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HMEB-3pH B - RSB FRMBER-1EHNAEANNL R
Bk o~ A BBEHBEE  SREFLE  BRAHEY R
Br AR BRBEFTZ L KRR

B b B R B dp 4] 8 5T B 5 rascobyl gamolenate -
tolrestat ~ 4% 14 8 44 (epalrestat) -~ ADN-138 -
BAL-ARI8 ~ZD-5522 ~ ADN-311 ~GP-1447 -~ IDD-598 -~
fidarestat -~ sorvinyl -~ ponalrestat ~risarestat -
zenarestat ~minalrestat ~methosorvinyl ~AL-1567 -
imirestat ~M-16209 -~ TAT ~ AD-5467 -~ zopolrestat -
AS-3201 ~NZ-314 ~SG-210 ~JTT-811 ~lindolrestat % o
B R RS B N b B R R AR E SR
EARBAFRELESI ABRKERERSBERLAERMERZ
@K = Re N L AW EERE IR 0 KR E R N E S
BOE X E K o

#% 3% R #(advanced glycation) #p %] # %o %4 4 %B, &
(pyridoxamine) ~ OPB-9195 ~ ALT-946 ~ ALT-711 -
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E - HARE (32)
pimagedine HCl % - & 3% B4 dp 4 & b N 3 $ &£ 2 & B K
REAH SN o RKEARZIARERBY AL R MRE @B
BE  HBFNAANRNBER BB EZ LR

B % 4 mCp 4 # 4LY-33353]1 ~midostaurin % - %
BEaBCirsl 2ot AR ARAKXERFEANRS o
KR LRI EEEMBCEME  HEHNEHNAEEBMKH
BOEZ BB .

Y-BE R T B % B4t B dotopiramate 0 43 % 42 3% B
4o BB B £ % # (mexiletine HCl) - oxcarbazepine % - #&
% B FNF- kBip %] # dodexlipotam » fs & 18 f 1t 8% 3p 4] &
wwtirilazad mesylate ~N- Z 88 fb- a- & & & M — Bk 8 v
# % wGPI-5693 » A HF T A B o A F &k -
levacecarmine HCl ~ & 41 %2 #% B # #& (levocarnitine
chloride) ~ A2 % W # #&(levocarnitine) ~ST-261 % -
LI EEBRARBREFHRAERBRF-I - ) RREAE KB F -
R RBRAERB FHEMY - LEBBERF - L4 KR
T~ k(EFEZH)YE ~b- X-1-F X 2 »N & B ~EGB-761 -
bimoclomol - sulodexide ~Y-128 % 43 % & # » # & % 4
B8R 2 8 & e

BT R R B sAE R B dpH 2T R4 kovastatin
Na -~ pravastatin Na - & & 4 T (lovastatin) ~ # &K % T
(simvastatin) ~ fluvastatin Na -atorvastatin
Ca-trihydrate ~SC-4533355 ~ SQ-33600 - CP-83101 -~
BB-476 ~L-669262 ~S-2468 -~ DMP-565 ~U-20685 -

®
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&~ FAWRHE (33)
BAY-x-2678 ~BAY-10-2987 ~pitavastatin Ca -
rosuvastatin Ca ~colestolone ~dalvastatin -
acitamate ~mevastatin ~crilvastatin ~ BMS-180431 -
BMY- 21950 ~glenvastatin ~carvastatin >~ BMY-22089 -
bervastatin % - 8 ¥ A X — 6 # s5A R R 8 30 %) % 435 9] 4
MRk BELE - SHEEBELE - & =8 &b b g
%%Rw£#~a%%ﬁmﬁ%%&kﬁ’ﬁ@%wﬁw
PR BHBEHARE R o P REEMEIK > XL
fe f JE ~ H BB B R E - B AR WAL M B KB L E XS
@2 °

fibrate #8 1t & 4 T # 4 obezafibrate - beclobrate -
binifibrate ~ 8 A B 4 (ciprofibrate) -
clinofibrate ~clofibrate ~clofibrate Al ~clofibric
acid ~etofibrate ~ fenofibrate ~ gemfibrozil -
nicofibrate ~pirifibrate ~ronifibrate -
simfibrate - X B 4 (theofibrate) ~ AHL-157 % o
fibrate HAE S W B AN A AN LB SHRETLE - T4
E > HREEBEaE - HSEZBE A LE - BB ARAYEE
DB KRBRILE » LN AEFBKIILEE S B
AR EREMBE AILRNBEREL P ZBEH dE > HEFDSDE
fhjE ~ FH B H B A E %M%éiiﬂafié‘ﬁﬁlfﬁi'fbfz
;}% o

Bs- 8 LM £ X 8 %® & T R 4 9BRL-28410 - SR-
08611A ~ ICI-198157 ~ZD-2079 ~BMS-194449 -~ BRL-

5
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A~ AR (34)
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 % - Bs- B L &
FXBUDBBNAANSCBERHEE KR L EFhE 3
e JE - BB AE B ZHBEEEEARE - SHBANE
oo oE bR KN B, -F LR ES A8 1T & A5 A B A 1t X
%%%%’&Q”A%%f‘ﬁ%%?hmeﬁ°

LB EA C EE B CEHBAEBEIHETRYG b
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 ~avasimibe ~CI-976 ~RP-64477 ~F-1394 -
eldasimibe ~CS-505 ~ CL-283546 ~ YM-17E ~ lecimibe -~
447C88 ~ YM-750 ~E-5324 ~KW-3033 -~ HL-004 -
eflucimibe ¥ - Z B # 85A © FE B 83 86 A 30 75 85 4 4 &
HAHAARFANRERZELE - SHEEBHELE - 5 =8 H 88
o >~ A ARBEY TN H WA R &
BABBEUKKRL T ERSE REBALSSGELE - 3 8B
Bl 8% & JE X 6 & o

FRBR X B ME H ot FREBM(liothyronine
Na) ~ £ % ¥ KB % #(levothyroxine Na) ~ KB-2611 - f&

o
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A~ (35)

Bl 8% & M ¥ %) % dwezetimibe ~ SCH-48461 - A5 8§ 3 %] & %o
oristat ~ATL-962 ~ AZM-131 ~RED-103004 > A &k # 44 &
A A% a5 Hp H % oetomoxir 0 A B M b R B dp H % &
SDZ-268-198 -~ BMS-188494 ~ A-87049 ~ RPR-101821 -
ZD-9720 ~RPR-107393 ~ER-27856 % - # ik B 47 4 49 %o #
BB - AR - BB OB A XAwmBEEEE C R F w4k
(acipimox) ~ # # Bs(nicorandil) % - B i+ 8 B K % 4o &
X M B (cholestyramine) ~cholestyrane ~colesevelanm
HC1 ~GT-102-279 % » A £ R ME T BL B B B F 4 #] % &
264W94 ~S-8921 ~SD-5613 » M B B BB & & 4 & &
PNU-107368E ~SC-795 ~ JTT- 705 ~CP-529414 % - & Lt %
EBRATEH MBAB_SHHEELLEa % 8
Ao BBk M Bl B - KL EREE AL BEEHNEMNNG
BolEhiE  SHEBEBSELE  SZHBRHEBHELE BB
R % -

BB ETEL o - AKRBRUAIMNE - F EFHER
il B - B F E R OB - bFE e B(CA RSHT,-
MEB)  FFEF LR FBRUIGHE  BRFTFELR
FRHE - o, - F LR ESBUSGE - B,-F LR ELHE
BoE S FEREDE - ARBBEIBHEE - r-KA
Tﬁ&%%iﬁi@bﬁ’] ‘- xR A B L-mE - KT
Z(leptine) - R & T M ~ REZS S By A - 2
E?%%iﬁi?]ﬁﬂ(iﬁ-MCB—Rﬁi%ﬁ"] ~MC4-R# & &) ~ a-
Ei @B B AR TRABRARERASAGTEEYD - B

10

-_-_

TRl
fiavim]

.ll '
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A~ FHARA (36)

e REEABE -BHBiIH EFHHH - B asSsEt - Baiss iR
BaaMMruK - BF SHEEFHDBHCLACCK-AHH

) RELBRAEEZEUETBEATBR  RELKRLEYE &E
BRTHERBEMY  AEEF £ hk#FHF - 2 kK
FiH EHEMY A RREFHHNFELB G B - KT E R
B Y BRERILEBFAAKRK  BMRAEAAELALE KRB F - Kk#Hg
% % B F(cilialy neutrophic factor) -~ 42 ¥ # 8% &% &
R BA R - R BB BK ~sauvagine ~ # & BKY 4% 31 B -
opioid peptide#t L # ~ vk s E A B ~ L T R B H B B
X RBAH B ~agouti A EZ e B H B - K ¥ %8
WBRE - BBMET o — UK BERIKWH & onazindol ~ &
FEHRBRBLI A B o B8 L F AN A(dexfenfluramine
HC1) ~ ## s w88/ & X & Bk (fenfluramine) -~ sibutramine
HCI ~ B R 8 A /& 5 B/ A ¥ /> B (fluvoxamine maleate)
»sertraline HCl % » @ 7% % % % # %vinotriptan -~
(+)norfenfluramine( # A £ BB) > £+ F B L ik & B & & ¥
#] % fobupropione ~ GW- 320659 » # M £ F & L 8% &+ 3| &%
# Jorolipram ~YM-992 » B,- B LBk £ % 8 4 & & 4o %
e (XERKE) LR ZHFERLEG - XTHE - ¥F L5 K -
B XMy > KT —BH% -~ XF BH% ~ = 3FH N
(diethylpropion) -~ X X % & B -~clobenzorex * % & &
# % # wER-230 ~ doprexin ~ P B 28 =
(bromocriptine mesylate) » K G B B8 % 28 % & %] 4o
rimonabant » 7y -BR KX T 8% % 8 B % # 4topiramate - H;-
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Z AR (37)

B XA M B B wGT-2394 0 R EF - REZFH MY - R
T F XA 8 H E wlY-355101 » R & £ 4% B(LA K

CCK-A # % %) 99SR-146131 ~ SSR-125180 ~BP-3.200 -
A-71623 ~FPL-15849 ~GI-248573 ~GW-7178 -~
GI-181771 ~GW-7854 ~A-T1378 - #F £& BkY 3% 40 & 4o
SR-120819-A ~PD-160170 -~ NGD-95-1 ~ BIBP-3226 -
1229-U-91 ~CGP- 71683 ~BIB0-3304 ~CP-671906-01 -~
J-119814 % - R B W 4l BB A AN G RBERE - #E R
O RE - RAEE  RBRAHEF - GKLE  ZREBEER
- ®m B HbERE BEHRBEE - BRBELHRS
KB ALE ~ 5 B~ RABRShH KE® - 58 -5 KB A
E - BREAE O LTHRANAETRREEAG A PR & X —
AEAAERZTHEBRKIAEARHRE - KD iz
R R BAERMEEZXEFK

B RRF BB BT R T AME et
#l(captopril) ~ B % % # (enalapril maleate) -~
alacepril ~delapril HCl ~ & % # #(ramipril) - #
 #(lisinopril) ~imidapril HCI -~ % T # H
(lotensin=benazepril HCl) -~ seronapril 14 & # -
cilazapril ~ fosinopril Na »perindopril erbumine -~
calcium moveltipril ~kinapril HCl -~ spirapril HCI1 -
temocapril HCl - trandolapril ~calcium zofenopril -
moexipril HCl ~rentiapril % - & % % 3k % 8 4 86 ¥p 3
EHNAMNPDEBREEABRREHBEE - B0 E
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B~ HMA (38)

T oMK 4 M by B8 I 4] % doomapatrilat ~ MDL-100240 -
fasidotril -~ sampatrilat ~GW-660511X ~mixanpril -
SA-7060 ~E-4030 ~SLV-306 ~ecadotril % - % M Bk 4¢ R
M B BB N AR EEREABRSESEE - Z LR

fr B R %k FIl % #4242 L B vvcandesartan cilexetil -~
candesartan cilexetil/hydrochlorothiazide -
losarten K -~ eprosartan mestlate »valsarten -
telmisartan * irbesarten ~ EXP-3174 ~L-158809 -
EXP-3312 ~olmesartan - tasosartan ~ KT-3-671 -
GA-0113 ~RU-64276 -~ EMD-90423 ~BR-9701 % - £ % % 2%
FII X RBRERBBNEFHNNDCERBEARMEHBEE - 5 4
BE e :
MR F %% s dp 4] % 9C6S-31447 ~ CGS-35066 -
SM-19712 % » W &k % % # 4% 4L % % L-749805 ~ TBC-3214 -~
BMS-182874 ~BQ-610 ~TA-0201 ~ SB-215355 -~
PD-180988 ~ sitaxsentan ~ BMS-193884 -~ darusentan -
TBC-3711 ~ bosentan ~ tezosentan Na ~J-104132 -
YM-598 ~S-0139 ~SB-234551 ~RPR-118031A ~ATZ-1993 -
RO-61-1790 ~ ABT-546 -enlasentan ~ BMS-207940 % -
FRBANNEREBAEBEHEE BB it L
W Bk B Z s R '

H Fk BT B 5 4o & "B B (chlorthalidone) -
metolazone ~ 3R /& & K "4(cyclopenthiazide) - = & ¥
J% £ A(trichlor-methazide) + & & "% *%
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A HHRe (39)
(hydrochlorthiazide) - & # °& "4 (hydrofluthiazide) -~
benzylhydrochlorthiazide ~penflutizide -~ ¥ & "% *%
(methychlothiazide) -~ 3 i B (indapamide) ~ %8 4 Bk
(tripamide) ~mefluside - FI 4 "% s (azosemide) -~
ethacrynic acid ~torasemide ~ =t # R (piretanide)
» vk % sk (furosemide) ~ T J B (bumetanide) -
meticrane -~ potassium canrenoate - 3% M &
(spironolactone) ~ & X # «w(triamterene) ~ Bk X 8 -
cicletanine HCl1 ~LLU- a ~PNU-80873A ~ £ ., # &
(isosorbide) D-# F &8 ~D- L & B8 -~ 248 - #H & -~ T
B ¢ Bk (acetazolamide) ~metazolamide ~ FR-179544 -
OPC-31260 ~lixivaptan ~conivaptan HCl1 % - # K # %
IR AREHEE BB - RAOHESHRB -~ F
BEE > BN AR EARR LR - W E TR B
AN B LR RN RB N FEZ LK

4% B F 3% I B T B 5 fwvaranidipine ~ efonidipine HCI
B F MR/ B B B X ¥ B g(nicardipine HC1) »
barnidipine HCl ~benidipine HCl ~manidipine HCI -
cilnidipine - B & F/ 5 X E & %w(nisoldipine) ~ &
B W F/ 8 X T s%®(nitrendipine) ~nifedipine -
nilvadipine ~ & # 3 ¥/ — & X 2(felodipine) -
amlodipine besilate ~pranidipine ~lercanidipine
HCI ~ 4k #x 3 F(isradipine) ~ergodipine »
azelnidipine -~ # & F(lacidipine) ~vatanidipine

4
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A BFRARA (40)

HCl ~lemildipine - E& E&i&éﬁlﬁ 2(diltiazem HC1) -~
clentiazem maleate - ik #4 3 M £ (verapamil HC1l) -~
S-verapamil -~ fasudil HCl ~ 2 & ¥ & % (bepridil
HC1) -~ & 8 ¥ & M k£ (gallopamil HCl) % - @ & HE R M B
f B % 4o 3 i Bz (indapamide) -~ todrarazine HCl - B
A % 4 BF/ 28 Bk Bt X & *4(hydralazine HCIl) -
cadralazine ~ # B "%/ T AR B °4(budralazine) % - X &
P 4 ra BT B koamosuralol HCl ~ B 2% 4% & o v/ B # w &
o vk (terazosin HCl) -~ B # # A ¢ 4(bunazosin HCl) -
BB OEG A dr o oA/ B BE ok % 5 (prazosin HCl) ~ ¥ #s & % i)
%% % (doxazosin mesylate) - ¥ X 4 B/ X & & B8 K&
(propranolol HC1l) -~atenolol ~ B & 8 £ % &£ %/ % & ¢
< % (metoprolol tartrate) -~ carvedilol -

nipradilol -~ 2 8 % #] 3% # (celiprolol HC1l) -
nebivolol ~betaxolol HCl ~pindolol -~ B B 4% 1 % B
(tertatolol HCl) -~ B AR % # (bevantolol) ~ & R 8 % %
% B(timolol maleate) ~carteolol HCl ~ § B & tb £ %
B (bisoprolol hemifumarate) ~ A = B & "3 % @
(bopindolol malonate) ~ i BA B A & B/ B X T v %
(penbutolol sulfate) -~ B & # T % B (acebutolol

HC1) ~tilisolol HCI1 ~ #4 % % &/ % % 8 (nadolol) ~ &
33 B (urapidil) ~ 3 <& & 8B (indoramin) ¥ - J & 4 &
fo B # 4o #) o F(reserpine) » a,-F LBk & % 2 % & #
tocolnidine HCl ~ P A X A KB/ F X % &

it

i

iyt

al
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A~ #BA%A (41)
(methyldopa) ~ CHF-1035 ~ B\ #f ¥/ & X B M (guanabenz
acetate) ~ H B A’k ¥/ B B &£ X ¢ M (guafacine HC1l) -~
moxonidine ~ % JF ® £ (lofexidine) >~ talipexole HCI
¥ c M EZBEBBHNBLSEREGLE
i AR OB o BEE R R £ (ticlopidine HC1) ~ #
A

o
sgﬁ\/:_vtw—-*ré(dlpyrldamole) cilostazol ~ = + 3

&

C B (ethyl icosapentate) -~ sarpogretate HCl ~ — 8B &

Wodr B L/ — B B 4 85 A(dilazep 2HCL) ~ =& «& g
(trapidil/trapymin) >~ beraprost Na ~ F] + tb 4%k % -« 3}
AR BB N A RN E RSB EILRE G EILE - R A
s S RO e

B B A& gk 0 %] & 4o % 92 82 (allopurinol) ~oxypurinol
5 AR EIREE W RXEER/REF I
(benzbromarone) ~ & & 4/ = & X # B (probenecid) ¥ -
P M AL B ko m BE R AN - B R B - BFHREMNE o U E A&
BREBFHNBESERBAKLE - R A -

o SGLTL & M 3 &) &l X b 2 8 Hl @ 44 B & > Ntk
R R T EBRE FAR MR E - R B =
M\%’%‘Bﬁ%?’\ﬁﬁﬁﬁf*‘SGLTZ%'&#P%'J’*"J~E%%%§L
Bﬁ%’%%ﬁﬁwﬁh s o 2 FXBERE - RSB FE LB K
R BB ZRRAKRBITrH 8 - —RRABKRBIVIpH % - &
a8 % 8 B g Ex%lB%"F%J# R OEE ﬁxﬁﬁ‘}‘f’%l“‘ﬁﬁﬁ
-6- 4 B A A B - RB BB H B - B EBBRA
By dp bl B ~ AP M A H 8 -D-FNE - BRAREE N

i

- =

.

i
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B HHREA (42)

BE-3 4p #) 8 ~ BA % ;4% F A M BR-1 - & A% E AR B BR-1 3
M- o EHABER-1BEGE - FBE - FHEERMUY - F
BEBSE R REWHNBLAARHE P EDER]IEE
MmAeME R mh RS F R MR E - R
o~ BN BE - BRE F R E SGLT2F M 4 #) & ~
BREBEEIRSEFEMY  BREALABEIHIERE  BSEE
R ME R BB ZRRABKBIII B2 R AKBIVH
# B - R B EBBRBEEBIBIH BE - B R BB
- A R-6-siMmstiraE -  RB_Siatasdrd g B
BRI BR B BB 4 ] 8 - AP M A H E -D-F 08 - B E S
B R MR- B RS i R MR- kg E R
BR-1 M4 ~ o dt T B K-1 %S B - F#HE - FH £ 8
B s REMEFRSB S AR TEDERIESE B @D
A 24 0 T BB TR EE - REKENRE B
ZME - R B FT o E CSCLT2E HipH & - RS
FARE TR DT EARBFTESERIEE S ESER
R - BN LB BERBEGBEE S BRS £ 8RR M B
B g R B BB RS E SR E
SGLT2 M s & - BREFTXRBEFTHUY - RS it f
XRERE - BREEXB U MNBE - ZBRAKSBII] v 4
2 - —RRA BRIV B - % G Y B B B 4B 1B I 4
2 - R R U BB HE - DB-O-SB s 2 R
B H B RFRKRK A E - FBNLE N
2 D-F B - - MEAARBFTHB-3HNE BRE ABE
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£~ FHRHE (43)
AR BK-1 ~ o dE F AR B BR-1 3 M4 - ;A8 F AR M BK-1 M &
"*‘*J‘%ﬁ#%‘%%%%%a4u%~%<ﬁ%%5§i§7%ﬂl‘a.zsf}%iii/,%a&
OB &R E - F e xBmCIHp R B oA
Tﬁﬁi%%%ﬁ"}i‘d‘éﬂiﬁ@%m"zfﬂ %2 4k B +NF- £ B %1
# - fEE B At B CN-C BEAb- -8 &M - K
rH B R BEEHRAERTF-]I - ) REBRAERF - A
SR RBAERB FRMY - LEEABARTF - HE L KR
F - AFRTAEAD K(EFERH)YE S-BHX-1-FHXTLA
& B ~ EGB-761 ~bimoclomol ~sulodexide ~Y-128 ~ & %
TR FH Ly &2 - PHRGERN B H E - 8 %k
FII X BERE AN EFRBBIPHNE - RAEAFTZXHUESY
B~ RA A BEHXRBFTEDERISEEN QLSRR
oo ma BERERBIPHNE - A ﬁ‘”‘?‘&'&%ﬁ#éﬁ#ﬁﬁf*~
T HIKE RN B S E - RaFTERRFIIZTBEALANE A
Y ELVERISERNAASMERELF o X NG KR
o BB S FHSARMEBEE - R BEHH R BB
B%u%%/\mﬁsﬁi*~SGLT2>‘@-¢:£#P%'J@J~Bﬁ%%eﬂ%%%
M BREaeEEXRBRERRE - BREFXHE QSN K
2 v Z KR A BRIl H & - —KKAKBIVirH & - T8 %
Be B BR 2% BR B 1B dp ) B - B R A BB A B - B 4B-6-
ERE M ir sl B RB BB sir s & - FH 8RB R K BB
B - AWM A E -D-FALEE - BRASMREEMKB-3N
Bl 22 - BRAHE B EFHRBK-1 > o FHBRK-18M% - 4
¥ E AR BR-1 BB E - FHE - FHETHEMY - F B E MK

12

hA 5( !

L

I.'Ji
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A BARSH (44)
B E - BB LEBRFXBEAGE - RRESIH E X 8 R#H
*i&gmlﬁfﬁiﬁ'}éﬁé\ﬁiﬁ&%’mudaSGLTZi%'r:t#P%'J
B~ By-F LR EXBEGE  RABIHBEXaRHTP
ELERIEE B ML EREN -
TRARAEAZBRRE AR NETEREEST > BERE MR
AE&ERBAY > @ - BB -~ wmi® -~ 8KEREB A
o BERE - EHB - RE - RFRE - R2ER B E
¥ o g o xFLDFKKE -
¢b%%%éﬂﬁi%’IEF&%%@"J’_@’M"H%"J R ZF
WE LR B MBS BB KB &
~ B ERE - BB A~ EM B~ LA B -~ o HH
B ABEBES I BT RS RHERE BB
E A B B %z o X BSGLTI & M #p %) & R 9 2 % # 4
A &FMH AR TR B XL L4 RE F EE B

BAABRAZIRBREL AN ETRELGETF AKX ARYZ
ﬁxit(l>'f‘k4%&-i’fb Mok H ¥ 2L XNz BRE A
:ic3 & EEZXHFE - MB - BE - RRRERE
2 i) ; ’4.a.zgna‘x%%8v*rﬁka/x%a.%0.1~
1000mg %6 » JF@& ok EFARAEB A0.01 ~300mg %
B - i Bl R KXo AR #BREBETH/E - XBESCGLT1 7 M p
BB RS BB ML ERE  KERAZIILEHZIKEET
B ESGLTI & M #p #) & X s 2 & B 2 R £ Fm F XK E
[ £ % %] )

¥
3

Ty
AR
% A Z
1%

P> F/

Ol OB w3 w
:N\

E

b

by el
3
&y 1*?

@Eé&%&?
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E o~ HARSA (45)

M TFREEfH ~ FHRBRRNRSG FHHF oL RNERZA
B BEABHARALTEARNEZRA
% £ )1
(2- ¥ R X X X)) TP &

o2 K K P 8(19.3g) 82 ¥ KX B(25.9g) wN,N-= ¥
A F & BR(50mL) %% - £0°C v sk 2 46(59.0g) » ¥ B % #1
B bR BERAMMWMAKIEZEB =8 RER(extract) - % #%
% MR A Rlmol/L & &1L KE R ~ K ~ 440 £ B K %
FoooB KB B LBR o RRBREBF-FARXKT
B oo e2-F KA A X F B A AN F ECI0OnL) » £0°TC mw @ &
it 49 (sodium borohydride)(5.73g) * £ B H #1 & - B &R
BELR B RAHMER _CEBRR - AR RBEKAER
Imol/L & AL KIER ~ K ~fFfo R B Kk F > £ KHEK
G Bk REMEBBRERFARRBILSH(I2. 4g) -

'H-NMR (CDC 1y 6 ppm:
998 (1H, t, J=6.6Hz), 4.74 (2H, d, 1=6.6Hz), 5.13 (2H. ), 6.93-7.00 (2H,

m), 7.23-7.45 (7H, m)

% # 152

[2-(2-F ¥ A A) % R] P
A2-F ¥ ABRAKEAR > UR LEH1 2 F kb RIE
LA o

| N—
5

'TH—NMR (CDC 1l & ppm:

294 (IH, 1, J=6.6Hz), 2.38 (3H, s), 4.71 CH. 4, J=6.6Hz), 5.09 (2H, ),

6.94-7.02 (24, m), 7.20-7.34 (5H, my, 7.37-7.42 (iH, m)
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I~ A (46)

% # 43
[2-(2,5-— % ¥ @ &) X A) ¥ 82
P X RABERAXAE  UE £ #4112

'H-NMR (CDC1ly) 6 ppm:
2.6 (1, 1, 1=6.6Hz), 2.33 (6H, s), 4.71 (2H, d, J=6.6Hz), 5.05 (2H, ),
6.94-7.20 (5H, m), 7.23-7.34 (2H, m)

% £ 4
[2-(m & wh-4- K & K) X K] F &

B P mbid-w A obh ABRARFAE S AR L& 4612
FELERIEZEARILESY -

'H-NMR (CDCly 6 ppm:

| 78-1.86 (2H, m), 2.03-2.10 (2H, m), 2.27 (1H, t, J=6.5Hz), 3.58-3.65 C2H,

D). 3.94-4.01 (2H, m, 4.55-4.63 (I, m), 4.72 (H, d, 1=6.5H2), 6.86-
5.97 (2H, m), 7.23-7.33 (H, m

% # 95
[2-(3-F &R ¥ & X)X X] ¥
AP oA BR3- F R F A 8 R4
EAEBRERBIALSY -
'H-NMR (CDC 1y 6 ppm:

9.29 (IH, t, J=6.6Hz), 3.86 (3H, s), 4.75 (2H, d, 1=6.6Hz), 5.10 (24, s),
6.84-6.88 (IH, m), 6.92-7.02 (4H, m), 7.23-7.32 GH, m)

A—ﬁ‘»

FRE O UE L #6122 H

®

C:\2D-C0DE\91-08\91111430.ptd % 51 B
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B HFARA (47)

% & 16
[2-(3-F ¥ & %) 3 ] ¥

AP amEd3- F X ABBRRFASR S AR EFH1XF %
&k iZFARI S W -

et

'H—NMR (CDC1ly) 6 ppm:
9 32 (IH 1, J=6.6Hz), 2.38 (3H, s), 4.74 (2H, d, J=6.6Hz), 5.09 C2H, s),

§.93-6.99 (24, m), 7.13-7.33 (6H, m

% & 57
(2- X & X A) T 5

Ay By w2 XA KA RT #K(324mg) N R 1L 48 42
(172mg) 2 W &% w(l0nL) B FR ¥ » ZBHEH]I KR - R D
EotwAK(InL) AL R E RS Y F » #3045 48 - R &
RA MR E KB BRELERL  REEBREESERALES D
(256mg) -

'H-NMR (CDC1ly) 6 ppm:
9.00 (1H, t, J=6.4Hz), 4.75 (2H, d, ]1=6.4Hz), 6.85-6.89 (iH, m), 6.96-

7.02 (2H, m), 7.07-7.16 (2H, m), 7.23-7.27 (1H, m), 7.31-7.36 (2H, m),

7.44-7.47 (1H, m)
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5~ #eAieE (48)
A2- XA FARXTFHRAKZ-XA
T2 4RSS Y -

o

.
_m
=
<
=
NG
Nt
=

'H-NMR (CDC 13 6 ppm:

- 3H,
2 16 (IH. 1, J=6.2Hz), 4.76 (2H, d, 1=6.2H2), 5.16 (2H, ), 6.97-7.03 (

m, 7.27-7.48 (6H, m)

% £ 159
[2-(4- R ¥ A A)XA] 7 &

AA- R ¥ A BRAFAE > AR £F 62 FH %6 AREF
R L & 4 e

'H—NMR (CDCly 6 ppm:

2.17 (IH, t, J=6.5Hz), 4.74 (2H, d, J=6.5Hz), 5.09 (2H, s), 6. 88-7.00 (2H,

m), 7.23-7.38 (6H, m)

% # 4110
[2-(3- R ¥ & &) X L] F &

AS- R ¥ RARBERAFEE S UBRALFHIZFEELE AR
Rt A e

'H-NMR (CDCly 6 ppm:

2.16 (1H, br-s), 4.76 (24, br-s), 5.10 CH, s), 6.88-6.93 (1H, m), 6.96-7.02

(1H, m), 7.23-7.37 (SH, m), 7.41-7.42 (1H, m)

.
JF
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A~ HEARA (49)

% # )11
[2-(2- R ¥ & %) X &) ¥ &2
R2- R ¥ A eRAXFHAE UEF L2FH1XFHFEHKRE

Ries Y -

'H-NMR (CDC1ly) 0 ppm: o
2 95 (IH 1, 1=6.2Hz), 4.76 (2H, d, J=6.2H2), 5.22 (2, ). 6.93-7.02 (28,

my, 7.26-7.35 (4H, m), 7.38-7.43 (IH, m), 7.50-7.53 (1H, m)

% & 112
(2-F A F AKX XK) T &
ARFAFERRARERXRERE AR £FH612FH %4 K

ZRLEH -

'H-NMR (CDCljy 6 ppm:
9.97 (14, t, J=6.5Hz), 3.50 (3H, s), 4.71 C2H, 4, J=6.5Hz), 5.24 (2H, s),

6.99-7.03 (I, m), 7.08-7.12 (1K, m), 7.23-7.33 (2H, m

& 513

Bm- F R &5

fo B B BF(519mg) & b w(439mg) »3- F £ X & (500mg)
zZ At FRA0mL) BR Y > EREHIZ2 ) - R E RS
wEANINOI/LB B ¥ A - LERER - FBRRBKAF S
KigkF » BRKE B IR’ KRR H

L

Fo 5 BR & 8A K B R

|
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- HARA (50)
BREE - BREUAYBEREMNMEHFA(CE B E R BEKT
Bs/ T k=1/8) » # 4% B 1t & #H(583mg) -

IJH-NMR (CDCly 6 ppm:
229 3H. s), 2.35 (3H, s), 6.85-6.95 (2H, m), 7.00-7.10 (1H, m), 7.20-7.30

(14, m)

)14
BE BR3- % F K B
Z Bm- F X X 8(583mg) ~N-2 3% 38 8% & B2 (691mg) ~ R
a, a’' - B A 2(R THE)(13mng) 2w K15 (10mL) & % &
mH@BRLINE c  RERASAMANETRBEERREYD -
B R R IFZ AL A4 H(893mg) -

'H-NMR (CDClg) 6 ppm:
230 (3H, s), 4.47 (2H, s), 7.00-7.10 (14, m), 7.10-7.20 (1K, m), 7.20-7.40

(2H, m)

% # )15
4- F K-3- A KRB K &k 8#&O0-F X

AO0C » RO 548 0F B 8 Ao — B K 8 B =0- ¥ 85 =S- 7 &
(6.90g) BR3- 9 T #£-2-8(3.00g) = ¥ **(ZOmL)iz"»ifi%\B&
Am(2.Tlg) 2 F X(60mL) B F R P % > B E T B E#2
N e RE RS MEANKT ZE Blnol/L B B x‘éﬁ%ézé;éx'ri ’
U LB o F MR AB UK E 0 B oK BB AR R
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A~ #mw|E (51)
REBBR AR  RAEUBERERKH (R EER @ T K/E

B a=10/1)#% % » F# /& 8144 #H(5.90g) -

'H-NMR (CDCly) 6 ppm:
| 17 (6H, d, J=6.9Hz), 2.45 (1H, heptet, J=6.9Hz), 5.45 (2H, s), 5.77 (I},

s), 7.30-7.45 (5H, m), 13.77 (IH, s)

% & #5116
3-F A X-1-(2-£2# T X)-5-F A K-1H-2b 4

fo2- ga);‘sB#(l.QOg)ﬁM—? A-3- A K s A kR BO- ¥
(5.90g) R = T B (5.05g) 2 Z BE(60mML) &R ¥ » % 8B 8 &
3/ e RERLASHMAEANKTEZR - BETR - F K K4
REa e g B KR F 0 B KBELBEHE  REBRER - &
BEURBERERH E(R D ER ' T/ BT E=1/1)#%
d o 1542 Bt 4 m(5.90g) -

S

'H-NMR (CDC1y 6 ppm:

1.22 (6H, d, J=6.8Hz), 2.86 (IH, heptet, J=6.8Hz), 3.78 (1H, 1, 1=6.0H2)

3.90-4.05 (4H, m), 5.14 (2H, s), 5.50 (1K, ), 7.95-7.50 (5H, m)

BI17
1-(2- X P @BAKXT HA)-3-% -5- R A A-1H- =t =&
»0C =T B(l. 40g)ﬁi§l. (1 43g) »3- ¥ & %
-1-(2-8 0 X)-5-F2 A A-1H-w=4(2.41g) = &1t F k&

_p.

T
Iﬂ 1)
H ‘ ‘
-]
t
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| 5~ 8% E (52)

| dsnl)mam b B30 54 c REBRAMEA KD E A
| Bommm o m ok ko G KR KR R
| BIRBER - RAEARYBERBW X(h & 5B @ B8 8/
2R=1/6~1/1)#% % > #4281t d %H(1.35g)

'H-NMR (CDC13) 6 ppm:

1.20 (6H, d, J=6.8Hz), 2.92 (1H, heptet, J=6.8Hz), 4.28 (2H, t, J=5.7Hz),

4.67 (2H, t, J=5.7Hz), 5.15 (2H, s), 5.49 (IH, s), 7.20-7.60 (8H,

m,7.90-8.05 (2H, m)

% & 4518
1-(2- X P B AR A)-3-%¥ A A-4-9 8-5- 8B & £A-1H-
il o

#80 °C 4o # # f. (phosphorus oxychloride)(625g) #»
1-(2- KX F B AT HA)-3-%¥ & A-5- 82 & £-1H- o o4
(1.35g) 2N, N- = ¥ # P &8 &(10mL) & & » #3165
RERSMANEETRBL EINBBIEE AMKRERY » B
—LERRR - FRBRABERAFURKEF £ KB B R
®OREBBBREE  RAEUSBEREEWESE(R YR
Bl B ER T BE/ T AR=1/3) > FAZ AL A H(1.20g) o

'H-NMR (CDC 1y 6 ppm:

1.34 (6H, d, J=7.1Hz), 3.28 (IH, heptet, J=7.1Hz), 4.38 (2H, t, I=5.5Hz),
4.70 (2H, t, J=5.5Hz),5.26 (2H, s), 7.25-7.65 (8H, m), 7.95-8.05 (2H,m),

9.84 (IH, s)
%19
4-(2-F RAFA)-1-(2-F A AT A)-3-(B-D-nvd & &
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1333955

&~ e (53)
A K)-5-=Z F F A-1H- = o4

e (2-7% T & F %) X(379g) 3 8 46(957mg) #4-(2-
AAEFA)-I-(B-D- g H HEMAKX)-5-=Z 5 F A-1H- =
#(300mg) =N, N- = F XA P& B3nL) @& ¥ »80°C #®H1.
SAB - REREMENKTH B BB LERR - 4 &%
#8 L;L7J<>‘;‘E;‘% C BOK BB R RBREBRER - BRE R

BERERBH E(R B ER  R1LF B/ F & 5-20/1~10/1) #
#3281 4H(154ng) -

'H—NMR (CD;OD) 6 ppm:

3 95-3.40 (4H, m), 3.63 (IH, dd, J=5.0, 12.0Hz), 3.76 (IH, dd, J=2.3,

19.0Hz), 3.80-3.90 (2H, m), 3.91 (2H, ), 4.31 (2H, t, J=5.4Hz), 4.48 C2H,

$). 5.13 (21, s), 5.28 (IH, d, J=7.4Hz), 6.70-6.80 (1H, m), 6.86 (IH, d,

J=7.3Hz), 6.90-7.00 (1H, m), 7.05-7.15 (1H, m), 7.20-7.45 (1OH, m)
% # 5120

(-3 T A X HK) TP &
A ¥ MR OABRARF AL UE £ #4612 FE2
AR B AL S Y o

B
1t

'H-NMR (CDC1lj;) 6 ppm:
[.35-1.90 (10K, m), 2.00-2.10 (2H, m), 2.52 (IH, t, J=6.5Hz), 4.45-4. 55 (IH,
m), 4.67 (2H, d, J=6.5Hz), 6.80-6.95 (2H, m), 7.20-7.30 (2H, m

% # 521
4-(2-F R A ¥ A)-1-(2-%¥ & A 2 A)-5-2 £-3-( B-D-
v B OH A A)-1H- o o
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1333955

, I~ HHAERA (54)

| AA-(2- F B A ¥ A)-5-2 £-3-(B-D-wmw & & # &
A)-BRAR4-(2-F A A ¥ A)-3-(B-D-wa & &5 # & £)
O Z AT A-1H-wok 0 B £ #F H192 F kA K2 E
e e

'H-NMR (CD3;OD) 6 ppm:.
0.86 (3H, t, J=7.7Hz), 2.47 (2H, q, J=T.7Hz), 3.20-3.45 (4H, m), 3.64 (IH,

dd, J=5.3, 12.0Hz), 3.70-3.85 (5H, m), 4.05-4.15 (2H, m), 4.35-4.45 (2H,

m), 5.00-5.15 (3H, m), 6.75-6.85 (IH, m), 6.96 (IH, d, J=7.7Hz), 7.05-

7.50 (I12H, m)

% & 522
B-B=Z=TEA-_F P AT XR)F &

KA T w816 48(60% - ~318mg) #1,3- X = ¥ 8(lg) =
WRRG0NL) B R F > #3054 « W B =THA -9z
A R(L.09g) ML R B R A Y » TBHEHLE - B &L A
M1 de KKIR R Z LB - R UK F 0 & KB
R OREBBREL  BREUSBERBY (% E R
Bl P S/ BB T EE=5/1) 4 % - B2 ML H(528ng) -

'H-NMR (CDC1y) 6 ppm:
0.10 (6H, ), 0.95 (9H, s), 1.59 (IH, t, J=5.9Hz), 4.70 (2H, d, J=5.9Hz),

4.75 (2H, s), 7.20-7.40 (4H, m)

% ¥ %
EEBR MW XAEBGUIng) A (3- 2 =T A -9 ¥ 5 Kk A

C:\2D-CODE\91-08191111430. ptd
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B~ HARA (55)

X F X R) 7 EE(528mg) R W 2 1t 5 (694mg) = £ 1L ¥ &
(10mL) & ¥ » #2108 - RE LS YA B E RN
E(HR B EH T/ BB =] BREREIELSY

(660mg) -

IH-NMR (CDCly) 6 ppm:

0.10 (6H, ), 0.95 (9, s), 4.50 (2H, s), 4.73 C2H, §), 7.20-7.40 (4H, m

B 6 #1
4-(2-F A A ¥ A)-5-% =T £-1,2- — & st #-3- &
ZO0C ho P s (115 L) N(2- ¥ & XA X A) F &
(214mg) A = T k(140 pl) 2w &k (lmL)EZ % ¥ » ¥ &
BH1IANTF EBRABYH B CR-FARAAEXRA) TR ET
Bs 2 m Sk AR A RI1Em(60% ~40mg) BR4,4- — ¥ #
“3-ARABR FEZXL2-ZDFARAEZKRCIL) B FR P 080
C##1® - RER S 4% m0.5mol /L BB B % B = ¢ & 2
oo AR A B KBBERSE I REBEBRBRIE R - ol
K 4 4(0.146mL) » % & 2 F X(2mL) E & > 110°TC # #*1
R - RERASHmKE BERCERIR - A K8 UEK
BB RER REBEBBRER  BREUEKEIMEAYPBERRHW
E(HR BB B R/ BB LER-l/ ]I~ FE)EYE  BER
b4 #%(20mg) -

'"H-NMR (CDC1ly) 6 ppm:
1.24 (9H, s), 3.92 (2H, s), 5.14 (2H, s), 6.83-6.93 (2H, m), 6.99-7.03 (IH,
m, 7.12-7.17 (14, m), 7.32-7.35 (1H, m), 7.37-7. 42 (2H, m), 7.46-7.49 (2H,

m
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Z ~ 38w (56)

B % ]2
4-(2- % G A ¥ A)-3-(B-D-nwss & HLAKX)-LH-FEAA
~1H- =k o4& '

po 5 B 2 (12Tmg) W4-(2- % & X ¥ X)-5-8 & %X-1, 2-
— Ao -3-8(114ng) R L 8 %~ a-D- # éﬁils%(l'?img)z
LRI B F R Y  BREZEREAKLK T ENR HI
BH - RERASHUEHAEK 5"%#1%#ﬁz£(19tﬂi/eﬁd¢é%
B LB/ m=1/1)# % o 185- B A A-4-(2-F AKX ¥ K)
~3-(2,3,4,6-m-0-C 8- B-D-wvh & & #% & X)-1H-
ok o p5- B B £-4-(2-F A KX ¥ X)-3-(2,3,4,6-w-0-¢
Bi- B-D-wbvh B ¥ M A A)-1H-w- 2 w Kk (Ilnl) & ¥
B(0.5mL) xR 4B nxm FEEMOEFESER S0uL)#
FBRBHFLILRER - %‘QR;‘%%&/&%%% v %A uz}’iﬁ‘iﬁ‘”‘ﬁ
WoE(k BE B R F R/ FE=10/1~5/1)#% % - %
Rt 4 H(22mg) -

'H-NMR (CD,0D) 6 ppm:
| 04-1.07 (6H, m), 2.81-2.90 (IH, m), 3.30-3.40 (4H, m), 3.62-3.67 (1K, m),

3.77-3.83 (3H, m), 5.04-5.08 (IH, m), 5.13 (24, s), 6.77-6.84 (1H, m),
6.93-6.97 (1H, m), 7.03-7.13 (2H, m), 7.27-7.46 (5H, m)

4-(2- % A A ¥ A)-3-(B-D-nwh B HEHMAKX)-S-FZ AL
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- HHRH (51
A -1H- ok =&

ho 5 B 47 (23mg) W4-(2- ¥ A A ¥ A)-5-F R T K-1,2-
= & oowok-3- #(55mg) &R ¢ 8 %- a-D-# H #(63mg) 2 L
BnL) AR P c FEAEHIB  RERSGHUEAEIYE
B B E(h BB BB/ TR/ ~BKTE)
By o B4-(2-F A A ¥ A)-5-F AT A-3- (2,3,4,6-m
~0-zZ %- B-D-wh A HEAK)-TH-ok - 3£4-(2-
A% A)-5-FE A T £A-3-(2,3,4,6-m-0-2 8- B~ D-n-h
5 H A A)-1H-wn 2w & k%(lnl) & EFB%(O 5mL) %
2 A E R w PEEM(28% FPEER SOul)REREHIR
°5ﬁi@5%é%}iﬁé>‘mah’§%z’5uw””*i #ﬁ}%(:ﬁtﬁm
# o fb ¥R/ FE8E=10/1~5/1DK R > FHA it & 4
(33mg) -

-~

'H-NMR (CD;OD) 6 ppm:
3 30-3.40 (4H, m), 3.64-3.68 (14, m, 3.78-3.83 (IH, m), 3.87-3.97 G2, m),
c 13 (2, s), 5.18-5.32 (IH, m), 6.77-6.88 (2, m), 6.93-6.86 (1K m,

7.08-7.12 (14, m), 7.25-7.45 (GH, m)

B e 514
3_(B-D-wwwh @ & # A K)-5- B A A-4-[2-(2-F ¥ A &)
¥ K ]-1H- =t 4

ho & B 49 (140mg) = & (0.5mL) & & #»5- & A A-4-(2-
(2- 9 % @ %) ¥ £)-1,2- = & w4-3- Bﬁ](68mg) z &% -
a-D-% & #(92ng) - ARX A =ZETA # 1t B (63mg) Z &

3

[l 2l

C:\2D-CODE\91-08191111430.ptd % 62 R



1333955

£~ HHRH (58)

P @nl)ER Y FEHEHFIR - RERSYH AAILLT
IR ER o F AR NS KB ELE REBREBREH F
45-8% &/ K-4-[2-(2-F ¥ & %) ¥ X]-3-(2,3,4,6-w-
O-Z #B-B-D-nwp ) A B)-1H-nt 2 % & - v F &8
M(28% FEE A &R ~0.18TmL) W& F 2w Kk d(lnl) &2
PEE0.nL)XRAZR > EREHIIE - RE LS H R
2mol/L BB P B BABRRE  BRHEUTBE T HE W Z(K
HooE B o Rt PR/ P EE=I0/1~5/1)KE > FEMBMILAS W
(51mg) -

'H-NMR (CD3OD) 6 ppm:
0. 98-1.08 (64, m, 2.38 (3H, ), 2.75-2.85 (IH, m), 3.48-3.42 (4H, m),
3 60-3.85 (44, m), 5.03-5.08 (3H, m), 6.80-6.84 (I, m), 6.96-7. 24 (6H,

m, 7.37-7.41 (1H, m)

B % 155

-[2-(2,5- = F X & &) FA]-3-C B-D-=uh & &5 # & %)
-5- & A A-1H- ot =4

o &, 16 49 (60% ~ 18mg) m4-[2-(2,5-=—F ¥ & %) % ]
-5-RB ®/ A-1,2- = f b #-3-8(152mg) =N, N- = F X ¥ &%
BR(ImL)ZE & ¥ » T BB FIO 48 - W RE RS T
- a-D-% % #(214mg) 2N, N-— ¥ X ¥ 8 s (1lmnl) & &
FTEBBEIR - RE RSO oKL AT IR - F &
BB K BB RERBRER c BREUAEKRARY
BraRHx(h i BB/ Tkh=1/1~8B&CT

X

+
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A~ #ARA (59)

BE) # #H  34-(2-(2,5-=F ¥ A K) ¥ A]-5-8 A K-3-

(2,3,4,6-m-0-2 8- B-D-=bvh # H 4% & X)-1H- =t & -

o ¥ B2 40(28% F B2 sk ~0.400mL) # s£4-[2-(2,5- = F ¥
fA) ¥ A]-5-8B &/ X-3-(2,3,4,6-wm-0-C #- B-D- "t "4
HEHBmARA)-IH-wbokt 2w Kekp(Iml) & F 8 (0. 5ml) =
RALABR S ERBHHIR - RE RS 4 A2mol/LB & F H

%R B REEG  BREUFBEREREMNE(CRBEZRE S RALT

%/ ¢ B=10/1~5/1)# & > & At L& H(33mg) -

'{—NMR (CD3;OD) 6 ppm:
0.97-1.08 (6H, m), 2.33 (3H, s), 2.37 (3H, 5), 2.76-2.90 (1K, m), 3.25-3.43

(4H, m), 3.63-3.87 (4H, m), 5.00-5.10 (3H, m), 6.76-6.88 (14, m), 6.95-7.23

(6H, m)
B 1% 156
3-(B-D-nwh M H M A K)-4-(2-% % A)-5- B & A-1H-
ntb u&

ho10%4e 5 5 (40mg) »4-(2- ¥ & X ¥ X)-3-( B-D- " =4
HEmat)-5-82 85 F£-1H-=4(200mg) = F 8(5nLl) & &
P ARABERTERREAI NG - EBR AR EH > BE
BEAR  BRERBEREEMWEZ(R B ERH © R F R/
¥ EE=6/1)H # > R AL H(146mg) -

lH—NMR (CD3OD) 6 ppm:
| 09-1.22 (6H, m, 2.88-3.00 (IH, m), 3.29-3.45 (4H, m), 3.63-
6. 66-6.77 (2H, m), 6.90-6.98 (2H, m

3.88 (4H,m),

5.05-5.12 (1H, m),
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B~ HARHA (60)

R 3% 17
4-(2-% ¥ £)-1-(2-8 C A)-5- & & X-1,2- = & = 4-3-
AF)

#£-78°C - A BB FmmETHEL(].6nol/L kK

R ~4.33mL)75’:‘2-¥§L2%7§; (l.66g)zm§L“k°§;(50mL)>z>
RP O BHEIN L c  RERSHwI-(2-XTFE8BAKXTH)
~3- % G A-4- FEE-5- £ A A -1H- = 2(620mg) X @ & "k %
(5mL) k1% » #BZE0C » #3045 4 - R ER S 4 /o4
fo it s K AR % AB B CEBERRKR - F KRB UEKER
B E R BREBRBRER BRAEUFTBEREENNE(ABRE
B BRSO BS/ T k=1/1~2/1) % H 0 152-{3- % & X-4-
[(* & A X A)x FA]-H-E B A wok-1-%} 2 58(448mg)
o mml10% 4e 5 #(448mg) » £ 4F2-{3-F¥ A A-4-[(F A A X
£)f ¥ A)-5-B A A woe-1-%K) ¢ 8(448mg) X F &

(5mL)Z & ¥ A AARBERE TERRHIINEF - BRI &
o BREBBRAERTEE /R AILLSH(220mg) -

'H-NMR (CDCly) 6 ppm:
1.35 (6H, d, J=7.2Hz), 3.10-3.25 (IH, m), 3.64 (2H, s), 3.85-4.05 (4H, m),
(6.75-6.90 (2H, m), 7.00-7.15 (2H, m)

£ 3% #18
4-(2-# ¥ A)-1-(2-8 T A)-5-£ A %-3-(2,3,4,6-m
-0- ¢ #- B-D-=w % H & % ius's) 1H- =k o

ho2mol/L & & 1t 48 sk & & (0.81mL) »4-(2- % % X)-1-

1-

i
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I~ #HHeA (61)
(2-8 C A)-5-E A &-1,2- =& % °i—3—éﬁl(90mg) - T B

®-a-D-# &% #(16lmg) - R ¥ XA = T X &1t (101lng)
Z f1b F (bnl) Em & F 0 F R #H#H3 'J‘Bf*r"&.uir%/a\#hu

BAEYBERERWH (AL ER @ BB LE/CHK=1/1~
BB LB M E o FAR RIS H(35mg) -

'"H-NMR (CDC 1) 6 ppm:

1.16 (3H, d, J=7.2Hz), 1.19 (3H, d, J=7.2Hz), 1.89 (3H, s), 2.01 (3H, s),
92.03 (3H, s), 2.08 (3H, s), 3.00-3.20 (1H, m), 3.60-3.75 (2H, m), 3.80-4.30
(M, m), 5.10-5.30 (3H, m), 5.50 (IH, d, J=7.8Hz), 5.60-5.80 (IH,br-s),
6.70-6.85 (2H, m), 6.90-7.00 (1H, m), 7.00-7.10 (IH, m

T % 159
4-(2- ¥ & XA ¥ X)-3-(B-D-ng B H B EARX)-1-(2-8T
X)-5-E & A-1H- =t =&
e ¥ X 2(20mg) R % 8 47(18mg) »4-(2- 5 ¥ K)-1-(2-
2X)-0-8 & %X-3-(2,3,4,6-w-0-7 #- B-D- vt & &
HEA A)-1H- =t ¢(35mg) =N, N-=— % X ¥ & B (3ml) & &
¥R REHI4ANEF c RERLASMEANKT LB B B T B
R - AMARBURAKEIEF > B KB B % REBRSE
B REARYBERERMHEF(REEB ¢ T KR/B K TS
=1/3~B B TEE)HHE - BF4-(2-F AKX ¥ R)-1-(2-8C
E)-5- B &/ X-3-(2,3,4,6-m-0-2 #- B-D-=wvh & & #
o A)-1H- ot #(33mg) « Ao P EE 4N (28% P EE ok ~9 uL) #
d-(2-F & X ¥ X)-1-(2-8 2T %)-5-E m %-3-(2, 3,4,

o
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A~ 3R (62)

6- w-0-2 8- B-D-=ww-i & & # A A)-1H- =t 4 (33mg) = ¥
BE3nl)Ezr ¥ B2 HEH1I NS - REREERERAY
% & UAODSBE AR ER EF(HR FHEH ¢ AMK -~ EBEHE T
BE) A # > 1542 1 5 #H(20mg) -

'H-NMR (CD;OD) 6 ppm:
1.00-1.15 (6H, m), 3.00-3.20 (1H, m), 3.25-3.40 (4H, m), 3.65 (14, dd, J=5.1,

12.0Hz), 3.75-3.90 (5H, m), 4.07 (2H, t, J=5.9Hz), 5.05-5.20 (3H,m),

6.75-6.85 (1H, m), 6.90-7.05 (2H, m), 7.05-7.15 (IH, m), 7.25-7.55 (GH,

m)

%" 3 4110
(B D-wbwh # & # & A)-4-(2-58 % X)-1-(2-# ¢
A)-5-=Z R F A-1H- = =&
%4—(2—*%%9;&*%9;&)—1—(2—%?LJ;%L%)—&(B—D—nu—,a,;,
HEBEARX-S-=Z R F A-1H-sbo R ARL-(2- % & & ¥ #)
-3-(B-D-wg H A M ARX)-5-E A A-1H-% > XA K
HlbXFiEERFRABALESEY -

lH—NMR (CD;OD) 6 ppm:

3 95-3.45 (48, m), 3.65 (IH, dd, J=5.0, 12.1H2), 3.75-3.95 (5H, m), 4.20
(H,

(2H, t, J=5.9Hz), 5.29 (1H, d, J=7.6Hz), 6.60-6.85 (3H, m), 6.90-7.05

(2 ¥FEAFA)-3-(B-D-nw=s B A ARX)-1-(2-8C
9;‘5) - Z 8 F X-1H- =t o
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B~ HHARA (63)

Ao ¥ A R (49mg) R % Bt 47 (43mg) W3-( B-D-wb v & & #
FOA)-4-(2- 5 % £)-1- (2— 2L AR)-5-=Z A F A-1H- ok og
(11Img) 2N, N-—F X ¥ & ax(0.5mL) & ¥ » % 8 8 #15
fJ\Hf*r")i,u/m/a\a‘h/i)\*‘?éz% Exaéa%eﬁx"%‘;%»&#a
KB FE » BKBBELE  BREBRER  BRIBEUWE
TRHRBMHIE(HR BEEE R P/ F8E=10/1~5/1) % /
#® o 52 ML SH(108mg) -

lH—NMR (CD3OD) 6 ppm:
364 (H dd, J=4.5, 12.1Hz), 3.80 (H, dd,
(2, 1, 7=6.0Hz), 5.14 (2, 9, 5.31 (K,
5H, m

3.25-3.45 (4H, m), I=1.1,

19. IHz), 3.85-4.00 (4H, m), 4.20
d, J=7.6Hz), 6.75-7.00 (3H, m), 7.05-7.15 (1H, my, 7.25-7.50 (

T ik 512

3-CA-D-vdh # B 4 A KA)-4-[2-(3-£ ¥ A A) ¥ X]-5-
E & K-1H- ot o

o B B3- 2 F A R A 8(131Img) R % 8 47 (105mg) »

3-(B—D-“tb"f%%%ﬂfb%%%)%—w-fk ¥ X)-5- £ &/ %-1H-
ob ok (150mg) 2N, N-— F A F @ &(lnl) B & ¥ » £ 8 # &
1308 - RERASDEANKRTHBEBBRELERR - fF BR
U KEF > BARFEBRELE  REBREBRER - %5 U
BeExRHE(CRSEER: RIALTF KR/ P E=10/1 ~5/1)#%
oo F4-[2-3-2BAFAK)FA]-3-(B-D-nh & &
7’5%?‘.%)-5—5%%—1H—%°i o fu F BF 4N (28% FEE A KR 5
wL) # sbd-[2-(3-Z 8@ & ¥ & £) ¥ £)-3-( B-D- o % &

\S
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5~ AR (64)
HEaAt)--2 R A-1H-w4(12ng) = F BE(2nL) 2 & &
o g AL REBRERKRER S Y 0 & E UODSE
R RE(RFED  ABRK R B EH FE)HKE B
2 A1 4 Hm(8mg)

'H—NMR (CD3;OD) 6 ppm:

1.066 (3H, d, J=6.8Hz), 1.072 (3H, d,
3.60-3.70 (1M, m), 3.75-3.90 GH, m), 5.00-5.15 (3H,

J=6.8Hz), 2.80-2.95 (IH, m),

3.25-3.45 (4H, m),
m), 6.65-6.75 (1H, m), 6.75-7.00 (4H, m), 7.00-7.20 (3H, m)

B e 13

4-(2- % A A ¥ A)-3-(B-D-wuvh H & & A X)-1-(3-8 R

X)-5-=Z & F X-1H- mt =
A3-2m-1-8 R A2-B2 A TFA)X > R £F44H19

Z A ELSRFAEZBILAS M -

'H—NMR (CD;OD) 6 ppm:
- 1.95-2.10 (2H, m), 3.25-3.45 (4H, m), 3.61 (2H, t, J=6.1Hz), 3.65 (iH, dd,
J=4.8, 12.2Hz), 3.80 (1H, dd, J=2.0, 12.2Hz), 3.90 (2H, ), 4.23 CH, t,
1=7.1Hz). 5.14 (2H, ), 5.29 (1H, d, }=7.8Hz), 6.75-6.90 (21, m), 6.94 (1H,

d, 1=8.2Hz), 7.05-7.15 (IH, m), 7.25-7.45 (5H, m)

E 3k 514
4-[2-(3-2 ¥ & £) ¥ X]-3-(B-D-=u=ps & & # & £)-5-

BE A A-1H- %
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5~ WA (65)

A3-( A-D-wvh & H & X)-4-(2-8F X)-5-E R A
-1H—°tb°iHX'1’<"3-(,B-D-"tb"r%%ﬁé%i%)-4-(2-?§%£&)

“1-(2-88 T A)-5-=Z & F A-1H-=b=¢ » 3 A3-8 % A2 R
KRE¥ERXBE UBET®RMLIIZ T ESARFRBAILESY -

'H-NMR (CD;OD) 6 ppm:

1.00-1.15 (6H, m), 2.80-2.95 (1H, m), 3.25-3. 40 (4H, m), 3.60-3.70 (1H,m),

3 75-3.90 (31, m), 5.05-5.10 (1H, m, 5.13 (2H, s), 6.80-6.90 (1K, m, 6.93

(IH, ¢, 1=8.4Hz), 7.05-7.15 (2H, m), 7.25-7.35 (1K, m), 7.35-7.50 (2H, m),

7.61 (1H, s)
'E"’ ﬁ”l5
-[2-(3- R F A K) ¥ A]-3-(B-D-"uvh & & # A £)-5-

—,%%JE:—IH—%'&

R3-(B-D-wvh & & # A £)-4-(2-8 ¥ X)-5-&E A K
~1H- st ¢ R K3-( B-D-=tvhh & & 4 & X)-4-(2-5 ¥
E)-1-(2-8# 2 X)-5-=Z A F EA-1H-w=4 » & A3- R ¥ &
BER AR FRARE O UBERBIIZ T EZLARAFRAILS Y -

'H-NMR (CD3;OD) 6 ppm:
1.00-1.15 (6H, m), 2.80-2.95 (IH, m), 3.25-3.40 (4H, m), 3.60-3.70 (1H.m),

3.75-3.90 (3H, m), 5.00-5.10 (1H, m), 5.14 (2H, s), 6.75-6.90 (14, m), 6.94
(1H, d, J=7.8Hz), 7.00-7.15 (2H, m), 7.25-7.40 (3H, m), 7.45 (1H, )

K 2 #5116
-[2-(3- AR ¥ A X)) FX]-3-(B-D-wnh &) & #& A X)-5-
£ A AKX-1H-w 4

L
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I~ AR (66)

A3-CB-D-wgg 8 HMARX)-4-(2-8FH)-5-2 &%
—lH—vttviHX4’i3-(B-D—%"&;%ﬁ%%%;)—4—(2—;&?2’%)-
1-(2-82 C X)-5-Z &K F A-1H-=wb ¢ - & A3- £l ¥ £ /2 K

KRFREE > UEBE®RBLIILZ I ELS RGBAILLLY -

'H-NMR (CD;OD) 6 ppm:
1.00-1.10 (6H, m), 2.80-2.95 (1H, m), 3.25-3.40 (4H, m), 3.60-3.70 (1H,m),

3.75-3.85 (3H, m), 5.00-5.10 (IH, m), 5.15 (2H, s), 6.80-6.90 (IH, m), 6.94
(1H, d, J=7.6Hz), 7.00-7.20 (4H, m), 7.25 (1H, d, J=7.7Hz), 7.35-7.45 (IH,

m)
& 56 517

—(B-D-wvdy B H R FA)-4-[2-(3-58F A ¥ & HA) %
A]-5-E & X-1H- o o&

2 EBWI-F=ZTE=_FFHAFTEFAR(9Tng) »
3-C A-D-=bvh 3 & M & X)-4-(2-8 ¥ X)-5-2 & £-1H-
o ok (164mg) R % 8 47 (115mg) 2N, N- = ¥ & ¥ & s (5nL)
BRERFY > BH20088 - RERAWEANKRT % B BB T
BE R - REBRY UKKEF > BRKRBEYE LB REMBRE
Bl REUBEREMNFZ(R S BB R1F B/ FE
=20/1 ~10/1~5/1) ¥ % > B4-[2- (3-8 =T A -9 ¥ g
AFEFARER)FA]-3-(B-D-nw s H H B AR)-5-25F
A-1H-wbot © £ F B Aow ETHAILE(Inl/Lw & % 3
B &R ~0.065mL) » ERF4-[2-(3-F=TRA-_F Fwa9v i
FRE)FA]-3- (B-D-wh H H&HAR)-5-2 @ A-1H-
w2 W RackH(2nl) BE R P 0 WFHISNEF - BEHERER

' e
Ibg’n
e

i3

Ine
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A~ E8Red (67)
Ay o B A0DSE AR FE(HRFER @ AMBK - R EEF
B FE)BY - FRAILSH(220g) -

'H-NMR (CD3;OD) 6 ppm:
| 06 GH. d. J=T.1Hz), 1.07 (3H, d, J=T.1Hz), 2.80-2.95 (IH, m), 3.25-
3 40 (4H. m), 3.60-3.70 (1H, m), 3.75-3.85 (3, m), 4.62 (2H, s), 5.00-5.10
(IH, m, 5.13 (2H, ), 6.75-6.85 (1H, m); 6.90-7.00 (1K, m), 7.00-7.15 (2H,

m), 7.25-7.40 (3H, m), 7.44 (IH. s)

3 1518
z A-3-(B-D-ney &) B A& KA)-4-(2-8 % X)-1-(2-
72 ¢ #&)-1H- =k 4

B4-(2-% 8@ A ¥ A)-1-(2- ¥ & X T X)-5-T %-3-
( B-D-wbvh # H 42 & A)-1H-» o2 R R4-(2-F & £ ¥ K)
-3-(B-D-nwh HH M ARX)-5-FE A X-1IH-=ot » X FF
b FELERIFAEABLILESY -

T el

IH-NMR (CD;OD) 6 ppm:
0.98 (3. 1, J=7.6Hz), 2.59 (2H, q, J=T.6Hz), 3.25-3.45 (4H, m), 3.68 (14,

46, 1=5.1, 11.9H2), 3.69 (2H, s), 3.75-3.90 G3H, m, 4.0 C2H. 1, 1=5. 5Ha),

5.05-5.15 (I1H, m), 6.65-6.80 (2H, m), §.90-7.05 (2H, m)

£ 2 419
4-(2- % 8 A ¥ A)-5-2 £-3-(B-D-=w=h & & # & £)-
1-(2-# ¢ A)-1H- = =&

A5-7 £-3-(A-D-wbvh # & # K A)-4-(2- £ % £)-1

I~

|
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A~ H9RHA (68)

~(2-5 8 T A)-1H- = o R K3-( ,B—D- vk B OB R K)-4-
(2-# % K)-1-(2- % 2%) 5-Z f F A-IH-wb & » X F ¥
plll Z F A RFRAEAILLEYD -

'"H-NMR (CD3OD) 6 ppm:

0.89 (3H, t, J=7.6Hz), 2.49 (2H, q, J=7.6Hz), 3.25-3.45 (4H, m), 3.65 (IH,
dd, J=5.4, 11.8Hz), 3.70-3.90 (5H, m), 3.99 (2H, t, J=5.5Hz), 5.05-5.20
(3H, m), 6.75-6.85 (1, m), 6.90-7.00 (1K, m), 7.05-7.15 (2H, m), 7.25-7.50
(54, m)

i 45120
-[2-(2-RA ¥ A A)FA]-3-(B-D-=p & & # R K)-5-
E & FK-1H- ok &

A3-( B-D-wbvh # & # A K)-4-(2-58 ¥ %X)-5- ﬁﬁ
~1H- ot o B X3-( B-D-wbwh B H AR A)-4-(2- 5 %
E)-1-(2-8 T X)-5-=Z # F A-1H-=c ¢ » X F §F % 611
ZHELERFEZERILES Y -

lH—NMR (CD3OD) 6 ppm:
| 00-1.10 (6H, m, 2.75-2.90 (1H, m), 3.25-3.45 (4f, m), 3.60 3.70 (1L, m),

3.76 (2H, s), 3.81 (IH, d, J=11. 6Hz), 5.00-5.15 (1H, my, 5.19 (2H, s),
6.75-6.90 (1H, m), 6.99 (IH, d, J=8. 9Hz), 7.00-7.25 (4H, m), 7.30-7.40 (1H,

m, 7.45-7.55 (IH, m

4-(2- ¥ A A ¥ X)-3-(p-D-nh @ HBAKX)--ZAF
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B~ HARHA (69)

A-1H- =t o

Ba4-(2- ¥ A A ¥ A)-5-Z A F A-1,2- = & =t -3~ &
BRARLA-(2-F R A ¥ X)-5-2 R ¢ A-1,2-= & ot 4-3-
Bl U B R RBIIZF XA BFREARILAL Y -

'H-NMR (CD;OD) 6 ppm:
3.25-3.38 (4H, m), 3.62-3.68 (1H, m), 3.77-3.85 (1H, m), 3.88-3.96 (2H,m),

5.14 (H, s), 5.16-5.22 (1H, m), 6.68-6.97 (3H, m), 7.10-7.15 (1H, m),
7.27-7.45 (5H, m)

B 3% 522
4-(2- % & X ¥ A)-5-2 #%-1,2- = & =t 4-3- &

A3- 8 AR X B FasmRAK4,4-— F A-3-Q K X 8 F &5 >
UEERBIlZFELSRFEZAILESH -

'H-NMR (CDClj3 & ppm:
| 05 (3H. . J=T.6Hz), 2.44 (2H, q, J=T.6Hz), 3.73 C2H, 5), 5.11 (2H, ),
6.83-6.93 (24, m), 7.13-7.17 (2K, m), 7.28-7.48 (5H, m)

%@~J23
4-(2-F A A ¥ A)-5-F A& F A-1,2- = & % %-3- 8

A4-F A A-3-A KT8 FaRMAL4-=F £-3- 8 &
R PR RBIRTREBLIZI ESRFEZRLLY -

'H-NMR (CDC1l3) 6 ppm:
3.19 (3H, 5), 3.74 (2H, 5), 4.23 (2M, ), 5.09 (2H, s), 6.86-6.93 (2H, m),
7.12-7.21 (2H, m), 7.28-7.47 (5H, m) '

%

i
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-~ #mRAE (70)
z 5% 5124
-[(2-(2- R ¥ & A)FA)-5-Z &8 F A-1,2-= & "t 4-3-

i

Bd4,4,4-= R A-3-8 K TEHCLERKL,4I-—F X-3-4
4&&a§$as’s‘ﬁm[2—(2—§u¥§u% **%]‘?iﬁﬁuuz-*%
A XRER)FE U T RAHAIZ A miFRE BRI A e

lH—NMR (CDCly 6 ppm:
3 73 (2, br-s), 5.15 (2H, s), 6.85-7.55 (8H, m)

% 5125
-[2-(3- & ¥ A X)) FA]-5-Z R F A-1,2-= & = 4-3-

Bd4,4,4- = fLHA-3-8 K TBEE T 85 RAK4,4-—F X-3-4
Kok B P BA[2-(3-ARFAK)XA]F &ERAK(C2-F
A A RXAFE > URRFTRFALZF ELREFEFERILESEY -

lH—-NMR (CDC1ly 6 ppm:
378 (OH, s), 5.13 (2, s), 6.85-7.45 (8H, m

K 2% #5126 -
4-[2-(4- R F AKX FA]-5-=Z A F 5-1,2- = & = 4-3-

Bd,4,4-= G A-3- 8 KR T8 iR AL4L-—F £-3- 4

W
é?‘ﬁ ﬁn'
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-~ HHRE (7))
KA Fes > EA2-(4-RFRE) XEX]TFBERRK-F
S A RXKX)FE > URFTRFALILZ T ZTLSERFFERILESY -
'H-NMR (CDCl3) 6 ppm:
3.77 (2H, s), 5.15 (2H, s), 6.98-7.03 (24, m), 7.19-7.28 (2H, m), 7.37-7.44
(4H, m
' % 527
4-(2-F & F & ¥ X)-
FH4,4,4-:.£L£‘—3-§L
2- F
%

¥oA-1, 2—:_@,%0&-3—
£ T Bs BR R4,4- - F X-3- 4
KRR BEFEs 0 3t A( R A F BERAK(2-F 9;'5
XRA)FPE > URETHRBlIIFT LA FTRALESEY -

'H-NMR (CDCly 6 ppm:

3.51 (3H, s), 3.82 (2H, s), 5.26 (2H, s), 6.90-6.96 (1H, m), 7.04-7.10 (2H,
n), 7.13-7.18 (IH, m

£ 2% )28

-(2-F AKX ¥ A)-3-(B-D-u= HEHEBAKX)-5-FAFT
A -1H- ok ok

BA4-(2-F KX ¥ A)-5-F A F &-1,2-= & 4-3-&
RAKLI-(2-F & A ¥ RA)-5-E A A-1,2-= & =t2-3-8 -
R B ERRB2Z T ELSEARFABRERBRILL S -

'Hf—NMR (CD3;OD) 6 ppm:

319 (3H s), 3.28-3.40 (4H, m), 3.62-3.67 (IH, m), 3.76-3.83 (3H, m),
4.05-4.13 (24, m), 5.03-5.10 (IH, m), 5.10 (2H, s), 6.77-6.84 (IH, m),
6.93-6.98 (I, m), 7.07-7.17 (2H, m), 7.27-7.43 (5H, m)

1

AR
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A~ #HARA (72)
£ 6 #]29
4-12-(2- R ¥ 8 A) ¥ A]1-3-(B-D-=t= & & # & %)-5-
Z A F A-1H- w4
AA-[2-(2-R¥FARA)FA)-5-Z R F £-1,2- = & %
o -3-E R K4-(2-F & A ¥ R)-5-A AT A-1,2- = A%
w-3-8 >0 UREHRBIZFTEERFFERLS D -
'H-NMR (CD;OD) 6 ppm:

3.924-3.42 (4H, m), 3.60-3.69 (IH, m), 3.75-3.83 (iH, m), 3.90-4.00 (2H, m),
5.15-5.30 (3H, m), 6.78-6.96 (3H, m), 7.08-7.16 (1H, m), 7.27-7.55 (4H,

m)
”"E’ # 15130
-[2-(3- R ¥ A X)) F A]-3-(B-D-=wh & & # & %)-5-
,_%‘LEF%—IH—%%
AA4-[2-(3-ARFEA)FA]-S-=Z R F A-1,2- =& =4
~3- B R AK4-(2-F AAFA)-S-FA AT A-1,2- & w4
3-8 AR EXRBIZF EELRFHRERILELES Y -

3

'H-NMR (CD;0OD) ¢ ppm:
3 93-3.38 (4H, m), 3.55-3.98 (4H, m), 5.04-5.30 (3K, m), 6.75-6.95 (3H, m,

"7.03-7.14 (1H, m), 7.23-7.45 (4H, m

T ¥ 531

~[2-(4- R ¥ A X)) ¥ A]-3-(B-D-w-h &) & # & X)-5-
=Z 8 F A-1H- ==&

A4-[2-(4- R ¥ A A) ¥ AX]-0-Z R F A-1,2-= &%
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A~ HFRWHE (73)
“3-FBRRA-(2-F AKX FA)-5-Z R T A-1,2- = & =
3-8 RBEFTHRBIZHFEALSARFRZAAILLSY -

'"H-NMR (CD3;OD) 6 ppm:

3.20-3.40 (4H, m), 3.62-3.70 (1H, m), 3.77-3.84 (IH, m), 3.88-3.96 (2H,m),
5.10 (2H, s), 5.10-5.30 (1H, m), 6.77-6.96 (3H, m), 7.07-7.13 (IH, m),

7.32-7.42 (4H, m)

£ % 532
4-(2- % & % %

)-5-CT %-3-( B-D-=w=h % & # & %)-1H

s

— o o

R4-(2- % & K ¥ K)-5-T A-1,2- = & b 4-3- 8 &R £ b
4~(2— FREFA)-S-E A K-1,2- — & % %-3-8 » %R
FRB2ZHF XL ARBRABLE Y -

* :w

'H-NMR (CD;OD) 6 ppm:

0.97 (3H, t, J=7.6Hz), 2.38 (2H, g, J=7.6Hz), 3.25-3.40 (4, m), 3.61-

3.67 (14, m), 3.75-3.87 (3H, m), 5.02-5.10 (1H, m), 5.12 (2H, s), 6.79-6.86

(1H, m), 6.93-7.00 (1H, m), 7.05-7.15 (24, m), 7.27-7.47 (5H, m).

£ 3% 4133

-(2-F A F R)-5-F A T &-1,2- = & "t %-3- &
M4,4,5,5,5- A A3-ARTHRLOERALL-ZF 2 |@

“3-RARKR KRB FE URRESLIZIFELSREFRLBL L

4 o

'"H-NMR (CDC1l3) 6 ppm:
3.78 (2H, s), 5.14 (2H, ), 6.90-7.00 (2H, m), 7.14-7.21 (2H, m), 7.32-7.46

|
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BN (T4)

B i ]34

4-(2-F & F & ¥ £)-3-(B-D-nu= & & #& & £)-5- = &
PR -1H- ok o

A4-(2-F & F & F X)-6-=Z & F X-1,2- — & ot 4-3-
B OB K4-(2- % & A ¥ X)-5-A R T #%-1,2- = & = %-3-
B U B FERBIZIZFELREFEZRILASY -

.'H-NMR (CD3;OD) 6 ppm:
3 27-3.40 (4H, m, 3.42 QH, ), 3.64-3.72 (K. m
5. 16-5.30 (3H, m), 6.83-7.1¢ (4H, m

Z 5 535

), 3.80-3.93 (3H, m,

4-(2- AFA)-S-F=TE-3-(B-D-nh & & # &
A)-1H- =k o
A4-(2-F A A ¥ X)-5-% =T H-1,2-= & % 4-3-#8
BRRA-(2-F A K5 F R)-5- B @ A-1,2-= & 4-3-8 >
A

UAEFHRBLZIF ELSLRIFEMEILS Y -

'H-NMR (CD3;OD) 6 ppm:

119 (9H, s), 3.27-3.35 (3H, m), 3.43-3.47 (IH, m), 3.62-3.67 (IH, m),
3 78-3.83 (1H, m), 3.93 (2H, s), 5.05-5.10 (1H, m), 5.14 (2H, s), 6.75-6.82
(IH, m), 6.84-6.87 (1H, m), 6.95-6.98 (1, m), 7.06-7.12 (1H, m), 7.27-7.39

(3H, m), 7.43-7.49 (2H, m)
E % #5136
5-F A A-4-(2- XA F A F A)-1,2- = & = 4-3- &
A4-F X-3- 8 KR R8T e BRKR4,4-=—F X-3-4 &K X &

i
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- #HARA (75)
PE ot R2-FAFARXRE PHERKRC-FALAXEF

B UBE R EBlZF s mFHRAILSY -

lH—NMR (CDCly 6 ppm:
i heptet, J=7.0Hz), 3.81 (2H, ), 5.15 C2H,

1.12 (6H, d, J=7.0Hz), 2.99 q
7.42-7.47 (IH, m

s), 6.93-7.04 (3H, m, 7.15-7.30 (5H, m)

B 3 #1137
5- 2 A A-4-(2- XA X F X)-1,2- = & = %-3-#

Ba4-F A-3-&8 K KB ¢ B R A4,4- - F X-3- 8 K kB
Pas 0 it A(2-RXEAER XA FERAC-FAXRXKT
B2 > URB BBl HFELSRFEZAILSY -

'H-NMR (CDC1ly 6 ppm:

(.12 (6H, d, J=7.0Hz), 2.93 (IH, heptet, J=7.0Hz), 3.72 (2H, s), 6.85-

7.15 (6H, m), 7.24-7.33 (3H, m)

B ik #5138
5- B & A-4-[2-(2-F ¥ & £) ¥ £]-1,2- = & =t %-3- 8

AA4- F R-3-8 K Rkt RAL,4- - F X-3-a KAk #%

Poag 0 3 A[2-(2-9F ¥ A &) X A] FERARC-FAHAX

E)FE > UBEETHRBlZIHF ELSmFIZARILASYD -
IH-NMR (CDCly) 6 ppm:

1.09 (6H, d, J=7.0Hz), 2.40 (3H, s), 2.90 (1H, heptet, ]
s), 5.09 (2H, s), 6.85-6.96 (2H, m), 7.13-7.30 (5H, m), 7.42-7.45 (IH, m)

T % 539

=7.0Hz), 3.72 (2H,
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E -~ HARHA (76)
5- & A A-4-[2-(3-F F & X)) ¥ X]-1,2- = & " 4-3- &

Bd-F A-3- 8 R XRBE B RAK4,4- — F X-3- 8 K R B
woEs o 3t B[2-(3-F ¥ & A)XA] FERAC-¥ &£ X
HA)F B » URET®RBLILIFEELSLMRFEZABAILEESY -

'"H—-NMR (CDC1l3) 6 ppm:
1.10 (6H, d, J=7.0Hz), 2.38 (3H, s), 2.93 (IH, heptet, J=7.0Hz), 3.75 (2H,

s), 5.08 (2H, s), 6.85-6.93 (2H, m), 7.10-7.33 (6H, m)

K i 5140
5-E A A-4-[2-3-FAFARX) X K]-1,2- = & % 4-3-

&)
B4- 9 R-3- 8 K X s RAKL,4-=—F %

PEs o 3 A[2-(3-F A F A K)RXA] FEERAC-¥%¥AH%K

X A)FE > URERBILZIF TSR GFZHILESY o

'H-NMR (CDCl;) 6 ppm:
I 11 (6H. d, J=7.0Hz), 2:95 (IH, heptet, J=7.0Hz), 3.76 (2H, s), 3.82 (3H

s), 5.10 (2H, s), 6.83-6.92 (3H, m), 7.02-7.04 (2H, m), 7.10-7.16 (2H, m),

7.25-7.30 (IH, m

Tk 541

R)F B » URETARBLIFELSLREFRLAILASY -

-3- 2K kB

5- R A A-4-[2-(m A& wh-4- A K) ¥ X]-1,2- = & =4
-3- &

m4-?£—3—§u4&r&aﬁaa‘aﬁxﬁ4,4— FoA-3- iuﬁrkaisﬁ
?a‘a’jﬁm[Z—(wﬁ%%%—i%) Al FBERARC2-¥ 4
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-~ #RAmen (71)

'f{—-NMR (CDCly) 6 ppm:

|15 (6H. d. J=7.0Hz), 1.80-1.90 (2H, m, 2.02-2.11 (2H, m, 2.93 (K,
heplel, 1-7.0Hz), 3.57-3.65 (2H, m, 3.69 (2H, s), 3.96-4.03 (2H, n,
4.53-4.60 (IH, m), 6.82-6.88 (2H, m, 7.03-7.14 CH, m

B i 5142
“[2-(3-F % R A) ¥ A]-3-(B-D-=-h & &H #& A £)-5-
B A X-1H- =t =&

A5- R & #£-4-[2-(3-F F & &) ¥
~3-E R A4-(2-% A A ¥ A)-5-E R/ A-1,2- = 8w 4-3-
B 0 U B EFERBFA2ZZF EAARARBTHRABLLS Y -

'H-NMR (CD;OD) 6 ppm:
L 01-1.10 (6H, m), 2.35 (3H, s), 2.81-2.92 (1, m), 3.23-3.50 (4H, m),
3. 60-3.85 (4H, m), 5.03-5.10 (3H, m), 6.77-6.84 (1H, m), 6.90-7.30 (7H,

m)
%z‘@{ﬁMS
-(B-D-ns HHHwAX)-5-ERE-4-[2-(3-F A& F A
) F K]-1H- ==&
A5- B A A-4-(2-(3-FAFAA) FA])-1,2- =8 %%
~3- B R RA4-(2- % A A ¥ A)-5-FE A A-1,2- = 8w A-3-
B > UEERB2ZHFFELAARFRERILS Y -

'H-NMR (CD;OD) 6 ppm:
0.93-0.98 (6H, m), 2.73-2.82 (1H, m), 3.20-3.30 (4H, m), 3.53-3.60 (2H, m),
3.65-3.73 (5H, m), 4.95-5.03 (3H, m), 6.67-7.01 (7TH, m), 7.14-7.21 (IH,

m)

[l

I'l"la
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F - HARHA (78)
T 16 144
3-(B-D-wz A HMHAK)-5-2 A K-4-[2-(m@ & -Hh-4-
&) F A]-1H- w2

B5- 2 @ A-4-[2-(w & wdh-4- A X)) ¥ A]-1,2- =&
o ok -3- B9 R K 4-(2-F A A ¥ A)-0- & B oE-1,2- = &
ok -3-8 0 MU B K B2 F E S R

'H-NMR (CD;OD) 6 ppm:

0.96-1.08 (6H, m), 1.63-1.75 (24, m), 1.88-2.00
(4H, m), 3.43-3.92 (8H, m, 4.46-4.55 (IH, m, 4.92-5.01 (IH,

(2H, m), 2.72-2.83 (14, m),

3.17-3.33
m), 6.67-6.73 (IH, m), 6.82-7.03 (3H, m
T e 145
3-( B-D-wtwh B H A K)-5-8 A X-4-(2-
-1H- =k o
B5- B & £A-4-(2-%2 & F ¥ %)-1,2- = & s 4-3-8 R
KA-(2-% 8 A ¥ A)-5-BE F A-1,2- = s = 4-3-8 > X
RE®RBP2ZHFEALAREFRZALELED -

s

£ F FE)

lH—NMR (CD3OD) 6 ppm:
1.05-1.15 (6H, m), 2.81-2.90 (1H, m, 3.27-3.40 (4H, m), 3.60-3.66 (1H,m),

3.75-3.93 (3H, m), 5.02-5.20 (34, m), 6.90-7.04 (3H, m), 7.08-7.31 (GH,

m), 7.38-7.43 (14, m)
B 5 15146
3-( B-D-whh H HEAA)-5-8 A K-4-(2- XA F HK)-
1H- =t =

B5- 8B & A-4-(2- X & ¥ A)-1,2- = & % 4-3-8RKRK
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7~ HARH (79)
4_(2_ if‘t i‘ g‘ A

¥ AR)-5-B & £-1,2- = & b 4-3-8 > B [
T B2 H kA

BRI S

'H-NMR (CD3;OD) 6 ppm:
| 08-1.17 (6H. m), 2.85-2.95 (1H, m), 3.27-3.45 (4H, m), 3.64-3.88 (4H,m),

5.07-5.13 (1H, m), 6.83-6.95 (3H, m), 7.03-7.38 (6H, m)

B e 147
4-[2-(2,5- = F ¥ /A X)) ¥ X]-5-E AR A&-1,2-=—a %
-3- &

A4- 7 A-3- 8 &K & Bt ¢ B BRAK4,4-= F A-3- K&k &
FoEs 0 3 A[2-(2,5-=—F ¥ A A)XA]FEHERKOL-F4A
ARXA)FE . UBRFTRBLlLZF ETLERFEFRILS Y -

lH—NMR (CDC 13 6 ppm:

1.07 (6H, d, J=7.0Hz), 2.33 (3H, s), 2.35 (H, s),
6.85-6.96 (2H, m), 7.05-7.19 (5H,

2.88 (1H, heptet,

J=7.0Hz), 3.72 (2H, s), 5.03 (24, ),
m)
B o 1548
4-(2- ¥ A A ¥ X)-5-E A A-1,2- = & %-3- &
B4- F A-3-A K KBt R AL, 4-= F A-3- A K k&
FaE c AR ERBILZI EZSAARFERILELESYD -

'H-NMR (CDC1l3 6 ppm:
1.12 (6H, d, J=7.0Hz), 2.95 (1H, heptet, J=7.0Hz), 3.75
$). 6.87-6.94 (2H, m, 7.13-7.17 (2H, m), 7.30-7.47 (3H, m

(2H, s), 5.13 (24,

T 2 5149

NG
5

A
A
ol
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-~ HARHA (80)
4-(2-F A A ¥ A)-5-=Z R F A-1,2- = & o 4-3- &
A4, 4,4-=Z A A-3- AR THLEBEBRRL,I-ZF X-3-4
XA B FE > UBERBIILZIFTELSRFTIZRILES Y -
'H-NMR (CDC13) 6 ppm:
3.77 (2H, s), 5.18 (2H, s), 6.98-7.06 (2H, m), 7.21-7.28 (2H, m), 7.39-7.48
(5H, m)
& % 550
4-2- B & A F X)-5-E A& X-1,2- = & 4-3- 8
Ad-F A-3- AR THILERRL,I-=FEA-3-8 R XK#&
P ER2-RARARA) FPERAC-xa2x2) 7 (@
B AR ERBlZFEARFEZRILSY -

'H-NMR (CDCl3) &6 ppm:
1.18 (6H, d, J=7.0Hz), 1.40-1.90 (10H, m), 2.00-2.10 C2H, m), 3.0l
(IH. heptet, 1=7.0Hz), 3.68 (2H, s), 4.45-4.55 (1H, m), 6.80-6.90 C2H, m),

7.05-7.15 (2H, m)

T 3 551
4-(2- 2 A A FA)-3-(B-D-n B HHAKX)-5-E &
K -1H- =t =

A4-(2- 8 B A XA ¥ X)-5-E & A-1H- b4 R R4-[2- .
(2,6-=— F ¥ & &) ¥ #A]-5-82 @ A-1,2- = & = %-3-8 >
U EEXRBOIZFEL R FAREAILE Y -

'H-NMR (CD;OD) 6 ppm:

0.95-1.10 (6H, m), 1.30-1.80 (10H, m), 1.85-2.00 (2H, m), 2.75-2.85 (IH,
m), 3.15-3.35 (4H, m), 3.50-3.75 (4H, m), 4.35-4.45 (IH, m), 4.95-5.00 (1K,
m), 6.60-6.80 (2H, m), 6.85-7.05 (2H, m)
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1333955

A~ HFRARHA (B

R ¥
#p # ASGLT1 7 M % B # 2 X &\
(1):® 78 ASGLTI R & &2 % 3L & 22

g A B R B 2 2RNA(total RNA)(Ori gene » 3 # &
Moligo dT( & % % & 8 ¥) A 3] F(primer) R # % > R &
PCR (Polymerase Chain Reaction - 2 4 8 & 4 R E) K
X BcDNA R B B o s gbcDNA KX B B A # sR(template) H
PCR # #% AHediger % 3% % =z ASGLTI1(ACCESSION : M24847)
¥1 2 ¥20054 % 5 %/ (base sequence) ° 3 % ApcDNAJ. 1
(-)(Invitrogen 2> 3 # &) x % # @ 3P M4 - 5 A ZDNA & A
FIBoREZFATDMEE -

(2) # 3 ASGLT1 & =& % R %

ASGLT] % 3 # # s Scal A 1b A B 4 AKDNA & XX fis & % %
(lipo-fection) (Effectene Transfection Reagent :
QIAGEN) # ACHO-K1 %@ & ¢ - X1lmg/mL G418 (LIFE
TECNOLOGIES 2 ) # R) B S M F Attt tm L 4k > A 44 & &
kB X P A-a-D-FH H ks ¥ 2 HBR(incoporation) &
Mo ERETRAHERITMHEHKE L ACSI-5-11D » FE#& £
200 £ g/mLG418 % £ F & &% -
MEHHNFA-a-D-HHHnd F(a-N)XHRFH

CS1-5-11D % A # A & L3 x 10118 iR B #& & »96 3L 4 &
AR SR AE2BHABHBERRABZIA - -HRALEHR(S
140mM £.16 48 ~ 2oM & 16 47 ~ ImM R 1645 ~ ImM R 16 4% ~ SmM

y i
)
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5~ HHHA (82)

R PAREFR ~10oM 2-[4-(2-8CZ R)-1-% &) T
##e pHT7.4) 4 A JF & & M2 B, a-MG(Signa > 3 # &) &2
C“# % a-MG (Amersham Pharmacia Biotech 2 8 & &) x
RAd o EBRAKLRBREAELEAIoN SRS HEBRNH-_F
DR B ok 43 kB "ﬁ?ﬁ&}?&ﬁuﬁ’-\/‘\lmMa—MGZ%mﬂifﬁi
R BPARBERAEEHER HBANEZAEHRR 2441t
S o MEABRBRRTAAEEHKAKRLILIOnM R 1L BE & R K
At - T Ll AEARSEILFXCS-1 KK HHio
180 uL A R E R L EHER(FA L2 a- M XA #FRRAEAEH
) RITTC#H BI04 - B HEHERL KL » THRATR
MR EHR B S WTObulB T RAREHREARERA
Bk MITCHE - 1 IBRETBRAZTAEHRKR &L
180 L F o B & # & (410mM 3k & 4 M 42 3% a-MG x % ##
BmABTRAREEHER)KCFLZR - BRBIL W75 L 0.2mol/L
fATLM R BEBRmB > Bt BE R MWPico-Plate
(Packard 2 3 # & ~ M & H k) o w150 ¢l
Microscint-40 (Packard 2 38 # & ~ %k & H BEH A B
R ) & 0 Atk = PO 3 3 ZTopCount
(Microscintillation counter -~ Packard » 8 # &) & &
K EMNE HPBAIFERERFTAALAHZREZZMEA100%
FE R RIS M EREZFTEA-a-D-8 8 Hawdh ¥ HK
g - B K% B x(Roget’s plot) 3t E & it A 4 ¥
H R T A-a-D-H B owd ¥50% 2 & E(IC, H) - & £
o F ¥ k1A T o

g

;

Ry

.
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B~ HEARSA (83)

[ %1]

A S W 1Cyy 4 (nM)|
% 5% 5 2 18
£ 5 9 8
e 11 13
B e 12 35
T B 13 30
£ % B 15 1
" 19 80
T % 21 14
T 5 ) 51 194
R 5] 2

XA RAZH oBELEIAHERAERRKR
(R AEHEBAFEXT R A S R A
108 # A & R A 0 BB M 4% 88 8 R(230mg/kg) » &15
Aﬁ&&@%ﬂ@?é%%%&%ﬁm%%wmymw
PR BE2ALBEARAEGRALRHOSNE  BETHEREE L
(2mg/kg) B - ERIO N 484 o B ¥ 5 & 7%.)*%%250
~450mg/dL 2 & 4 - # TR RBAH & F KB -
() BAH & HR®B
BEBEEBFRTRAGOZALBLRYIO N FHIZE > R8s
mo R aEBFENLSYBTFTALEL FCNC) 2 REY
(10mg/kg) » # B 4 A /£ & o % 80.5%MC - R B EHK B &
o % ®m15kcal/kgkR A H( R #0riental B8 & T ¥ » 3 #

C:\2D-C0DE\9] -08191111430.ptd % 88 B



1333955

A HARA (84)

2 +No.038 -~ #HBasH#H - 25 H) REAARKE
&/"Eﬂ—rda/%?]wfiﬁﬁ&m’sthEPLABT‘?liiioﬁzi&éﬁii
SHBBEIRALAE ZREHEBERE - & B EANOODE)
B #140.5 ) 85 » B%zm*ﬁ‘?“%#é;‘%&&n%wﬁ

—roﬁ‘?%'n#é:u*%mai 2 RBERT

~

[ %2]

# R 1L A W o % ¥ H H#RE(ng/dL)
0 /v 8% 0.5/ 8§ 1 /8%

#HERBa 132+ 7 254+ 16 291z 21

ok 2 126+ 7 194+ 7 219+ 16

X B $)3

50 F MR R

M4 17 B #C5TBL/6I R P ZRA(BATREE Y » B &
20 ~23kg > 145 8) @@ R4 M > Rlg/kg A B & 0
SR E 0. 5% T A M M F A Z AR IL A d o B R4S
oo H & R 4o RI AT
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