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o J& B & £ BAT A (insulin secretion stimulator). M1 H Z#KEKE
BB E(SUR “5| &% (glinides)” . % T SU, T4 R RA L ZRBAAT K
(Glucidoral®) . #5 5| K Wik /4% & & (Daonil® . Euglucan®) . #& 7 & Mk
(Glutril®) . # 7| # 4F (Diamicron®) . #% 5| £ Ik (Amarel®) #= & 5| vt %
(Glibenese®). %-F “F|HLX” , THINRAHZ##EF]HNovoNorm®);

o RYHMAMEEARNU Y, AKAZSME, THARRKNHZ TR
W& (Glucophage®. Stagid®);
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A5 BFl (A ctos®)Fr ¥ #%-7 BFl(Avandia®);

o a-FAEFEEITH A . T4 A RAGZFTFEAE (Glucor®)Fo K455 BF
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R, WA MBS E—FETRASI T H TSR XWARAY 4
KMz | X LB 10 FERASARN &L 50%. FrtiTe A5
AR F TRIER —BYHB A TR _FRIRE TZD B4R kX —F
. (EP 869 796 B1 =X EP 861 666 B1).
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K, X F TR BARA HRA = FRIA X T RAER,
BARBEREK, w8, BERER. B4 5= F A0S 6B R
YR 8 AT A M E WO 01/55122 ¥ A &K . {22, ARBTFEN LS,

VIFEATFLT —FHehshiasdh, LS =KX BERAHI WO
01/55122 % B i #4 AF 3 Fa i & £ 30 4] |

HPEHRYE, KARHELSEFTHWHREFRFLEERY ChEs
HaltEA.
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P —AREMUATEARK: (C1-CHRE. &, £X. (CI-CSHRE
A (C1-Co)R AL (C1-C5)BAL . (C6-C14)F % . (C6-C14)57 % (C1-C5)
wEL, RF R5 2 R6 5ATRERF—RHA C10-C30 3 FAEL, HE
AR BRLE. £R. AR, BE. (CI-CHRE. (CI-CSHEEAK. (C1-C5)
WA, (C1-CSRARL. (C6-C14)F H XK. (C6-C14)F & (C1-C5HRA
A, RE ZATA. BA. ATEASIRTEARK.

AL H— AR ALTEALRGEWELY, LT ZRTED
R EF RS #= R6 B33k A T AR XDHLEH:

L(C1-C20) 4, HEb 4 AR B4 K. B E. (C1-C5)¥E. (C1-C5)
EA . (C1-CSmAA. (C1-CoHRERKL. (C6-C14)F A I, (C6-C14)
FA(CI-CSHmAL. RE. ZAFE, BE. BTFTEAIBRTERNK.

#i%¥, R1. R2. R3 #= R4 33k  H #(C1-C20)5E, HiFix
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W E A R(C3-CO) IR ABNK, RAZIFR.
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AT AR ERE. BA. BR. BE. (CI-CoHE. (C1-CSRAL. (C1-C5)
AL, (Cl1-CSHHRARL. (C6-Cl4)FRE. (C6-C14)F K (C1-CSHRA
A, RA ZATA BE RTEAIRTEABRK, RRZITFA.

ALY —ANERHZHETEALRAGGHELY, LFZRITED
23 ¥ R1AR2ZFHLE RS R4 REAKHN NS,

RiE “@ RS #= R6 B &AM m-7TIR” #5244 fR, wIRTE. %
& ERCE LA P

Ri&E “& R5 ## R6 B AR E KL H” RIERBBRRAET RN S K
AH, AR GHREEL,

&
12,

13



200680050944. 3 oM P ET/24m

TRAERAEMG ADESH E.35:
CLLES *

?HJ H

N N NH
e

1 CJ/ HCI
HJ

T3 H )
N N N,
2 HET Y WlN’ CH, HCI

4 R HCI

14
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i

B A5 2H8/241

T AR EL 2

HCI

HCI

HCI

10

HCI

11

HCI

12

HCI

13

OH
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i

200680050944. 3

[

&) ) @) o ) - :
s g T T| I T % ® * =
‘mwm
g .
5
Hz ~
xr r - 3 3 5 3
¢ .5 17 lo | =~ | ]S
v o-z o *2 Nvl i vHN JE b o4 S Nle HNle HNvl
rz —_Z O —Z —_—Z O o] - - =2
V" > HNV|| x HNVI 2 x 1_HNV“. NYI T =z HNVH Nvl ﬁNT N@ HNvI é
— — — X ” " =z
WNV"N w.....NVI.N M... W..lNVlN .w: NVIN ..Hw. WsN. ° MTN, mw..N' 8-4
ml No fC ;C rC ..Wv... N/V.I ..u.hv... ...,M... M‘.
v, = b r z
* ) £.0¢
kP
T
o«
5 5 | © = ® 2 R ~ ] R
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i

o %10/24

[o}
H’zu OH
24| o, c HCI
N N
,C i
" }?NrY/N
NH,
HCI
HCI
¢y
H:C'N\NfN NH, HC|
27 Q
QO
?H’ H
H,C N Nl N\“/NHz
28 HCI
OH
G H
+N N NH,
29 T B
H,C
CH,
CHy
NN -NH,
,C
30 Y L
CH, CH,
L
31 6 HCI
oy
H,C‘N N NH,
CH,
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i

HCl
SRS
AR 3

HC!
STRES
FRER 3k

HCI

HCI

HCI

IS
FRE

HCI

O

H.C
b)

H)C,NYNTNHE

CH

18
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S,
N N NH.
Jc :
43 AT
o HCI
CH,
¢Hs H
ad H’C'NII/N\I{NH'
I HCI
HC” TCH,
9“3 H
H,C'N\“/NYNH' 5(7]' W z{
45 ’5 FRBR

F ARk G 18 H91LE-H.

.

ARG RAFTE, KRAAEZRHANT AL QA THHWAS

(H)-2-RE3,6-—F4-—FERE-6-FA-135-=%LME L F %7
AR 5
(H)2-BE36-—HA-4-—FERE-6-TE-135 %8R8 5 Wi
AR ;
(H)-2-BE-36-—F-4-—FERAKL-6-FAR-135-Z2L 8 5”7
AR5

(+)-2-BE-3,6-—H4-—FEARE-6-FTE-135- =2 EREHEAIIE
(muraglitazar).

RiE SRR EHMEF” RIETEBIE B LTI S E SR ML

. PREEREA CIEH o BB EEE I 517 (PTP #41#)). GSK-3
& A . KA E B (retinoid) X TR FHH RXR EK3HH)). #%F|8AE
(glitazones)(TZD). 3E-TZD PPARy #3)#|. PPARo/PPARy SRE B3|,
R F A o 8 s F AR K 4o = F IR, MR EHHEAELTAR
BETREZHEATLX, e TRTHERE., SURBRE . SRS, R
Bhdh. FEBRE. BEERE. AMREE. TARRE., = RBIERTEKE. 4

19
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. 47, B RAEE.

RiF “BINFAL” QEERRTRBEINER. AEFIR. K& .
DRF2189. BM-13.1246. AY-31637. YM268. AD-5075. DN-108. ¥ #
5|87 . whARFIER. @5 8. MCC555. T-174 #= KRP297.

Ri&F “IE-TZD PPARy #3h#H|” E45 53 0.3 N-2- K FBLAFXE)-L-
B REL K4, Bliele RFRTF GI-262570 F= JTT501.

A& “PPARo/PPARy REHFHH|” QLIELRRTFIEY, Flle:
NNC-61-4655. TZD18. LY-510929. LY-465608. LSN862. GW-409544.
ERF| L. EHF)4E(Ragaglitazar). 5545544 (Tesaglitazar), VARJE WO
03/011819(5E 364 8)F= WO 00/039113 (% £ FT#4-54£ (oxeglitazar) &) 5K 764
16b) ¥ &L 914 .

EX AR EH BA R G E AR 6 KK A Y &(I)ﬂc/\#h*r VA
QIR G MR AR F ETRZHERX —F .

sFALAHBHRE, KiEF “FAEHH BRI ANBE HF LT
S BHIET AN S F ETH LRI RAR S & ETE.
HWABOIELH., K. KT8, Arleg. 8. 0. 58, §
WL, SRB. SE8. HE. LB, AMER. ERE. LR, THRHE.
FEEE. RHER. REERB. 28, K. HR. BB TRSR. A
F 6y AL B,

AL RE T BT o B KOs b shil et e XS o F it
#.

flhe, EBATFHE: (H)-D-—-O-XFBEABFLEHK. (-)-L-—0-XK
FEAE LK. (-)-L-—0,0-5 F RAFBLA-L-BE . (+)-D-=-0,0'-F
FRFIBAL-BLE. R-(HD-ERB. S)-O-FRBR. (HD-KKE. (-
EIREE . R-(-)-1,1'-BER-2,2"- = 3 S BEB (R-(-)-1,1°-binaphthalen-2,2’-diyl
hydrogenophosphonic acid). (H)-PERBR . (-)- AN BR (S)-(H)-2- KK AER.
(R)-(+)-2- XL BB, D-(-)-AMER. L-(+)-AHEK. D-BLER. L-BEENK
LA REL I REY.

20
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VA L X (DA T Q15 -4 09T 25,

RiE “WHh” #HEER TEFTEFRTBIIMEF/REN TR
A XA e e-d.

EAGA BT, RIEFSHA, TUHAEAGREEAUTHEL:

KiE “(CI-C20EA” #4A 1 220 MR TR AR A,
ECI-C0REATAETRANZTEA. A, AL, FAL. TA &
TE. RTE. KE. ©&. F4. 25, +oRkE FREARTAR
A, [ARPRTFiXik;

-RiE (C1-C)E R 188A — AR S AW X Riefa e I
HETHBREA. ASH1E 20 /MBRETHEFE, TRAGEZTHE.
A2 AL T-2-0E. T-3-A. R2-%A. K3-HAFR4AmE 2
IR T X g

-KiE “(C1-C20) " A — A RSN AW X Riefe Lo L4t
REGRE MEALH 1 Z 2 MR TFEREA, TREANHRTRE. R-2-
e, To2-BeEA. T-3-BAL R-2-BRE. R3-BREFR-4-RE, 2RFR
Fix b,

KiE BRER BAE REA-RL

KiE CRE” A, AR, [ERFRTXE;

-RiE “(C6-C14)F £ (C1-C20)50 K~ 8AR R oA F K. THARA
HRFEFRTKEK; |

-RiE “(C6-ClA)FRA” 84 H 6 £ UANBRTF. 2V —AFREA &
e FARAAEMNFRAR, GERETE, ATEABEBRNK. THARRAY
RBEAE, XA, BE BAFEL;

KiE “FR(C6-C1)FE” A 1-4NMERTF. KERTAHARRTH
6-14 LA FARIR, ERBRTY, THARANAR. AR, ERFEA
d, T EARNRAM R AL, Bk, ok, el Bk, R
A R R B e K RRel K, sbok A ferReb K

21
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-RiE “(C3-C8)IFMAL” #iaFfothB AR, QLA I ESNERT
HER, RFEFERELH. TREAHALAEFATE, [ERRFXE,

R 5 AR B ARAE R K AR A BG4 T AR RT AR s, X Rxt
ARFSTUARITHA R K SHE, RAABRBEAARE L FHE, RERLNA
R LB HETARRABIUTRARAR. EEEBALXALEUL
K(D)AA4h 84 48 84 TUAT Fe R e TR MR R RAY, CiEsMH iR
oty XFAEBDGRMRTELE A XKL CioF Epl &R ARAREL
RMBEANRSH T B E R, RACNTdHEF RIKRGESFHIRRS A
%) &

AELPARAEHHTRABELSNEFTEALALREFANFIHE WO
2004/089917 ¥ A #ik, ¥HEANBEINRINEASLS,

AR FELEFTRAFANS MG S HEYH, wREFAHFIF WO
2004/089917 Fi3kigeh % A4, Hldeii(+)-2-RE-3,6-—f-4-—FTERE
6-FR-135-Z 5% ML AL 5 REY,

AERAEGBATEAHAELE S BB, Fliwi)-2-8K-3,6-=R
4= FRERRE6-FH-135-Z%4EMLWG HI ZHEY, L THTHE:

EEBTHY 3g L4418 45 A1 HXEMHT 50 ml 1 mol/l HCI F.
RO BAT FTERTHREINRFERKERL, L2 BARRHE
&8 .

B VA T A ik AT RAE:

« FT-IR X

- Briiker Vector 22

- RESHEER 2 em’!

- 332 R

-KBR F (R T 7 3 A AA21505)

- AT IR EHH9IRE, £ 4000-400 cm” HETEE AR R E
1L IR )3 — 1A Bl k.

AT AR

22
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-s: A>0.05
-m: 0.01 <A <0.05
-w: A<0.01.
« FT-3 % Ak
- Briiker RFS-100
- &: 1064 nm
- K s#HE: 1eom?
-1000 mW
- 1345 1000 K
- RE
- 4BHIR(EMT 77 ik RA AA21505)
A TN T HIRE, £ 3600200 cm R EEENBETHE
A3 F kg —k, #HATHUC A
-s: A>0.05
-m: 0.01 <A<0.05
-w: A<0.01
R X A LRATHH(XRD)
» 57444 D5000 (Briiker AXS)
= #34F CuKal, 1.5406 A (U=30 kV, A=40 mA)
o FHATAEX
15 B AR B
% ¥ & 3 (primary monochromator)
AETLE: 3-65° 20
M5 0.05° 20
MR/ 1.4
« 3 XRD #LIRE /£ 20£0.1° .

23
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R
Al B X
XRD:
No. diA] 20 o
1 5.98 14.8 85
2 5.26 16.8 83
3 4.35 20.4 30
4 3.57 249 100
5 3.50 254 53
6 3.36 26.5 96
7 3.31 26.9 52
8 3.04 29.3 57
9 2.90 30.8 30
10 2.74 32.7 35

FT-IR ## (cm™):
3384 +/- 1.5 (m), 3199 +/- 1.5 (m), 3163 +/- 1.5 (m), 3107 +/- 1.5 (m), 2993 +/-
1.5 (m), 2983 +/- 1.5 (m), 1652 +/- 1.5 (s), 1606 +/- 1.5 (s), 1576 +- 1.5 (s),
1557 +- 1.5 (), 1505 +/- 1.5 (s), 1449 +/- 1.5 (m), 1427 +/- 1.5 (m), 1405 +/-
1.5 (m), 1383 +- 1.5 (m), 1348 +/- 1.5 (m), 1306 +/- 1.5 (m), 1263 +- 1.5 (W),
1235 +/- 1.5 (w), 1185 +/- 1.5 (w), 1096 +/- 1.5 (w), 1068 +/- 1.5 (w), 980 +/- 1.5
(W), 946 +- 1.5 (W), 868 +/- 1.5 (W), 761 +/- 1.5 (), 687 +/- 1.5 (m), 655 +/- 1.5
(m), 558 +/- 1.5 (w), 521 +/- 1.5 (w), 478 +/- 1.5 (W)
FT-3 2% (cm™):
3217 +/- 1.5 (W), 2994 +/- 1.5 (m), 2983 +/- 1.5 (m), 2936 +/- 1.5 (s), 2883 +/-
1.5 (m), 1645 +/- 1.5 (w), 1602 +/- 1.5 (m), 1554 +/- 1.5 (m), 1453 +/- 1.5 (m),
1428 +/- 1.5 (m), 1349 +/- 1.5 (w), 1308 +/- 1.5 (w), 979 +/- 1.5 (m), 866 +/- 1.5
(w), 761 +/- 1.5 (w), 686 +/- 1.5 (s), 583 +/- 1.5 (m), 555 +/- 1.5 (s), 525 +/- 1.5
(m), 479 +/- 1.5 (m), 410 +/- 1.5 (m), 401 +/- 1.5 (m), 307 +/- 1.5 (m)

24
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H1 % X
XRD:
No. d[A] 26 Nl
1 8.03 11.0 69
2 7.27 12.2 25
3 6.11 145 24
4 4.01 22.1 86
5 3.64 245 100
6 3.26 27.3 51
7 3.08 29.0 29
8 3.04 29.4 34
9 2.82 317 61
10 2.66 336 26

FT-IR #£% (cm™):
3386 +/- 1.5 (m), 3080 +/- 3 (m), 1706 +/- 1.5 (s), 1691 +/- 1.5 (s), 1634 +/- 1.5
(m), 1513 +/- 1.5 (m), 1445 +/- 1.5 (W), 1241 +/- 1.5 (w), 1079 +/- 1.5 (w), 989
+1- 1.5 (w), 940 +/- 1.5 (w), 861 +/- 1.5 (w), 823 +/- 1.5 (w), 675 +/- 1.5 (w), 603
+/- 1.5 (W), 573 +/- 1.5 (W), 549 +/- 1.5 (w), 527 +/- 1.5 (W)

sFAXHAENME, DYERHRZARRLEZAANCHELITRHA
K, BlresifR/ AR ER/BE.

ALPHHASMTH TFie7 ERSERAEAMEX HEME)A X
O

J B E I S AR T IR 5 F AE A 6 HAR(B L Presse Médicale, 1997,
26 (% 14 1), 671-67)H 5 X BN RER S BR A LR ZEREEIR
# R HE B (11 & 48 k5% X, NIDDM). fo g 7 (dyslipidaemia). JeiF=
o EA R, B FEkHhE fo K E RSB AR BRI, ARERE
Faib B RA XK.

A&, TAEH 4o Diabetes, % 37 %, 1988, 1595-1607; Journal of
Diabetes and its Complications, 1998, 12, 110-119 2 Horm. Res., 1992, 38,

25
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28-32.

AEPH B G RRE—FF B EREBE KRR BB,

AE R S EA LA % i (hypoglycaemiant)iE .

B b, XML HTATETE Ho¥ER XGHK,

THIREIFERRSSH R EAEFF P TR,
WA BEH. HBEHNFROAFEGLEADY ZRLEUPEZ RS
IR B EEEA G HEstd. KRBT o RRKIE O IREZRS IB LM E
s, BARA . BB BREMIRZER . R E MRS L HATES,
W) ¥ 4% ) AR A48 B 6 41 A 16 B RAE—R, REHARETHIME L
otk 4 RARYR 6 .

AZRAHEHEASWEIERF, A, M. AR, KB E(gel
capsule). #EXA . A FREN, LaEA FHEBAEAGEX, Flieiz
A REFR RAEH .,

A G kr ) F AR RF S H T X

0 RAE A o B R 4 X e & T B T 4 3 #AT: #lde, HRK
(Bl fE. EAE. . HERF). HRNGIRERS. RTESSE
545, BERR. BVRSLESH. RE-EMAE, IBERTFALEEHN.
TRGE. KR, BMEE. MELEE. FETHR. TRLEE.
EB. RWELBRESF). AW o-A. FMiEK. RFRGTE
. RUBEIRE, 2RASEE. HBER. FEE. Bk LEAHE
. R84, AWM. RAT AR, MR, RLEASRE. TAY
& NRIRE)VFBRFR (BB 4. BRIFRE. RTIHF 6000 F)mE|E
MRS, REKHRRAMER. wRoE, TARLEERERIHNE
RARR (Bl A T4 B/, kA, AERFOR)REZHRLSM
HRBRERBEK, TURAHERERAH L CEAAGRE. RTRAE
%, BB, BEEK4F 4 £ (cellulose acetophthalate). ZAX T RS 4HE
AR E = ¥ BB A Eudragit® (F A RHER-RERERY). Opadry® (A&
AFRA S E+R B+ = GA+HAE—KEY)., ThAHFLETHEL

26
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WEER (Bl Eibskd. sk, BokFERY). BB XA F.
HA . DHEFKRETATORER.

ETFORARGRAREYH X CEER., RERMILR., KEERT
B E M RER TRY RS, 2oReF, MERAFRN. £EH.
AN FEARN ., ATREERE, TRATE., A—BRELCHF LT
B2 AERER . AT 2RI 69 KM R B R T B W G AR T AR,
A E M e R AR BAA BRI, AiE. FASLEFRARATEALFLEN
—RLG KT T RFT.

BTzt ed B X T Al deiB 0k T 7k kAR, BEERLS5 #A
(#14= Tween 80, HCO 60 (& 7T %5 /3] (Nikko Chemicals)). R T =B, &
WEAS®Z. EBRAF). BRABI £ XARXTRTE., sSSEAXTER
AES. RFE. ATH. XBF). FERANGeRLm. b, LA,
FEBEFVAREA LC Ff oG RE 264358 5N (Bl kB4, T
BRANF) RIS (Bl Al iF & & G)—RIEME. BREXILEKEANR (F)
oK, AT K, M RIERF)R G AR (B 3o Ai b e Bl
b, Akd. BRBHFRAE)TP.

A TR T KT b EW RS 6 B, FERRRIKES SR
3. Blde, AT RFEARE X, BEHERS LRI BEYH X5 BH A (5
4ofldE. HER. . BRETFLE. BESHFEANHI R RXARK.
SHRETEY. ARBREDF)—RAZURENELABRR. RIKGH
tAMARKR LSRR TN HE AR T X4 &. FERARBEHTEX
itk A AR B o B ) T KR A FH (pomade)dy 5 X, X844 TIE
A pH AT A (Fldosk B, BB, ATERL. HBR. SELAH)FHE R
(Blost 2 XK T ERE. R TEH. RILAEF)FLECHRMA.

PR EHA G BHEH 0.5mg £ 50mg .

R, wRERLAFRAFHIEF, LAHNEH Ing £ 8mg,
#£i% dmg. ko R4E ARSI R, L AHEH 15mg £ 45mg. W REH EE
514, L BHKEH 0.5mg £ 20mg, ik Smg.

27
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XN(DE-#4 8 FEH 200mg £ 2000mg.

AK A AW b BRI ARRT Lu ) B RE A R At AR
F. ARG ERSHNIAHFETEZHERXOUESHRLHF LT
B2 AT LB R, Flde, KRB EMEA AT TFXOED
HEFA 12 £ 1/2000, £453)2 1/4 £ 1/2000, £ 1/5 £ 1/2000.
REPHILAYAKRAREADERER 1 £ 2R, EXORESHHHER
R RBERAD — KA LR ELT, MRE TN G ABIR G EHEEN/
K (DA% 64 o) 45 o it 4T &

AE P B LA RB—FBEIEREAAREG DS YFF K
SRS ERBANRAITH LT ik, ARTHITIMFLFARANSE,

AEPLEFGRESRA TFTEI LR FEFRAFELANABE. XEHEOHE
AH LA F BH XA HESHISRH EAMNEWNREEHBA G F
—Fria A, BFTESMRBERLPAUARKERN . A RADLREA .

Rig “(FEA” BHETKE 2 P REERKE 12 A& EFE LF
— B AR, SR RAAGER —FF RS oW, HlRELFERR
(1) B Bt 60 BAAY, Q) B RERF—Fbd, E2PHEHRAE =
b, Q)VELER S —Fe, 12 DEHRAFFIEH.

AT T AL RA 69488~ & 524 AT 3R FR ) M EEA

i R

Freb e VA & h K.
FI A EAEH) 1
(H)-2-8A-3,6-—H4-—FERK-6-F£-1,35-=%L##E: 1000 mg
T #35|E: 4 mg
M E: 114 mg
REARFALLE: 28mg
R UHe& 4T BA: 40 mg
FEREER4%: 14 mg

28



200680050944. 3 oM P E22/24m

Opadry: 24 mg

A 5K 24 2

(H)-2-BK-3,6-—F-4-—F EREL-6-FA-1,35-=% %8 1000 mg
A% B 25 mg

Pah & 115.5 mg

REARTARALE: 28 mg

R LMoL B 40 mg

FEREER4E: 9 mg

Opadry®: 24 mg

) 7| Sk 265 3
(+H)-2-BHK-3,6-—F-4- = FHERAIE-6-F5£-1,35-=% LB HE: 750 mg
Z#%|87: 2 mg

WoeR £ 110 mg

RERTFERLEE: 21 mg

R THEIER: 30 mg

FEREBR4%: 10.5 mg

Opadry®: 18 mg

F A 2645 4
(H)-2-8HK-3,6-—R-4-—FERK-6-F %£-135- =% 48 1000 mg
4L Smg

M EE: 150 mg

RBRAFTRABLE: 24 mg

R UHHEILE: 44 mg

RS BR4%: 8 mg

Eudragit®: 24 mg

29
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£ F KB AARKANEH IS EIGHN 868 g K-F

R GK KB NN 5 IR &I HE AR R ANESHELSH AR
£ IR a-d R B KPR .

% GK K SR MR (bid)76 A LR RAS AT RZK, M 4 K.
AR R E — KRG HAT O IR H A F R (OGTT).

BEER 3 INEEFRABLORMEA 2 gke REWH HAE A FAT
OGTT. /£ 0. 10. 20. 30. 45. 60. 90 #= 120 Ho4r B # Pk R £ A%,
AR o 4B K,

AL P eeER

5t F %5 85 (+)-2-BA-3,6- —R4-—FARK-6-FA-1,35-=%#%
B 3k 69 400 4o T HATRX, W AFIA Y LI Fetl 3R . (+)-2-85-3,6-
ZH8-4-—FERE-6-F K-1,35-=%H 8 & ¢4 A A F 4 50 F 100mg/kg,
2R, BRAK, #A 4R, FTFHINER, RANFHEA 15 Smg/kg,
PR, HAMA, &8 4R, FTed TFHABATT AKX

- (B)2-RE36-—R4-—FERE-6-FA-135- =L

100mg/kg 5 F#5|8: Smg/kg, PO, H#AHK, #£A 4 R,

AEATH | AFE 4R | AT | AT | AT
& 32 o 4% Bt ftE | RHREL fo¥E R | Bé AUC
mmol/l mmol/] % (AUO) MK Y%
12.93 +/- | 13.10 +/-
%} BB GK n=8 3343+262
0.41 0.87
(+)-2-8-3,6-—
f-4-—FRAK
| 12.95+/- | 11.01 +/-
6-F &-1,35-= 0.41 037 -16% 2688+/-99 | -19.6%
- SR & ) )
100mg/kg bid
% 445 B 12.81 +/- | 10.52 +/- 2954 +/-
-19.7% -11.6%
Smg/kg bid 0.27 0.84 150

30
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(+)-2-8%-3,6-—
f-4-=FERE
-6-F X&-13,5-=

12.86 +/- | 10.03 +/- 2311 +/-

R # B % -23.4% -30.9%
0.52 0.35 121
100mg/kg

+% #&5) BF
Smg/kg bid

I (ERF) 4 RE, TR GK BAMAA R aE LA BE LTI
A, 5Smg/kg ) E ¢ F 45| B A 100me/kg 7| 4 (H)-2-BL-3,6-—HK4-—F
HEEE-6-FEN3S-Z LRI FLAEThRAHERLHEK. KA,
5 FZ %5 ARk, A#)-2-RE3,6-—84-—FERE-6-FXK-1,3,5-=5
BREUIKE T A EHBTE.

5 &Rk egSdhAntt, BA4 T HF B Sme/kg Fo(+)-2-RH-3,6-=
f-4-—FERE-6-FE-1,35 =548 100mg/kg BT HIFF % 93K,
B2 $ a4 e AR, REEEEN o FEI RS LAY +)-2-A4
3,.6-—F-4-—FRAEL6-FTA135-Z%EBMEHEL LT DB Efh
REEBBEARTF @ E ESFHEH,
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