(%t 2R A

REECEMRARBRAF

Dalian Meilun Biotechnology Co., Lid.

www.meilune.com

PFI-1 (PF-6405761) ; PFI-1 (PF-6405761)

FER4RS : MB3692
EEtnE : >98%,BR
LIS : 10MG;50MG
PRI R
HFER
oFH C16H17N304S
nFE 347.39 5 H
CAS No. 1403764-72-6 -~SJ‘J N
R 20°C, IR PrEy @[ 0 @:}&O
N DMSO : 69 mg/mL (198.62 mM) 0 H
L Water Insoluble |
(25°C)
Ethanol Insoluble
TEEN | ARMEEEEETUEN  MREEDE , e mEismE.
HfthiBE | ATENREER | BFLRRABREFERE.
@7y : PFI-1 2—ME3%87 BET %I |, 8EfEBUNH BRD4 |, ICs &/ 0.22 M,

A& : 2-Methoxy-N-(3-methyl-2-oxo0-1,2,3,4-tetrahydro-quinazolin-6-yl)-bezenesulfonamide,

PF-06405761

YIRS
AN ¢ e, SIZESISIlES
RN DMSO : 69 mg/mL (198.62 mM);Water Insoluble;Ethanol Insoluble
SE o >98%
ETFSM - -20°C , BEhEEIA TS
SniEtE
PRy PFI-1 E—MEEEEEEA BET(E@RREMZED)MNFIF , fEFBTF BRD4 71 BRD2 , T4
RS | pmitgach 1C50 $8199 0.22 uM A 98 nM.,
BRD2 BRD4
o (Cell-free assay) (Cell-free assay)
98 nM 0.22 uM
PFI-1 5 cAMP RNESTTHESERLES | Ko8 49 uM, PFI-1 #DEIM LPS RIEHIA M EZ
NS B4 IL-6 , EC50 5 1.89 uM, PFI-1 {ERF T4302 CD133+4Hf , IESHBIETEIMHE |
IXFMERFEERIEKENE, PFI-1 0%I=F NET 4RRRZIEE (BEAR NET 7449 Bon-1,70fH NET
399 H727 #0 H720),
PFI-1 &2 1 mg/kg FIEEKEFEAKRE , DHEFRA 1 kg MEBHRER
AT | 18/mLemin-lekgl , FE=HAS 1 /BT, PFI-1 3% 2 mg/kg RIBORABTHARRE , OREMBRIE

8= 32%. PFI-1 #% 2 mg/kg KB TESILEZ5/N\EE , Cmax J3 58 ng/mL , Tmax J9 1 /BT,
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RN 2 N,

E X RiEEF (ESEXEINHREFIE M= ER)

MB3691 [-BET151 (GSK1210151A)
MB3315 OTX015
MB4419 PLX51107
MB3690 I-BET-762

AigRfEE REHLF SZNATOFEYE HEFERASE AT AR, A3 BET ikE4E BRD2,
BRD3. BRD4 #[1 BRDT , AR EFERFIEHRIFEE(EA. pfil 2kt BET REHDEIF. Amel AT
RIUHAIRHASLI

fEiREeE
f " g
Im 5m 10 m
wE i 9 J 9

1 mM 2.8786 mL 14.3930 mL 28.7861 mL

5mM 0.5757 mL 2.8786 mL 5.7572 mL

10 mM 0.2879 mL 14393 mL 2.8786 mL

50 mM 0.0576 mL 0.2879 mL 0.5757 mL

ZTISIE ((NHSE )
Cell lines: T4302 CD133+ 4
Concentrations: 1 mM
Incubation Time: 5 X
Method:

émwgggﬁ : kS = = — N\t [ Sz v kwa
ATNENERL , FAiE— =B F 5x103 FUZZEEME] 96 FLiR, A0 2 B 4 (Z#%
209 PFI-1, 5 5 X5 , £ CellTiter-Glo iXFIENEMIEEL , ABIF—HEERZ=AXT
B84H, i@iJ GraphPad Prism 5 #{4{EMH 4-parameter logistic IEZEEFEESNE IC50
=N
Animal Models: KE
Formulation: &382k7K

E4SELS -
Dosages: 1 mg/kg
Administration: K5

=]

oA RAIFEERL  ERTARES  BRAMIUME , RERARER , SNSSEEE.
oIBDTRIEHNEERMEDER | HEAMRIEFMRAEREEM | A LIRS ETRAR A,
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B EMIREERER

1 Fmp%E  BKEIYERFFAEECHITOE  RADERE. 8FMHERRTESE S B8EHm3E
R AEEHREEER , ITEITMIMRSHNZROETER | SAMESMEZRE. MTHSERE KX
(e, TS LEHTHYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , Bdm
B, EWIEEHBE , LIRFImLiaRE.

2 SRS | ABDRAER ARELRE | BUTRANARENSR. NEHSHETR  BERE
&R HIIEFRESIEE DMSO |, B RHIETAEITTE T 80 BREKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRE xR,

3 MRIEFIEREIE | BIRENAFEERUERE  BRESRNEERAHAREETFR. BTARNS
WEMEIBMRY , FILAMERZKIMESR (40 PBS ) iR , AIgEStTHIE , @ TEAEERENAR &
SXILRFAERE. WA DMSO 1E/9ia7 |, 58tk DMSO REERIRE <0.3% LIB M St.

KREHT  FABEGET 0.22UM RERTIEASIURE  B2XRARSI  SIESESEXRE L  GUSFBL
aiEtt | EERIAHEESEHRLE.

4 (FRIEINA - BTRSUSYIRIEAEN WL TIFRECHIRE | TR FTEMA—LZ5 AR
fEZBDAES , WNIEE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WfER DMSO , 5t DMSO
HILERE <5% LABRSMHER, SHFIERITENE , TLISE TR

EWARRERRS B AR

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

INER 0.02 0.007 3

= A(mg/kg) =a1# B(mg/kg) X a4 B B9 Km EEY/ZMD A B9 Km &

5 XFFmElRERIEIT

TR mE | EREERRIERTEN  FNEERTA. YTREMEN ™R  HERT 500MG
8, Bl R E2RIEERSELEN. BT -nEETEEndETEE  NSE - RRETEER
EET L, XINRBEAESITHSET  SEUNERRRT  Er-RinEAER. XNTRE=mE , FTLAE 200
REAHFBELD  BEIERE , NTTBRRK.

FRirSinEESE—EN JIRE | £ NI CERYETRIEESTEE  EEMN

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

M ALEEFREFRETH , WREWIN~ROEFE/) , BRNEERAEATHISETHREEEE L
FEBI—R , TREMERETRIEFE. BILUINEEER (SREBEFM ) FRiEEFR%EZTE
B,

T ERRECHRRIRY - RREEHTRE B IRRE | BN NERSEIEHER ARz EeY | W TEER
EMRNEY  EEETSSPRREUKS  ETRER | XM aREREETERPRE.
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