

Method: 41— F{H%E7L 5,000 FJ 10,000 MHEMEEFNME 24 FUAR+ , BFE ,

H7EMER Coulter Z2 FFitHEERHEL.

Animal Models: AZ45i7Ef8ERE Colo-205
Formulation: ZERENEEFE& (50 mM, pH 4.0)
Dosages: 150 mg/kg

Administration: &XRAMNE

Ly S

CExE]
KA MmNIFEEEL , ERTARES  FRAMIWNE , RENVRAER  SUSSERE.
oHBD T I ENNEERMERDER | A MREFRAERAMURNE | U EBIRESEZRATZ A,

A SR EEEER

1 Fma%  BREIRYMEREFAEECHTHE BN ERR. 8FMHSRRTESH D B8R~

R NEERAREEER , FRTBEIHRSHIZRCKER , SAMESMEZLEE., WTHERE .

KEBRGERN 1SS EMEIF I Parafilm O , FHERBEREFSRAGER, NRKENETK

BYFRERHE  BVEERWX , LIRFIHsKIeRE.

2 (EERHIE | KHoERIERIRERRE | BINSCRANARENSR. NRHSEHEER  BiL
BIEEN MIEFRREIER DMSO MERFIETMEETET 80 BEKEMHT —RAILUSERE 3-6

MBLAE. EfERRT, BXEERETHRE. BREERRER.

3 RS TERNE | BRBCAFELHIERE  RRESRSEEEANREET/FR. BTX

BOUEYIASEMRY , FTLAERKMESFI (40 PBS ) #RERT , CIRESATHITUE , AEE BAEERER

R ASIILRFERIN. WA DMSO {E/UiAR| 18R DMSO REERIRE <0.3%, LU RMIEEE,

KREFT , Ff BT 0.22UM RERTIESZURE | IB2RALS  SIEEESERESL  AUEF

I EYnEE | EERAEERSERLE.

4 FAYSEIENA - BT RSUEMREEMN , TR TFREHIKE  TRSFEMA LA

HRMERBDAR  AEE , CMC-NA |, HilB%E | BARFEZFEEXEIRE. WN6ER DMSO |, 5

{R DMSO BILIRE < 5% LIBRBIEER. LATIERITR  AISETE

AR ERSAFIBIREE

bt (KE(KG)  [AEERM2) |Km &
itk 12 0.6 20
by 10 0.5 20
lﬁﬁé 3 0.24 12
i) 1.8 0.15 12
iz 0.4 0.05 8
KR 0.15 0.025 6
G 0.08 0.02 5
NG 0.02 0.007 3
Z¥) A(mg/kg)=E11 B(ma/kg) X F B I Km REUZ A B9 Km &
5 £F A REISIERIS
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BEFRE ERNERFRIERTENE FAYHER T W TREMEN R HERT 500MG
8, FH s EAIEERRESRN. BT nERUREEnIETRE NS~ nMEEE
ByEsT L XRBEFAESIHSET  FEMNERRRT , £ RinFEER. YTRiE~m, 9
LATE 200 ®HEGRERLD , ERWEERIN , MR,

TS EESE —EixE £ NI EERYETREIESTE  EFAM

e i B =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

MHASEEREEMRETH , WREMIHROEIFE/) , BiELRER TSP EEEE
LHREEN—E | FTRENRAR T RAEE. EULIINSEEN (SRIE(FFN ) FRiEER=%
ez eeing.

ST EEREGHPRRIR T RREEHTRE I IREER | BIEVNERSENSHER AL EY TR
BRI EY  EEESSHRRMUKS |, EREHER | XM-nEEmEETESRTRE.
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