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Tasimelteon ; BMS214778 ; {h5)=El5

FE RS : MB3307
[REVRE : >98%,MT1 #l MT2 S{REEh5
EEHIE | 10MG;50MG;200MG
ez - powder
HEXER
oFR C15H19NO2
DFE 245.32

CAS No. 609799-22-6 &

P 20°C | BHIBEEATE 2 f’\/
A DMSO 49 mg/mL (199.73 mM) 4 H HH
(25°C)

RSN | ARMEREEETUEN  MREBEDSE , st mELARE,

HfthiBl | ATENREFER | BFLRRABREFERE.

& : tEEER Tasimelteon 2HEERE MT1 F1 MT2 SKEENF,
B4 : BMS-214778; VEC-162; Propanamide,

N-[[(1R,2R)-2-(2,3-dihydro-4-benzofuranyl)cyclopropyllmethyl]-

PIETEINRAEHT

AT 2 e, SIZETISIE PN

BERME DMSO 49 mg/mL (199.73 mM)
BB >98%

BTFSRM : -20°C , BBLIHEARRNTIE

SnEtE
Tasimelteon 2—FEEMTHRERZAMTL /B)ZHEAFIRSZANSFEMNAX 2.1 - -44
PR EIANIERBERPHEBEK = 0.0692 nMF1Ki = 0.17 nM NIH-3T3 CHOeK1 4838, 55>21),
kv MT1 Z4R(Ki = 0.304 nM #1 Ki = 0.35 nM),5381).
MT2 receptor MT1 receptor
o=
9.8(pKi) 9.45(pKi)
Tasimelteon 2—fERHEETES , BISHEER MTL 0 MT2 244S |, EETERW
{SIMRF R AR R ASEERRZ NN, tasimelteon XF MT2 Z4RIFFINE MT1
SRR 4 15,
EREFREFS |, tasimelteon B9F=HAZTA 2 /e |, EHEREEZRAVHEZHAK. Tasimelteon g9
STIERSE EieStEMFIFIREZ) S 38.3%, X1 tasimelteon BET=4I#AT IV MBS |, IR -58FKiSht

i | AEHD- RELUIHE | IXFRIARE tasimelteon ZEITEIRIEAITNG | (BEAH
BRI —EBRREREART , MAZREARR. DIRIIERK tasimelteon I9ERIFAIMIZIE,
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BigRfER - RHiA , ZNATAFEYSY  AEFERALE  FERTAMK. Tasimelteon 2—Fh4R
B MT1 1 MT2 SZREah7l. HRREFSK Tasimelteon B—MBINIERTSEETIEE , 2 FDA SRUMZSYD
EHERBEMARLERSE AT IF 24 NTIEIR- TS (Non-24)897 M. Tasimelteon 2—MEEEHEMFR
AR (MTL 0 MT2)ZREENF |, 34 MT2 ZRESFRMADREER 2 - 4 5,

fEARECE
I/
& pmso - s 1mg 5mg 10 mg
% ”
1mM 4.0763 mL 20.3815 mL 40.7631 mL
5mM 0.8153 mL 4.0763 mL 8.1526 mL
10 mM 0.4076 mL 2.0382 mL 4.0763 mL
50 mM 0.0815 mL 0.4076 mL 0.8153 mL
(E=]

oA RAIFEERL  ERTARES  BRAMIMNME , RERARER , SNSSEEE.
oHRD T MIEEHNEERMEDER | HEAMRIEFMRAEREEN | A EERNESETRAR A,
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A SR TSN

1 Fmp%E  BRIEERFFAEECHITOE  RADERE. SFMHERRTESE S B8R m3E
R AEERARERER  BEITWRHRSHRNEZRCKRER , SANMEMELRE. MTHER  KEK
(e, TS LEHTEYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , B m
B, EWEEHBE , LIRFMLiaRE.

2 fESIRHIE | ABDRAERARELERE | BUSRANARENSR. NEHSHETR  BERE
&R HRIEFRESIEE DMSO |, B RHETAEITTE T 80 BRKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRERR.

3 MREFIEREIE | BIRENAFEERERE  BRESRNEEEAHREETFER. BTARNS
WEMEIEAMRY , FILAERZKIESR (40 PBS ) #RRT , AIgEStTHIE | ETEAEERENA® &
SXILRFAERE. WA DMSO 1E79ia7 | 58tk DMSO REEERIRE <0.3% LIB R MIESt.

KREHD  FABEGET 0.22UM RERTIEHGURE  BOXRARSI  SHERESEXRE LS  USIBL
aiEtt | EERIAHEESERELE.

4 (FREINA - BTRSUCSYIRIEAEN WL TIFRECHIRE | TReRBEMA—LZ5 AR
fERBNAER , WNILE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WER DMSO , i5tfifR DMSO
HILEIRE <5% LUBRSIHER, SHFIERITENE , TLISE TR

ARSI RIRER

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

INES 0.02 0.007 3

= A(mg/kg) =a# B(mg/kg) X a4 B BY Km EEY/ZM A B9 Km EE

5 XFFmEl R ER IR

TR mE | EREERFmIERTEN  FANEERTA. YTREMEN ™R , HERT 500MG
8, el R E2RIEERSELEN. BT -nEETEEndETEE  NSEmHETEE
EET L XINRBEAESITHSET  SEVNERRRIT  Er-RinEAER. XNTRE=mE , ATLAE 200
REAHFBELD  BEIERE , NTTERRK.

FRirSiEESE—EN JIRE | £ NI CERNETRIEIESTEE  EEMN

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

M ALBREFEFRETH  WREMIN~RNEIRE/) , ARNEEREATHESETHMEEEE L
BB —R | AIRENRAR R, SILNIANBESR (SRIBMEF ) FiRlesiERESE T
B,

XFEERECHRRIR - RREEHTRE B IRRE | BN NERSEIEHERERzLEe | W TEER
EMRNEY  ZEEETSSTRREUKS | ETRER | XM RREREETERPRE.
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