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CB839 ; CB-839

FEdmS : MB3226

FREHRAE : >98%,glutaminase HIHIFY
BEHIHE : SMG;25MG;100MG
PR - REaEEE(ER)

HFEE
PFR C26H24F3N703S
DFE 571.57
CAS No. 1439399-58-2 4 o QN\
~N
e -20°C , BENESEEI TR W . QW N
DMSO : 100 mg/mL warmed (174.95 mM) | = E*o/@\ﬂﬁ -
AR
Water Insoluble
(25°C)
Ethanol Insoluble
FREI | ARUEEEETUEN , REEDE , TS mEARME.
HithikBl | ATEHNZLER | BELRRHEIXUFERE.

&t CB-839 BAIMMR AFRFMEERMILES 1 (glutaminase 1 (GLS1)) BBZ38K KGA # GAC RUIPHIF |,
ICso 23 23 nM 1 28 nM,
A& : 2-Pyridineacetamide,

N-[5-[4-[6-[[2-[3-(trifluoromethoxy)phenyl]acetyl]amino]-3-pyridazinyl]butyl]-1,3,4- thiadiazol-2-yl]-

YIBTEIARIEHR :

AN 2 e KEBEEG(EHK)

AR DMSO : 100 mg/mL warmed (174.95 mM) ; Water Insoluble ; Ethanol Insoluble

SE o, >98%

fEFSRM - -20°C , BEEHE=ATIE

EYEtE

e CB-839 B—FEXAY , MR , OBREYIRIFIFRY glutaminase #HIHIF , WEHA GAC
#9 IC50 5 24 nM,

BB glutaminase

1C50 24 nM
CB-839 RILL AT EHKI A IZIE RN IFRIEN N ZHFE. 5 rHu-GAC FlilEFs 1 /\adf5 ,CB-839

koSS M SR ERRESRY IC50 {E<50 nmol/L , Z/DY BPTES {13 £, CB-839 SY=FAMILIRE
(TNBO4HIEZR , HCC-1806 , EBEHUSIEEM , MXIIEMEZIIRMEMIEER , T47D |, 12645
EIEEE.
/NS TNBC #&88Hh Ba51 CB-839 (200 mg/kg, p.o. ) HREIFERSFELATER 61%AIAPEEK.

kPR /NS, JIMT-1 RFt#giEieEl-h ,CB-839 B¥AIZ45(200 mg/kg, p.o.) SEHEXIEAXTHE 54%
HOBRYEEAE < I4(TGI) , CB-839 (200 mg/kg, p.o.)F1 paclitaxel (10 mg/kg, p.o.)Bx&FAZ51R
KRR _HHDHIREERIBAS |, 1EXSTEUARIER | 52 100%AFHEELERIHI(TGI).,
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MB2348 BPTES

BigRdEiR - REHAR , ENRToFEYS  BEFERASE [ FERTAMK. CB-839 EaIMR , 3F
EEMNSRALES 1 (glutaminase 1 (GLS1)) F9HEE{K KGA #1 GAC RUIDHIFI , BT AT HERURAIRHHASE

i,

RS
1 om
R # 1 mg 5mg 10 mg
1 mM 1.7496 mL 8.7478 mL 17.4957 mL
5 mM 0.3499 mL 1.7496 mL 3.4991 mL
10 mM 0.1750 mL 0.8748 mL 1.7496 mL
50 mM 0.0350 mL 0.1750 mL 0.3499 mL

ZHITINRE (URSF )

CB-839 ¥} rHu-GAC Ha3msl:

EEEMEER S 50 mM Tris-Acetate pH 8.6 , 150 mM K2HPO4 , 0.25 mM EDTA , 0.1 mg/mL
HMEEH , 1 mM DTT, 2 mM NADP+ #10.01% Triton X-100 FISCIGERRHNE, ol
20 |, EIFI(FE DMSO HHIR) Er5S ARSI SM(GDH)RES | REIESIMA
rHU-GAC Bz, #R A A 2 nM rHu-GAC 10 mM A& EE: 6 units/mL GDH#12% DMSO,
MEELIS : | NADPH BUF=45@IT S 15 DRI e M (Ex340/Em460 nm)7E SpectraMax M5e BHRY 1Y%
., HEXIRAEERTT(RFU){SERA NADPH #RERZ(L A NADPH IRE(UM)ERL, SMNARIRES
SRR AU SRR (1 2 75 uM)5 NADP+iEid GDH #4655 a-EiX —B&S NADPH, 75X
WHIOEHET |, BIX 75 pM SR EREIRBRFITEET GDH %48 o-EiX _E/NADPH, #]
REEREBESEENREOHTHIZE] 5 DI EAELITE, 5 &I S ANSEFIE RS
12 IEME D =REB+ (TER-EER)/(1+ 10/ ((LogIC50-X)*HillSlope)),

Cell lines: HCC1806 , MDA-MB-231 , 1 T47D #Aig
Concentrations: 0.1-1000 nM
Incubation Time: 72 h

#HBASEIR : | Method:
MFESRE , FTEARREISTRER CB-839 418 72 /\aT , FF Cell Titer Glo D
1EEIER.
Animal Models: fafs7 TNBC & JIMT-1 S isE it Scid/Bg /NG
- Formulation: & 25% (w/v) ZRE-b-TA#EE(HPBCD)AY 10 mmol/L #T45ER%E: |, pH 2
EhsES -
Dosages: 200 mg/kg
Administration: p.o.
(=]

oA RAIFEERL  ERTHIRES  BRAMIUNE , RERRAE  SNSSEEE.
oHBD T MIEEHNEERMEDER | HEAMREFTREREMURN | LU EEENESETRARZ 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 1E/9ia7 |, 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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