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Tubastatin A

FFRmS - MB3745

[RENE : >98% , iR HDACG I
EEEML : 10MG;50MG

= - Mk

HEFER
oF C20H21N302 y,
DTE 3354 Q_i:;
CAS No. 1252003-15-8 - N\ Ng
fEESRM -20°C |, BRI TR ¥
DMSO : 67 mg/mL (199.76 mM) E= H
SARRE25°C) Water : Insoluble HO™
Ethanol : Insoluble 0
TEEN | ARUMEEEETUERN , MREESRE , TS mEAR T,
HithiiBg | ATENREFER | BFELRRHERMFERRE.

f8i7t : Tubastatin A 2—FhE3H0 , iSRRI HDACG 4R |, JIELERMEXS HDACS HY 57 (5%,
EEfEIERY 1000 ZfE.

%% : Benzamide,
N-hydroxy-4-[(1,2,3,4-tetrahydro-2-methyl-5H-pyrido[4,3-b]indol-5-yl)methyl]-

PIRMHIARIEHR -
1 BBEXRAREMR
BERME DMSO : 67 mg/mL (199.76 mM) ; Water : Insoluble ; Ethanol : Insoluble
BE >98%
fETFSRM - -20°C , B EEATIR
EYiEtE
o Tubastatin A 283489 , 15 HDAC6 #I#I5) , IC50 79 15 nM , ISR FRTEEEE
TF§(1000 ) BT HDAC8(57 ).
£ HDAC6 (Cell-free assay)
IC50 15 nM
Tubastatin A SEFIEERTErERLESR T HDAC8 JIFrETIEIAS HDACS fRi5#EiZ 1000
{SROEIEME |, X HDACS B854 57 {ZHEiFE, 2.5 uM Tubastatin A {i55ES o-tubulin 5
EZBHL. 10 uM Tubastatin A BRIFESEEHZEE. Tubastatin A 5 M FRIAXTEIEH
MREESHRETTHESE T BB MRIPER | XM ERESEFIEMKEYE , 10 uM BT, 1IXEI=2
MR | {RIF. Tubastatin A (10 uM) {ERTFIEEEARER , FSIEHMLAY a-tubulin ZKJEENN , F04]
RAFERIIRE | VIRTERELRRES T Hedgehog (Hh)F1 MAPK (SS1EEE , LAKIRL
DIRREIETEER ( 18 50% ) FIiRIE ( 40% )1BX. Tubastatin A {EFF LPS RIBHIAZE THP-1
EI%4EiE , BEI0FE TNF-aF11L-6 , IC50 5508 272 nM 1 712 nM, Tubastatin A {EFTF
/INES, Raw 264.7 ELRARE , MHE—FE (NO ) ol , IXMERBEBFIEMEE , IC50 5
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4.2 uM,

R

Tubastatin A BHEARREERENIA, Tubastatin A(10 mg/kg)dMBEEIEFE A BRI SRS
B, BSRTHYEE6 5, RENEEESTIRESNAE (5508 570 5.6 (5 ) A9LKE.
Tubastatin A §h¥RRREE , SXIERAAELY , BEFE(E PCNA [BELEIEAIE(34% vs 65%).
Tubastat A 2 30 mg/kg FIEEISTEHARAFBE TR ( FCA ) ESIIEIRIERER , B&
HIEITUATR, Tubastat A(30 mg/kg BERSFENMERRIFSAXT# DBAL INEHMFAE
£, BEFREIRKITD (~70% ), F11L-6 RIX,

ECHXFRIEF ESHEXEMEREHIEMNER)

MB2216 Rocilinostat (ACY-1215)

MB7583 Tubastatin A HCI

FhiERdEiR - RERA , TZNATOFEYNS  AEFEREALE  FERT A, Tubastatin A 28
R, WEEME HDACG MR, A a] BT AR GUEAIRIAEIS.

fEiREcE
f "o
W i 1mg 5mg 10 mg
1mM 2.9815 mL 14.9076 mL 29.8151 mL
5 mM 0.5963 mL 2.9815 mL 5.9630 mL
10 mM 0.2982 mL 1.4908 mL 2.9815 mlL
50 mM 0.0596 mL 0.2982 mL 0.5963 mL

SHTINRE (URSF)

HDAC #gizt38:

Tubastatin A 7E35L%6 Buffer(50 mM HEPES, pH 7.4, 100 mM KCl, 0.001% Tween-20,
0.05% BSA , #1 20 pM tris(2-carboxyethyl)phosphine) AiAfEFIFHREILIKER] 6 12,
HDAC Bg7E3L3e Buffer HERREILIKRERY 1.5/ , 5 Tubastatin A FEE 10 K8 , ARID
NEH, BEEEZENE , BT SfEsrY FTS(HDACL, HDAC2, HDAC3, #1 HDACS6) &k

BSCaE : MAZ-1675 (HDAC4, HDACS, HDAC7, HDACS, #1 HDACO)E&ETFKEKEE(Kn). /A 0.3
UM MIFREEERAESS FTS 8 MAZ-1675 £3L3 Buffer fERRRIAIKERI 6 15, [RYI/IRE
HESESYINAZES/ L EYIREYH , %Lk 60 70 , SARET SpectraMax M5 ESFRY
L. BRERMSEEREDHROEME | WUES{ERNAY 7-amino-4-methoxy-coumarin £
B, B 30 o |, TTERMAYL R,

Cell lines: ARIEEREMIEE HUCCT-1
Concentrations: ~10 uM
Incubation Time: 21 X

SRS - Method:

MRAERENIRIES  ITFEEIRREHE 4K, 29 25,000 MBIESIFEEAEM 0.4%IRiET |
B 1%IEE 6 FUiR. BRMARXIEFRE B8 21 X, i0BER. £/ Gel-Pro X
HOFEERSENRT.
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Animal Models: 5B EEIEEE BDEneu 9K
Formulation: --

- .-,-.gﬁ .
asE Dosages: 10 mg/kg

Administration: SRS TET

CEE]
oHETRmAIFEERR  ERTHIRES BRI , REXNFER , SUSSEERE.
oERD TR ENNEERMEIDER | HEMRIEFTRAEEAMURME | U EEBIRESETRAR A,

A SR EEEER

1 FRP%  BREIYEREFAFAZEECHITOE  BADERE. 8RMHFRRTRSHS BRI

RN ANEERIARRER , BEITWIRSHIZRAFREE , IAMEMELRERE. YTHER

KHAR(ERN IS U EREIF BN Parafilm O |, FHERBENAEFRAER. RMEREEK ,

B RENE  BNEERWE , DR nstieRE.,

2 (ESERHIE | B RAIRERI VS EMRE | B RAIMARERS. UFHSEHETR Bk
BIEEN AREFRREEE DMSO MERFIETMEETET 80 BEREMT —RULMSERE 3-6

MRUALE. R, BEERHTHRRE. BREERRERE.

3 MREF TERNE | BIRECATELHITERE  EESRNEEZAMREELFR. BTX

O UEYRASEMRY , FTLAERXKMESEFI (40 PBS ) #RERT , SIRESITHITNE , AlBE B EERER

B ASTIEIRFERD. WA DMSO {EUiAR| | i8HR DMSO REZERIRE <0.3%, LB R MRS,

KREFS , B BT 0.22UM RERTIESZURE | IB2RALS  SIEEESERELT  AUEF

M EYnEYE | EERAEEHESERRLE.

4 FAYSEIENA - BT RSWEMRIEAEEN ML TFREHIKTE  TRSFEMA LA

HEHERBDAR , IR , CMC-NA |, Hil%E , ERFEEZFERBEXXEIRE. 6ER DMSO | iS5t

R DMSO RILIRE < 5% LABRBH(ER. LHFERITIHE , JUSE TR

SARERST BIREE

bt (KE(KG)  [(AEERM2) |Kkm R
i3 12 0.6 20
P 10 0.5 20
4 3 0.24 12
77, 1.8 0.15 12
S 0.4 0.05 8
KR 0.15 0.025 6
G 0.08 0.02 5
IR 0.02 0.007 3
4D A(ma/kg) =14 B(mg/kg) X =4 B B9 Km RE/z4 A B9 Km ZREL
5 RFFERISIMERIS

BRI mE EREEN MBI FIIREHTIA T REMEN M HERT 500MG
89, FNH ARRIEERSERRN. BT~ REKTrzRdETEE  NTSE-mnEEE
EREET L XIMREAESITHSEY  SEANERRINT , FrmiFEm. MFRE~m, &
LATE 200 3 EARFRELD , EREERK , ATBRRK,

s EREaE—EiREe A NEEENYETRAESTE , 2B

hrrEREE lezemE |
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1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

MHASEEREEMRETH , WREMIHN~REIFE/) , BEL AR TSR EEEE
tEREEN—F | TREMEARTRIFE. BILUINEEER ( SRE(EFM ) FHRiEERES
ez eeing.

TR R REEHIRE ENEE | HIENERASENERERAMZLEY TR
BRLEMHIHCEY  EEESSHRRMUKS |, EREHER | XM nREmE8ETESEHRE.
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