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1.

HHo-7 2 7 —F¥HEATH D (2R,3R,4R)-4-hydroxy-2-(hydroxymethyl)pyrrolidin-3-yl
4-0-(6-deoxy-p-D-glucopyranosyl)-a-D-glucopyranoside (CS-1036) @7 v B X OV LIz iS
WL, AR, PRt s KX ONVHARAE N DR IRE) 72 o0 A0 & SEEE O BIRZ 3 T2 2 & 2 HEY
L L7,

7 v B I P CS-1036 # FARN £ 5% . CS-1036 1% —FAME TR WD (t/2: 18.4-30.0
h) THAEF 2SR LA, B T CS-1036 Z#% 15 L 72 BRIZ1X CS-1036 O t1 1% 3.7-7.9
hEEPoTZ D, ty DFEEORKZH LN THZ EEHBE L,

[*C]CS-1036 & 7 v MCHER O G# ., fkx 2k IC W TR IR E 7-14 B £ T
B &, e O BEHERS 12 381 D TR FHIE CS-1036 & 2 D EEH M1 TIXEP T & 722
Moty ZOJRERDBAERND &2 T EOF oy ~DOHEHREE D [1C]CS-1036 H KD ik
FHREN AR OAEGRICFHIH SN O EMRAT L Z L2 HE Lz,

[751:]

1.

2.

3.

Z v FB IOV LT CS-1036 & D VM E[*CICS-1036 Z FRARN 3 2 WO TR 1 % 5% 0 CS-1036
DRI, FRET, HEilttd X OVHILE oA & SEB R & O BR 2 MET Lz,

b R Z CS-1036 & #% 4% 574 D CS-1036 DIRNENREZ FRAT T 5 & & HIZIRIMNERIZ LV
CS-1036 7 v ~, P L hlfEd & X7 fEAF A2 TN L7z, CS-1036 OfEE# v
NI ERET DO TATIVEBIOT I 7 —BIZkd % CS-1036 DFEEB L OHLT 7
— P HURIC L 0 itk L- I B 1T D CS-1036 DX R 7 FEEICHOWT bR LT,
[*C]CS-1036 % 7 v MTHE N 5-1% ORI AT & 3l L, ZEIRE ~ ORI S\ T i #
PRI DT X BT E RO E ot A miER A s v~ N 7T T 0 — INESE RS
Mr. @~ o7 4 —BIXONEIKZ e~ 777 4 —/BREIWICLVRET LT,
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1.

CS-1036 % f RN BE 5-2 D CS-1036 DL2H 7 VT 7 A (CL) BLODMAE (Vs) & D
WKL . T v MIZBWTIEENERN 2.67-3.44 mL/min/kg 35 £ 10 0.218-0.237 L/kg TH v . ¥
JNZBWTIEZENZ N 2.25-2.84 mL/min/kg 3 X 10 0.217-0.271 L/kg T&H ~ 7=, [“C]CS-1036
7 v MBIV VICEIRNEE G-% . B EEIX ISR IR (7 v b 77.2%, YL
81.1%) SN RO EHORONAFT XA T EVT 4 (Foa) 1E7 > b T 1.73%-2.44%.
LT 0.983%-1.20% &K< | HREIZ I EPITHRM (T > B 80.28%, HL:88.13%) &
Nz, 7 v FTIEHFIRNE 5% OZEFPER (15.66%) PEEINZZ Enb, 7y hBWT
XA E A —30, FEPPEICH S L TW\WD 2 ERRIBRE N, CS-1036 DHHT TGN



MENEST 2000, EPOFMSIE CS-1036 (7 v b:70.3%, V1:48.7%) THH ., #&
H#%2hEFTET7 v MMNERNEY IV T CS-1036 2% 580D 33%-68%% 57, Bk
JHE T /L Td % Zucker diabetic fatty (ZDF; ZDF/Crl-Leprfa) 7 » RZIW\ T CS-1036 17 >
7B faitE O b EFEEIR AR L, 50% A 2 E1E 0.015 mg/kg To o 72, CS-1036 (% o-
77 —BHEEFEICLY B ImEEE A2 RS Lz,

2. 7y FBIUOY TV T CS-1036 1TIR AR TRIFPED Mg 2 o7 G 2R L, Tl
EE (Kp) 1XENZ 895 8LV 272 nM Ik KFEBIRE (Bma) (TZ1LEN 528 L 1022.1
nM TH o728, b MEX R FEEITITIE—E (K102%) THolz, T~ MR T
R TR IOREIEBEORERENS Ty MBI 2 EREE X VNI IXERT 27 —1
(Kp; 5.64 nM) & [RIE &4, CS-1036 1Lt MHERRIS LW X 7 —BIZxLTH T v b &
[F%5 D Kp THEE L 72, CS-1036 @ in vitro MAEIZI51F 2 Kp 38 K U Bmax 225 invivo (21T 5
MAEFIEFE ST 33 (fu) OHEBZ R LR, R0 & 5% ICHREKAER R fu OHEINNR
o,

3. [MC]CS-1036 % # G5tk O fiE X > X7 B2 NKGREDOT X I BRIHTICEBNT, J &I v
g, 7TARTX U, T7=20BX07 0 ) URNERBEET I 7BE L TREB S, FE
SNBSS MEDIEZE T 2 7 BRIE M R BE D 76.0% % (5D 7=, IRE DMK RIZ L 0 ik
SHAENRE X IENRE 2 0T 2 IENAEE & & S v, B EIRIAER X SV F U@, LA v
e KO8, 1L,14-A ah MY U R TH D EFRE SN,
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1. 7v FBIOHILIC CS-1036 Z#E M 5%, CS-1036 1XIF & A EWININT, 7 v MTBL
CTIXEEBEIE R BN TH D /EE AN O & 5% 2 h £ TEBEEICHM L, HILEE]
WTLRETH T, 2D L D7 CS-1036 DHEMBBNRET 0 7 7 A VBT T U HkD 7 V=
A DY INH] & BRI L T\ D 2 E R I Tz,

2. MFEFD a-7 I 7 —BIZHEET DI LITED CS-10361F7 v FB IOV /LT W TRAEK
FHCRMMEOMIEY v R IFEEE R LT, a-7 2 7 —BICHEA T 2EAN T Z v E Clodss
WL FHOMBTH L, —FH T, b MW TiRiiEd 7 I 5 —ERENMEVT-D,
CS-1036 DX U R IFERITITIE—TB ol B2, MERT I T7—BRE, oF9,
Buax (ICFHEZENH D Z EWNRBENTZ, LD T, BERFHTRAMMED X R 7 iR
OoNTTy B LB T iy NEL, B MZBWTT tip NEWI ERREB I
7o FT2. CS-1036 Z #2051 O H B&IKAFR 72 fu O X - THEKAFHIIZ CL 238800
L. 7 v MZ03mgkg N0 &E L7ZFRIZ, 1-10 mg/kg (2~ T AUC/dose 3@ < 72 - 7=
EHER X7z, A RS S AL E IR A AR L VIS T D X VX T L R O R R
PRFEGATE D K ERE D IR IOV TR 2 ECTHRAREREEZ BN D,

3. [MC]CS-1036 # 7 v MR HO B, ["C]CS-1036 HK DM REIL, MEX > X7 DT I/
feds L OV PEREG OREIBR O R 77 & L TRV IAENTZ, ZDOZ &5, CS-1036 H D
1% CS-1036 HRDORBMBENME 72 EOEHIZ LY I 625180 R ~RE# S, 7 2
J R L OMEMGERICEL Y A £ 2 ATREME DS /R S 7z, BUSHERE Y S AR O & 4y 1o
AREAT DO TIEZe < AR T-IRAIHR R O WME O ER O  ~DEL Y iIABZH ST L
TR Z N E Tl ARETCTH W BSOS EREY TR O 20322 W U BE D7 1F
AN=ZALERATH—DOFELERVBDLIEZEZXLND,
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