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W002/44192 3% 3 A & = E A M W002/53573 3% R #A
T - B & A N W003/7000712 3% A E ~ B K F AH o H
W003/020737 3k M 88 & % 22 & X 1t & 4 - SGLT2 & & # % B

A AN kB - B B BEAMEET B ERBMKEHFERE

B B

pe. B BB E F R E X X 5K R R H DR KK

N

H BB RKMRIK LR AE

-

wHELR B ER

-
o~ R’ B OE

Yo 8

it M BB E ok oE X 8 B F M e

I

BB ERBREBEETRAMYLT RN LDARRSE X -8H KRR
BB E AR HRRBRE FRMDFE - s F R ESF
F AN BB KK - BB BEANMEEY OB K RMEMHEE
Bl B H oM KR - A B A M E T XS KRR F

4 E % 8% HL 3 A ko BAY-27-9955 - NNC-92-1687 %
BB E % B 88 R s # 0 TER-17411-~L-783281 - KRX-613
% o = pk B8 I1 4 #) % 4 UCL-1397 % : — BK 88 IV 3¢ %] & %o
NVP-DPP728A -~ TSL-225 P-32/98 % | % & ¥ B B B % 5%
# 1B ¥ 4| # % PTP-112- 0C-86839 PNU-177496 % : A %
B B 1t B ¥p 4] & ko NN-4201- CP-368296 > X ## — =i 8 8 ip
%] # %o R-132917 & 8 88 % & 8 # #) & 4 AZD-7545 %

BT &8 # 4 ¢ 4] & 4o FR-225659 % 5 # # % #% M KK -1 82
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4o B # & -4(exendin-4) ~ CJC-1131 % :  # % #% M K -1
f2 %%k B 40 AZM-134-~LY-315902 % F 8 & ~ F #t £ 82 & 4
B OE B E AR K Bl ko B B % A % (pramlintide acetate)
% o b & BB R W B B -6-8 8845 H - D-F M B8
B A A B F s Es -3 4 H B A B FEARK-1FEHNAARN
b BB AE R MEBAMEEY  BARMBEHSHEE DKL
FhoE o AEHBAR - D EHEAEEEZHRRH
B ¥ B R BB B B T B B o IR b B B MK

(ascorbyl gamolenate) ~ 3 @ 38 # (tolrestat) ~ 4k t 3

q

# (epalrestat)- ADN-138+ BAL-ARI8-ZD-5522~ ADN-311~
GP-1447 -~ IDD-598 ~ 3 ¥ 8 4 (fidarestat) ~ ¥ #& R
(sorbinil) ~ 48 € 3 4 (ponalrestat) ~ # & 3 4
(risarestat) ~ #% # 3 # (zenarestat) ~ X A & 4
(minalrestat)- ¥ % # B (methosorbinil) > AL-1567~ 4
# 8 4 (imirestat) ~ M-16209 ~ TAT ~ AD-5467 ~ 4 18 8 &
(zopolrestat) > AS-3201~ NZ-314~ SG-210~ JTT-811~ #
% 3 4 (lindolrestat)% - B # & R 8 4 4 & & » ¥p 4 &
¥ R R BE > B ABARBEMHEEAKRELEF AN LRERK
£z BB R MR EXEDBEMRBHERZ AL HRRER
ROE O B A R A RN MK R MR E XS R

% M ML R & E M oA R WA B otk % R

(pyridoxamine) ~ OPB-9195+ ALT-946 ~ ALT-711 ~ B &

p=
®¥

E 2 % (pimagedine HCl1)%¥ - # ¥ #& it & & & 4% 42 & i 4

Bom N ERBEARRKRETEHFEANLS &R H
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itk B 4 E e A R 0 MUt R E W e BB F AR
¥R AR MG OE X B K e

F a8 % s Cip 4l B o LY-333531 -~ % B #7 % &
(midostaurin) % - & & % # 8 C ¥ & & & » ¥ # £ # Kk &
KEBHFHEHME S LB EZLERTS X e Coy 3 M- HH
BlA R N B kR M B OE X G B -

Y—B K T B % B L4t B ko % 2 3 £ (topiramate) » 49 B
F @ B BB EBHME (nexiletine HC1) ~ & 2 B8 #F

. (oxcarbazepin)% - # 4 B + NF-«B # % % % 45 /7 F #

(dexlipotam)% - fs K i& £ 1t B8 3¢ 4] % % F 2 8 % # I
(tirilazad mesylate)% > N-2 8 1t —a-i& 4 B M — K B
¥ %) B 4o GPI-5693 % > P bk #7 £ # % A & (carnitine) »
B B 4 % ® F # (levacecarnine HC1l) ~ & 1t £ % A # &
(levocarnitine chloride) ~ A2 % W # &
(levocarnitine) ~ ST-261 % - x Lk % % # R BB & % # 4
B F-1>-Bm/)JRKRRREKRBEBF >~ P KRRRALEKBEFHR
o4~ LR ¥ ERTF L& E KRB F S EBE -8 K-1-
¥ X T MW BBk - EGB-761- % £ 5 ® (bimoclomol) ~ 4F & X
(sulodexide) ~ Y-128 & 4 5 & # » # &k & % 6 % 5B 2 4

bR OB kB B T R 4 4o R F K 3 A S (polycarbophil
Ca) - B8 & & ~ R 5 B & % o b F 8 B 4 %5 &7 # » 4 K #
R FEZT R - R B EZER -

2F AR A B AR RBIpH BT R B ELXET
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(serivastatinNa) -~ & 4 &% 44 T 48 (pravastatin Na) ~ %
% # T (lovastatin) # & # T (simvastatin) > & K #& T
49 (fluvastatin Na) ~ M 4& &K # T (atorvastatin
Ca-trihydrate)- SC-45355~SQ-33600-CP-83101~BB-476-
L-669262 - S-2468 ~ DMP-565 ~ U-20685 ~ BAY-x-26T78 ~
BAY-10-2987 ~ % # & # T 45 (pitavastatin Ca) ~ # 2% 4X
# T 45 (rosuvastatin Ca) >~ 7 % £ 4 % (colestolone) »
#F & 4 T (dalvastatin) ~ 7 % & % (acitemate) ~ % X &
‘ T (mevastatin) ~ 5 # & 4 T (crilvastatin) »
BMS-180431~ BMY-21950~ # # 4% # T (glenvastatin) -~ F
# # T (carvastatin) BMY-22089 & 4& # T (bervastatin)
% - 52 9 A A - K ARREBIPHBHENAEHNRERS
Bs o E > B B E B AeE - S =B HEERE - BB ARHER

¥ 0~ B Bk W Mk AL E > it od Wi A B F AR - K #Es AR
= A

-

HREEEHE R E B &%

B

B B W ofE & P OBE B BE MK
oogE B Bk W Ak R AL E X 8 K e
4 % 8 (fibrate)#7 £ 4 T £ #) 4o & B f5

(bezafibrate) ~ 4 #f B 4 (beclobrate) ~ = % R #
(binifibrate) ~ % @ R 4 (ciprofibrate) ~ T B % R #
(clinofibrate) ~ & R 4 (clofibrate) ~ 4 i R #
(clofibrate A1) ~ & 4 4 8 (clofibricacid)~ %4 #% R #
(etofibrate) ~ 3k # B 4% (fenofibrate) ~ 4 3 % A5
(gemfibrate) ~ B T B 4 (nicofibrate) ~ & # R #

(pirifibrate) ~ # 4 B 4 (ronifibrate) ~ # B #
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(simfibrate) ~ % B 4 (theofibrate) > AHL-157 % - # #
B At o 4 3 F AN REBKREETRAE - B EARE S
B Bl B & o - B = BE H ok Bs ok E ~ B W K M B ¥ -~ & Bk 3
MR L E > o N & MEIEEZ G B RRE R ®RA

it A AR P B H b B 0 X R B A D EeE B = BH

n

oBs M E B Bk WMk R L E X R -

Bs—-F L M & % B R & T R # 4 BRL-28410 -
SR-58611A~ ICI-198157~ ZD-2079 ~ BMS-194449 ~
BRL-37344 -~ CP-331679 ~ CP-114271 ~ L-750355 -~
BMS-187413 -~ SR-59062A ~ BMS-210285 LY-377604 ~
SWR-0342SA~ AZ-40140~ SB-226552~D-7114~ BRL-35135 »
FR-149175~ BRL-26830A~CL-316243~AJ-9677~GW-427353~
N-5984 ~ GW-2696 ~ YMIT78 % - B:—F L B ¥ < & 12 = & #
BlE AR EREMEE S SR EFALAEEFHELE B EER
BR o JE >~ & = B H M Bk oE - BB RHEEFE LB RN R K
BE B Bs-F L R ¥ X B M IR O B OR BE ORI MO OB K
FRASRMHE - SHKRE T ALEZER

B ¥ B8 A BE B B2 EE K #4585 dp 4 B T K H 4 NTE-122-
MCC-147+ PD-132301-2> DUP-129 ~ U-73482+ U-76807 -
RP-70676 - P-06139 - CP-113818+ RP-73163+ FR-129169 -
FY-038- EAB-309~ KY-455~LS-3115~FR-145237~T-2591 ~
J-104127 ~ R-755~ FCE-28654 ~ YIC-C8-434 ~ FT & & K
(avasimibe) ~ CI-976 ~ RP-64477~ F-1394 + 5 & & 3k

(eldacimibe) ~ CS-505~ CL-283546 ~ YM-17E ~ /4 & %
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(lecimibide)-~447C88~YM-750~E-5324~KW-3033~HL-004-
H 4% @ k% (eflucimibe)® - 8 % 88 A fE B 82 & A # 8 8
oA BN A AR E R B ERE > BEEBRE S B
b Bk E > BB ARHEER > B oh N H Bl A EE
B B A A5 B U F A A P E B XHRERBESSELE S
i3 B fo JE X & B o

TR B AT AR X R E b =8 F OB KRB M
(liothyronine Na) ~ £ # ¥ # B % 49 (levothyroxine
Na) ~ KB-2611 % - #E B 8 & & 3 # & & 5 & # X
(ezetimibe) ~ SCH-48461 > Bs B # % & %o & # 3 4
(oristat) ~ ATL-962 -~ AZM-131 - RED-103004 % - p & #5
OB AR R B kIR B (etomoxir)HF 0 B M A R
Bg # % & %0 SDZ-268-198 -~ BMS-188494 ~ A-87049 ~
RPR-101821 -~ ZD-9720 ~ RPR-107393 ~ ER-27856 ~ TAK-475
oo A BRAT A o A ek BR - A R ER B - B R T BB
(Nicomol) ~ # # /& w 8 & (Niceritrol) ~ T & ¥ 3

(acipimox) > B % % # (nicorandil)% - BE i+ & B K #
4o B2 X ¥ Bt (cholestyramine) -~ B # 3 # 3§
(colestilan) ~ % & B # & #4 # (colesevelam HCI1) »
GT-102-279 % > s 3% o B2 i+ R B B B F 4 % & % 264W94 -
S-8921~ SD-5613 % - M B &8 8 #& % & & ¥ 4 & &
PNU-107368E ~ SC-795~ JTT-705+ CP-529414 % - ;X Lt %
BB R A TE ~ Mk M=K HhEEBESE R B B

BroAe BB dp Bl B - MK ERE KR B RN EFEHNA NP
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8

ad

i

° .
4

Bom o E > 5 BEERLE S ZBHEHELE - B
R ¥

REEWH B TR - TEBREKLHNE £FFER
o OB e F E B R KB & F EFAR KB (LE SHT2c-
B ) F F R LR EAE R KN B FFF LR EFEMHR

BB > a-F LR F X OE R BE CB-F LR EXRERMK

% B B 4T %% # -~ K F & (Cannabinoid) % 5 # # # ~ y-
A T B £ B 4 8 ~ Ho—f8 8 B2 < 882 40 3 & ~ L-%@ B¢ 8 -~

B~ RE

ot

Z % (leptine)~ Xk & = % R oK B R

£
% % (Melanocartin)% # 4 2 # (A E MC3-R 42 2% #

MC4—-R 42 8 # )~ a—-2 & + m o 2 M 5 B 2 -~ + & 8k & = 3

(1

45

B

B WM BIES KREZEEE B W R FARKE W
+ - 45 £ AR M MK - % & % (Bombesin) » 4% & £
o B (A FE CCK-A R % &) AR EFBEHKFBERE - AR
BRI ARBEAMY - AR EFBRTAERRKE - KK E
(Urocortin)~ # 3 % ~ ¥ T H M H - B F 2 8 XK
TR T HBRILMFHIALMEAKBRRMEELE KRBT
k4% & & % B F (cilialy neutropic factor) ~ & ¥ ¥
BEBERXSTABE L AR F -4 E B (sauvagine) ~ #¥
BR Y 4L 3 B -~ 4% K M Bk (opioid peptideldn 4# # ~ # A
FRABAH - B EFTRENABELBRAE A 2 A (agouti)

M & &6 % 4 % # -~ /T R M (Orexin)x # L & % % - B &

T 0 — UK B RK IR FE B F % (nazindol)HE @ F
BRI H B o BB L G A R B (dexfenfluramine
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HC1) ~ 3+ # 42 88 (fenfluramine) ~ B B & # 45 & ¥4
(sibutramine HC1) ~ Jg T # = B #& /% 5 B (fluvoxamine

maleate) - B & @ 45 4k (sertraline HCl1)% » & #F & 1% 2 & %o

N

w3 H % (inotriptan)~# 3% # 4 8 ((+ dnorfenfluramine)

4“;

kX PR LR EFARE R KM E T EERE
(bupropione) ~ GW-320659 % » & ¥ ¥ L 8k % # & 3 % &
4o % F] £ B (rolipram) ~ YM-992 % > B.—-% Lt B % % # %
OB b & S & % RS - F 4 (Phentermine) >
‘ ¥ X E & B (Benzphetamine) s F X & F & 4 ~ = X F %5
# ¥ % - # 2 % w (diethylpropion) ~ % ¥ # ¥ & (pheny
lpropanol amine) ~ & ¥ 4 # (clobenzorex): % B B R XK
# 4 ER-230- % # # ¥ (doprexin) ~ F s B R & &
(bromocriptine mesylate) KB & % # R # B o # £ 7
#f (rimonabant)% » v-B A T H X B A & 0 % 2 & £
(topiramate)% » Hs—% # B¢ % £ 4L 3 # 4 GT-2394 % - %
E2 R EEFT B MR L F X MR KB LY-355101 %
ur E fE F R ok B (A 2 CCK-A 4% % # )4 SR-146131 »
SSR-125180+~ BP-3.200~A-71623~ FPL-15849~ GI1-248573 »
GW-7178~ GI-181771 -~ GW-7854~~ A-T1378 % > # & &K Y
3% # %0 SR-120819-A-~ PD-160170~ NGD-95-1~ BIBP-3226 -
1229-0-91 -~ CGP-71683 - BIB0-3304 ~ CP-671906-01 ~
J-115814 % - & H H B HA N A AN L BB AR - B & %
e BE OB A RBRMMHBEE - RBME - SERE - HEEB

BE @ F ~ 5 = B H b Bs L E - B R WM E K - & Bk KR
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ibE ~ B o B8 hE B FREF KK AE - RRFE
I N TR BAE ATRERHBERN - TKEREE
FMHBERKZIHERRIPHRE RS EEZIHER > OKEAEAS
fe B OE X b kR e

B F AR k8B R OB T R ] ko F e T A
(captopril) ~ VA T % — 8 B 4 % #| (enalapril-maleate) ~ F dx
% & #] (alacepril) ~ B B 75 & % #| (delapril HCl) ~ & * & #
(ramipril) ~ 8 # £ # (lisinopril) ~ =k £ #H (imidapril

‘ HC1) -~ # & & T % K (benazepril-HCl) ~ & % #F & #]| kK &

(Ceronapril-hydrate) - ® 3u & & #/ (cilazapril) -~ 4 & % & #|
49 (fosinopril Na) ~ & # % & #] (perindopril) ~ 3 % b & #| 45
(moveltipril calcium) ~ E # % #8 % #) (Quinapril HC1) - # &
$2 M ¥ #| (spirapril HC1) -~ E8 8 #% ¥ ¥ & #] (temocapril HCI1) ~
# % & A (trandolapril) ~ 4% % & # 45 (calcium zofenopril) »
%ﬁiﬁﬁﬁﬂ‘:%ﬂ(moexipril)‘é?%*é%ﬂ(rentiapril)%°m%~fl'/§'i
FHRBaBrHBEBFNEANERBEARLEGEE - H 0B

PO OBk & M W B dp B Bl ko BB B/ % (omapatrilat)
~ MDL-100240 ~ % & B 4% # (fasidotril) ~ # B 4§ %
(sampatrilat) ~ GW-660511X+ £ L # # (mixanpril) »
SA-7060~ E-4030~ SLV-306~ % 4w 43 # (ecadotril)®% - ¢
MOBK 42 P b0 BB M R Bl A R A A RN L R B AR MEHEE S
o B

o F AR F I X BAR B 2 BER DA EHSE

(candesartan cilexetil) s B & W & ® # 45 /& & &
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o# (candesartan cilexetil / hydrochlorothiazide) ~ # i J& 47
(losarten K) -~ % % # 7 & (eprosartanmestlate) ~ R ¥
& (valsarten) ~ # % # # (telmisartan) »~ & % &
(irbesarten) ~ EXP-3174 - L-158809 ~ EXP-3312 - & % ¥
# (olmesartan) ~ X % # # (tasosartan) ~ KT-3-671 »
GA-0113 -~ RU-64276 ~ EMD-90423 ~ BR-9701 % - & & # B
£ Il 2 B A BB EARNEREBELEREMEE & &

MOk k¥ i B dp 4 B ko CGS-31447 - CQS—35066 .
SM-19712 % » M & ¥ % & 1 #% # % L-749805- TBC-3214 -
BMS-182874 - BQ-610~ TA-0201 >~ SB-215355+ PD-180988
# 4 4L f+ (sitaxsentan) ~ BMS-193884 ~ & £ 4L A
(darusentan) ~ TBC-3711+ % 44 5 (bosentan) ~ # 4 & #
49 (tezosentan)~ J-104132~ YM-598~S-0139~ SB-234551
RPR-118031A~ ATZ-1993 - RO-61-1790 ~ ABT-546 ~ Ep 3 4
# (enrasentan) > BMS-207940 % - st % % & %5 A # &6 & #
Bom WM EE BB EHHNBENH LR ZER

# B B T #& ) 40 £ & 8 (chlorthalidone) ~ £ % #& &
(metolazone) ~ 3% /& £ & #(cyclopenthiazide) ~ = & ¥
9 % *#(trichlormethazide) ~ & & & °#
(hydrochlorothiazide) ~ & # & °#
(hydroflumethiazide) ~ ¥ & # &

°# (benzylhydrochlorothiazide) - & & # %

(penflutizide) ~ ¥ £ & ##(methyclothiazide) ~ 3| & A%
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(indapamide) ~ 48 " B (tripamide) ~ F[ 4 =& 3k
(azosemide) ~ % # % /7 % # (ethacrynic acid) >~ % & &
#% (torasemide) ~ =t % # B (piretanide) ~ # & %
(furosemide) ~ T s B (bumetanide) ~ & # % % (meticrane) ~ &
#: 5% 4% (potassium canrenoate) - %8 M & (spironolactone) -~ B

A

K% % (triamterene) ~ B X & (aminophyline) B 8 & % H #& %
(cicletanine HCl) ~ LLU-a~ PNU-80873A -~ B I, # &
(isosorbide) ~ D-# # & ~ DL 1 & & ~ R4 - &b ~ T 8% K

. (acetazolamide) ~ % # 4& 4 # (metazolamide) ~ FR-179544 -

OPC-31260~ A4 & & f+ (lixivaptan) - B & < B 4 /+ (conivaptan

HC1) % - #| R AN RRBARMEHEE B R 8

LU SN S B E > it d N R E NS R B ®E

R BEBRN AN R R B B s SR

45 B F R # B T R B 4o FT M R M F (aranidipine) - E

Bk % %@ B # F (efonidipine HC1)- B + 3 F (nicardipine

HC1) ~ # #% ® R # F (barnidipine HC1) - 2 & 2% R 3 ¥

(benidipine HCl) -~ # & % B 3 ¥ (manidipine HCIl) ~ %

B R ¥ F (cilnidipine) ~ R % # F (nisoldipine) ~ B #

¥ F (nitrendipine) * B % 3 F (nifedipine) - B & # F

(nilvadipine) - & # # F (felodipine) ~ s H & # 1 F

(amlodipine basylate) ~ # # R 3 ¥ (pranidipine) -~ &

B % Jjo B ¥ F (lercanidipine HCI1) ~ 4k 4 3 &

(isradipine) ~ #% & # F (elgodipine) ~ - E & R # +

(azelnidipine) ~ # & F (lacidipine) ~ B & &% # B ¥ &
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(vatanidipine HC1) -~ # % # F (lemildipine) ~ B % ¥ &
#o® (diltiazem HC1) ~ ) T ¥ — 8% T & # #% (clentiazen
maleate) ~ B # 4 Jx v ¢ (verapamil HCI1) ~ S #4 & s 3k
(S-verapamil) -~ B 8 & # (fasudil HCl) ~ # & ¥ & %
(bepridil HC1) ~ 2 8 ¥ A t #* (gallopamil HC1)#% - &
T KM B b B ¥ o3 ¥ B (indapamide) ~ B B % % & B
(todralazine HC1) ~ B # % ¥ % B (hydralazine HCIl) -
+* 4 3 B (cadralazine) ~ % B "#(budralazine)®% - X &
' AP 4% M OB E 4 B BT X # % @ (amosulalol HC1) -~ B & 4%
# % o (terazosin HC1) -~ B # # # ¢ “# (bunazosin HC1) -
B B A oo o# (prazosin HC1)~ ¥ # # % 7 ¢ “#(doxazosin
mesylate) - B # ¥ % % @ (propranolol-HCl) ~ M #% % &
(atenolol) & & # %2 % & % (metoprolol tartrate) ~
“ 3, % M (carvedilol)~ B % 3 % A (nipradilol) ~ BB B
E A % B/ - B 2 % @ (nebivolol) ~ & 4 % % &
(betaxolol) ~ 5 = % @ (pindolol) ~ % 5 # & % &
(tertatolol HC1) - ® 8 B AR % @ (bevantolol HCLl) ~ JE
T H — B £ % % B (timolol maleate) ~ F # % @
(carteolol HCl) s R T #% = # tt & % @ (bisoprolol
fumarate) - & = 8 /& 3l % B (bopindolol malonate) ~ &
# # % @ (nipradilol) >~ # 8 "# # % M (penbutolol
sulfate) -~ 8 # &8 T % @B (acebutolol HCl) -~ E 8 # # %
% B (tilisolol HC1l) ~ # % & @ (nadolol) ~ & 3 ¥ @

(urapidil)~ =3 =% 4 88 (indoramin)% « ¥ & M B £ B & 4o
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#) ;o F (reserpine)® - a:-%F L B F X B R 20 % o B 8 T
R & (colnidine HC1) >~ ® X X & B # (methyldopa) -
CHF-1035 - % ¥ B B (guanabenz acetate) - E # B & #
(guanfacine HCl) -~ ¥ # R & (moxonidine) ~ % 3 & X
(lofexidine) -~ # & 4 # & % (talipexole HCl1)#% - XX L
5 B B B LS E KSR

BLof AR B ko B OEE R R F (ticlopidine HCLl) ~ # %
i# ¥ (dipyridamole) ~ & % #f 4 ¢ (cilostazol) > = + &
# ¢ & (ethyl icosapentate) ~ # & 7 F % 7 #
(sarpogrelate HCl) ~ = B & 3 3 & % (dilazep 2HCIL) -~
ok oF Br (trapidil) ~ 4 & % B # 48 (beraprost Na) ~ F 9
T FE 4% o e RBEHENARDE R RBHERLEE B
o P 3§

B £ &R W H | ko 3 2 8 (allopurinol) ~ & & #| #
(oxypurinol )% - J Bf 3 it R # % 4 X &8 B %
(benzbromarone)~ & % 4F (probenecid) % - fk # M 1t & %o
wOBE B 48 >~ AF M OBE 4P - R B MFE o b KB RSB S

% R oS kB AoE - RR -

Q)

) 40 B2 K H A 2 it A m b A B NG RE AR R
B O OB EosL R M R OE R e B B - MM B RS E
S oib 42 i B - SGLT2 & M 3¢ # & ~ B & T KR &EFH MDY
B EFXBMRER R E F R NN ME - = KE DI
o B O~ — AR B IV ¥ H B - E B ¥ B Rk B M Bt 8 1B I &

B~ BT BE BE BR AL B W B B - R B M -6-4% B B 4w H - R AR
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— Hi B; OBg Wp R B - A OB OB X R OB I S B - B B M A dp OB -
D—F mL 88 ~ B 8 & & B F 3 B8 -3 4 ) B - A B E M

Bh -1~ M 4 B Ak B BRR -1 B4 > o4 E AR M OBK -1 42 2% B
B E - BB EBRMY - F B FRKE R AR EWH B X
i R B Y EDERIAEEBHNBLSEARY M BRE E
LR M O3 % OB - R W R B - % E BB E SR E

B ~ SCLT2 F M 4 % & ~ %R & F Bk & F B mdYp -~ 748 %

e
]

it A BRB F XM A A - = KRB I 4 A B
o — Bk B8 IV dp % B - % B ¥ B B B B% B& BE 1B 3 4 B - AT BB
W Bt b BE dp B B - B M -6-5% BE B8R B B - R M = B 8% 8 Iy
w OB - A BB X R B W o R - BT BB A A dp 4 E - D-F AL B -
B8 & B K B8 -3 4 % B - A B F M K-1- & F K&
MK -1 B4 ~ ;o B F OB BK-1 4B - F B E - F R E
B s REMERXEE B REFZE D ER | EEH
A E R EWF LB RS FOEOR MK E BRI E
' %O OE - BB F oo s 4R B - SGLT2 & M 49 % # - A K &
FRBR B FTRUD EMBRAH T ED ER | EH LR
A A RWF - Bl kN BB EBREHSFEF &K EFH
ROME 3R OB M RO BB BB R B E SRR
SGLTZ2 7 M 3¢ 4 &% ~ B & T X B B F BB -~ # # F ¢ 8
AR BB E LR R B = BB I A B - = K
Bg IV dp & B -~ & & H Bb Bt B& B BE B8 1B ¢ b B - B M B B
1t B8 4 H B - F) A -6-8 B B dp B B - R B - B B 8 4 4

B~ A BBk RBRI R OB - A BMN AL WH B D-F B
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BF 88 A B E s Bg -3 dp kB~ FF BB E AR OB BRK -1 & B F A

OBk -1 B 4~ o E AR OB ORK -1 4R o B - F B E -
ALY > F OB E AR % B - B R R B B E B
“wE oA R IR B - & &8 % s Cd o F OB - y-B K

B B - BT R @ R - B4 B F NF-«kB dp

o
uliy
n}
(&

B BRBEEHN,AEARRF-1 IR RRERRF

R OR A KR FHEMY - L R¥ERF ML L KB

o8 F
# 1t &
T # %

w R

3 .1t B dp ) B - N-CT B it —a—-i& & B M — Bk B8 dp

v AR

F ol

‘ AT A W~ kR H - b-X-1-F X T M 8RR - EGB-T61 »

% B K K~ 4FFE - Y-128 LB B ~EH - 2 FFEFSE

WoBE A R B - PR AN B HE 2R EII XA

WA R Mk E MR B N KR ERXHERE B

53

B B E AR BT EDER]IEERNESRKA BT

%
%'?_
put]

Bossdp 5l B - 0 %A EE MK B M E P

®
B w3

Bh B F OB R M ¥ % B - B RO e R OB - 4 M %

&
b

B #

&

M OBK 42
AR B R R FAEF IR B E mHERFT
b ER LB B ELSEREN - X RNERENES E

# ® ~SGLT2 mH 4l B - B®R BEF IR EFTHMY

o EXRBRAEE - RSB F XA ME N KB - = ks I

o OB o~ = Bk Bg IV ¥ w & B OB OB BR OB B B

% B
Bl o~ AT BE BR BR AL B8 dp R | - R B M -0 A% B B 4 ) B >

1B # 1

R

= B BE B Y B B - B OB OBR X R OB 4 B B - B BB OM A 4 W A -

D-F pLEE ~ BT 8 & & B % S 88 -3 ¥ # & - & F K M

BR -1~ fo #8 & 4% B BK -1 38 M 4 > S 42 F AR B RK -1 R 3 B
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&
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P

=

B
2
% A &

E A& F

Mo
2

B FE B4 - F OB F R KE - B-F LK K

% BRI H B EMBAHFEFEDERI]IEE B

7 M B MR MW H E -~ SGLT2 & M 3¢ % & ~ Bs-

fis

~

SRR AB - RARBHHHEABERE P E

o

%
&
BE

o3

(] 4o >

%

%

V]

- B

1 # % # @ & & A & 4% -

%R A B AR EERHDT

& & F A

Bk

N

At B % 0 L& o oK IEL o HF R

hoF e s A ORI E R B M

B aEEHE W099/1
# % W099/26606 3% 3 A &
o~ ER) e

b F B B a0 BOREEE B

Mool g xR A A B

/OB - F B & R B

B s Bl % BB SDS

Nk ATA B AT U HE X

FOM R 2 T R B oR & 3 )k

[

1 R A B BH B E A RPN

- & XN ()R T 21644 R

X

Z A OB B ox #% B E KK EF

B it &2 EF mB - S ]
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0.1~ 1000mg = %6 B > 9 & v 3% B 5 8 R A& B 4 0.01~
300mg % B » # A & B 1 kR R o m # % & & % # o X » @
HE i % B o@m A3 A B 0 KEBBH ISz % BETHEE R

BBz R EEMKRE C

N I - S T NS T A I O S B

i}

2 RERARXRLEZAEZE RS -
® (% £ 4 1)
2-% -6-s X F B8

E-T8CA & A BEBBET » S mwETHE(2.44m0l/L £ &
s &k ~T.03ml)» = B A/ K B (2.65mL)x mw & % % (30mL)
EOR P E B EEETHHE L H>E o B 3-8 K F X (3g)
R ER S M T AABREBETHRHE L ANSE - K N, N-=
¥ A F 8 B2 (1. 45nL)RN R B R &% F » £ 48 F B E TF 4§ #
10 o 48 78 » & w40 Fo Ro1b 48 KB R » £ K A % & FTH# 5

N - R A WEANLKRT O N LB ER o XERY A KA

&
S
d
>
B
X
*

ko AR OB K OB BR M AT ERET
BrRE B 0 13 B F A (3.43g) -

'"H-NMR (CDCls) & ppm:

7.1-7.2CI1H, m), 7.35-7.45C1IH, m), 7.45-7.55(C1H,m),
10.36(C1H, s)

(% £ # 2)

4-3% X 3# [b]& %

312XP/2EBHERBAEE (#814)/94-08/94106585 75
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£ £ BT > & woH B T B F B (1.53mL)» & 1t 44 (55% »
1.11g)z = ¢ & A (20mL) % % & ¥ 8 # 15 2 4 « & w 2-
e —B6-—fF X ¥ B (3.43g)z2 = ¢ Z R (4nl)BE & 2 R B R A
oo EBR T HHE SN E - BRERASMHEANEKXKT > ER
B OH & B B Kk FR o ORE T ®TRE FE 2-F 4
% A —4-% X #F [blk % (1.52g) - # £ B % » ¢ 8 (20mL)-
K (10mL)R & % & + » % A/ & A 14 (0.91g) > & 50CTF |
B DL RERSHARA K 2mol/L B B E R B
® Moo B RPN M E R B KK FR O ORET R TRE B
2—-#% % X 3 [blE g (1.27g) % st & w48 & (0.42g) 58 & %

(10mL) » 190CTFH# # 1 8 - B RER S H & EZER

e

# A 2mol/L E # (40mL)# 8 8 < & (20mL)> 3 # 15 & 4 -
HRAMERAEN  BRERTEREKE - B RKRZKEJR
OB BE T OBs B AT ER - A EME 0 K AFME A 2Zmnol/L B
B ~ K R 8 F0 R B KR E K 0 B KB B E ST B R
BT HMBREH  BREAZTBEEER S HEHE(EEE
B ETR) FER IS H(0.55g)
'"H-NMR(CDCls) & ppm:
7.15-7.25(C1H,m),7.45-7.6(3H, m),7.82(1H,d, J=8.2Hz)
(% # # 3)
T-% X # [b]-& %

£ FE R F 0 A hoowg Bk 47 (5.48g)» 2-3% By (Hg)f 2-%
¥ A -1,3-=—"%%(dioxolan)(2.98mL)x N, N-= ¥ X ¥ &

B (h0mL)R &4 F » R #H 1 &R - BRERSHEANKTF
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FlRA — LB ER - ERMWAKAERK  Inol/L & & 1t %
Bk~ K R oM A R B oKk F % 0 BB K R BE 4 T BB
BB F A M E o 8 (2-% 2 A BT A )-1,3-= cFek
(7.25g)« & 100CTF » % A (2-52 X £ # ¢ £ )-1,3-=
2ok (7.25g)2 fL ¥ (20mL):E & £ % # 8 (20g):m & %

(40mLl)z R A% ¥ > B @K 8/ 8F - B K ER LS 4 A4

%

HFEER EF R - A FREHRZE  ENHHEHEKLEAE

i
o
R

HEBREFR - B LAREDNBRET EITRE - B K& ER
ﬁ/\

S B BR LB 0 R OF R R R Ao BB KB R KRB

BB
X
S

R RS K BLBE S AT R ORE T EBBRE R

H xR R TR ER M EHR(ELEER T ET K)

W2

7Rt dH(2.27g) ¢
'"H-NMR(CDCls:) & ppm:
7.25C1H,t,J="7.8Hz),7.44(1H,d,J=5.6Hz),7.45-7.55
(2H,m), 7.77(C1H,d, J=7.8Hz)
(% & # 4)
A-[(E)-2-%3 T % X )X # [b]& %

M 4-% X H [b]-E % (0.55g) X T % (0.89mL) > = T K&
(1.81mL) ~ # 8 42 (I1)(59mg) & = (2-9F X %X )p (0.16g)

Z ZHE(10nL)R &4 » £ & RE R T o & w1 &’ - A A

{é‘

LB AHEERERASY BB REW o B 1% A

£
%
P37
B

Imol/L B8 B ~ Kk R 48 v &£ B8 K %k #F % » U &

i
‘;‘T
e

k4% & 47

(e
b
&

R ORRBRTHEBEBRERE #BRAREUYEE R Mok W

Wb EH: ECK~EFECK /B 8 C 8=5/1)> 153 &
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e 4 4 (0.56g) -
'"H-NMR(CDCls) & ppm:
7.2-7.45(6H, m), 7.51(1H,d, J=5.5Hz),7.55-7.7(4H,n),
7.81(C1H,d, J=7.8Hz)
(% # #] 5)

—[(E)-2-X T % A JX # [b]%& %

% A T-% X H [b]E s X H K 4-&8 X # [b]g % > 81 £
£ 5 48R F ik RFHRS IS
'H-NMR(CDCls) & ppm:
7.25-7.45(7TH, m), 7.5(1H,d,J=5.7Hz),7.55-7.65(3H, m),
7.77C1H,dd, J= 7.9Hz,1.1Hz)
(% # # 6)
4-(2-X T X)X # [b]E =%

A 2,4,6-=Z B R K X B M (5g)M 4-[(E)-2-X T %
A IX # [bl%% (0.56g)# = ¢ B (2.63mL)x @ & % %
(25mL)m & ¢ > ZA A AR E FhHA @A 1R - ¥ KRERS
oA E ER 0 & 2mol/L BB - W 10 548 - B RS

MAEANKFT > R T BER - XERMH A KRR B KR

F R R K OEROBR 4E B AT 3 MR 0 BB T AR A B o 4 % B

LB ERER>MNMEHRE(ELEEZH T ECKR) F 3 R
MBS 2R A (0.43g) BB BMN» = T K

(2.04mL) 8t m & k% (18mL) > & A 2,4,6-= B & X X 5 &
B (3.28g) £ AR B R T B BA 1 & - B RKERSH A

2 FE R > A M 2mol/L BB - BRI 10548 - 8BRS HE
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ANk PR OEEE R ERY A KRR R B KR F R
VA B UK BROBR 4% AT R 0 BB T BB IEE - K REUAY R
T e R o ERBRE(ELBERE ET KR) #F KIS
4 (0.4g)

"H-NMR(CDC1ls) & ppm:

3.0-3.05(2H, m),3.2-3.3(2H, m),7.1-7.35(7TH, m), 7.4-7.5¢(

2H, m),7.75(C1H,d,J= 8.0Hz)

® T-(2-R T A)DRX #[b]l %%

A T-[(E)-2-RXT Hm A IR HF [b]lE X #H KR 4-[(F)
—2-RA e H A X H[b]EH B 2 & 4 68F 5% EF R
& 1t & 4 -

'H-NMR(CDCls) & ppm :

3.05-3.15(2H, m),3.15-3.25(2H, m),7.1-7.35(7H, m), 7.38(
1H,d,J=5.4Hz),7.44(1H,d, J=5.4Hz),7.77(1H,d, J=
7.9Hz)

(% & #] 8)

2-(2,3,4,6-w -0-% % -B-D-% % = B # KA )-4-(2-%X T %)
¥ # [b]l& %

£ -T8CAR & R B BT » H BT 4% 4 (2.44mol/L £ &
¥ & >~ 0.69mL)» 4-(2-X 2 A )DX # [b]E % (0.4g)z m
Bk (15ml)m R ¥ > £ F B ETHRHF 305 48 - 5 i
2,3,4,6-m -0-% % -D-% & # 8 -1,5-m 8 (0.82g)%x mw &

soh (3mL)B R PR BER S Y » KA THRHAE 10548 - KK
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Je iR A E AN E M R4 KRBERT U T B ER -

B R B T HEBBRER - KA BUSBERER SN EMH

(&3 & @ EC % /8 Cts=4/1)> 4% 28 2,3,4,6-m -

¥ A -1-[4-(2-X T A )X # [b]Ep-2-%K]-D-& % % R
(1.02g) « # s M » T B (13nL) > & v = T A B K
(0.42mL) » £ -20CTF & 4w = R 1t /= T B 5 & 4
(0.18mL) » # % & F # # 1 8 « & o fa 4o 8 B 47 K 5
‘ AR E RS R LB ER B ERNAKRRERR
Kok E B o B K BB E ETHRBE O KRBT BB B R -
BB U BEREER W ERKE(EEZER BT KR/
Z 8 =8/1) B 3 &2 &1 4 4 (0.58g) -
'"H-NMR(CDCl:) & ppm:
2.9-3.05(2H, m),3.1-3.25(2H, n),3.6-3.7(2H, n),3.75-3.
(4H,m), 4. 11C1H,d, J=10.4Hz),4.55-4.75(5H, m), 4. 88
(1H,d,J=10.7Hz), 4.92(1H,d, J=11.0Hz),4.96(1H,d,J=
11.0Hz),6.9-7.0(2H, m),7.05-7.4(25H, m),7.47(1H,s),
7.7(1H,d, J=8.1Hz)
(% # 6 9)
2-(2,3,4,6-m -0-%¥ %X -B-D-% % s R # X )-T-(2-X T
kX # [b]E %
® B T-(2-
# [blkw » 1 244 848F 5k EFLEBLEH -

'"H-NMR(CDC1ls) & ppm:

312XP/EBHERBAE (414:)/94-08/94106585
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3.0-3.2(40H,m),3.6-3.7(2H, m),3.75-3.9(C4H, m),4.11(1IH,d
,J=10.3Hz),4.5-4.75(5H, m), 4.87(C1H,d,J=10.T7THz),4.92
(1H,d,J=11.0Hz),4.97(C1H,d,J=11.0Hz),6.95-7.0(2H, m)
, 1.1-7.45(C26H, m), 7.62(C1H,d,J=17.8Hz)

(

s

1)

2-(B-D-% % % R # X )-4-(2-

W
o
e

X HF [b]E »
EERBT » S = AWM/ = T 44 4 (1.43nL)»
2-(2,3,4,6-m -0-% %X -B-D-% % % B # £ )-4-(2-% ¢ £
. X # [blE=n (0.58g)k ¢ # 8 (1.13nL)x & 1 F % (10mL)
BOR P 0 WH 3D o B fh A B KR RNRE R A
o0 B BRTL B OER N ERMYMBKRAER R B KRR KR

WA B oK BROBE B% B AT H B O RE THEBRBRERE - RAEEUAYB

wi

e R oM xR (ELBERH RIULFR/FE=10/1)"

I}

2| 2 &9 1t 4 4 (94mg) o

SN

'"H-NMR(CDsOD) & ppm:
2.95-3.05(2H,m),3.15-3.25(2H, m),3.35-3.55(4H, m), 3. 72
(1H,dd,J=12.1Hz,6.0Hz),3.92(1H,dd,J=12.1Hz,2.1Hz),
4.55(1H,d, J=8.8Hz),7.06(1H,d,J=16.8Hz),7.1-7.3
(6H,m), 7.54(1H,s),7.66(1H,d,J=8.3Hz)
(K »% # 2)
2-(B-D-% %% " B # X D-T-(2-RX T . )X # [b]-E =

A 2-(2,3,4,6-w -0-% & -B-D-% % % B #& £ )-7-
(2-RXR T A )X # [b]lF o % K 2-(2,83,4,6-m -0-3

A -B-D-# %k b R A )-4-(2-FX T X)X # [b]lEw » @

oy

312X P/ZERRERBAE (FH14)/94-08/94106585 81
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% 1 A8 R F ok B AEFARE LS H
lH#NMR(CD;;OD) 6 ppm :
3.0-3.1(2H,m), 3.1-3.2(2H,m),3.35-3.55(4H, m),3.73C1H,
dd, J=12.1Hz,5.8Hz),3.93(1H,dd,J=12.1Hz,2.0Hz),
4.54(1H,d,J=8.6Hz),7.06(C1H,d,J=6.5Hz),7.1-7.3
(6H,m), 7.41(C1H,s),7.55-7.65C1H,m)
(% % # 3)
£ 1 % B

. X HF [blg o -T-%X - F X F & £ 7 8

B T-% X HF [b]E%H (1.0g)~ 4 (0.13g) A8 % & 2 8 &

w f %k s (3mL) &k B ¥k A H i EE KB £ A RKEXR
0CTF » & A0 4-F £ X ¥ # (0.62g)2 w & % = (5ml)&E &

NEEDRBERY - BFRERSDHERETHRHAEL R

A o f8 Fo RIb 4 KB R KR =T XER - A MEHR M

A B oK vE E 0 WA B K B BE 4 Boo R BT 88 KB oE R

AN

\
o+
o

&

B R BUBRBEAAYBERER S HEHRE(E B ER @
Rk ) MBgABABRYBEEER S ZHEOCGE B ZE B
E TR /BB E=6/1) #2FeskHhzRB2ahdtsH
(0.68g) -

'"H-NMR(CDCls) & ppm:
2.32(3H,s),2.38(C1H,d,J=38.6Hz),6.11(C1H,d,J= 3.4Hz),
7.10-7.20(2H, m), 7.30-7.45(5H, m), 7.45-7.50(1H, m),7.70

-7.80(C1H, m)

% 25 %

312XP/EERAZR BHZE (#{4)/94-08/94106585 82



200540167

T—(4-%F ¥ A )-X # [b] & %

EEBT A m=F AR K (1.5g)» s 4 (2.0g)
Z B (15mL)B & ¥ - B RS &£ E R THHE I > &
% 0 A A HF [blEHp-T-K-#F X F g X F 8 (0.68g)
BN E B T HME IO 24 BRERSHEAKXKT  FA
LR ER - B A K E A KAERMBARBEKKF S N EKHKHEK
4 AT HIE - R B T HBRBRER B HREUAYEEREEER
ook # B (E B AR ETKR) FHEEW RS ZRER YL
. 4 4 (0.57g)

'"H-NMR(CDCls) & ppm:
2.31(3H,s),4.20(2H,s),7.05-7.14(3H, m), 7.14-7.20(2H,m
), 7.25-7.45(3H, m), 7.65-7.75(1H, m)

2 3 ¥ ®

2,3,4,6-m@ —0-%F £ -1-[7-(4-% ¥ A )-X # [bl% » -2-
A ]-D-# % & R #
£-T8CRAABBET > HAmwmiETH4E(2.TInol/L w &
% vk Bk > 0.88mL)# T-(4-F ¥ A )X H# [bl% % (0.57g)
zwm @ %% (10mL)E &k F - 24 F B E FHHE 3302 & 5
o 2,3,4,6-mw -0-% % -D-% H g -1,5-m 8 (1.2g)2 w
Bk (bmL)E & - R RERAHIFBRBE 0C ## 105
4 c RRERSHENEHP RILEKRKERT > R =T 8
XR - B F KR AP REBEKRF 0 LB KB SR ITR
B oo R EBETHEBBRERN > KBRAEUATBERER N EHHE

(i h & % @ EC K /8 B ¢ 8 =4/1) 4% 2 2 &9 1t & 4

312XP/Z5RHER R E (4H{4)/94-08/94106585 83
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(1.2g) -

% 4 % B

2-(2,3,4,6-m -0-F A -B-D-% % % R # & )-T-(4-F ¥ %)
X #H [b]E 5

A 4 (2.0mL)»

4

£ -20CF & o = R AEW /=T

0,3,4,6-m —0-% % -1-[7T-(4-¥F )-% # [b]& % -2-

-
e

e
3

A 1-D-& % & & o (1.28)R = ¢ ¥ (0.49mL) =z T B
(15mL)&E & ¥ > ®#F 1 A 8F o & fv g8 Fo 58 Bk 49 K B R > R
. — B OER - A KERAKAEMARBEKRKRFE O KR E KR
Bk 42 # 4T L B - R B THBRER KB EEUAFBE LR
M EHE (BE HEEEDT K/ BT E=6/1) 1% 2 2 8&
it 4 4 (0.95g) -
'"H-NMR(CDC1s) & ppm:
2.28(3H,s),3.55-3.70(2H, m),3.75-3.85(4H, m),4.09(1H,d
,J=10.5Hz),4.15-4.20(2H, m), 4.52(1H,d,J=10.4Hz),4.56
-4.62(2H,m),4.62-4.72(2H, m),6.90-7.00(2H, m), 7.00-7.4
0(25H,m), 7.55-7.65C1H, m)
% 5 % BB
2-(B-D-% % % R B A )-T-(4-F ¥ A DX # [b]&E %

At m /= T & 42 A 4 (2. Inl) R

n

EEBRT 0 & ho
2-(2,3,4,6-wm -0-F & -f-D-% % & R # &K )-T-(4-F ¥ X )
¥ 3 [bl& % (0.95g)R ¢ # B8 (1.8mL)x & 1t ¥ % (15mL)
BR P c RERSHHERTH/RHE 3 DT & fofefoosg &

K B kR 0 LB BE T OBE X R o E MRE R MR B KRG
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MA K BROBR SR B AT BB o R E T HB KR ER o B BREUAYB
TR ER W EHKE(BELER RILFT R/ FE=10/1)>
5% % ey 1t & 4 (0.16g) -
'"H-NMR(CDs0D) & ppm:
2.27(3H,s),3.30-3.50(4H, m),3.69(1H,dd,J=25.9,12.1Hz)
,3.90(C1H,dd,J=2.0,12.1Hz),4.10-4.15(2H,m), 4.50
(1H,d,J=9.0Hz),7.00-7.15(5H, m), 7.25-7.35(C1H,m),
7.35-7.40CIH, m), 7.55-7.70(C1H, m)
® (K 2 # 4~11)
£ R 48 # B R EH XIS M L F B 34PEFEEHE

BE 1S A 2B SH
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[ & 1]

F 150 48 5% b2 it X

'"H-NMR (CD,0OD) §ppm

|
Rk 4 MOy o

1.19 (3H, t, J=7.5Hz), 2.58 (2H, g, J=7.5
Hz), 3.30-3.50 (4H, m), 3.69 (1H, dd
J=5.8, 12.1Hz), 3.90 (1H, dd, J=1.9
12.1 Hz), 4.10-4.20 (2H, m), 4.50 (1H,
d, J=8.8Hz), 7.00-7.20 (5H, m),
7.25-7.35 (1H, m), 7.35-7.45 (1H, m),
7.60-7.65 (1H, m)

Kl 5 Ho 7 om

3.35-3.50 (4H, m), 3.69 (1H, dd, J=6.0,
12.1Hz), 3.74 (3H, s), 3.90 (1H, dd,
J=1.8, 12.1Hz), 4.12 (2H, s), 4.50 (1H
d, J=9.2Hz), 6.75-6.85 (2H, m),
7.05-7.20 (3H, m), 7.25-7.35 (1H, m),
7.35-7.45 (1H, m), 7.60-7.65 (1H, m)

T 6 on

1.35 (3H, t, J=7.0Hz), 3.30-3.50 (4H,
m), 3.69 (1H, dd, J=5.8, 12.2Hz), 3.90
(1H, dd, J=2.0, 12.2Hz), 3.98 (2H, q
J=7.0 Hz), 4.11 (2H, s), 4.50 (1H, d,
J=9.0Hz), 6.75-6.85 (2H, m), 7.05-7.20
(3H, m), 7.25-7.35 (1H, m), 7.35-7.45
(1H, m), 7.60-7.65 (1H, m)

o. . \"":f> .
Fb T | oL

2.42 (3H, s), 3.30-3.50 (4H, m), 3.69
(14, dd, J=5.9, 12.1Hz), 3.90 (1H, dd
J=2.0, 12.1Hz), 4.15 (2H, s), 4.50 (1H
d, J=9.2 Hz), 7.10-7.20 (5H, m),
7.25-7.35 (1H, m), 7.35-7.45 (1H, m),
7.60-7.70 (1H, m)

E N | \ J Y.
F364] 8 HO #L.O ,) s A

3.30-3.50 (4H, m), 3.69 (1H, dd, J=6.0,
12.0Hz), 3.90 (1H, dd, J=2.0, 12.0Hz)
4.17 (2H, s), 4.50 (1H, d, J=9.2Hz),
6.90-7.00 (2H, m), 7.10-7.15 (1H, m)
7.20-7.35 (3H, m), 7.35-7.45 (I1H, m),
7.60-7.70 (1H, m)

K249

2.21 (3H, s), 3.30-3.55 (4H, m), 3.70
(1H, dd, J=6.0, 12.2Hz), 3.91 (1H, dd,
J=2.0, 12.2Hz), 4.17 (2H, s), 4.52 (1H,
d, J=9.3 Hz), 6.80-6.85 (1H, m),
7.00-7.30 (5H, m), 7.35-7.45 (I1H, m),
7.60-7.65 (1H, m)

312 XP/EEAAZGBHE (#fi{4-)/94-08/94106585
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[ %

'"H=NMR (CD,OD) 6 ppm

2.26 (3H, s), 3.30-3.50 (4H, m), 3.69
(1H, dd, J=6.0, 12.0Hz), 3.90 (1H, dd,
J=2.2, 12.0Hz), 4.14 (2H, s), 4.50 (IH,
d, J=9.1 Hz), 6.95-7.15 (5H, m),
7.25-7.35 (1H, m), 7.35-7.45 (1H, m),
7.60-7.65 (1H, m)

3.30-3.50 (4H, m), 3.70 (1H, dd, J=5.9,
12.0Hz), 3.90 (1H, dd, J=2.2, 12.0Hz),
4.12 (2H, s), 4.50 (1H, d, J=9.3Hz),
7.10-7.17 (1H, m), 7.18-7.27 (4H, m),
7.18-7.35 (1H, m), 7.36-7.45 (1H, m)

(%

# &

[ %

2 ]
Trblbi e84 X
vo N\ 0-/”5:' C
£ 34 10 L
H | OH
OH
KB | 0N°Fs — a
HO | IOH .
% ) 12~16)

£ R 48 H B &SRB XL Y

3 & %

3]

4 rr # 1t A& W

o

2615 4 5K

164 3% X

'"H—NMR (CD,OD) éppm

K4 12

2.80-2.95 (2H, m), 3.10-3.20 (2H, m),
3.30-3.55 (4H, m), 3.72 (1H, dd, J=5.7,
12.1Hz), 3.92 (1H, dd, J=2.1, 12.1Hz),
4.54 (1H, d, J=9.2Hz), 6.65-6.70 (2H,
m), 6.95-7.02 (2H, m), 7.03-7.08 (1H,
m), 7.15-7.20 (1H, m), 7.45-7.55 (1H,
m), 7.60-7.70 (1H, m)

K&t 13

2.80-3.00 (2H, m), 3.10-3.25 (2H, m),
3.30-3.55 (4H, m), 3.72 (1H, dd, J=6.0,
11.8Hz), 3.75 (3H, s), 3.92 (1H, dd, J=
1.9, 11.8Hz), 4.55 (1H, d, J=9, THz),
6.75~ 6.85 (2H, m), 7.00-7.12 (3H, m),
7.14- 7.20 (1H, m), 7.51 (1H, s), 7.65
(1H, d, J=8.5Hz)

ks 14

S""\‘\__ 7
0. Sv.
HO \. |/ :

HO | OH S oM

2.85-2.95 (24, m), 3.10-3.25 (2H, m),
3.30-3.55 (4H, m), 3.72 (1H, dd, J=6.0,
12. 1Hz), 3.92 (1M, dd, J=2.3, 12.1Hz),
4.55 (1H, d, J=8.9Hz), 6.55-6.70 (3H,
m), 7.00-7.10 (2H, m), 7.15-7.25 (1H,
m), 7.52 (I1H, s), 7.66 (1H, d, J=7.7Hz)

312XP/ESEAZRFAE (Hif4)/94-08/94106585
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[ % 4]

Tr6 4k

e B g X

'"H-NMR (CD,OD) §ppm

K 15 Ho

2.90-3.05 (2H, m), 3.15-3.25 (2H, m),
3.30-3.55 (4H, m), 3.72 (IH, dd, J=6.1,
11.9Hz), 3.72 (3H, s), 3.92 (1H, dd, J=
.4, 11.9Hz), 4.55 (1H, d, J=8.9Hz),
.65-6.75 (2H, m), 6.75-6.80 (1H, m),

.00-7.10
.52 (1H,

(1H, m), 7.10-7.25 (2H, m),
s), 7.66 (1H, d, J=8.4Hz)

K445 16 Ho

.28 (3H,

s), 2.85-3.00 (2H, m),

.10-3.25 (2H, m), 3.35-3.55 (4H, m),
.72 (1H, dd, J=6.0, 12.1Hz), 3.92 (1H,
dd, J=2.3, 12.1 Hz), 4.55 (1H, d,
J=8.8Hz), 7.00-7.10 (5H, m), 7.10-7.25
(1H, m), 7.52 (1H, m), 7.65 (IH, d,
J=7.9Hz)

W W NN oD

x S 8 it AW

8RB H ok B %

[% 5]

14

TR OB R E B

on

Ho

no™

Ho

no™
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(X & 6 1)
A &8 SGLTI Z M ¢ 4 4% A # 2 Rk B
(1)# 72 A8 SCLT] R A A &K # 2 A B & @
# AN B B R R 2 & RNA(Ctotal RNA)(Ori gene 2 3 #
)M E EF A B R A HF (oligodT)? 3] F & 47 R & 4% > 2 &
PCR# K A cDNA XA B B - ;A ¢t cDNA XA B B & # 4k * B PCR
% M K Hediger ¥ 8 4 2 A #8 SGLTI(ACCESSION: M24847)
zZ % 1 2% 2000 =8 X A 7 » % 3 A R
. pcDNA3. 1(— )(Invitrogen 2 8 # & )z % & 7 fx %
(Multiple Cloning Site) - 7 4 AN 2 DNA s £ 5 % #1 & #
L2z K F I B R MEE
(2)## 3 AN % SGLT1 % & % 8 #%
A #8 SGLTI % B #& # 2 Sca I 4 1t s & 4 % DNA % - &
B # % % (lipofection) (Effectene Transfection
Reagent: QIAGEN) % AN 2 CHO-K1 @@ g ¢ - 4% B G418 Img/mL
(LIFE TECNOLOGIES 2 8 # & )% 4 # # & &t M %= & % - 3
Ay kB xFE-o-D-% 8 #kd #F2HREN - E
BRBRTRAHERENEZKRNAESH CSI-5-11D> M % 4
200pg/mL = G418 7% &£ F 32 % -
(3)8 X F X -o-D-% & B %k & # (a-MG)#H ] = 3p # & #
CS1-5-11D 4= B #% M B 7L 3x10°18 = & & #& #& » 96 7L &
EREHR > B A 2BABBERTBRZIA - -HBRALEHR
(4 140mM &£ 16 48 ~ 2mM R 416 47 ~ InM & 16 45 - ImM £ 1t 4

10mM 2-[4-(2-58 T £ )-1-vk 4 & ]z s 8 ~5nM = (& 2 £ )

312XP/ZEBRZREAE (#814:)/94-08/94106585 89
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B A PR 2 & kR o pHT.4) % R & % m & JF 2 & M R H A
(Sigma 2 8 # & ) '"'C 42 #% # (Amersham Pharmacia
Biotech 2 8 # & )z a-MG R 4 4 » £ & & B E A ¥ 5

mMe # X 521 &4 & BN = F 2R %> A ABKEEHE

B A F InMa-MG 2 H R A & x> B BB XA & H
ke H B A AXRSRABILASY B ETAE HRKR > W EXHESR
BRoplox A R X 140mM & 16 B & R K R o1t 4 B E K # #F R B
E R & R - B EH B A2 CSlwmpzr it hEnh o &AL
doeoox 180pul 2T R 32 A & B &R (F 4 a-MG 2 X # 3 R 7 T A
B k) »3ITCH E 10 o4 - b BH B T H£ 1 KR % > £

MR R E R Z R BILAE A TSl B ER K ERAE
HEmEBRALEHER  NHITCTHE -1 1I8B%EFTHAILAE
Bk 0 B L 180ul A 2k A & &R (4 10mM JF & 5 M 47 &
Boo-MGx A BERALAEHERIBE 2R - B BE LW
N Topul =z 0.2mol/L & & 1t 48 X5 #2 e e > # & st W= B8 &
% % Pico-Plate(Packard » 38 # & ) s A 150ul =
Microscint-40(Packard 2 3 # & )i =& & % » % #% 2 P§ %
it 8 ¥ TopCount(Microscintillation counter ~ Packard
N B )B R RS EMNUH B A HERERETEAARAER
Ex A 100%: st AR BiASHERAEZXTTF X -o-D-% &
ook v H R E - ¥ UAZE (logit plot)it B X % 1t 4
o # S50%F X -a-D-% H B ok % H x H R ey R E (ICso
B ) o # R ko %k 6 AT T o

[% 6]

312XP/ZEBAERAAE (Hi{4)/94-08/94106585 90
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I | Ao ] ICso & (nM)

£ % 1 220

(R % # 2)
A #% SGLT2 7 M ¢ # £ A # 3 & B
(1)# 7 A% SCLTZ R # R BB X KR &4

B OA B OHF B OR R 2 & RNA(Ori gene » 3 # &)X K & &
B B H B FEATREH% 0 B AR PCR&K XA cDNA X B
B o it cDNA X B B B # 4k > A PCRZE #% K R.G. Wells
' % 3R 4 2 A # SGLT2(ACCESSION : M95549 ~ M95299)x % 2
2 % 2039 2=k X & % (base sequence) * i 3&F A H
pcDNA3. 1(— )(Invitrogen 2 8 # & )x % & 7 & % - s A7
BAZINA R AAF I ZBEOREZHREFTN AT S MBE -
(2)# . A % SGLT2 £ & % # #%

A B SGLT2 % H & # 4 Sca I # 1t m & 4 4% DNA % - &
Bs #& # % (lipofection)(Effectene Transfection
Reagent : QIAGEN)® AN 2 CHO-K1 = &6 ¥ - % B G418
Img/mL(LIFE TECNOLOGIES 2 3 # & )% # # % % & M4 = j&
%o 3 A KR E S EREF A -a-D-F B B ok p HF XHERIE
Moo B R MBTER AERTFTMNHEZ KRHFEA CS2-5E B #% A&
200ug/mL = G418 # £ TF 3¢ % -

(3)B % F X —a-D-% & # % b #F (a-MG)#H R 2 ¥ 4 F #

CS2-5E #m s #% A & 7L 3x10°18 = 8 B & 4 » 96 7L & ¥
B AER & F 2844 BRTBRIA-HRALEHR(E

140mM & 1 48 ~ Z2mM & 16 47 ~ ImM R 16 45 ~ ImM &R 1t 42 ~ 10mM

312XP/ZEHAERERE (F514)/94-08/94106585 91
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2-[4-(2-5 ¢ A )-1-% %k ] s & ~ 5oM = (5 F £ )i A
¥ ot 2 & Bk > pHT7.4)F i & & o B Ik 2k 5 M 2 % 52
(Sigma » 3 # % )8 '"'C # #% 2 (Amersham Pharmacia
Biotech o 8 # & )x a-MG R & 4% » £ &K & B E A X 3
KmibeHhEm» = F 2R% A A48 KBEEHEHR
AR A InMa-MG = B R A & #H KR > P A 8 %A &
R -HRBRarbh AR BLS-DhRETREHR ™ AHRRE
BRoA o R A A 140mM R 16 BB B R R R 1 49 B 2 A # B R R
XRASEHR - # Ll h2zebzzithxn 1L wA
180ul AT R 32 A & 1 & (A 4 a-NG 2 £ # #F R 2 & B & #
D) R 3TC#H E 10 24 - sk 24 B 48 1 R% - 8B A
RERE B R  BILE A TSl 8 &£ A & % & 2 A # %
RASZH R %N 3TCHE -1 B4k hATEEHR
AL 180pl = F % A & R (4 10mM 3k 2% & 4 42 % 2
a-MG = K 2 # R A X AL HRIREF 2R - M#%& B WA
T5puLl =z 0.2mol/L & R 1L 48 X 5 A2 m BB » # & M = BB & &
# Pico-Plate(Packard » 3 # & ) s A 150uL 2
Microscint-40 (Packard 2 3 # & )% & & % » XX #% ¥ P9
# 3t # & TopCount (Packard 2 3 # & )@ & #% 4 & # -
HRAEZBERETAREFTALAEREZMBEE 100% 3 5 % % 1t
e EREZTF EA-o-D-H H B ks HFHRE - UH L
3t BB S dip s 50%5F K -a-D-% & # % s ¥ 2
Boe) iR B (ICsofE ) > & R & 7 A7 7% o

(& 7]
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W S M= ICso & (nM)

T ok 1 58
T & B 2 130
' & 5 3 2.0

(F £ L 2 T # A &)
AHEBH 2z — X ()Am T8 8BTEY - H B
12 E B REE X AT ORRE > 4k kR IpH AR SGLT

FHAER > EHB WA DB P ZEH B RER K XN HET R

—

. B R K E

M mip b kA EHRE R AR - B
b REAFE R TREHERZIBEARE - BRES LB B
HmatE EY - BAEABRHEHEE RBHEYES oBE S
AR Z KR EADB XS R B
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> ¥ XH AR EC

A B A 2z B & ANRM - F T HE - &KX () Fze

Mr A B AT A M R OR B o3E L b opr B oo B oRE G R E AR

?ﬂﬂ

BE

&k REE XA SGLT & W 3 # 4 A - F A » 14 A # &

X
o

R T EEE BEEEEEEEIE ¥ X
BOE % b B koM OE FT 3 AL X R R X T ORE KRB ERME
AT A W 2 B B e R AR ERBERSRE

[R'"&2 R'z2 — % & % kit — & X (S)pr 7 2 £ (R°# R° B

H-OH - @ £ B 7% QA#KAE S B ALF A %) 7
— % &% H-O0H- m 4 %  R°# R°% H-O0H - A& - & % &
F o TERAKAZHKE%E A A O0SHE S AAE CH& N GA
sk i — #& X (G-1)% (6-2)pr 5« 2 £ (E'% H-F & OH; E’

H H-~F-~ F X %)]-

R' R®
3
R R (1)
)QAZ R*
G

o)
HO (G-2)
HO “IOH

OH
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NN R XHBEHBE
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T~ FF &4 & B

1. — e R TAeH RHEBREE PZHFBERZF

Z BT OB B > H o4 M A > WU F ol — & KX (1) ow

R i
L o
)Qp? R*

(X ¥  RTRR'Z—-—F B Fat — & KX(S)Am® 2 K&

(X

R°P°A R4 a®xhdafRF 8#E5-8FEAF C-orx i -
Co-6 ¥ 2 ~ Co-6 9t & (alkynyl) ~ Ci-s 8 & £ ~ C:z-6 % & £ -
Ci-s b2 B & ~ Co-s 4 2R & ~ B 416 (Ci-s D& ~ B 16 (Ci-s & & )
A > B (Ci-smam)E ~ 8 (CiosR DA ~ 8 (Ce-a DK ~ B
(Ci-s 2 RDA ~ #(Crom B DA ~ A -~ B (C-aRDE ~ &
(Ce-o DA ~ # (o ADE ~ B (e MDA ~ Con & &
# A~ ConE &8 (Cros e )& ~ Ce-r 8 & % (Ce-o i )& ~ Coan
R B (Ci-s e DA ~ Con g A B (Ci-s R HADA ~ Ci-o 8 2
8 A - Ci-od % 8 A ~ -U-V-W-N(R")-Z- & T & % & #
BT i RAEB ab 2 1-3@842 & K458 KRKE2ZT &

BRoA K (1)~(xxviii) s

312XP/Z%HAEREAE (#14)/94-08/94106585 94
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(1)Cs-10 % % ~ (11)Cs-103% % -0-> (111)Cs-10 2 % -S—»
(1v)Cos-10% (Cr-s 2 ) ~(v)Cs-10% (Cr-s 2 & D& ~(vi) Cs-10

 (Cr-sotw B )& ~ (vii)# % % -~ (viii)se % £ -0-- (ix)

S

F2
B o5 A -S—> (x)% 5 (Ci-edn DA ~ (x1)% 5 (Ci-s & &) A -
(x1i1)% % (Cr-s % B )% ~ (x111)Cs-7 B & & ~ (xiv)Cs-7 &
oA -0—~ (xv)Cs-7 B % % -S—> (xvi)Cs-7 8 & (Ci-s &£ ) &
(xvii)Cas-n 4 (Cr-o 8 R DA ~ (xviii)Cs-1 8 & (Ci-s B &)
Ay (xix)# B R A - (xx)# B R A -0-- (xxi)% & K
. A -S> (xxii)# B & (Cr-s 2 DK ~ (xxiii)# B % (Ci-s &
FOA ~ (xxiv) # B K (Ci-s e B )X ~ (xxVv)¥ F % B K &K
Ay (xxvi)F F % B K B (Ci-e i )E ~ (xxvii)# & % B ¥
B (Cr-s 2 8D E R (xxviii)% & % & K 8 (Cr-o 38 5 ) &
J AT A A A2 C-o 8 A K Co-o ¥ 45 £
(alkenylene) ;
UA-0-~-S-% E& (21U h-0--S-2%xn->VEVWR
Bl B A B 4 )
VaTAEARRBEZ Ci-oM Az ~ Co-o v M A R B 42
W& -CO0-~ -S0:-~ -C(=NH)-% ¥ 3
ZAHBIXZARTF Conl BHBEE -~ Co-io 3 (Co-n 2 & B )
A -~ 98 % - -R'> -COR* > -=S02R*~ —CON(R®)R" ~

-CSN(R*)R” ~ -SO:NHR" &% -C(= NR*)N(R")R®:

R7~R"\RC&Rbéjéééﬁﬁzﬁ@%‘Tﬁ-E%ﬁéT
" MR RO ﬁﬁ?il*54@’f£»%iC}ﬁ£§&q-ﬁ-ﬁ #
B T & RAXHH oaF 2 1-3@42 & 4 2 F i B & £
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(xx1x)~(xxx11) 3
(xxix)Ce-10 3 & ~ (xxx)% F & ~ (xxx1)Cs-7 K & & &%
(xxxii)s R & %
X Z#s Rtz R RBRTFEANARTES EE
B F i RAEXZ oFf 2 1-3@82 84 2E8 X BE . X
REst RUsg & £ a2 2 R B T £ RA M AT A A E#E A
Foit R A ofP x -3 @4EERXA 2R KA

R® 2 Coondp &8 A& ~ Cir-o % #2 B8 2 B A -~ Co-10 % 5 B A

)

AT EAERE TERAERH T2 1-5@4EF 85K
Ci-elt A R TAE A EHEABTERARKEHE af 2 1-384£F
A2 T o BRA K (xxxiii)~(xxxvi) s

(xxx111)Cs-10 % & ~ (xxxiv)s % X ~ (xxxv)Cs-1 8 & & &%
(xxxvi)s & &k %

RF-RTAR R &% &8 % x5 8%FF ~ £ %

B
B
<

K ¥
B A > Coon gt R A >~ Co-no F (Co-n e U DA ~ 85 & ~ Cioo
W % BE A - R BE OB X - F Bk A (carbamimidoyl)k T & F £
#F AT HBRREAZH P 2 1-5@842 8 K52 Ci-slg X 7 &

RPsm Rise & ®m i ¢ &

2\%\7

R'#s ROt # £ i M B 2 AR FRERAHARTE

2
fa

# 8T
R AKEAH a8 K2 mERA KA
Q& -Ci-s M 8 X - —Co-sfp M & -~ -Co-o ¥ B K -
v =Ci-e P ke K -0- > —Cr-odp b2 X -S- > -0-Ci-s ¥ & & -
v =S-Chies M ke A - —Chie B A -0-Chr-o 4P e K -~ —Ch-o 4P

# A -S-Ci-o 4 & % - —CON(R*)=~ =N(R*)CO-~ —Ci-s ¥ %
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A -CON(R®*)-3 —CON(R*)-Ci-s 1% & % -
R 2 & B F & Ci-s & £
B OAB Coro 3 X R 35
- F AR RF B BE B FRF Ci-slx X

Ci-ox 80 % ~ U A& ~ s X ~Cone &5 A ~ B 7 88 X - B

—(Cr-ske DB A ~ BAL(Ci-sr D& ~ 2 (Ci-s g DA ~ R (Cio

mOA ~ % (Cro DA ~Con e R % (Ci-oe DA ~ B2 F 8 (Ci-s

Ak ~ B (Cioe DA ~ B R = (C-sBI)E(Cis g DA - B

' ’fb(C]-s*f'EfL)ﬁi‘ﬁé(Cl-s%i)g“ ?A’E(Cx—sffﬂg\‘)g‘i‘(:zw

&

g % (Cr-op &)X ~ B 7 B8 (Ci-s &2 & )X (Cir-e 2 & )

B
= (Ci-o 2 )R (Cr-s 2 & )& ~ Co-7n 8 & & ~ Cs-1 3K

B
2\2\1

&
e

B
% & » Ca-7 B (Cr-s B D)E & Co-rn B (Ci-s 8 DX
L

=
[N

‘A2 B B X B &R F A BEHERFCi-s
¥ A ~Ci-ep & A ~ A - 3 X ~Con 8 & 3 X~ B F B X -

-1-]

B

}g:

Z(Cr-em ) X ~ BAE(Ci-s DA ~ B (Cr-s DA -~ R
(Ci-s )& ~ # (Ci-o e )& ~ Co-n B R % (Ci-s )X ~ B F
B (Ci-s e )& ~ B (Cr-sm )& ~ B & = (Ci-o 2 ) B (Ci-o 52 )
A B A (Crosr RODE ~ 8 (Ci-o i &)X~ 58 (Ci-s 8 RDEF
Co-n e &% (Ci-og )X ~ B 7 B (Cr-s 8 R DA -~ B (Ci-o R
)% ~ BE X = (Cr-e DB (Ci-s i R DE ~ Can B W KX ~ Con
ZRAAE - Co B R (C-eRDE R Co-r BB (Cr-s 8 &) E S

A'# 0+ S~ NR':

A2 CH & N

Rgﬁf%gﬁ,/,?:j'-ii Cl-e%’lﬂz%;

312XP/ZBHEREAE (#7i{4)/94-08/94106585 97



200540167

G A — #& KX (G-1)HK (G-2)m & 2 £ ;

mERF - B E c BRE Ci-sr X ~Ci-og & & - 5 1 (Ci-s

&

YA -~ B (Ci-s i B DE ~ £ (Ci-s 2 )E ~ C2-7 12 a # (Ci-s

&

)~ & (Ci-s % YA B (Ci-s s )X ~ B (Ci-s 8 &) A -

9
q

£
Z(Ci-s DB & ~ B R = [#£ (Ci-skx )] B & -~ Ci-6 kx 5

=,
X ~ Ci-s &

‘ Bl B OR BROE -~ Ci-o %8 %% 8 A 82 (Ci-s 2 )R ~ #
A - Ceonx 8% X -~ s X B -CON(R") R';

[ K % % B8]

BERF - -BA BAE -C-ok R A C-o#H AL & 1 (Cis
AKX ~ B (Cre R BEIA ~ £ (Ci-o )4 ~ £ (Ci-o B
MO~ B (Cislg RDE ~ B (Ci-s B DA -~ B & = (Ci-s &£ )

A - B R o[ (Ci-om )] & ~ BRA -~ o mBmAE - E R

312XP/ZEREZRBAZE (4{4)/94-08/94106585 98



200540167

A o B (Co-v 88 & B )X ~Ci-o s s 88 A ~ Ci-o % 5 BB A BE KA
B P8 (Ci-o 38 #% 88 & B DA - % £ ~Cen 2 &5 &~ -CON(R")
R'AZ T A £ ## 8 LEBRRKREH o 2 1-3@42&%2TF
MOl K OE (xxxvii)~(xxxxviii)
(xxxvii)Cs-10 3% % ~ (xxxviii)Ce-103% &% -0-> (xxxix)Cs-10
% (Cr-s 2 B D) E ~ (xxxx)Cs-10% (Cr-s & 8 )X ~ (xxxx1)%
¥ &~ (xxxxii1)#% % % -0-> (xxxx111)Cs-7 B & % ~ (xxxxiv)
Co-n B s & -0-»~ (xxxxv)# R &K A& ~ (xxxxvi)# & K
® A -0--~ (xxxxvii)fs & X & & & (xxxxviii)¥# & % & K &
E-3
R'#s R'2 688 x A 88 FRTEFEHAETHERRE
# oy Pz 1-3@4FEEEZ Ci-olx X 5 R
WmoH R EBEBEIARFERABERTEAEEEET
R R A P 1-3@BE2FEELAERAA KA
[B K & # 7]
BER T -84 BE - C-ok 8 F - Ba(C-s k8 DA
£ (Cholx A)& ~ B (Ciolt DX ~ E & = (C-o 8 ) B A
E R [mB(C-om)]Im At~ BREA - mBER A B X = (C-s
OBl A - B R = [B(ComD)IBRA - B = (Ci-o 8 )% BB
A B KR = (8B (Ci-o R D)]mBh i A -Con 88 X B X B (Cor

B oA B )R ~Ci-odp 7 B X ~ Cr-o % 7% B8 K B2 KX ~ B2 ¥ 8 (Ci-s

&%
a4

% B A )X B K ~C:n e & OB K # A & -CON(R’)

[ &R X ## 6]

312XP/ZEEEERBAZE (#14)/94-08/94106585 99



200540167

3

B

o
H

t

N R

Ci

;?-éi:_(CJ-e%)

+ B F -~ 124 - A~ Ci-e KA > Cr-stt & ~ @1t (Ci-s
) & I (Cr-s e RD)& ~ 8 (Ci-s e DA ~ Co-n 8 8% (Cieo
YA - 2 (Cier )A ~ B (Ci-s )& ~ B (Ci-s £ R D E

Z(Cr-s B A ~ B &R =[5 (Ci-em )] & ~ Ci-o & 5

% £
£ - Cir-otp a2 88 A B A -~ Ci-odx 2 8 A 8% (Ci-e 2 ) &

N

s Co-rdp A% A -~ B s 88 £ K -CON(CR’) RY:
R’ R"% B % L & 8 & F & T B F & # 8 &5 K

2 Cc R ABES - BTFTHBEATZIEE

3
1~-3 /8 % 2 Ci-s ke & & &

MmE R EEAEAFBREZIZARFARAEART AR EF A A

B A B R = (Cieetm )BR A ~Ci-o g X & (Cr-s 2 D) E

o 8 B A - Ci i BB (Ci-s )X A BB ¥ 8B X ¥ 2 42 8

£,
1~3 18 #% = Bs 3% KX m X -

2. %o ¥ % B A B ¥ 18 X 4 A B TAE Y RHE B E L

A 2B A ZETANRE LT QBETF R MFT

% - -0CH:- >~ -CH20-~ -SCHz2— >~ -CH.S- -

3.4 ¥ % & A KB P 28 X KA MR ITA Y RE B EE
A B AR EARE L QBN X
4. %0 ¥ 3% £ 5 KB ¥ 2RI EASARRITAY HE B EE
AW LB R AEAERE > EY QA BT A
5. 40 ¥ 3 & A K E F 1EZIHARBEIMAY NHE & EE

AW oz B oK W% oz AR H » R°RZ2 R° % B8 B = A &

B

\:P
F o~ 2 K v B E R F > Cr-odg B > Co-6 3 K ~ Co-6

ok AR~ Co-o M B K - Ci-o 2 B K& ~ Co-o 45 8L X ~ B 1t

312XP/Z5BRERBAE (fH{4-)/94-08/94106585 100



200540167

(Cir-s 32 DA ~ B 16 (Ci-s 32 & ) X 6 (Co-s 42 2R )& ~ #& (Ci-
o)A - & (Co-o M DA ~ B (Cr-s g 8 )E & 2 (Cr-o 2 5 ) A

6. % ¥ 3% & A % B % 1 £ 58 ¥4 — B X B4 KRN AE

oy

KR B ESE LR FXBERLEIATRE R T R AL
KR R o oE E e
T.% % 3% & F 30 B 2 1 2 518 ¥ 12 — 18 2 4 & 5 B 47 &

& rEH 2B AR E LT ERE £ ¥ G A X

P2
P
)
e

T X %= & 2 & .
HO

OH

8. % ¥ 3% & M % B ¥ 6B B S R RIT A Y KXHE B 2L

L H B RBTFIARERE AP CHERT AR A

HO

HO"" “"0H

° i

9. — " B R aiY EHME 2FHFHFIEHNEBRDZ I
B XA RBRITAY R BEELR YRR B KR E A
L B R O

10. — 4 A% SGLT M 3 % & > A H M A 44 F 3% &
AR B FE 1l RBRTESRERTED LR ER T E
£ 2

¥z AR EMAEREAF KR C

»
2\5\1
any
N

11. %0 # 3% & A &6 B ¥ 1038 2 A 8 SGLT & M 4 # #

312XP/Z AR BAE (#/14)/94-08/94106585 101



200540167

# ¢ » SGLT & SGLT1 & /% SGLT2Z2 -

12. 40 % 3% % A 32 B % 10 38 2 A 8 SGLT & # 3 # # -
E AR % B 0 B HE -

13. 40 % 3% & A s B % 10 8 = A £ SGLT & & 3 # # -
A A b &b EMI RERZEAB RE BB -

14. %o ® 3% & 4| 36 B % 13 B = A 8 SGLT & M 4 # # -
E ¥ > @B e EE MM R ERAEEFAER AR - BB B
wtoEE OB ABRMEHERE - EHE - SKREFREE S

‘ BE o E ~ B HEE B e E - & = B H bRk E BB KRB E
¥ - kWK RILLE - S RRE B e MHo® s FE B A
B o R AR PR R AT ZER

15. 4 % 3% & # s B % 10 3 = A 2 SGLT & # 4 # # -
A AHmiEHEHHEAMERETE RS BB KR ZIHES MR LR

16. % F 3% & A 36 B % 9 8 2 B & ;a4 £ ¢ > # &

17. 40 ® 3% & #) 46 B % 10 38 = A 2 SGLT ;2 & 4 % # -

s

oo B A A & B M E B
18. — 4 % & o B 2 H 5k RHHUE  HEFHE
#x PP HEEHKEE R 1 ARX AR ITAE M RE B ESELE
s % 2 B %% % X AT BB oMo e
19. — & B & o # E AT 35 & KB ZIHBEAW RER Y E K
HHMA > LA X ERTFTIHEENKEEBDE | R B A %K
. A4 X R %12 2 E R XE R E XA EE @R

20. %0 ¥ % X A S B ¥ 19 B X AW RG & FE R P o

312XP/ZRRERAAE (1814-)/94-08/94106585 102



200540167

B H R R R R AEEERAER BB N E
¥ oM AR MM BEE - RMEE SR EEALE KA

Be Bl B2 o E - 5 Z BE H h Bs kB -~ Bs BV K M E ¥ - & Bk

B

Wk R AL E - B B - B kMo ® s FE R AR AEE R
Je B PT MR OR B MY X R R -

l.—#mE it i EdUEEYSAEBABEARZAS®R
ik F ko BB B A BE K ERTYHEEANGEEDE ] R
M A B AT A Y R E B 2L LR WX B R WK A B

® ...

2. — & ¥ F R A KB F | A X 4 b %BETEY RHE B
EE2LASZHF LB ZTEATREZER > 4 A QY B K
% oo ok ¥ R R B B @R -

23. — ¥ % 5 A K B F | B X B A %BITENRE B

R LR REE A

<
(3al
et

Rz ER > %A NERR

bW E PG AR R X R &

g

B R B B @ R

)

24. % ¥ HF R A K E F 23AEXEA R Y 8Bk BE
il hmABHEFARBER  HEHBERIHEEYE S BER
HHREE - RBRHE  SKRBEFLE  ABELE - FH KBRS
woE C B E R RE BB RYEY - B BB LR
E S B R B - B b M w B s FEE 3 KB D E R B R T
BB P X KRR

2. ~ 7P HF EAREE | AR EASHENAE YD RE B

;e

N ¥R LR EHT B R E AT RS ER > 4R R 2m

A E AN ERE YRR A B R R X B R BB e R

312XP/ZERHERBAE (#1{4)/94-08/94106585 103



200540167

/I

260. %0 ¥ F B M B E X 9B B E @Y H TP oHM
B HE B R E FOBOR MR B R R B - %M E R
5 & 45 b 4% # #F - SGLT2 /2 M ¥ # # -~ B & & % & & £ 8
o - A EESBRER O R E FXRKH KA =K
Bg L1 #p % & ~ — Bk 88 IV ¥ % & -~ & & % 8 B 8 5 % % 1B

pod) B O~ BT BB B BL AL BB dp W B - B B M 06— B 8§ 3¢ H A
R o — 5 B oBR dp B Bl - M OB OBE X R BE M R B -~ B BB M A iy

. # # ~ D-% M B (D-chiroinositol)  FF 8 & A& 8 ¥ # 8 -3
poHl OB O~ R F AR OB RR -1 AR F AR BRAR-1 B - AR
FARM K -1 R XA - F A F (anylin) s FHEF R MUY - F
BOE R KR - BEERBBWHE AP BLRLEYD
(advanced glycation endproducts)s m # # # ~ & &8 %
B C ¥ % B ~ v-B A T B % B S 4 B - 4y B F B E R
B o~ # s B F NF-«B#p % % ~ 5 % & R 1 88 3¢ % # -~ N-T
B b —a—-32 & B M — Bk 88 (N-acetylated-a-linked-
acid dipeptidase)¥ # # ~ % & ¥ # £ kKB F-1- & /) &
RRAERBF - ) RRARERBEFRMY - LK ¥ ER
F & A KRBT -ARTAEYD - KB H -5 KX-1-F %
Z MW B B - EGB-T761 - 2 ¥ 5 % (bimoclomol) ~ 4 4 £
(sulodexide) >~ Y-128~ st & # ~ /& % ~ &8 F A X = B # 2
AR R B8 ap & & -8 4 BITAED Bi-F LB F BT KA -
N B X B A BMENBAEBBIHE - ATH

(Probucol) ~ ¥ jk B& % 22 1% 3 & -~ B B 8 & 0 3¢ %] & ~ B

312XP/Z4RAZRBAE (1{4)/94-08/94106585 104



200540167

B
A
) 1
B
&
ik

%

o 2

pod B MR R B BERBE SR B - BB
B oy BB - RO AR M BE A BB BRI R B - EH A R B
B~ Rk EREZ B R R Y R E - A BT AN BB
MEoE 4 R B TR BB R TR R DR EREERE
oA B R R B AR F BB F R
g E B TR EF IR NEFH

Be dp ) B - N R FXRB B A KB s TR E A

)

w
S

RoM PR A BB R R A L TEE BT REME R R B

. ce—-F L Bk F X RRR KB - ok AR B - KB A R W R B

Fk

G

i

B -

i3

BE B ¥ 1R i B R Kk Mt Bl A R BEAE P2 E D] B
A M OR e

27. 4 F 3% % #) 8 B % 10 8 2 A £ SGLT 2 M 3 % # -

EoF o 4k 28 F A BRE F AR MMBEE - BB KWH E

BB - R OB F 4 MR & B - SGLT2 72 M 49 %1 # - B & &
PR B KB MY AR EFXTBRAEE R E F S OE KA
B o~ =Bk Bg 11 3 %0 % ~ = Bk B8 IV 3 % &% «~ % &8 % B K&
Hi B 8 1B Hp b B - BT BB B BE MG BE dp %) B - B B B -6-%
Bg ap H) B~ R M = B B% BE ¢ Bl B - R B OBE X R OB ¥ B B -
B A A& 4 F - D-F AL BE - B B A R B E s 88 -3 d4p
M E R M AR-1 A E AR K-1 B MY - B EH
Bk -1 4% & B ~ BB F - B FBRUS - F B E R KB
¥R R B R B - BB BEILR L E YL R B - FE G
Bodg Cdp %l & ~ v-B AT BB EH - e T @ E R

B~ ¥ sk B F NF-«Bdp # & - B H & & 1t 88 3¢ % # - N-

312XP/EEERER BAE (#Ri4)/94-08/94106585 105



200540167

CEaib -a-i2 & BE M — BK B I A B - BB EF K4 kB
F-Il- B RRRE KRB F- -/ DRRRELE KRB FHBEUD
R AR T & E KB F 0 ABITAEY ~ KB HF ~ H-
joa A -1-F Xz m ek Bk - EGB-761 - =2 ¥ % & ~ 4 &% £ -
Y-128~ 2k 8 % -8 & ~ & F XA R — 8 % 88 AR B 8 3¢ & & -
g o4 B 4T £ 4~ B-F L KR F X R R BB - BB A B A E
Bl 82 86 & @ 4 8 30 3 B - A T B ~ F K KR L OB KB - B
Bl 82 & M ¥ H B - B BE e A0 Bl - MR B = M H4 e EHEBE
‘ B K i R OB O~ B OB ho RBS I B OB - A AR AR B A WS B

wOE - BRH A ORI RE R EREZS B % B - H

e

BB ATEY > BT HRMBE - MARBETRBS BT IR
B REBEESEBZT oA REHE - £FAFEE

3k BB Jp B B - F M OBK &2 M W BB I H A A B F I

M
33
&
oF
e

f
N R 5 & 3 830 % B - W & & % 2 8 3 B
o R

A A B - 5 BT RE B 8T KR ME B - RO &

rOET R - Pl M e B E - -F LK E X s

Mo
e
b
32,‘\:
P
&

v ARED Bk BE A R W H OB~ Sk OBROBE R AR & B R A OB M b B
i R BT RNl R EE SRR

28. %0 ¥ 3 R A B F 18R AR KL & o FH ko

et

oo P EFEAKRE FEUR MY R B R R B %
MO%E - BB F 45 o 4e i B ~ SGLT2 2 M 4 4 # ~ B B & &
BB EHBEMY AR EIRREBE R E XL BN K
N B o~ Z Bk B 11 4 % & ~ — gk 8 [Vips & - %8 % 8 K ®

B B B 1B Hp ) B - A BB BE BL oAb BE dp A B - B OB 4B -6- &

312XP/ZEBAERAAE (FH{4)/94-08/94106585 106



200540167

B Hp # %

B 8 3 A 4 B

el

RE

B o R R B

5
&
F-1-

E

ja X -1-% X T M B B

Y-128~ £ B & ~ B B -

oo R
B & B
&

g

#r
M
% B8

e

Mo

A Bk Bl
L F—E-@T'iiﬁ] N

2N

S I M E R oM ORR -1

R -1 4% 2 &

# 8 C 4 % &

B ¥ A B F

A&
X 8B
e Hp
#OE
£ 4 -
E &
¥ #

w# B

— B B

v R B®

g 0 w B

B it —a—-32 & B M = K

#
Bg #p % Bl
B

Bs B5 Ao £, B8

b . BE Hp &

B T B R M
B & #% &
Pk

# -

NS

v 85 B OF iR E OB

Tl M B o BB

BB R A W B

312XP/Z5RRERBAE (H{4)/94-08/94106585

x # £

& ¥

5 10 4 #
S D-F M E -
S kR B -1 B A4

B F B -

vy AT B R
~ 3 4 B F NF-«xB 3¢ # #

B dp # &l

A& 4E kKB F O
EGB-761 -~
R’ R = B % B
- B-F LB’ F X

A

pow E

5 Hp

| -
Bl -
a i 4 B -

K 4 A" W

B
f

ca:-F LR E R

R OB BR & & B8 A

AT B 46 AR B £ i 88 -3

#t

S E BB R K E M A R W8 E

B #E B

 fE R i@ R 1t 8 4 Bl

WO FT A Y - A

s ¥ % K - 47
% R B8
BAR KR - BA WK
T &~ FKKR % 2%

A

2 Bk

o

wOE O~ AR AR A B

F.’:_:

®t & B & &

Aga “m

M X

15|

e it B #

R R I I

B ok

Bg 3 4l

IS

%
oW B - R RE R

TR M E R R

pat

OBk BE OHE R R & B R KO

© o4 B T 1B B

i ;.Yq] ~

# &l
i H
A

F #t £ AR & B

& B8
n

o~ N-

BB F K4 kB

oo RRBRERBRF DR RRERE T RGO

$ + 5-

E

R

AL BB

1t El

107



200540167

oM R B MY 2Rl BB MR

i

&

Bk
#1

29. %0 ¥ 3 & A B 2 198 X B % & # E 5 RKERBZ

M
%
di3

5

&l

#

B

%8

184
#t

Ip

i B

"

23
2
Fx
4F
B

L

1% 3

. i

&g dp

R&

RE B FEREF o omAERTFTEEE RS E AN
B~ M R e B OB - % M B - R B F 4 b 42 # # - SGLT2
R OB R B FRBREFHEMY - AEE B R EE
X ORE B s R M B - =Bk B Il 4 B - — BB IV ip
~ & B % OB Bk B oH BL B8 1B o 4 B - B B A% B 1t B I )
BB M -6 a BL BR dp B B - R B = BBt B B B - AW
R By Mo OBl O~ BT BEOM A dp H B - D-F ML B - A B A R
B B -3 3 H B ~%%%#,iﬂiﬂt—l~ ft 4 F % M K -1
o~ o E AR BR -] RO B - F B E R B ER M
FRKXE - BRHEIERBIWHE  ZEABILRLEY L
wWOE - F o6 K oses C¥# B ~y- KT B XHEIREE
T i@ i@ 4B - 4B F NF—«xB 4 % & -~ 5 ¥ @& & 1t
# # - N-T 8 b —a-i& & 8 M — KK 88 3 % B - B B
KB F-1> /] RRRERRBF »~ =/ pRERAE KB
ot > LR AERF L LE KRB F S ARTAED

¥ ~b-s A -1-F A2 m 8 B - EGB-761 ~ = ¥ % & -
A~ ¥-128 LB & ~ B A ~ B2 F A X — 8% # 88 AR R
wOB O BT AEY > Bi-F LR F R E - BBA
At B B B2 BR R B B 8 R B - m T B - F oK KR %R
B o~ BE B B R K I B B O~ A5 BE e B B - Mok B = B OH

B Ea RS B M R B R A kAW B

AR BB R B RESRBI A KL EEEZTSE LR

312X P/ZEBHERBAZE (##{4)/94-08/94106585 108



200540167

v
R}
NN

i}

v

Pt

g3

#% & B A BRI MR LEZBE I E K P oa

5 F

(3

¥ E

=
&

e
s B

& #A

Al Pa. <.}
= Y
=

>n
S0
&

#p H

+ B &

Il BABH NAFBABHH A LT RH
i

Y

IO

S

1t Bl

B OR M

B OBE AT A& 4~ BE T BE R M OB - 4 £ e BE T B 8
B~ B B BR Bs W O & B W ohl B - R K& IR OB
3 o34 BR dp B Bl - P MK N B R R RE
B B~ 45 B F Lo OB O TRRMEE LB B
B B - FREMBF o B B - a:-F LR FXRERHA
ROE Bk BR A R oW B~ A&k BROHE M RO B R K

R B AP E D] EEE MR

30.% ¥ 3% R A & B X 21 Bzt B EHEBEAMNETES
4_9\

+ &/ FEE B R

¥ % B O~ BRI R B - M E RS KSR

#B ~ SGLT2 % M 4 %1 # ~ BB B F R B B & #8 & 4 ~ F

o)
BE

7

3
¥ 1t &
T & %
B B
o oH A

|’ R R

¥R R EB E X R BB A= kB I R
IV dp %0 &% ~ & & % B A 8L 2% 88 88 1B 3 # & -
Be 3 ) B - B OB M -6-5F BL 85 0 4] B - R B = H

A OB OBk R Bg ¥ oW B - B B M 4 o ow B O~ D-
B & A BF F B B8s -3 dp H OB O~ A M F AR OB ARK-1
AR -1 8 4 ~ A 4 F AR M BR -1 4 & E - F H
Bt - BB E R MKE - #EE R R B
“ E Y 2 R R B - K Ba K s CapH B > v
B L4 B M B T R B AR % B F NF-«B
Y @ A 1t B dp H A - N-CT B b —o-i2 & B M —
B B FHAKBEF-I-ARAJRRRERAE KB F

£ kB FHE MY - L R ¥ERTF L ALE KE

312XP/ZERHERBAE (#815)/94-08/94106585 109



200540167

:}"

MoER ST A 4 - A HE O~ -8 EKX-1-F KX T R B BKE

EGB-761 ~ = ¥ % % ~ 4 % £ ~ Y-128- % B & ~ B # -~ %

ki
it

#

1|

3

N

BohE TR M AR ELBRAEE - KRB FXAE MK

&

o= BG oW B AR R BRI A B - M 4B BT A Y > B-F L
% BE MR B - BR A B A B B AR OA M B R B
By ~ F oK B % B4R K B - B B B R K dp F B~ Fs BR 4P
oMok B =B H e RSB KX E KR B BEW A A B
B~ P oBk i M EE R BB BB RS AE B oW B -

ERE A LB R B A RBATAEYD BT R R M A

£ T B BSE TN A BEBEBESEBE SN

R B H B 2 EARBRTE KB R E  PHREKEN

&

H

% %

1. —# 64 Fad(ARB)x 2Hh e AR > % AR

I B FAEE I XS BRE R N & F #4888 3

MR E S HRRERE M EB S SBETRER S AE
M o OB R R AL TR B R PR B R -
B E % B R B~ ok AR OB kB OA R oR OB - &

AR i B R Mk oER M At B AR B AE T E DL EEE

¥

fo oA i B R B OB 4 oo

ey
+

(M)A ¥ % 3 HEBE% 1 BRxBEASHRRTAED XA EE

Aoz B oK%K xR RERE R

(B) & % 42 A B & F & & M 3% 3% & -~ # % k3¢ # # - %

X

"

Al -

“ Bk B F 4 AR i B - SGLT2 & M dp b B - B &

qf

%

=

K

& &

=k Be Il 3 %0 % ~ — Bk 8 IVipH & £ 8 %

=B
Y
=

312XP/BERHER BHE (#514-)/94-08/94 106585 110



200540167

AT

B -

RE

® .

¥+

t

B
B
&
1
i

|

B &% 1B 3¢ 40 B - BT 88 &% 8% b B M B B - B B B -6-#H B

¥pow) B O~ R oM - B BE B W B B - A BB X R B A A

B 3 04 dp B B O~ D—F BL BE - AT BB A R B F o 88 -3 ¥ %

o4 E M OB BR -1~ A oM E M BK-1 M - A E K

Bk —1 42 % B -~ F K EF - F H E B M4 - F OB F R KB

¥ R R B Ip B B & BBt R & E WML AR A E

\ﬁ—é

wode C 30 # B ~ y-B A T BE % MO H B - M BT B ER

S - sk B F NF-kB iy # # - B K @ A 1t

oW &l

.« N-

B it —a— i & B M — Bk B ¥ o B - R B F K £ Kk B

I R RABREREF &R RRERBEFHRMD
kAR F e s KRBT ARTAEH - KEHF - O-

A -1-9 % ¢ m & B ~ EGB-761 -~ 2 E 5% & -

Y-128~ 3k 8 # ~ 8 # ~ &8 F A X — B % 8 A B R
S

4B 4T A 4 > Bi-F LR F X OB R KB

B B K & % By B B - A T B - F KK LM

LigiEs 3

% Eg A C

2 % #

BE R oM ¥ ok Bl B B dp R B - Mok B =8 H 0w kBB

B 4 B O~ B By A0 RBRE R BB - AR M E A WS

B~ B A R R OB KL ERBEEZTSE LR

¥ 5% B

B 47 A& M > BT B R M OB O~ M BT RS E T

- BB B ESBE S E R R A

v & F A B

-

$hoss dp B - P M O A PN BRI A B ok FAHEFE

B dp W B

JE

B EE R E FHBBHNE - NAEFRXARARER

BBl ~ S HFRER - ¥ HKRMER LR H

RBP4

OB A P e Mo BOE - o-F LR EXARRKAE RN

312XP/ZERHERBAZE (4/i{4)/94-08/94106585

111



200540167

AR B~ Sk BE A A d Bl B o R BE BE e 4T B R K B 1 b A
Mk R B Y 22D 1R E -

32.—# a4 TE (MRBIZEH e AR » %A YLS
Bk m e R A B R A RS

(MDA ¥ % 2 4 8 B % | B 4% 6% RMEeD £ SR

e

P B oz B oR %K xR OERE R

(B)A 2 % 8 B & ¥ & & M 3 3 % -~ #& R ik 3¢ 4 & - 4

=
E

SR L E N R E - SCLT2 E M M A - BB F &
@ crmum - ABELBAEBH B E & B K H MK
Blos Zoa ek [1dp B Al ~ —m s IV bl &l - B &K B B
B s 1B e B Bl - BT B G Bk Ab 8B dp B A - B B M -6 &
B M B 0 ROM - B S H A - BB %L B s M A -
BEEE B A e Bl Bl - D-F BB - FF B O B B £ M 5 -3 0 #
Bloo M R B B -1 B K OB B -1 B M - AR E M
BEBK -1 - 3 B ~ B # F - F A F B MM - F OB E R B
Wk R R MW M B AMBIEBRKAME A HE - E B
Ko Cam sl v—mATHRLRAEA wmT ok
BoR - B F NF-kB i 4l A - B K ® R Ab g e B - N-
LBt -o-® B - KB B A - kG L EE
Fol m B ARAEBR T o bR RALEREDTAMY -
LA KA BT - WA EET - AMAAEM - R E - 5-
o X -1-9 XK Z MW 8 Bk -~ EGB-761 -~ w2 ¥ % B -~ 47 415 & -
V128 i B A - B A T A A - M S AE B % M A -

BB AT A M >~ Be-F LR E X OB R BB - BOA W A

312XP/2EERERBAE (F{4)/94-08/94106585 112



200540167

C\

N

B

i

K

e

BY BE K % A BE dp B - AT B - F KRR OX B RO B B
B R W al B - BE BRI R B MR B ZHRHABDERS R
Bodp A B~ B By do RBRE R B - AR AR MBS EA B S B
B o~ B E A R BB KK EEX

BE AT A& 4 > BE T BR R M OB~ s X e BT B H S BT o

w}
3
]
S

B EEESSEE R RE WA

%oBg I OB - P M OB & RN W H B &

i
O B
@‘_\

S

BB - REFHEBBEBH B "R FR
BB o~ 5 B FRER > LT HRERKEE LR R XKML
B & -~ Pl F o B A n-F LR EFXIRARAE b
wROB O~ Sk BE £ A& W owl Bl > Sk BR OB R R & Bl R S B ML A

AR BEae Pz E Dl E R

i

33. — # 8 4 FT #H (A DR (B)x # s &y A 2 » 14 A » &
%5 o ¥ B A OB OE 4R
(A2 ¥ 3% B # 4% B £ 1 B X 4 4 3 8 47 4 4 5 H % 2

LEH B AEEAREE R

2\}‘7

(B)& B #F B8 B & F &K M3 % & ~ & & k3% & - &
2 -~ B B F 45 R # B -~ SCGLT2 F 4 3 % &% -~ B & ¥ &
EEH MY - AR FXRRER KR EF X R MR
s =Bk Bg DD 3 % & ~ =Bk 8 IV ip 4 & - & % 8 KK
Bk B8 1B #p ) & -~ AT B2 B B b B8 3 A B - B OB H -6-8 %
¥owl B O R - BBt B R B - R E R X R M H A

B W & 4w B > D-F B - KBS Bk -3 ¥ A

AR R MR M AR -1 AR R R RR-1 B B E K

312XP/ZBARAEE (#{4)/94-08/94106585 113



200540167

BEOBK —1 4L Bl - K Mt E - B OB F B MY - F oA E R KB
BL AR iR OB B I B B - A M BIALRL AN EKRHHE F B
g owc Be C dp ) B~ y-Bx A T B % B B - B F @ E R
# B - 4 B F NF-«xB 4p # # -~ B % & & 1t 85 ¥ # & ~ N-
B it —o-i & B M = B BE e B B - R B F K A Kk B
F-l-w )R AEABRAERBF £ IDDRRRAEKRRFHRMYD
P R AERF e+ RB T ABATAEYD KB HF > O-
3¢ % -1-9 X z W & B -~ EGB-T761 = ¥ % &% ~ 4 4% &
Y-128 0k 38 8 8 B - & F X K — B #H B AR R MW A B
o B 4T A 4~ Bo-F L M F % B R % B - BA WA
Bl 85 86 A & 4 8 30 # B - A& T 8 ~ F K B % B R K A - 8
Bl 82 % o % Bl - R EE i B B - MR B =R HB E/L X
G F ¥R B~ BE B A0 ROBE I B B - R B AR M B A B B
BB - BB S R MR OB K EREE S ZHRNRAE R
B BE AT A M~ BB T BE R M B - s B BT B E B B T o6
B BB BEBSE SR E - RBEHHE - e EAFREE

3 34 B dp A B - P M OBK & M W0 B8 I B OB > & B x I

M
Re
&

o
B A - " E TR BB N FRMERE R
AR B - S ETFTRBEE - R EFHRFNEEL R RRE
OB B - P e MR BB a-F LK ERRARKB A
R B~ Jk BE A R M B B~ Bk BR HE e R 2 Bl R A &R M b

PR R BE @M P 2 RNl B OE o

312XP/EBHERBAE (41£:)/94-08/94106585 114



200540167

+- - B X

312XP/E$EAZR AR ZE (#14)/94-08/94106585 115



200540167

+~HEEAKRERE
(—)REHZTREBAE & ( ) B e
(VAR EBZ THSIEMEENRA .
&

A AEZHCREXE  FRTREETEHSMAOCER

R’ R
N@/ © (1)
cs)Q WK
RS
. \
Q-@ (S)
RB
E2
E' ©
, (G-1)
HO™ "OH
OH
0
HO (G-2)
HO “IOH
OH

312 XP/ZEBHERREZE (##14F)/94-08/94106585



	BIBLIOGRAPHY
	DESCRIPTION
	CLAIMS
	DRAWINGS

