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AR DMSO: 83.3 mg/mL (Need warming)
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@Y : PLX51107 2—MEZEY , EEM4AY BET #PH7 , 33 BRD2 , BRD3 , BRD4 #1 BRDT A9 BD1 4543
IMA9SEFNN Ke BHEIAR 1.6, 2.1, 1.7 1 5nM , BD2 Ziat3EfA Ky EHEIHK 59, 6.2, 6.1 1 120
nM ; PLX51107 [R5 CBP 1 EP300 RYEHMIEAEEIER (Ko, ~ 100 nM),

%% : Benzoic acid,
4-[6-(3,5-dimethyl-4-isoxazolyl)-1-[(1S)-1-(2-pyridinyl)ethyl]-1H-pyrrolo[3,2-b]pyridin-3-yl]-
PIRMEIR BB :
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BERME o DMSO: 83.3 mg/mL (Need warming) ;
BE >98%
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EYENE

RAFISNENY ( BET ) RIFEARBEEERRANXEEREF. X2 , FAIFA BRDA &5 , LUEEX
BiRS SIEMEMEMIBE R ( CLL ) A9AFHE, BRDA 7 CLL iR |, 7 CLL =K HFEEREX |
FERERAFIEFIREREEEAAITIEE. XLER , 61F B Ak (BCR ) FSEBIRAIKERR | 12t
TIXFET S ARERCER , LORBIBREYEERFER. TR RERERNFATSE BRD4 IFIA
FpERElE-PRYB A SAUEIEDH. BRDA BRARRAFIEIMKIRER ( BET ) ZIXAIMNR | B R
IR RARERETLREF , EAEEEREEEER.

PLX51107 E—FE%HY , 2149 BET D&% , X3 BRD2 , BRD3 , BRD4 #] BRDT #y BD1
iR | SEERIENS Ke Eo808 1.6, 2.1, 1.7 #1 5nM , BD2 £5MiEsEf0 Ka B9 5IA 5.9,
6.2 ,6.1 1 120 nM ; PLX51107 [EATS CBP #1 EP300 R9&HiE4EBE/ER (Kq , ~ 100 nM),

Kd: 1.6 nM (BRD2-BD1), 2.1 nM (BRD3-BD1), 1.7 nM (BRD4-BD1), 5 nM (BRDT-BD1), 5.9
T nM (BRD2-BD2), 6.2 nM (BRD3-BD2), 6.1 nM (BRD4-BD2), 120 nM (BRDT-BD2), ~100 nM
(CBP), ~100 nM (EP300)

PLX51107 2—MEANsEE M BET #iF7 , BD1 89 Kds 9519 1.6,2.1,1.7 15 nM , BRD2 ,

FIMRST
J BRD3 , BRD4 1 BRDT f4 BD2 43518 5.9,6.2,6.1 #1120 nM, PLX51107 &5 CBP #1 EP300




HREMISRAEENER (Kd , £ 100nMSBER ) .  PLX51107 ( 0.156-10uM ) 0% CpG iESH
FRMEEMEHREBMIEENNGS ( CLL ) EHIIEE,. PLX51107 XS p21 70 IkBofIFAR |, FE(E
c-MYCK¥E , HEDEATERMIUETER. PLX51107 SEEMHET CLL IKHER.

PLX51107 ( 2mg / kg , AR ) 7 Ba / F3 ( 5 IL3 {k#ii4E pro-B 4HEZ ) BERh K/ NSRBI HDH]
75%EBERA , B 25mg / kg OTX015 BIZEIUMEF. PLX51107 (20mg / kg , qd , p.o. )

ki EREHEENBMEEMmS ( CLL ) FIRKHEK (RT) NEREEHESEH—XOREEE
REBEEITIE MEIER.
ECRXERIEE
MB3315 OTX015
MB4243 RVX-208(RVX 000222)

MBigRfER - RHEF , ZNATAFEYS  HEFEREALE  FERTAMK. PLX51107 2—FE
AOIEEME BRDA HHIFUEK BET #DHIR  EEFEAMARINGIREF S  AJ7E CLL MIRRRTEE PRI EET BCR
SSHESHIRYT. PLX51107 5 BRD4 ELREF ZEHATMEERIRBIERFES , NLLE BRDA SHEH
LB RIRES . XEBAREBREEMERRIA, BRRESR PLX51107 sIAMSER  TATHE
ESTUZ NS R

fiilEeE :
i % pmso ﬂfﬁ"i & 1mg 5 mg 10 mg
1 mM | 2.2806 mL 11.4030 mL 22.8061 mL
5mM | 0.4561 mL 2.2806 mL 4.5612 mL
10 mM | 0.2281 mL 1.1403 mL 2.2806 mL

SSBUSTISIRE ((UHSF)

PLX51107 EgHI7E 10% N-BRE-2- I I ER IR ( 40%PEG400,5%TPGS ,

5% Poloxamer407 1 50%7K ) =,

IR

SFENAR | B EFHIESRE BEEaERmAY Ep-TCLL 8 Eu-Myc / TCL1 NERAIBRZRRE |
{5 C57BL/ 6WT /NER#%HE 1E7 B8, 7EMIALERT ( Ep-TCLL : >10%CD19/ CD5 / CD45 B
MEAEIAERE, En-Myc / TCL1 : WBC i1#0>8 #1/8;>5%CD19 / CD5 / CDA5 [RIEABIAEE ), 45/)\
BB BLESFRAGAT. PLX51107 20 mg / kg , qd (FB—x ), OBREE. k= 10%
N-FRE-2-MIRISEIINFERRR ( 40%PEG400,5%TPGS , 5%Poloxamer407 #150%7K ), iR

FRHARBRTE (> 20%(NERER | IEEhSHR , BRI AFIRA AR ) B , PR |, FHEREERA
FiH—E o,

BHISERS

(=]
oA RAIFEERL  ERTARES  BRAMIUME , RERARER , SNSSEEE.
oIBD T RIEHNEERMEDER | HEAMRIEFTRAEREMEM | A LIRS ETRAR A,



http://www.meilune.com/goods.php?id=20871
http://www.meilune.com/goods.php?id=20229
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1 FRP%E  BRRIEMERFFAEBCHITOE  RADERE. SFEMNSERTESHS B8R mE
B AEEEAREEER | BEITMIMERSERNZROETEE | SRNMBSMESIRE. MTHERE KK
(£ BB LEHEHE , i Parafilm HOMR , AARBEANIEFRAER. NREENELK , B~
B, EIEERBE , IRt RE.

2 EERHIE - ABOHFRERIRERRE | BICRBEIANENS. NFEHEEER RS
EAN , HIEIEFRREER DMSO |, EREIETMEETE T 80 REEMT , —RAILUSERE 3-6 1B
VAL, (MR BXIESERHTHE. BREERRERH.

3 MRIEFIERNE  BIRIENAFELHHERE  BRESRNEEZBHAREETFR. BTASY
WEYRIEAMRY , FTLAGERZKIESHR (40 PBS ) HREAT , AJRESITHINNE  ETEAERINENAR , &
SXISLRFAEFE. WA DMSO 1E/9iEs | B8R DMSO REERIRE <0.3% LIgRMIESt.

KREHT B BEGET 0.22UM HIRTIELIURE [ BZXRARI  HESESEREL  GUSTBL
aiEtt | BEERIAEEESEHIRLE.

4 (FREHISEIENA - BTREUSYIRIEAN , IWITRTFRECHIRE , AT EMA LA
fERBDAER , WNIHE , CMC-NA |, Hil% | BRFEZFERBXNEVRE. WEER DMSO |, 5tk DMSO
ROLIRE < 5% LABREMIFR. LARIEBIRITENE , IUSETER

SDARRERSAFIBIRER

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

P 10 0.5 20

iz 3 0.24 12

1) 1.8 0.15 12

K R 0.4 0.05 8

KER 0.15 0.025 6

== 0.08 0.02 5

INER 0.02 0.007 3

a4 A(mg/kg)=a14¥) B(mg/kg) X w1 B B9 Km REY/&04 A B9 Km FREL

5 XF PRI IR I

BREFRE | ERANERRNEETEN | FNHEHR TR, W TFRESHMEN™R  HEET 500MG
B, BA1H B RRIEERHECRN. HTF-neXntzidRhEE NS mMEEEEEs
EETL  XMBRERERITHST  BEMMERRER]  F-RinEERK. XTF&RIA~R  BJLIFE 200
BEAHERED , BERBEERIR , NTmgniRe.

FEinSvNEERE TN TIRE | & NI CERYETRIERECE | BEA

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

M ALBREFEFBETH  WREMINRNOEIFSE/)  ARNEEREA TR ETHMEEEE L
BB —E | AIRERAR R, SILNIANEESR (SRBEF ) FiRlesiERREsE T
B,

XTFEERECHRRIR - RREEHTRE B IRRE | BN NERSEIEHER ARz e | W TEER
MRS EEREESPRREUKS  2WRER | XM nEERET TR RE.



