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Description

K858 Racemic s&—F ATP JEsa4EMIIRANE A EgS I, 1C50 M 1.3 uM.

IC50 & Target[1]

Eg5

1.3 uM (ICso)

Cellular Effect

Cell Line Type Value Description

Inhibition of Eg5 in human HCT116 cells assessed as inhibition of
HCT-116 ICso 1.3 uM

microtubule-induced ATPase activity after 18 hrs

In Vitro

K858 (Racemic) /& —F ATP dE5ag+PE Eg5 #ffil7), I1C50 {62y 1.3 wM. BMEAE 200 uM,
K858 (Racemic) WALl A 22 4y 24 YR R 1 CENP-E Al MKLP1 503 MUUKE) & (1 FHEM ATPase
itk . K858 (Racemic) JEILWi% Mad2 A5 1405 BRI K25 U5 S 47 22 0 S445 A A K bl . K858
(Racemic) (5 ® M) 7ER 20 7 JF 1E 5 40 h 75 54 220 240 AE T-[1]. K858 (Racemic) (1.10.100 1
AbFE 24 NBFEAXAE 10 F1O100 w MH 0
MDA-MB231 4lffl % . K858 (Racemic) Ml PUF4Hfl &+ [1) Bax/Bcl2 RNA HLHRFMALFER. 1A,
AR RN LETE MCF7 U iR B 5 2% (RRILEE 3-J AKT) S8 40dit2].

M) il MCF7. BT474 1 SKBR3 41/ &,

In Vivo

K858 (Racemic) (50, 150 mg/kg, FIR) 7£ A2780 S PR AR AS R p R T E OBl i1, 6
HCT116 g5/ M Easiid @il 100 mgkg HARk, SRR, sk 5 ORISR A1 . K858
(Racemic) (100 mg/kg, AR, qd X5) fE/NRARANEA W& ERIER.

Solvent&Solubility

Y PR SR :
DMSO ¥ M#EE : 100 mg/mL (360.56 mM; 75 B, WRIRHT DMSO X 7™ i (R il B2 A (35 52
e, 5 AETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 3.6056 mL 18.0278 mL 36.0557 mL
Stock Solutions 5 mM 0.7211 mL 3.6056 mL 7.2111 mL
10 mM 0.3606 mL 1.8028 mL 3.6056 mL

STEARE = S TE AN TENA R BV A BES PR A& VA FIEC I 5 90 — BLECRUA I, 19 9 2 ORAE,
ST R R I T 7 R

it #  ARAT 7 ATHARR . -80°C, 2 years; -20°C, 1 year. -80°C f#ifFI, 5L 2 FEPNMEHT,
T, AR 1 AENRE .

YL

TEIRARIE R SEgRsh AL 24575 X IR 2 VA IR T &

VLNV 7 B e I In Vitro 77 SUBLHITEE R BRIV I Bh 7 77«
——PRIESEIR S IR T EENE, P RO R T DRI R A7 25 1R, S ORAT s AR SEIR A AR, 2
WESLHIES, 2R,

DR VAR R IR B 20 LG 4R VA FRIFE SR I ) i P AR 5 B eI AR v M BT TE S AT
LG, AT A iR P R 7 R

E S

T 7 VS I AV 71

-20°C fi#

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline
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Solubility: > 2.5 mg/mL (9.01 mM); ¥ & &k

PR BRI > 2.5 mg/mL GERIERED HIEHER.

P ImL TAEMB 9], EL 100 pL 25.0 mg/mL AJ¥%E DMSO fi&ima 400 pL PEG300 i, BA
B8] I AR R PN 50 uL Tween-80, VRA 5] SRR HARSINA 450 uL AEBEK EHE 1
mL,

AEFEEKITECH]: K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE % I 1 AR B A K
a3

L -

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (9.01 mM); ¥ & &k

W7 RT3k > 2.5 mg/mL GHFIBERED MR, b7 R sEs e LA A Ll ERsh s it m
AL

PL ImL TAEM 9B, EX 100 pL 25.0 mg/mL fJ% 7% DMSO fig & 900 uL FoKMH, RAY
5.

[1]. Nakai R, et al. K858, a novel inhibitor of mitotic kinesin Eg5 and antitumor agent, induces cell death in

BEXER cancer cells. Cancer Res. 2009 May 1;69(9):3901-9.
[2]. De Iuliis F, et al. The kinesin Eg5 inhibitor K858 induces apoptosis but also survivin-related
chemoresistance in breast cancer cells. Invest New Drugs. 2016 Aug;34(4):399-406.
SR AR HIR -

R

TR AR AN RIA T b BV 0 L % B A R 8 28V — ELICIRIE T, TR ORAT 8 S R S VR RIS PR 7 i 2K

it 2 I A7 )5 SRR : -80°C, 2 years; -20°C, 1 year. -80°C /71, WH{E 2 SENMEFT,  -20°C A7, H7E 1 SENMEA .

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 3.6056 mL 18.0278 mL 36.0557 mL 90.1391 mL
5 mM 0.7211 mL 3.6056 mL 72111 mL 18.0278 mL
10 mM 0.3606 mL 1.8028 mL 3.6056 mL 9.0139 mL
15 mM 0.2404 mL 1.2019 mL 2.4037 mL 6.0093 mL
20 mM 0.1803 mL 0.9014 mL 1.8028 mL 4.5070 mL
DMSO 25 mM 0.1442 mL 0.7211 mL 1.4422 mL 3.6056 mL
30 mM 0.1202 mL 0.6009 mL 1.2019 mL 3.0046 mL
40 mM 0.0901 mL 0.4507 mL 0.9014 mL 2.2535 mL
50 mM 0.0721 mL 0.3606 mL 0.7211 mL 1.8028 mL
60 mM 0.0601 mL 0.3005 mL 0.6009 mL 1.5023 mL
80 mM 0.0451 mL 0.2253 mL 0.4507 mL 1.1267 mL
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100 mM

0.0361 mL

0.1803 mL

0.3606 mL

0.9014 mL
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