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BIIB021
FEgRS: MB4058
REtRE: >98%, HSPIO 4|
BENME: 5MG;25MG;50MG
R solid
HAER
¥R C14H15CIN6O
PDFE 318.76 |
CAS No. 848695-25-0 e Nk [+
A: AZ., O, N =AY 4 3 m‘ = . _,.'-JN\ | k} \"
EE2 Sk -20°C, BEEPREATIE 1 HN= NN 0
DMSO: 64 mg/mL (200.77 mM) = z ;=
SEIRIH25°C) Water Insoluble M
Ethanol: 2 mg/mL (6.27 mM)
AEEDN | ARUERAEETUEN, REBESR, T mEART,
Hithidey | ATENZENER, BFLRRFEXEFERE.
f@7r: BlIB021 2—MaOIRAYZERAY HSPIO MHIF.

A& : CNF2024; 9H-Purin-2-amine, 6-chloro-9-[(4-methoxy-3,5-dimethyl-2-pyridinyl)methyl]-

IR HEIR R EIR

AN e, REEXEEEEK

BN DMSO: 64 mg/mL (200.77 mM); Water Insoluble; Ethanol: 2 mg/mL (6.27 mM)

BE e, >98%

fEFERM: -20°C, BEBEEATIE

EVENE

. | BIIBO21(CNF2024) ROMRBM, £EBATERAY, J\oF HSPIO iR, KiFl EC50 53505

itk
1.7 nM #0 38 nM,

0= Hsp90

IC50 EC50 7538 nM, KiJ}g 1.7 nM,
BIIBO21 55! Hsp90 Y ATP 5552, 34 Hsp90 #EIHEE, SEEFEAMEHIMEERKS
14, BIIBO21 i FHyEE4HAE (BT474, MCF-7, N87, HT29, H1650, H1299, H69 1 H82) 158,
IC50 79 0.06-0.31 uM, BIIB021 &S Hsp90 ZFEHEHE HER-2, AKT, #1 Raf-1 fIBEAR, AR

U IE@EET Hsp70 #0 Hsp27, BIIB021 14 Hodgkin's i#HEEAARE(KM-H2, L428, L540, L540cy,
L591, L1236 #1 DEV) , 1C50 73 0.24-0.8 uM. BIIBO21 {EFITREERMARYM EEARRERSEIEAR.
BIIB021 #P4%! NF-kB &, BIIB021 S Hodgkin's WEEMBEAEGE NK 43K NKG2D E
RRIZRIA , ST NK AT ROZE TSRt 7+, 745, BIIBO21 1558 HNSCCA #4iZR(UM11B
N IHU12)RImETEURE, (BB RET R AR ERIZFRA 0%, 18a AT HIBFIIEsE G2 HisR, &

W
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RRSh, 5 17-AAG 18EL, {FRTE ARG H295R BIIB021 EH3%. BIIBO21 AYRRESEA
Z NQO1 8 Bcl-2 TEFRIEGREING, 5 FRIDS 17-AAG IHERARFRMGHEX. BIBO2T {ERT
171 17-AAG 4BIIZ(NIH-H69,MES SA Dx5,NCI-ADR-RES, Nalm6 &5)thE%.

BIIBO21 MfRAMESFhiBIEREIEEL (85 N87, BT474, CWR22, U87, SKOV3 7] Panc-1) SEjH

SRR | RS, BIIB021 #2120 mg/kg FIELLER L540cy fifes, BxulbIfERIERK. BIIBO21
T JHU12 BiEE, RIS itEaEikIz.
151K BIIB021 £ A TEMAIAAR Hsp90 I,
= CHEXF RiEEF(ESAXEFREHIE MK ZIR)
MB4659 VER-155008
MB4056 Elesclomol (STA-4783)

BigRfER: BhiK, MZNAToFEYS, SEFSENTSE, mERTARK. BIB021 2—faJOR
RIS EAEY HSPIO M. 2GR BT RRERIRIISEE.

fitiREeE
1 "o
a Tm 5m 10m
i&g */\ g g g
T mM 3.1372 mL 15.6858 mL 31.3716 mL
5mM 0.6274 mL 3.1372 mL 6.2743 mL
10 mM 0.3137 mL 1.5686 mL 3.1372 mL
50 mM 0.0627 mL 0.3137 mL 0.6274 mL
SHINIRME ((UHSF)
Hsp90 £5&3E58:

2 (v

AT xHNmiRTESNE, FITC-geldanamycin Rt (20 nM) #12 mM TCEP AE=ERT #1173
N, PAREDET-80°C 7. EHAZ Hsp90a (0.8 nM) FIFEEAY FITC-geldanamycin (2
nM) 7£ &8 buffer {9 96 FUik £ E=RBTES 3 /\if, L3 buffer @& 20 mM HEPES
(pH 79 7.4), 50 mM KCI, 5 mM MgCl,, 20 mM Na;MoO,, 2 mM DTT, 0.1 mg/mL BGG,F1
0.1% (v/v) CHAPS, FGEB/E, MMAAETF 100% DMSO 9 BIIB021 , R&KEHN 0.2 nM 2 10
UM (FZ2{ATR79 100 pL, 2% DMSO), =R F#H T 16 /N\Bt, £ 485 #1535 nm &HUESR
A,

HRESEIS

Cell lines: BT474, MCF-7, N87, HT29, H1650, H1299, H69 #0 H82 #fig

Concentrations: 3 | 1x103 nM

Incubation Time: 5 X

Method: SEREXAITIMEEENENE IC50 {8, FhEE4RREINE 96 FLMR EZ5E 24 /B, AN
BIIBO21, XJERZEANAN DMSO (0.03-0.003%), MyEtmBR R Es(EFRE Y9 1 mg/mL) #13-(4,5-—
FREIEW-2-§)-5-C-RAKAE)-2-(4-EXE)-2 S5-I, W& (EEREN 2 mg/mL) #1:20
BE, 12 96 FLRNEFLH, B8, 3-(4,5-“HREEW-2-K)-5-3-BRERE)-2-(4-TEKE)-2
ST, REREHE, SEEBEERESWEEARESD, BE 4/, 490 PURAMERSYEE

VV » meilunbio
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EiHNEFME. 52 SOFTmaxPRO BA3X1SEUE, 100% £FHENJIF DMSO L IRRIZHAE
A490, A 3-(45-"HREEM-2-H)-5-(3-RFFXRE)-2-(4-EKE)-2 S5-I, NEh(A DMSO
QLIRAARERIFLS A490 79 0.03-0.003%)REBIEE Ao BITEBMEAFEELE, ITEENT:
FEER (%) = (As90 nm BEA/ Asgo nmDMSO SLEERIZARRE x 100),

Animal Models: BALB/c f1FHBRER #aY N87, BT474, CWR22, U87, SKOV3 1 Panc-1 iz
]

fh¥sElE | Formulation: B5/EREZLT

Dosages: 31, 62.5,#0 125 mg/kg

Administration: SXRIE—X

(=]
oA RAIEEERL, ERTHRES, BRAMIUNE, RERAREE, SNSSEEE.
oI RN OEE, BEAMRIATRAEEAIEME, U EEIRNESEZRIAT A,

B EMIREERER

1 FRaE: BREIRMERFAEECHTSE, BASERR. 8RMHSFRRTESHE D BRI mE
BR WIEEEHREEER, BEITMIMERSHRNZROEENE, SANMBMELRE. WTHER, KK
(e, BSLEHEEYE, &Y Parafilm HOME, FRBENIEEREER. MRBENETK, B mn
B, EWEERBXE, URFmLiaRE.

2 EERNE: ABoIFRER R RERERE, B REIBIENS. WFHEHETR, BERG
&R, MIREFRESIEE DMSO, BERFIETAEBTET 80 BEEMT, —RAULUSERE 3-6 ™A
VAE. (MR, BXIESERETHRE. BREERRERHM.

3 HISFTEREIS: BRIEMAFTELHHERE, HEESRNEEEFHMAREEL/FR. AT
WEMRISAMRY, FRLAGERZKIEAR (40 PBS) #RERY, WJRESiTiiie, WEITEREEARENER, +
SXISLRFAEFE. WA DMSO {E/9iEH, 18HaIR DMSO REEERIRE <0.3% LB RMIESE.

KREHI, FBEET 0.22UM RERTIELIURE, BZOXRARI, HEEESEREL, GUSImL
aiEtt, BEERIAEEESEHIRLE.

4 (FANSEIERA: BT REUWSYREREN, WML TIFREHKTE, TREFEMA—LZHBERER
fEJOBNBRI, WMHE, CMC-NA, HifE, BREESFERBXXEIRE. WMEERA DMSO, itk DMSO
AOZERE < 5% LABRSIHER. LATERIHNE, TUSETE

SWARERRS G B AR

b (KE(KG)  [AEEIRAM2) [Km &2
ik 12 0.6 20
ia) 10 0.5 20
bz 3 0.24 12
2] 1.8 0.15 12
izt 0.4 0.05 8
KB 0.15 0.025 6
B 0.08 0.02 5
INER 0.02 0.007 3
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= A(mg/kg)=a# B(mg/kg) X 4D B B Km ZEY/EHD A BI Km &L

5 XFF-mBl BRI

TWEFmE, BREERFRIERTENE, FRSERTEIA. MTRSMEN R, HERT 500MG
9, FIH A RRIEERRESREN. BT mERAEsEmIETEE, NMSEr-mitErEEEs
HFETL XIMREAECITHEF, FEMRERRHT, Er-miFER. YT&iEr=m, "JLTE 200
HEGHEELD, EREERIK, MMmsiRk,

FhirSrEESE—EiRE, £ NICERYETRIESTEE, EEM

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

M ALERREFAETN, WREWIHFRIEIFRE/), FERNEE~REATHIIRET TSR L
FEBN—R, TREMEREFRIFE. EILIINEEER (SREFEFM) FRiEEFESEZTE
B,

X TERREGHARIAT BRI ECNNRE, RIIZWERSENBHEZRAMZtEY, MTEAER
EMRNEY, EEETSSPRRKUKS, 2EWRER, XMT-RREREETIERPRE.
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