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Ivacaftor (CFTREBUE)
e = i R .3
SF9096-10mM Ivacaftor (CFTR¥E 7)) 10mMx0.2ml
SF9096-5mg Ivacaftor (CFTR¥LIE ) 5mg
SF9096-25mg Ivacaftor (CFTR¥IE ) 25mg
F~@ENT
> HEER
N-[2-[[4-[2-(6,7-dimethoxy-3,4-dihydro-1H-isoquinolin-2-
W4 yl)ethyl]phenyl]carbamoyl]-4,5-
dimethoxyphenyl]quinoline-3-carboxamide H
TR R Ivacaftor N
4 VX-770, Kalydeco, Ivacaftor (VX-770), VX770 H |
€ N/A
FER | CuluNO; °© ©
STE 392.49 OH
CASS 873054-44-5
afi g 98%
WHH RS | Water <Img/ml; DMSO 78mg/ml; Ethanol <Img/ml
e SmgfiiAN1.27ml DMSO, B(%33.92mgfll A 1ml DMSO,
B 1] % 10mMPET . SF9096-10mM I DMSORL il .
> EYER:
e 1R Ivacaftor (VX-770);& —PCFTRIS &7, $Em{1EH T G551D-CFTRFIF508del-CFTR, 7Efisher K B AR IR
4 HEC5073 79 100nMA125nM.
{&5 i@ | Transmembrane Transporters
A R F508del-CFTR G551D-CFTR — — —
1C50 25nM(EC50) 100nM(EC50) — — —
Ivacaftor(10uM){E Ff T2 i CFTR 228 # G551 D) Fisher K fi FUR BR(FRT)ZH ML, 5 2 43 v forskolin- 3 4 1)
Cl-7 i (IT), $Emi~4%, EC5028100nM, {EH TRIECFTREAZTIF508de i FEHI EALNM, $&=6fF,
EC50525nM . 5 4% = forskolin ¥ FIITHI — 2, Ivacaftor(10uM)FE = G551D-.  F508del-Fl1EF 4= I CFTR
1) T JHNE % (Po), 7 Bl $E i ~6f5 « ~Sf5 FI~2 5 o Ui W Ivacaftor B $2 /F H T CFTR, 1M #& /& ¥ 14 »
AN Ivacaftor(10uM)fE FH T-#%71r G551 DAIF508del CFTRkS{iEﬁJFaﬁii%Eﬁ}\CFEZ*”*i&?EHH@(HBE) f
R forskolin-HIBLIIIT, $EEI106%, MS%IE B /K T48%, ECS50°4236nM, A 2 LL il & 4
fJCFTRIY 38 77 Genistein /5 702 f%, EC50916uM. Ivacaftor{E F T #%H#5F508del4li & -CFTRIWHBE, &
# 2 m forskolin I IT, EC50422nM,, M4%FEm5116%. KINCFTRIGSE, Ivacaftorfiffi]id £ ENaC-
TN AR AR Y, 1C504943nM,  HAEH FGS551D/F508del HBE, F#{kamiloride/ B, 533 Mk
AL BB (CBF)#E .
ENBEIE | IvacaftorfE F TH#E77GSSIDRAL ), FieFINMEHEA AN R, LTI
IGRSEE | N/A
RRAIE The first potent and orally available CFTR potentiator to enter human clinical trials.
> MREBREEGEEERE FATFER, BEZRFAFIERFH):
it i P A S 5
BTN FECFTRIAF IIT, {FHAFKIAGS51D, B{F508del CFTR [ Fisher K iR B R IR(FRT)GNAD, 1M &
Ivacaftor{F | F-CFTR A5 FICL- 7 A KRR . 4B 7ECostar Snapwell$T 1A RE 773 b FA K, 7ESREE
Sk TR AR RFTE37°CHIR T ﬁ?ﬂ?iﬁ?ﬂﬂﬂ@%%%EUSSing chamber RGt i+ 4, FHTic A AL AR
(Vhold=0mV) 1 HIIT . > Tl FRTANAE, %2 37 38 £ T CI- 86 %, {3 360ug/ml Nystatini% i% 4 Ji
fE . WA 135mM NaCl, 1.2mM CaCl,, 1.2mM MgCl,, 2.4mM K,HPO,, 0.6mM KHPO,, 10mM N-
2-F& ZFHEIRE -N'-2- Z TR (Hepes) % 10mM ] 4 B (13 FI NaOH i /& ffipH N 7.4) . T NaCl4 55 B /K Na i




%) i (I NaOH i /€ {i pH N 7.4) B 3 o 7E A [ ¥R B Tvacaftor /7 7E B, I\ 5 KA &0 1 forskolin
(10uM), HTHEIT. Frf sSEiic g2 e, & 28 REM o Hr 8 fr . i HIvacaftor5, 183
53 Bt forskolin Fl KT THE i (IR - I R i 2, 1l € ECS01E .
4 i S50
Bl N/A
WK N/A
AEFERFIE] | N/A
HiE N/A
EILES
YR | N/A
Bic il N/A
JlEss N/A
eiral | NA
> SEIHR:
1.Van Goor F, et al. Proc Natl Acad Sci USA, 2009, 106(44), 18825-18830.
BEEE:
] A R 1.5
SF9096-10mM Ivacaftor (CFTR¥LIE ) 10mMx0.2ml
SF9096-5mg Ivacaftor (CFTR¥LIS ) 5mg
SF9096-25mg Ivacaftor (CFTRIEE 7)) 25mg
— DLRE 143
REXRE:

20°CTRAF, B —HEA SmgM2smgR BT LR RAF, EA6N AN WIRETAEDMSOW I, =il 7% )5-80°C
A7, Tite ™ H AR

FREI:
> APERR T TN N R A, A TIRKR W EGYY, NMEHTEMEEN, NMEAR T EEEN.
> NTREZENEE, 159 ZRRFER—RTEFERE.

A

Lo B0 5 a1 Sz R 42 B U8 B R4 10 S5 AR AT . A8 AT AT LAE2,000-10,000g 2500 30FP , DL IAR B R R Ulie 28 K G
HIFHEH.

2. XT10mMIEWR, W EERBEEH . XT WA, RS i S AR B S50 B IR I8 F5 AH LV 7 0 1) A v TR 5 1) i 4 R (B
W)

3. BRI TAEREIESE R USSR AT RS R DR, BB RIESLI H 1y, LR BT =R e 4l
JUFILHEN, @it sRae T EER AL

4. AFISLIE BRI (S5 00 E R e RAE S R T :
http://www.beyotime.com/support/animal-dose.htm
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