& meilunbio Gi-BEGHOROR stz
— i SRR T S : :
(+)-JQ1
Feihd S . MB7243
JiEbrE: >98%
AR : 5SMG;25MG;100MG
Pk solid
EAER
PANEE C23H25CIN402S >L 0
NTE 456.99 0
CAS No. 1268524-70-4 7k M N
il -20°C, BB T ¥ /I N A
C M-
DMSO: 91 mg/mL warmed (199.12 mM) E2v — == “{
ViR 1H(25°C) Water Insoluble W0
Ethanol: 91 mg/mL (199.12 mM)
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e (+)-JQ-1 & —F BET bromodomain #Iil5.
FH4z: JQ1; 6H-Thieno[3,2-f][1,2,4]triazolo[4,3-a][1,4]diazepine-6-acetic acid,
4-(4-chlorophenyl)-2,3,9-trimethyl-, 1,1- dimethylethyl ester, (6S)-
WEPAR B4
A 0 B 3 by R
Wit DMSO: 91 mg/mL warmed (199.12 mM); Water Insoluble; Ethanol: 91 mg/mL (199.12
mM)
TR >98%
&M -20°C, TSI P T4
Witk
= R (+)-JQ1 2 —F¥ BET bromodomain il 3, £ T BRD4(1/2), Jo4tiffi4e:+ 1IC50 29 77 nM/33
nM, Z5& %) BET ZRMPTAIRE I, AL &5 BET KK AMIIRA I
Rt (+)-JQ1 L(-)-JQ1 HHRL.
BRD4 (2) BRD4 (1)
B (Cell-free assay) (Cell-free assay)
33nM 77 nM
(+)-JQ1 Stk B 454 3] BET bromodomain 25435k ) Kac 4557 5. (+)-JQ1(500 nM)-5 Geth
5 G454 51 BRD4, 380 NMC 210 73 (A AR K A5 3l K67 G g/, E R 1 (+)-JQ1(500
nM)JE 55 NMC 797 F1 Perd03 4iififl & FI B E . (+)-JQ1(500 nM){EHF NMC 797 41, A 3%
BAGR PR BRD4 #EIER 1 FRIE . (+)-JQ1 fEAT NMC 11060 4iffe, #i4ufis /s, 1C50 4 4 nM.
(+)-JQ1 fEFF MM 4l &, 3840 MYC FRik. (+)-JQ1 #M1f] KMS-34 #1 LR5 145#, 1C50 435l
7y 68 nM Fi1 98 nM. (+)-JQ1(500 nM)4bFE MM.1S 4iiffd, S50 S M4 Lb il B &~ B, Bl 4
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JETE GO/GT it £ . (+)-JQ1(500 nM)ilid - FLFETFA Y (o, FEHERMEEE.
(+)-JQ1(800 nM)4LFE CD138+Ji B ATA ¥ MM FEA, &3 FRARAHAIE /7. (+)-JQ1 #ii] LP-1 41
MK, GIS0 598 nM. (+)-JQ1(625 nM) S5 LP-1 4 e GO/G1 Hi H 73 Hk &5 . (+)-JQ1(500
nM)fEFI T~ LP-1 4ilfid, 4% MYC, BRD4 Fil CDK9 Fik. (+)-JQ1(1 uM)AbHEIE R R YL Jurkat
T 40, 0 HIV 3¢ (+)-JQ1(50 uM)E F - Jurkat F1 HeLa 40fE, 3 ZLH) 3 Tat k1 HIV
ko (+)-JQ1(5 pMYTER T J-Lat A2 4, /55 Brdd fiE s, Mififl Tat #%E SEC | HIV B3h
T.E, 5 Pol Il CTD BB AT T % .

3oL ik

(+)-JQ1(50 mg/kg)ib B+ NMC 797 BRI/, BN IRIAE K. (+)-JQ1(50 mg/kg) 7
T NMC 797 BRI H/NR M NUT B3, 546 2 e —%. (+)-JQ1(50
mg/kg)4b 3 NMC 797 BB,  51AS(31 SO 134 . (+)-JQ1(50 mg/kg) b FH 154 NMC
MR /N R, (Rt i, MEsiR, EKHFdr.  (+)-JQ1(50 mg/kg)sh s ki 5
MM.1S-luc+4i i, #E7w R A B AER I SCID K/, SXTHRASFELL, B/ MR a4
fEH. (+)-JQ1(50 mgrkg, MEREE S35 Raji BAER /N, BEERR SR,

SR SRR (BE 2 A8 SR AU RIS T ' B R)

MB3315 OTX015

MB4243 RVX-208(RVX 000222)

g EAE BWRAR, T2 N T TAENY:, ABFERTE, AT A Af(+)-JQ-1 & —F BET
bromodomain #Iifil5], 7T T A0 R S248

R E
f R og
- # 1mg 5mg 10 mg
1 mM 2.1882 mL 10.9412 mL 21.8823 mL
5 mM 0.4376 mL 2.1882 mL 4.3765 mL
10 mM 0.2188 mL 1.0941 mL 2.1882 mL
50 mM 0.0438 mL 0.2188 mL 0.4376 mL

SR (UHESH)

4R

Cell lines: MC 11060 41 iz

Concentrations: ~500 nM

Incubation Time: 48 /Ni

Method:

Y #2441 500 MNMEFPLE I, 384 FLRALIR, L& iAoy 50 uL ik FREE. 797, TT A TE10
M KAE S 1% Penicillin/Streptomycin #1 10% FBS ) DMEM 1573 F. Per403 4iifinA: &
TE% 1 % Penicillin/Streptomycin 1 20% FBS 1) DMEM £53#3¢ . %5 B ATA R NMC 11060 41
e KAE S 10% FBS Hi1 1% Penicillin/Streptomycin [¥] RPMI #5325 | i@ 1T [ s ks H L4
(+)-JQ1 B THERNR . FARRE, @i EERmnivilh s ATP S &. RERE, &
ST, Ed 2 EH (GraphPad Prism) 115 1C50.
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Animal Models: #77 NMC 797 FE R 11/ R
Formulation: 5% DMSO & T 5% #i%jHE
Dosages: 50 mg/kg

Administration: iz 5t

LR
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ok F] M dh MR AR, AT ARSI, IHIRATEOACEE, BREMRAE, TS TR

o il i AL RESR LI ME 2, BEIACRIEITIRAUE B AR, UL BB B2 S0t e 2 H

B A REEEEHR

1R BREIRYE RIFAEE QAT 28, ROV G, EAARSED R AT e R 2085 17 i AL
B SRR AR EOR, AT S RATE IR WY, AR SME SRR, BT RS, KR
AR, W L ER B, @ Parafilm & DB, IR AR R A2 26 HEE T . I ROBCE I (A, a7 b
AR, EUEERIEL, LRSI .

2 W& K GO e e 22, W ILSER BB 77 e Il & A, WM&
B, MEREFRKEL P DMSO, il % e E 1l T T 80 fRIREEfr, — Al LI A7 7E 3-6
P bo FEGEFIRG, FEXb A& MEAT MRS . 8 St 2R R Uk -

3 YRR Ir TARVR M & IR N E WU SR I, R i 2 e B AP R E AR e TRy
WEVERGHYER, FreMERKYER R (o PBS) MRERS, IR tRUUE, wlilid B s i [ R S i, A
SO . W] DMSO E 9, 1 ff DMSO s 2 I <0.3%, LG S 40 351

KT, BATEVGET 0.22UM Gl 87 AR, 2R 550, e mit Ky 30, &5 M=t
EYETE, BRI A 3 BRI .

A EWEHYIRIN A : BT RZ A EYRIEENER, S SCie TARMIECHI R, I RES T 2NN — 2 HI ARt
TENBh), dnnkis, CMC-NA, Hihss, AR E% S ERAMCRE . W{EH] DMSO, iF#fifk DMSO
2K L <6%, LR R B MEAE T . SR 25 IR BTHI %, W LIS H TR

E AR AR RGH R B SR

i RE(KG)  [fARIAA(M2)  [Km RE
i 12 0.6 20

i) 10 0.5 20

it 3 0.24 12

e 1.8 0.15 12

i B 0.4 0.05 8

NG 0.15 0.025 6

6 B 0.08 0.02 5

dN 0.02 0.007 3

¥ A(mglkg)=31%1 B(mg/kg) X zh# B 1) Km ZEU504 A I Km &%
5 T 7 i B B b B K S

TN e, T R B S AR S B, I B AT A . TR 2 R A . BORART 500MG
7, BATH) ArEGE LIRS RN . BT e s i R B E, AT B0™ w5 7R B sl
Friti b, XIS AT G T, WIRA R ERRANAT, T UTRE R IR XA, aTRAAE 200
Fe e ARPE G, BRI, T8 Stk o

PR AR RS —ERE, £ N E NS ETRE IEE R, 2
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v KOEEE YR AR AS)

— s RESHAENTFES Dalian Bergolin Biotechnology Co., Ltd
o i % 22 7
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M A BRROIGHAR A, WERIEE S ™ SRR /N, RN AT 287 SRR T [ R P oRG BR 2 8 B 2
BRI — R, R AR AR AT LUIMASRE A (ZHERAETMD I lie ol /5 % 5 1 2 76 42
T

X IR HPR 7 A ARME R R B E AT SR, JRATE MU S @ R ELR IR iz AL 59 3T HAR
BRI &Y, BEe e P 2Oy, BRI i 75 2B A MR8 R A7
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