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ACY1215 ; Rocilinostat (ACY-1215)

RS - MB2216
[REVNE : >98%, R MARRZEES(HDACE)HNHIF
LS : 10MG;50MG;200MG
ezl : powder
BEXER
oFH C24H27N503
nFE 433,50
CAS No. 1316214-52-4 Q
TSR -20°C , BELBHEEATIE g @z“ " o ’
" DMSO : 86 mg/mL (198.38 mM) Moy Mon
I(jfii) Water Insoluble © ©
Ethanol Insoluble
FIEER | ARUEEEEETUEYN  REETR RSB,
HfthinB] | ATENLLTEE | B LRRAG T ERE.

@« ACY-1215 2—HhExaikE HDACG #i#RY , ICso /3 5 nM, ACY-1215 thiiFl HDACL ,
HDAC2 #1 HDAC3 , ICso 7359 58 , 48 #1 51 nM,
B4& : Rocilinostat;ACY1215;ACY 1215;

2-(Diphenylamino)-N-[7-(hydroxyamino)-7-oxoheptyl]-5-pyrimidinecarboxamide

YIRS
IS VTR powder
RN e, DMSO : 86 mg/mL (198.38 mM) ; Water Insoluble ; Ethanol Insoluble
EBE o >98%
ETFSM - -20°C , BEChEEIA TS
SniEtE
Ricolinostat (ACY-1215)2—Fh%iEM HDACG6 IR , TpEiHie+ IC50 55 nM |, /£
FEaniEiR BT HDACG6 tb/EFBF HDAC1/2/3(1 B! HDACs)i&#F 4= 10 {ZLALE , 33 HDACS EBHES
HOVERSEME , % HDAC4/5/7/9/11, Sirtuinl F0 Sirtuin2 B 5/\OIEREE.
- ACY-1215 {EFTF 4 BiEREE AR PHA RIEHEY PBMCs , 5 pan-HDAC ##5 SAHA 18
i b, B EENMEIEEE.
HDAC6 HDAC2 HDAC3 HDAC1 HDAC8
(Cell-free (Cell-free (Cell-free (Cell-free (Cell-free
£ assay) assay) assay) assay) assay)
4.7 nM 48 nM 51 nM 58 nM 100 nM
{SIMRF ACY-1215 E—Fh SRR IsEa2Ei744). ACY-1215 {EFBF HDACL, HDAC2, #1 HDAC3 (I
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) HDACS)SESENE 12,10, F1 11 42, ACY-1215 S{EEMVERT(C50> 1uM) HDACA,
HDACS5, HDAC7, HDAC9, HDAC11, Sirtuinl,F0 Sirtuin2,3f HDAC8(IC50=0.1uM)EHF12
HMEOEREME. ACY-1215 fERT T 4BiEESMAY ICS0 (B 2.5uM, ACY-1215 fEFBTEHE
( BM FRE 52 BMSCs FI4RREE FIH T AOBER M A K7 077iE. ACY-1215 5 Bortezomib
BXFE | ESET MM &, ACY-1215 EIEEENFIER , BSBEHH a-tubulin Z8E
®, REEREFER | fiREEN H3 71 H4 BRAHERNZEHE | IFSTEY HDAC6 &
MRS EIDHIER,

ACY-1215 5 Bortezomib BAF , ERITFA/MERMDBIEEABRENE MM (S50 HDIMEE
K FHEKER  SERENRRIRAN, HEmERaEETEMR MM S, ACY-1215
BT | summmniRg, O, SASTERMEAS RN | AR 24 NS | MRARIERIA A
L ZBHYEY a-tubulin 4T REE,

ECHEXERIEE
MB3745 Tubastatin A
MB7583 Tubastatin A HCI

MBigRfE® - RHiA , TZNRATAFENY  DEFSREAE  FERTARK. ACY-1215 B—F0OMR
EMEMAIAEBEZEMUES 6 (HDACO)RMSRIHMEIR , BAREAINIEENE. ACY-1215 R MEERFF
#£4 HDAC6 , MmiEIT Hsp90 HIRBZBHAMIAR Hsp90 BAMBERS , BiLHEHNEREELMFR. XSHT
NIBMERSZZUELNRE , REFTRESEEARAT | MHEMARER, HDAC6 2—MUT IR
HRRY 11 35 HDAC RZBHUES , EEiRIT BB RRENR SR E SR PREEXRIER. 53F
M HDAC fIDHIFIFELL , ACY-1215 BEBSIFEXIIER. EERMBNSIEER. FRABTHEKBERMERH

S
figiREcE

" L . 1 5 10

1 m m m

1 mM 2.3068 mL 11.5340 mL 23.0681 mL
5mM 0.4614 mL 2.3068 mL 46136 mL
10 mM 0.2307 mL 1.1534 mL 2.3068 mL
50 mM 0.0461 mL 0.2307 mL 0.4614 mL

ZHITINRE (URSF )

HDAC HEg{EsLie:

ACY-1215 £33 Buffer [50 mM HEPES, pH 7.4, 100 mM KCl, 0.001% Tween-20,
0.05% BSA, #0120 uM =2 FREHEES ( TCEP ) | HishE , SARTRREEIZIRER 6 5. HDAC
BRTESLES Buffer PAERRRILSIRERY 1.5 6%, 5 ACY-1215 FiEE 10 240 , REIINEY.
HESEE | midEmiaNiE ATERENY FTS HDACL HDAC2 HDAC3 1 HDAC6 Jil MAZ-1675
( HDAC4 , HDACS5 , HDAC7 , HDACS , fl1 HDACY ) E£FKEEE (Km ). {#/A 0.3uM
NFERIREORSE FTS 8t MAZ-1675 Lo Buffer FERREIZZIRER) 6 (5, EY/IRE
BESRESYRINEIES/ L EIREM+ |, LWIRES 60 ¥ , AFE T SpectraMax M5 Eix
k. SNEHMERRN P 7-88-4-BEEFT R 30 DAL , AEYFIEERmbE
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MR ZEA | T ERMAYSEER,

HIER : MM AR , BE MM 4iEF0] PBMC

RE : 4 8uM

SEHURTE] : 48 /INET

abr

D EREEEMHIR PBMC , HIEREGINA ACY-1215 F7E A 2.5ug/ mL {E¥pIErR
(PHA ) i85 48 /\BY,  BITMARCHIRIERECENUE DNA &6%. A Rosette Sep [BfE

#HBEsCIS -
EFRRXFIEMAMBKRPLEL CD4 + T 4. EHEYFET , CD3 / CD28 Dynabeads #
B 7 X, A alamarBlue {{GL4EIETED. 1§ MM 4HEE ( 2-3x104 NMERE/FL ) R
EPENARRIRER ACY-1215 , MIEAKF/aEH IL-6 ( 10ng / mL ) SREEREFEKRE
FHY 96 FLIBEFIRFIFE. -1 (IGF-1; 50ng / mL) 7£ 37°CF 24 /i, FNEFRARCHIN
EHiBA.
Animal Models: MM #1848 SCID /NFEi&EEY

— Formulation: 10% DMSO i&F S%&E&EEaTK
Dosages: 50 mg/kg
Administration: PSR T EY

G-

oK AT RAIFEERL  ERTHIRES  BRAMIUNE , RERRAE , SNSSEEE.
oHBD T MIEEHNEEIRMEDER | HEAMREFTREREUR | USRS ETRARZ A,
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1 Fmp%E  BRIEERFFAEECHITOE  RADERE. SFMHERRTESE S B8R m3E
R AEERARERER  BEITWRHRSHRNEZRCKRER , SANMEMELRE. MTHER  KEK
(e, TS LEHTEYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , B m
B, EWEEHBE , LIRFMLiaRE.

2 fESIRHIE | ABDRAERARELERE | BUSRANARENSR. NEHSHETR  BERE
&R HRIEFRESIEE DMSO |, B RHETAEITTE T 80 BRKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRERR.

3 MREFIEREIE | BIRENAFEERERE  BRESRNEEEAHREETFER. BTARNS
WEMEIEAMRY , FILAERZKIESR (40 PBS ) #RRT , AIgEStTHIE | ETEAEERENA® &
SXILRFAERE. WA DMSO 1E79ia7 | 58tk DMSO REEERIRE <0.3% LIB R MIESt.

KREHD  FABEGET 0.22UM RERTIEHGURE  BOXRARSI  SHERESEXRE LS  USIBL
aiEtt | EERIAHEESERELE.

4 (FREINA - BTRSUCSYIRIEAEN WL TIFRECHIRE | TReRBEMA—LZ5 AR
fERBNAER , WNILE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WER DMSO , i5tfifR DMSO
HILEIRE <5% LUBRSIHER, SHFIERITENE , TLISE TR

ARSI RIRER

byt (KE(KG)  (ARERM2)  |Km &2
s 12 0.6 20

P 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liZss 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5

INES 0.02 0.007 3

= A(mg/kg) =a# B(mg/kg) X a4 B BY Km EEY/ZM A B9 Km EE

5 XFFmEl R ER IR

TR mE | EREERFmIERTEN  FANEERTA. YTREMEN ™R , HERT 500MG
8, el R E2RIEERSELEN. BT -nEETEEndETEE  NSEmHETEE
EET L XINRBEAESITHSET  SEVNERRRIT  Er-RinEAER. XNTRE=mE , ATLAE 200
REAHFBELD  BEIERE , NTTERRK.

FRirSiEESE—EN JIRE | £ NI CERNETRIEIESTEE  EEMN

(A= k== piencs =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALBREFEFRETH  WREMIN~RNEIRE/) , ARNEEREATHESETHMEEEE L
BB —R | AIRENRAR R, SILNIANBESR (SRIBMEF ) FiRlesiERESE T
B,

XFEERECHRRIR - RREEHTRE B IRRE | BN NERSEIEHERERzLEe | W TEER
EMRNEY  ZEEETSSTRREUKS | ETRER | XM RREREETERPRE.
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