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Linagliptin(BI-1356) ; Linagliptin

RS : MB3462
[REHNAE : >99%, _RKAKES-4(DPP-4)HDHI5!
BN : 100MG;1G
e - powder
EFER
oFH C25H28N802
DTE 47254
CAS No. 668270-12-0 o ;ﬁ;‘/
o R, EREAT ey ij\)‘j['“,;; NQ
N DMSO : 17 mg/mL (35.97 mM) ro i " "
'gﬁcl'&; Water : Insoluble
Ethanol : 1 mg/mL (2.11 mM)
IEEN | AEMEEEETNUEN  REESR TR INEARYE.
Hitinee | ATENRLTEE | BFELRRHE M FEIRE,

@77 : FBEFST Linagliptin 2—FhER00 | 5EE4%AY DPP-4 EIF |, ICso B9 1 nM,
##& : Bl 1356 ; Linagliptin ; 1H-Purine-2,6-dione,

8-[(3R)-3-
methyl-2-

amino-1-piperidinyl]-7-(2-butyn-1-yl)-3,7-dihydro-3-methyl-1-[(4-
quinazolinyl)methyl]-
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............. DMSO : 17 mg/mL (35.97 mM);Water : Insoluble;Ethanol : 1 mg/mL (2.11 mM)
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Linagliptin 2—F&3489 , %49 DPP-4 %07 , IC50 /5 1 nM, X DPP-4 AU ML XS ELAth
—BAELRAHESSEAN DPP-2, DPP-8 #] DPP9 & 10,000 =L k.

BB

DPP-4 (cell-free assay)
1 nM

(MRS

HE(RS) , Linagliptin 33 DPP-4 FHUHEEUDEIIER , 3 hERG iH] M1 SHA(IC50 295 nM)
EAESEAA. EASh , Linagliptin LASSSAEMISIFIAIEIER |, Ki 79 1 nM , X DPP-4 BB MY
%4 DPP-8 , DPP-9 , &UERES N I P, IAEEIEAES , BB EIES , 477588 , AEIASES 10,000 {3 |
EURS B AP E (L B TS 90 15,

(FAERT

FEfEME Wistar KRB , EUAEK |, FNiEIHRS |, Linagliptin XJ DPP-4 RIMHEER , A , BEBEMAGD
AN | LA 1 mg/kg BIFIEOBRSZS | MFTEYITRRERSIAZE] 70%LA EAGHDH]. DIREEETT R
A5 538480 , Linagliptin X3 db/db /NEHBRESZS | FIEMEMEGEMAEREIM 0.1 mg/kg (15% D)

Tel:400-659-9898 Fax:0086-411-66771945
Email:sales@meilune.com Postcode:116600




REECEMRARBRAF

Dalian Meilun Biotechnology Co., Lid.

(%t RFRM HERIL

www.meilune.com

iR/DE 1 mg/kg (66%30E]). EBITHNE DPP-4 i , Linagliptin FRE(ERMEAREYIRESES-2 70
BRI MER-2 fIFRIL |, FHE58 ob/ob /NER A ORTHALT MBI,
XX RIEEF (ESRXEDFRIE S EMNHZR)

MB3850 AR T SIRBEEINT
BigRER RhlH | SZNATLTENS  AEFERMAE  ERTAK, FIRFLT Linagliptin 2
—FEREY | BEIEMEA DPP-4 IR , ANERR] A FAER IR AORIASE.,

G E
f 7 g
R # 1 mg 5mg 10 mg
1 mM 21162 mL 10.5811 mL 211622 mL
5 mM 0.4232 mL 21162 mL 42324 mlL
10 mM 0.2116 mL 1.0581 mL 21162 mL
50 mM - - -

LZEISEISIR(E ((UESFE)

Animal Models: #ft4 db/db /NG

Formulation: Linagliptin #£ 0.1 N HCI 2i&f## | A5 0.5% 27K CEAHRAREE HCI K
ENHISELS fE0 3 mM) TR,

Dosages: <1 mg/kg

Administration: Bid ARG

(=]
oA RAIFEERL  ERTHRES  BRAMIUME , RERRER , SNSSEEE.
oIBD T MIEHNEERMEDER | HEAMREFTRAEREMEM | A EERNESETRAR 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% LUB 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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