L. ®
@‘;mellunblo

— b T A Ap Rl 6

OTS-514 hydrochloride; OTS514

FhiRS: MB5066
RENE: >98%,BR
B : 5MG;25MG
P&zl solid

BEFER
PF C21H20N202S.HCI
nFE 400.92
CAS No. 1338540-63-8(free base) #=*
E:IE2 S -20°C, BRI AR 1a
DMSO: 80 mg/mL (199.54 mM) =
AfRM25°0) Water: 80 mg/mL (199.54 mM)
Ethanol: 5 mg/mL (12.47 mM)
IEER | ARMEEEENUEN, WREEIR, URESfImEIARME,
HfttinBl | ATENRSRER, BFLRRAEIRMEFERE,

f@7v: OTS514 2—FE3Ra9 TOPK HHIF,
AA: 9-[4-[(1R)-2-amino-1-methylethyl]phenyl]-8-hydroxy-6-methyl-Thieno[2,3-c]quinolin-4(5H)-

one hydrochloride

PR HEIRBEIR

AN e H&eERHBEK

BN DMSO: 80 mg/mL (199.54 mM); Water: 80 mg/mL (199.54 mM); Ethanol: 5 mg/mL
(12.47 mM)

BE! e >98%

fifFRM: -20°C, BHLMREATIE

EVENE

=R |0TS514 2—FERRI TOPK HHIF, 1C50 /9 2.6 nM.

TOPK (Cell-free assay)

2.6 nM

0TS514 X7 5 fhiszRik TOPK fUSEMIEZE VMRC-RCW, Caki-1, Caki-2, 769-P %1 786-0 &
BSMRTE  FELEIDEIVER, 1C50 BOSEEIZE 19.9-44.1 nM, OTS514 BIE%uIEIZR% TOPK BoEaI4E
1<, YIOPEEAIRRY A KIDEIVERRY IC50 SBElA 3-46 nM

NEEHSER (EEAXIEAN) & OTS514 TEAREEHMES!, (BRI EAER]
FRAR  [CEENEES T ERCIMEF B MRaRL, /MRIES), Ok OTS514 SEREHFEK ES-2
[ISEP R B M ER NENED

BigRkiEid: R, TZRATLFENSE, BEFSRAAE, mERTARK. A& 0TS514 E—ME
R TOPK #I5, BT FRFFHER SR AIRHSEL.,

BE=
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T mM 2.4943 mL 124713 mL 249426 mL

5mM 0.4989 mL 2.4943 mL 49885 mL

10 mM 0.2494 mL 1.2471 mL 2.4943 mL

50 mM 0.0499 mL 0.2494 mL 0.4989 mL

SHMTINRE (URSE)
Cell lines: CD34+ HSCs
Concentrations: 20 8 40 nM
Incubation Time: 48 h

EARESEIS  [Method: IS4RBEISFRIES 20% FBS #1 1xStemSpan CC100 B RPMI tZ5Ed, F3 OTS514(20
B 40 nM)a}, OTS964(100 5% 200 nM)XSZREEHITANE, LhIE 48 /N, WEEEAE. A PBS #1T
EREEST 100 ml PBS &, A CD41a HAE=EXIMIE#HITEE, 1¥8 20 HHh. 7AE PBS
TOARARE, TRV
Animal Models: BALB/cSLC-nu/nu 7\Eg,

L Formulation: 5% Ej#&(for IV); 0.5%FRELF 4 (by oral gavage)

EY3EsS
Dosages: 1, 2.5 #1 5 mg/kg
Administration: EafikiE5tak R

GEE]

oHETRAIFEERR, ERTHARES, BRAMIMNE, RERNREE, SNSSEEE.
oD T MIEENNEERMEDER, HEAMREFMRERENEME, U ESENESETRAR A,

A SYIREEREIR

1 FRA%E: BREIYEREFFAZEECHITOE, BADERE. 8FMHFRRTRESES 8RN RE
B WEEHEEER, HEITMIMRSHRNZROETENE, SAMEMELRE. BTHER, KPR
(£, BSLENTHYF, BN Parafilm HOME, FRIBENEEREMER. MREENEEK, Bdm
B, EWEEHBE, RFmLRE.

2 EERHIE: ABOHARERRRERERE, BUCKANBRENS. WFHSHETR, BERAS
EAR, MREFREEERE DMSO, HERBIETMEIETE T 80 REKEMTE, —RILUSERE 3-6 ™A
AL, 7R, BRIEERti TR, BREERREFE.

3 HBIERTIEREE: BSRECAZTELHHERE, BRRESRIEERANREET/FR. BTAHDS
WEMEISAMRY, FRLAGERZKIEAR (40 PBS) #RERT, WJRESfTiniE, FETEREERENER, 1+
SXILRFAERE. WA DMSO {E/9iEH, i8HatR DMSO RLERIRE <0.3% LIBSRMIESE.

KREHI, FBEWET 0.22UM RERTIESURE, BOXRMAEI, SESESEREL, GUSKBL
BnEE, BEERITIEENSERIRKE.

4 (FRENYEIERA: ATRSUAMREAMN, WL TIFRECHIRTE, TRaREMA—LHAm
fEREDER, WMILE, CMC-NA, Hili%, BARREEEFERBEXAEIRE. W6EMR DMSO, i5HifR DMSO
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AOLEIREE <5% AR RS ER, AARRIZITHINR, TILSETER
SARETRS G B E R

b (KE(KG)  (ARERAM2) |Km ZE
g 12 0.6 20

i 10 0.5 20

|§1§ 3 0.24 12

2] 1.8 0.15 12

iz 0.4 0.05 8

AR, 0.15 0.025 6

G5 0.08 0.02 5

NER 0.02 0.007 3

=¥ A(mg/kg) =514 B(mg/kg) X =4 B B9 Km RE/z040 A B9 Km FE
5 £FFERIELERI

TWEFmE, BREERFRIERTEYE, FSERTRIA. NTRSMEN R, HERT 500MG
A9, BAL AERMIEERSERRN. BT~ REXTREERIETHE, NMSE-niETEEEEs
BETFL, XIHRBERESITHSET, FEUMERRRIT, FrRinfEiER. TR, AL 200
REAHFEBELD, BERIERK, MRk,

FRirSirEESE—EiRE, £ NICERYETRIESTEE, EEMN

e RO hezsm
1-20MG 0.1MG
50-500MG TMG
>1G 3-5MG

M ASERFREERETN, WREWIRFRVEIFRE/), EREE-REATRITRETRMEERE L
PEERN—R, FIRENRARRIEE. BALIINESEER (SRIEEFN) HFRleErE%El e
B,

XTERREGHARIAT BRI ECNNRE, RIIRVERSENBHERSZLEY, MTEER
BRI EY, BEETSSPTIREUKS, EIKRER, ZM-REEREETIESPRE.
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