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HEYEE

Tucidinostat (Chidamide) /& —FH 2%, ® RN HDAC %5 1 28 HDACI1/2/3 FZE Ib %
Description HDACI0 [f#l7), 1C50 {53514 95, 160, 67 1 78 nM, X HDAC8 #1 HDACI1 [fIfFFH#H 5
(IC50, 733 nM, 432nM), %I HDAC4/5/6/7/9 FAEH .
HDAC3 HDACI10 HDACI1 HDAC2 HDACI11
IC50 & Target|[1]
67 nM (ICso) 78 nM (ICs0) 95 nM (ICs0) 160 nM (ICs0) 432 nM (ICso)
Cell Line Type Value Description
Antiproliferative activity against human 786-0 cells
786-0 ICso 0.63 uM
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human A549 cells
A549 ICso 2.79 uM
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human A549 cells
A549 ICso 9.85 uM
incubated for 96 hrs by MTT assay
Antiproliferative activity against human A549 cells
A549 ICso 9432 nM assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay
Antiproliferative activity against human CAKI-1 cells
CAKI-1 ICso 570 nM assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay
CCRF-CE Cytotoxicity against human CCRF-CEM cells by MTT
1Cso 0.63 uM
M assay
CCRF-CE Antiproliferative activity against human CCRF-CEM cells
ICso 0.83 uM
M incubated for 72 hrs by luminescence assay
Cellular Effect
CCRF-CE Cytotoxicity against human CCRF-CEM cells measured
ICso 1 uM
M after 72 hrs by MTT assay
Antiproliferative activity against human COLO-678 cells
COLO-678  ICso >10 uM
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human 22Rv1 cells
CWR22R 1Cso 1.08 uM
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human DOHH-2 cells
DOHH-2 1Cso 0.53 uM
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human DOHH-2 cells
DOHH-2 ICso 449 nM assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay
Antiproliferative activity against human DU-145 cells
DU-145 ICso 1.49 uM
incubated for 96 hrs by MTT assay
Antiproliferative activity against human EBCI cells after
EBC-1 ICso 2.9 uM
72 hrs by SRB assay
Antiproliferative activity against human ES2 cells assessed
ES-2 ICso 669 nM
as reduction of cell viability incubated for 72 hrs by
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0.34 uM

0.92 uM
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2.08 uM
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7.8 uM
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1.8 uM
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1.97 uM

3.11 M
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CCK-8 assay

Antiproliferative activity against human HCT116 cells
assessed as reduction in cell viability after 72 hrs by CCK8
assay

Antiproliferative activity against human HCT-116 cells
incubated for 96 hrs by MTT assay

Antiproliferative activity against human HCT116 assessed
as reduction in cell viability measured after 72 hrs using
alamar blue based fluorescence method

Antiproliferative activity against human HCT-116 cells
assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay

Antiproliferative activity against human HCT-116 cells
assessed as inhibition of cell growth incubated for 72 hrs
by luminescence based analysis

Antiproliferative activity against human HCT-116 cells
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human HCT-116 cells
assessed as cell viability at 1 uM incubated for 72 hrs by
luminescence assay

Antiproliferative activity against human HCT116 cells
after 72 hrs by SRB assay

Antiproliferative activity against human HCT116 cells
NAMPT deficient assessed as reduction in cell viability
after 72 hrs by CCK8 assay

Antiproliferative activity against human HEK293 cells
assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay

Antiproliferative activity against human HEL cells
assessed as reduction in cell viability after 72 hrs by CCK8
assay

Antiproliferative activity against human HEL cells
NAMPT deficient assessed as reduction in cell viability
after 72 hrs by CCK8 assay

Antiproliferative activity against human HL60 cells
assessed as reduction in cell viability after 72 hrs by CCK8
assay

Antiproliferative activity against human HL60 assessed as
reduction in cell viability measured after 72 hrs using
alamar blue based fluorescence method

Antiproliferative activity against human HL-60 cells
incubated for 72 hrs by CCK8 assay

Antiproliferative activity against human HL60 cells
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K562

K562

Kasumi 1

LNCaP

MC-38

1Cso
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4.57 uM

6.04 uM

2623 nM

7.16 uyM

2 uM

4.89 M

2.42 uM

1202 nM

0.32 uM

0.747 uM

0.87 uM

1.34 uM

1775 nM

2.4 uM

8.3 uM

>10 uM

2.89 uM

3.3 uM

NAMPT deficient assessed as reduction in cell viability
after 72 hrs by CCK8 assay

Antiproliferative activity against human HT-29 cells
incubated for 96 hrs by MTT assay

Antiproliferative activity against human HT-29 cells
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human HeLa cells
assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay

Inhibition of HDAC in human HeLa cell extract incubated
for 1 hr by colorimetric activity assay

Antiproliferative activity against human HepG2 cells
assessed as inhibition of cell growth incubated for 72 hrs
by luminescence based analysis

Antiproliferative activity against human HepG2 cells
measured after 48 hrs by MTT assay

Antiproliferative activity against human HuT78 cells
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human Jurkat cells
assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay

Antiproliferative activity against human K562 cells
assessed as reduction in cell viability after 72 hrs by CCK8
assay

Antiproliferative activity against human K562 assessed as
reduction in cell viability measured after 72 hrs using
alamar blue based fluorescence method

Antiproliferative activity against human K562 cells
measured after 48 hrs by MTT assay

Cytotoxicity against human K562 cells by MTT assay
Antiproliferative activity against human K562 cells
assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay

Antiproliferative activity against human K562 cells
NAMPT deficient assessed as reduction in cell viability
after 72 hrs by CCK8 assay

Cytotoxicity against human K562 cells measured after 72
hrs by MTT assay

Antiproliferative activity against human Kasumi 1 cells
incubated for 72 hrs by CCK8 assay

Antiproliferative activity against human LNCaP cells
incubated for 96 hrs by MTT assay

Antiproliferative activity against mouse MC38 cells
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assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay

Antiproliferative activity against human MCF7 assessed as
reduction in cell viability measured after 72 hrs using
alamar blue based fluorescence method

Antiproliferative activity against human MCF7 cells
incubated for 96 hrs by MTT assay

Antiproliferative activity against human MDA-MB-231
cells incubated for 96 hrs by MTT assay

Antiproliferative activity against human MDA-MB-231
cells assessed as reduction of cell viability incubated for 72
hrs by CCK-8 assay

Antiproliferative activity against human MDA-MB-231
cells incubated for 72 hrs by luminescence assay
Antiproliferative activity against human MDA-MB-468
cells measured after 48 hrs by MTT assay
Antiproliferative activity against human MIA PaCa-2 cells
assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay

Antiproliferative activity against human MOLT-4 cells
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human MV4-11 cells
assessed as inhibition of cell growth incubated for 72 hrs
by luminescence based analysis

Antiproliferative activity against human MV4-11 cells
measured after 48 hrs by MTT assay

Antiproliferative activity against human NCI-H1650 cells
incubated for 96 hrs by MTT assay

Antiproliferative activity against human NCI-H441 cells
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human NCI-H446 cells
incubated for 96 hrs by MTT assay

Antiproliferative activity against human NCI-H460 cells
incubated for 72 hrs by luminescence assay
Antiproliferative activity against human NCI-N87 cells
assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay

Antiproliferative activity against human PC-3 cells
assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay

Antiproliferative activity against human PC-3 cells
incubated for 96 hrs by MTT assay

Antiproliferative activity against human PC-9 cells
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assessed as reduction of cell viability incubated for 72 hrs
by CCK-8 assay

Antiproliferative activity against human RS4-11 cells

RS4-11 1Cso 0.6 UM

incubated for 72 hrs by luminescence assay

Antiproliferative activity against human RECI cells
Recl ICso 1.01 MM

incubated for 72 hrs by luminescence assay

Antiproliferative activity against human SK-OV-3 cells
SK-OV-3 ICso 8.46 uM

incubated for 72 hrs by luminescence assay

Cytotoxicity against human SKM-1 cells assessed as
SKM-1 1Cso 549 nM

viable cells incubated for 72 hrs by CCK8 assay

Antiproliferative activity against human SUDHL2 cells
SU-DHL-2  ICso 0.56 uM

incubated for 72 hrs by luminescence assay

Inhibition of recombinant full-length human C-terminal

FLAG/His-tagged HDACT expressed in baculovirus
Sf9 1Cso 0.167 yM

infected SY insect cells using Fluor-de-Lys as substrate

measured after 10 mins by fluorescence assay

Antiproliferative activity against human TMDS cells
TMDS8 1Cso 0.48 uM

incubated for 72 hrs by luminescence assay

Cytotoxicity against human U-937 cells measured after 72
U-937 ICso 3.3 uM

hrs by MTT assay

Antiproliferative activity against human U-937 cells
U-937 ICso 4.66 uM

incubated for 72 hrs by CCK8 assay

Antiproliferative activity against human ZR-75-1 cells

> 10000
ZR-75-1 1Cso assessed as reduction of cell viability incubated for 72 hrs
nM

by CCK-8 assay

In Vitro

Tucidinostat (Chidamide/CS055/HBI -8000) /& — F A & i) I e A= ¥ ol FIFI ) HDAC W 1 3%
(HDACI1, 2, 3) fil IIb 2§ (HDACI10) 1415, 1C50 A 95, 160, 67 Fl 78 nM, *} HDACS Al
HDACI1 HIEMEEAR (IC50, 2354 733 nM, 432 nM), % HDAC4/5/6/7/9 #A 0 (IC50, >30 1
M). Tucidinostat FA7 55K FIHUIRTVE 1, T4 2 A0 IR R 4 &, 6l HL-60. U20S. LNCaP,
GI50s 7394 0.4 + 0.1.2.0 + 0.6 Al 40 + 12 uM. 4k, Tucidinostat X AJE'E (CCC-HEK)

FIFF (CCCHEL) 1 % 4l i 2 7 H AR (i 3 1]

In Vivo

Tucidinostat (12.5-50 mg/kg, po) fEfif HCT-8 45 B« A549 filifi . BEL-7402 &M MCF-7
SRR /0N B rP 7 SRR b g N iR K /N R bR e, O L W R B AR R[]

Solvent&Solubility

S S

DMSO HHJVAARIE : 50 mg/mL (128.07 mM; B BhIA; IR DMSO X 7= S A R i),
WAL B E ) DMSO)

Ethanol VAR : 1 mg/mL (2.56 mM; B BITE (<60°C))

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.5614 mL 12.8070 mL 25.6141 mL
Stock Solutions 5 mM 0.5123 mL 2.5614 mL 5.1228 mL
10 mM 0.2561 mL 1.2807 mL 2.5614 mL

AR S E AN R ) T VA IR B PR S G BT R RL A i 280 — BLRCIRIATR, TN RERAT, B
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ST R R I T P R

i S OR A7 T sCAYIRR . -80°C, 2 years; -20°C, 1 year. -80°C A7, 7E 2 FA AT,  -20°C fil
FEIE, WE1E 1R

YL

TEIRAEIE R SEsRsh P ASs 24575 S IR HRE 2 VA IR T &

VUV 7 B Se % R In Vitro 75 SUBLHITEE R BRI I Bh 7 77«
——RTRIESEIR 45 R AT FEVE, B IR 0T AR 2 2500, & S0/ A7 RSz AR, &
WESLHIES, 2R,

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

E S

R FAINEEAAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.5 mg/mL (6.40 mM); FH K

T RAI3AG = 2.5 mg/mL (R RED BIEIEIER

U 1mL TARBCAH], B 100 wL25.0 mg/mL HI¥EHE DMSO A& M3 400 uLPEG300 H, i
G50 A EIRAE RPN 50 v L Tween-80, ARSI MRIEHALIMA 450 uL LK &
A% ImL.

A EHKEEH: K 0.9 ¢ FMM, BMET ddH. O FFEAZE 100 mL, A LA RIS A E
IKIEW

L -

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

Solubility: = 2.5 mg/mL (6.40 mM); FEH K

T RAIAG = 2.5 mg/mL CRUERED BRI

U 1mL TARRCAH], B 100 wL25.0 mg/mL HI¥EE DMSO &N 900 uL20% f# SBE-B
-CD AHEAKEWR &, REBH.

2 g SBE-B -CD (FTHEEE B - MAERET 10mL MAEFEHKF, TEBEMEBHESEN.
FR =

WK P I AE ] 10% DMSO  —  90% Corn Oil

Solubility: = 2.5 mg/mL (6.40 mM); FEH K

LA AR = 2.5 mg/mL CHRIEERED BOEIEER, Bh77 2 se86 B W7E A H UL Ei3h ) seis
FtE A o

LU I mL TAEBCNB], B 100 wL25.0 mg/mL [¥3#5 DMSO ff#38NE] 900 wL FoKilid, BA
5.

EZ 3N [1]. Ning ZQ, et al. Chidamide (CS055/HBI-8000): a new histone deacetylase inhibitor of the benzamide
class with antitumor activity and the ability to enhance immune cell-mediated tumor cell cytotoxicity. Cancer
Chemother Pharmacol. 2012 Apr;69(4):901-9.
SEEAE BRI R -

T AR A 2 A A (R 770 P VA AR B S R A G A R i V. — BT, T 0 B ORAE, T o R SR R ) 77 2R
B Al RAE T AR : -80° C, 2 years; -20° C, 1 year. -80° C fffEI, iH7E 2 MMM, -20° C flfEn, EAE 1 4E

W

AR

B

WE

RE 1 mg 5mg 10 mg 25 mg
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[Ethanol / DMSO 1mM 2.5614 mL 12.8070 mL 25.6141 mL 64.0352 mL
5SmM 0.5123 mL 2.5614 mL 5.1228 mL 12.8070 mL

10 mM 0.2561 mL 1.2807 mL 2.5614 mL 6.4035 mL

15 mM 0.1708 mL 0.8538 mL 1.7076 mL 4.2690 mL

20 mM 0.1281 mL 0.6404 mL 1.2807 mL 3.2018 mL

25 mM 0.1025 mL 0.5123 mL 1.0246 mL 2.5614 mL

DMSO 30 mM 0.0854 mL 0.4269 mL 0.8538 mL 2.1345 mL
40 mM 0.0640 mL 0.3202 mL 0.6404 mL 1.6009 mL

50 mM 0.0512 mL 0.2561 mL 0.5123 mL 1.2807 mL

60 mM 0.0427 mL 0.2135 mL 0.4269 mL 1.0673 mL

80 mM 0.0320 mL 0.1601 mL 0.3202 mL 0.8004 mL

100 mM 0.0256 mL 0.1281 mL 0.2561 mL 0.6404 mL
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