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Nolan ¥ A Z £ B % #| 5,070,012 g2 Bronstein, I, % A ,(1989)7.
Chemilum. Biolum. 4 99-111) ~ & % % ¢ & ¥ #% & ( % M Gorman %
A, Mol Cell Biol. (1982) 2 1044-51) ~ B- % # # i B& 85 - i@ &, 1L &%

~ B- AR BE AR (£ B & #) 5,741,657 51 5955,604) - 4k it - &
Bk £ 88 (£ B & #)5,221,623 5 5,683,888 ; 5,674,713 ; 5,650,289 ;
5,843,746) & X R % & & & 'H (Tsien, R.Y. (1998) Annu. Rev. Biochem.
67.509-44) o

AL EABRBESBE TR IBRAAE L S 42 (LBD)

R KB s i
A sl AFZXARABARPELIHRZEFRLER
S EZH ML EADNAL S REHL BB X T ADNAL &

Z R £ DNA & 4 3 # ¥ 12 (DBD) = # & 52

~-

T % (% M WO95/18380) £ 4% Al X K DNA 4 & zh 4% & 45 = 4
WERXGEBREILAABETZIERY  RBRAETH X
e A KRR ARG LA A AM -

— T RBEEZGEMAEAALRS LKA - REA
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—

O ORBRABRLOHBEYRR L EBLE - 2 E T8
B F e A 2 BIBD X & B K E @ 5w & DNA
Begmadtazdgitlt At EdEmotiisFg
HZZ2RAHERR - AL HUBROBED T T » 43
ARBERABEE B ARFI AN EIREAD
m%ﬁQﬁMMmNWMﬁﬁﬁ&ﬁimm%%wﬁﬁﬁo
AR AERA O Y ZIE o b AR ha o 4
MG —EERA . AR EERR SR RLABREL
Tﬁ%ﬂ%iiﬁﬂi%ﬁ%ﬁ%ww;a@%uwﬁwn_
© 5,283,173 & 5,468,614) - s A AR R AL AL R YT B BB
%’%ﬁﬁﬁ%%ﬁﬁiiﬁmééﬁZQEﬁm’%%
EE@mBARAKBEERGEHRE - F—HEBEWEELYT L
AR ERABREEFAE AOLCREZMKAEEE > RUE
BHEIL—HHEAXEZHER D FLL » £ 545 F GAL4DNA

Ny
]-\
ZII

Hohaiaf - P _HERALTLOLEDNAL B E AR R
BZEZHE BROEBBEENKERA DT 0 & e VPI6
A ZHEBEYORERETEE RO AH RS
FHGCGALA L # E/LBFE IR EF LB

PHRZHBE YW Bt AF - RBEHTE
B/ GALADNA G G e 3 fa » FAF RS E G HT & — 4
HELEEZRDEYH T LHEZGALIEE B - 2 2 0 & 7 GAL4DNA
BERT L ERHREAY FPRAABBEELRET &K
RETFTAAZARARABELARKBET - AERAERAELT -
BER-VPIo# A E AT THLHAECAUREIHNAE G Y e
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FOF BB &ENLHVPICR F LR LE T AR = GALY
%%ﬁﬁﬁﬁ$&%%@ﬁ°%iiﬁm@ﬁ%%mﬁﬁ
ETEABAHESE ATHH LA L ARLETLAALE S
T HRETAEAZIHRAAGEIRINAEZTG T B E A B
EBBTHIREIERN  UABREBEKREFRES o
TS ARG LEBEFREXSRELERDZZEE
THUFFTEAR  —fdm T LA WGAEEELRAER
TRIFR > AR EFAAERASFESH KA S B 3832
MEERMEL- B E BRAGRZHHABEESF BAT
BMAZZERAL ALY - ETRBA IR EHZARRE S
Koo BEHBEMER
RETABZIEZRLT AT RN R BAERIL > 5
EARHARECR I Bp I EHEFLERNER - EH B
et (BEH)THEEDMSO— R v A » A S HIKEYR
o AARBBREZIERL - B#HK > BREETETEY
REE B FERTFHN B TR EITEE -
I TR AE AL R BRI BERE
XETRAEAEAEBIBRAZTHEANASN I EAB AR ZIE SN > & R
Northern-7& %% ~ RTPCR &% F #% ¥ B M & 7] 5 #7 % > A £ # RNA
e F o Westem-ib R o TRAREZTHRBAEREXSEENLE
HeEBHEZaF I AR Lo eHhBAZIREFXSTEAGFZILA
1R R IE Bl 827 a- #& 1t 88 (CYPTAL) » £ W Bl B% 4 4k & B8 it
BRPxRERAEE > JER_REEHH-1SHP1) » i+ B
sk R (BSEP,ABCBIl) » JE M+ & B L TG E » 458
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f & Fl % 5 Bk NTCP,SLCIOAD) 2 B M i+ B 2 & B & ¥ (-
BABP) -

HOEFA GO A EENBRI SR ER  Fo 23
MEXAELE > BEATRARE - S HHFRBBETHZ £ 2
L&t - FHKX R &% &4 % A Zucker (f/fa) X & & % (db/dd)
RN AIE B 2 A RIS E 9 Es 2 # K (ApoE’")
ZAEMLERB® S RRARKFERBRES SRS 2L
(DR ) Z 4 £ 5] X w iS B ® % R 4 A Apo E("/ ") $¢ LDL('")
mAEER > LREEHXERQIY M H,005% M B 8)x & Mk
#%a@ﬁi'mott%’;*é,éii%%%X%;%%EELLXR%%*%K(W&M&
MIRZER)TRAUE — ST HERRNFARAERA LSO Y o m
e # (% B > #l 4o Sinal ¥ A, Cell, 102 : 731-744 (2000), Peet % A_,
Cell, 93 : 693-704 (1998)) -

F. etz A F ik
TREAXFTHRELCEDRBEEAMZBER FiE o i H
ERTRERIAETRENERA SR AN AR S S
MEE > CHEAZREIXZHAR /AR LB LEEML &b
B CEAHBRARER IR EROERE IR EXSRAE /X
RABZRBELMAN A F 2R B TR EN OB
REXZHRAE /R RNABZEREBRIERRIABREZ — &£ 2 #
B A SR B S W E A KA KR F AT E R
WAZ—F  BTHAZREFXZEESA - FOHEHH -
B 3% 0 B kodE A B E M o

RELAELHRE - REIZREAXPHRB/BZIILEY X @b
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BB ABREBEILTHEIRLOEARAIREXTHAE/XAR L
MEEEMZ K -
M EAEE B 2 R H 3 %M 3 A 4 0 B B3R H
TBRARHE SRR BRSO RBEZ FE R
BOARTAITHRBEIAFRILE DR ARG -
RS R AEYABFRKREEERKZ FE(LH
Bl 4o BB R A P 3 E N 4R 00/40965) 1% R AL A K X F o
B 4% B BT sh K 2 1L & 4p #1486 4 A 38 Au ATP-% 4 + [E (ABCAI) PS
ZERR  ARENFL G Yo FEEEESREZ FE(L
Bl o 4o B BE & H P R N 8 WO 00/78972) -
ke R H b =85 2% & E 3 %M #FS H G =8 RA
#H o BAKH AR BRE BRI R FE
BEURTAXTHRBIMFLCO DR AL MBS
BERETER 2 EAEHAMEAMNBETRFT RS - > &
R# ~ SR~ Rk~ BRE -~ 2k~ e RBETEREEKR
hREEMZHE BEARETAXTHRBZIAFRL @
S La bR

R CTERRRETTEEES - b =B RET R
AR AL EAARRAEL —RSBBBRZ 5k &
AAXTYHRE LG ERBESHRMHE -

Bt —EF ik AEKk BHIARELBEK &3
BhiE BeERBBRABFAARERZI -—REEREHK > &
Bk A HEE -

"B S —FARERT S EXIRE A AN RR T -
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fERB S TAEVZHHBRXERA: DS B ELE » &
PP IDLEE 8 2 B (120E 4 /A4 REE): Q) # % = &
BE BB HGZESLE S (I0L2 4/ 26REZ)ERQ)
X OB S ERZEREEbE N hHd 6B %
Z A e

"R ERR"-FGBREEFTAE LB RO A LR 5 4
BEA/ARZLELIMEBEG(H LRI LEZIKT E]
g(IDL) - A EFAKEA(VIDL A B K42 &2 35 % & J
& (HDL)(1& %440 £ / 2 &) -

puly
o oe

puly

TRBEERHE  FBFHRREGRB BRI ~ § k38828
Km R B BRI RRFHRORBERLE R
TRBL - REEBHZF i -
BREBRCEETEYE - KEE - - mpBEAY
GSRELEUM T L ABRYBRERN AR NB T ZBE - T
AR ELERESE B2 BEXBEPTER ISR - —
LHkRLETELEETAMNARBE & &85 o
HMETREAKFTREAPAR  HBEEZAER LR ALK - =2
ROHEBIBEGETTERALAA TR 2 20 L 2
° R Z B Mk W g AL 3 T 4 okl BERH AR LT R
B RA G XM BEHFEZHHZIF —BEHRYG - L5
AR FEREEBACKZI A EZIHE R AL TEE
BRCEABEE  EaBBERESARRZ LS B LT
REBERTHEA  "mEHRBEERE XS B i B4 81
REERITABBRRREALE A -

&
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B BB RACEDE BB ARERER B
FMEEZ T RBABEZER HRBABBALECHE LT EE
TRRFAHBBLEERZIEGFHMELTHAR ) Aok T
5 AT AEBARABEIBERE BROBER(FH 25
ARG CHEAERRBAECEER) B i ok
Bl FTR - ZRBERRXRE  RAHLETER > G4
oRE A .

THRFABEAZI ISR AEGY > AFAH REKDECE
RpFENH e ETEHR/ R EERTZELE LT HFAE
BETRESLEZ AR -

BRACEAEARFHFGREROEZROCHEBAR L T ~ B

EEARBEBHEAES BoePEH G ER068 00
R T R(FHREE LETETN)R B Rl BEHE R
BRI SR AT B KM B R B X B8 JREE W o
AAXFRERANZ"GHRBBRACERRE FH"— 3 0 4 &5

HERARKCEBERENH Ko FEA4ARMBRMERIT - A
AAMBE - RSEEERTGHKP 2 REALMEE R ETH AN
G ERLALBEESHABEBETREELEE -

o ARATRBEAG ARG R TR XNBE AT LR BB
BItERBRFEH AR T E RO HAEARREEHLAR
TXREBRTEAG LAZEZIAEALEG A A Y - &
BLABREFTTROLCAAGKR B BRLEER ° X THED
BREZABRIART °

BREODERBBRAEZRRFHAILRE R O HHEER
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SKRAEAZB) FH -HHRBBEELEARESAZIRARE B
o REBBE(ALRLDLR" R IF 6y " JE B BE A2 & 100 £ %
[/ nE) BREREABEZIRIEE - SR BERE - B
EHABLEEH -

AA—FE ABRRAFTETEELAGRBEBRLER B Z
mEFT o AR ARTFA W ELGRBBREILE XS &G
FTHBREBE  ZARAGHEIBAGLER ZokRm
BAT - ER O LBREACNMBEREY R BB L X &
B E XS LM E - F R K ERXRMRI Y B o o

R B RUAEBEARZL —REEAB > AR GEEER
mAEREZ T E(SM BB LA ¥ HF KD 4HW0O01/82917)
P T RAAX T REZ LS RS WBEMR -

¥ Ik s (diabetes mellitus) > i@ ¥ #% & 4% Bk s (diabetes) ° 1% 3§ —
ARRIXAENR  H-—BHREREIELEHEBILEARAA L
R HE B CLERARAEAZUIRFEAT LB LE(SH
» 45| 4w LeRoith, D. % A ,( % # ), # & 5 (Lippincott-Raven # A& #t ,

!

Philadelphia, PA. U.S.A. 1996)) -

EF2HRAVBERABAIFRTY  MERIRBFHLER S TG
Mo EYREFTAZTHENMEDEZENARBLEREIELER
ZHAND  HBREBFOURZIAARENR SR ANATHID
BHR > RALCLERAREABEITFTRAPREZTEALHRD A
BT LB > MANBT LN E B A AR 2T @
s B B £ M i& (4% B > # 4 Reaven G. M., J. Basic & Clin. Phys. &
Pharm. (1998) 9 : 387-406 - # Flier,J. Ann Rev. Med. (1983) 34 : 145-60)
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cHERIERERGLE LG HRBA" S LBE" - 2 &
EHZI B A FEEFENMREBT IR TE > A AR
M ERERERBRILARAK  OXAEBER (AR
FTILOETHETHBAIATRIRREL) VER(HAHNE
AR OFTHEMBRINEEETARFMEME) ARG A (H#
PRI P HEMBRIBTHAR)  SLB Eae®irs
ERBRARKCHEAEAR - B > HABFRALEZIEHNLEBRRE &
Bz —RERBRE -

b B AREREEATEMMIARENRZT - X SRR
B AR EBRBREELIERER R ERZI S EREZ FiE(L
B oo bl de BB & A B H R AR WOO01/82917) 5 dF 42 B A X
PRtz ibedhmas R -

R AR ARARRES B RSB ARERES R
BHBEI T X(SL M BB EHEHFHE AR W0O01/82917)
T RAAX T RBE LS A A IR
BREFREMRILHUBEETREI LR  HIBEREHFNR - 2
BREEB S -t EZHH =8 A% IKHDLIE B 8 &
TRAEREHIHFELL - -REFREMRET B

FEHNE bR RS EARKRSITERE G ER &
RE -5 hR - - cRBEBESG RIEAETREFEBES R
TRAKSERLSCEILBEZTQEBEREALE N FH-12 4
e LHMELE"HBZEEX" (%M  # 4o Reaven G.M,, Physiol. Rev.
(1995)75: 473-486) - A st > R E L& ~ A X X £ 48 B 5
BhRARB SR BEIXRBEIRERZIEMNAEE OB A"K
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BEX"ZARARKE  ERIBEZIHEZ F E o

W ABRATRBAEAREZTEAGRAER S 2B - B EF
REMIBARRBERZIARIFE Lo EHEARLAEE
HAEARTZIRERLTEG LAXREZIAEALLGY X2 b
Mok E TR LR FBMA300RE LK) & EFBMI A 250
FNOXREAERBAAIACAEARE T G 5% - X%
mBEREBAIEY -
E-FPAALIFTRBEIEIHRTAXITHRERZI LAY
RmeW RNEBE EAGHGRREBEFTERZ — RS ERM
A BRBRETEFHEEZI S & -

A EFAEY EABEMBKAR)RFBRS(FH)Z — 2
BEAMER BT HBETE BeTHEaeTREBEETEH
AT REEFTHERTIRBG -
HFRABETEFI BRI EF I RZEER L inn - &
W X AR BITHURBRETZIHRS - HFRETERF
TEHBMAMENFR  REMETHERSE - LR FHZFH — &
hHRBER(BEHB)ZEE  REMBALMBEES L - LS - B
BRABREEBEERAER - TTEFH RBREHG - EE
BHEEME S BREXFRABAIKRED IR ZHEREM
B4 - BAEHFFTTEAREZIHEEREL  BE&FAXK
AR=ZEAHMER -

MO ET SRR T ERELER(EER) REBEERE
(—HREFZFEBRLEF) BER(FE¥R)RBRBAER -
HOEFTEFRTRFRS ER I IR EL -
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Bl AXTHREZIILAYDXREEGHTADLE - BH
RBREHARIAFIIETERZL - RS HERR ORFELR
ARER X ARBETES - HELLBETEH - B3 %
ZREAER  wACEHRBAERBELEZEFTSE 12 0B
ﬁ@%ﬁ%’%@ﬁﬁﬁﬁﬁﬁ&%MMﬁE%i&m&
JE % % (PSC) -

ARHRME-—SREZLEIBRTAETALOY R ALY
PR BBREHE R R G RN BEREZI ST E "G R" e
Mz RE#R B LA A% F45 5827 2% 8BM)YH
FHhEEBERXAZISAR /FF K a4 HB2I3X2F/F+H
ABMIFABRE(AF)/ FAE(FFR) - BREGELEE S H&
BRER  OEBRAAGRBBRILEEREH(LH
#| 4o Barre-Conner, E., Epidemol. Rev. (1989) 11 : 172-181 ; $ Knowler %
A, Am. J Clin. Nutr. (1991) 53 : 1543-1551) -« B # - Ff 3% £ = 1t &
MR MTRAAEGEREHREHEE £ T4 i XA &
BAEDR - ARRZLE-

G. 44 %%

TERBEAAX TR 2L b BiE LGEA—XRS#A
XFPHREZIIALEGD R ALY REEL L THESZINEY
AR T2 —R %% & EAE - & % HDL-32 7 #|
W BB E A~ BEE B LS AR A (& 4 HMG CoA
X REE W A 0 2 4w & & H HE % (lovastatin) ~ F & # B £
(simvastatin) ~ % #2 4% #| # & (pravastatin) - 4 4% #| ¥ % (fluvastatin)
~ T ¥ R #1 B £ (atorvastatin) & #| 4% #] # % (rivastatin)) > & % -#§
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B A JE Bl 5% BR & ¥ 4% 88 (ACAT) #p #] #| » £ ;& # < (probucol)
~ 3 & 5 % (raloxifene) ~ A BB - AR - BB BRI
B -BEARSEELSB (BB ETXHRBE XD & KAE
(#] 4= 4 HE B (cholestyramine) 2%, =T % #7 # 4% (colestipol))) -~ 1& & &
B & & %8P E i & K T B (clofibrate) ~ 3F 3 4% & &5 (fenofibrate)

~ X # 4 B 85 (benzofibrate) - £ 4% BR B85 (cipofibrate) - % 4§ 4%
ok (gemfibrizol) ~ 4 4 B~ %4 B, WA LB £ 4 £ -
B-TREr & ~ kBB - T RBEIERE - £ F kB F

BB HE -~ IR BEEHFNE  LBEFTERTHEE
B ~ILXRas BHEESHE ~ FR B XRFHGESE ~ TH T E
RBERBRITAEY  AXFHREZIINLED R BAEHRHELR
2 FPTHETZNAEY > B ER - R FHRE LR ERZEZR
B s AR R AR BEBE - FTRBLSAAITFTHRE
zihbhE —RXSEBELAEHBEDLY -
MAEBFOEBRTE-—BERNERSY L2 AKERALS
M — XS HEERELES ARAL A FMEINE L HE R
FRFARERAICESGBEE —FEFTHB - Flie » KEWZ R
FREXTHEESE - XOEHH - R HF B R A
ZHMG-CoAR BB %l & » TUAE -0 RE T ALY B
FHEABE —Z#ETHE W & —FEHAMEIH O RE
FERAET  LZEAMBEANHERIIEFERLY » A X F AR
2o — XS HERFLEBTAEAAARALER —KMHT
EUFRBR > REMBHISEEHT THRAHABAET R
A b kbt aiEmARFRMDE -
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AN GRBEBZRCLIAERX TS FEEERN A
EREZIEN  GBH RSB TIHERI - REET RS
&l o RHDL-R A& > S EE B o B > 2 o fE B &
2 e R H B Blie 2P XK =8 £ HMG)CoA £ & & iy
Wl B (FHRMAEBHEZE 0 24K+ E % (ovastatin) ~ F 4% %
B % (simvastatin) ~ & 32 & # ¥ % (pravastatin) -~ 4 & 4 ¥ %
(fluvastatin) & FT #& K # # % (atorvastatin)) + HMG-CoA & A% &% 3 4
o~ B EHE ALY S E KA ZH S B (synthetase) 37 #] & (
T FE & A L M A A B (synthase) 37 4 B ) Bk K A5 A JE B B
% #4545 85 (ACAT) 37 #] #| > 2 4w £ Ak 8 B (melinamide) ; % & #
7 (probucol) ; # B AL B > X R A&k EEERIKN
A B B-5 KB TR SEESH L BT X BB
' & Jw iH JE B (cholestyramine) ~ =T 7 #7 # 4% (colestipol) » #H X Bt
WREBEZ _REEAREAMA YD  IDL(KAEEKEG)LER S
B B HEBRE 0 2 R X T & (clofibrate) ~ X 3 4 #% &
(bezafibrate) - JE 3 4% & &g (fenofibrate) & & #% 4% =& (gemfibrizol) ; #
A FB(TF A SH)RAER TR LB 2 HCE
DA FB (TR AREKE) B4 EFB(FHANRE R
ARBE,BAWMX) ALE 4L F > Bt FCHER
B#MEEH *  B-MEH 5 LXRa R BHE & A ~ 34 H XHFH
BEHH T REFURXRAE > BT ls T &g dH
B b RBEEHHE B aB b EaRTRERH(ER
BRI baBE 4T aRLTEERI)AMHBE E -

ABRPALE DR AW EEFZIAEREL WA K HH

85585 - 115 -



1329111

# 7 R HMG-CoA £ R 85 3 #1 %] > — A2 #& % - HMG-CoA & & &
al A —3 0 2Bk 64 A HHMG-CoA & R B 37 4] & M 2 1t
MM AERLTHZTZE - B - AW BEBAEANERNRX
B 0 fEB A B A RBEARNESLAXHR
e BEAERAZIEKEARN - A RHMGCoAE REs 3 4 # T &
HHE R LA EF T B ET - Bl he o BE AR
1% f ll R B/ T A £ B & A 4231,938 2 WO 84/02131 & - i &
HMG-CoAR REEH # A X T # » 2 X RA L XKHHB £ ®
(lovastatin(MEVACOR® ; % B} £ B % #14,231,938); ¥ & % & %
(simvastatin)(ZOCOR® ; % B £ B & #]14,444784) ; % 45 % 4| & £

julyy

(pravastatin) #4 (PRAVACHOL® ; % B £ B & #| 4,346,227) ; # 4 #I
¥ % (fluvastatin) 45 (LESCOL® ; 4 B} £ B & #| 5354,772); M 4 K
#| # % (atorvastatin) 45 (LIPITOR® ; % B £ B & #] 5,273,995) & #|
& #] B & (rivastatin)( 77 #% & 2 #] X 4] ¥ & (cerivastatin)) ; % B £
B & #]5177,080) - T A A AEAFEF 2 i F L HMG-
CoA:E REg# # &l = & # X - 1% & i # M. Yalpani, " & 1& §E B ()
BEM," I EE T #F %88 (99 4£2A58)x £87 8 +
o A —E A EHH F 0 HMG-CoAR R B 4] & 12 18 A & &
#| # % (lovastatin) #2 ¥ X #] ¥ # (simvastatin) o

HMG-CoOAZ REBEEHW #I B XM E AR » B AH 0 BHEFHE
o0 HAHEBEBEHMGCoO AR REGM H A2 £ £ B4 E - 2 F
zZ » HMG-Co AR R EBs#H # H = B RE & > T & 48 B & 48 M #%
BAXRSEEELELRIET BGHRANBEHFZ £Z L
4 # ¥ # (PHYSICIANS' DESK REFERENCE), (PDR) & - f#{ 4o » % B
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p

WPDRZ Z 50,196 (B A2 ELNE) B2 T2 28 %
26 A S " f BB B @ D", R 42 A & "HMG-CoA £ & B 00 4]
#" o RE TS FETHE - HMG-CoA & B &5 39 4] #|
ZOhRHE BELHHIE20E L /X BP A E45F 160
TR/ R A2 HFAHKE A T HMG-CoA £ & &5 39 4]
Mz AR P ZARBEEmEs - BAELHE X
NI ZHMG-CoAR RBE I # ] » TARE A HEBHELF -
ATFTHHELEES  HFRHNBFTZIORBMNETEASE £
~10E % 208 % ~40F £ ~80F £ RI160F % 0 # ik & 4
HEAHI0% £ ~ 20 EARSEL  HA KRB F
ME20ZT X ~WVEARVEL ) RHLEAMNEA EFTH 2510
ZX20ZEXLRAEL - HENEAHNBES 8RBT
El LEIOZE BN BERHETTZ 5358 % %
802 % - PRVLETEREAAL = » ZXwWhkxB— K5 #H

(e
cot
I
O

B+
o

» EHMG-CoAZ REFH R A B — B RB T H &K 4E -

BRBAREXESFCEXINBIERI R BBRIALEER R
FH O OREMBEZOHALERRA M ALEER - £ IS KB
b A ERBEAEAMLTFRAFRZIEZNRETF - 28 ¥l
Wilson,J. # A, (% # ), B ERBZHRE,.F23F, 8 » b & HH
£, % 9 sk (W.B. Sanders 2 3] , Philadelphia, PA. U.S.A. 1998) - f§ 2 &
RBEIHBLEBEEALELETIRE LB (HloRELEX
IDL - VIDL » Z % K4 € <xHDL) r HA#ERRB B H T o #
LA NMARFHAARTCELEZIZHRE £ —(
% B » 1] 4= Joslin, E. Ann. Chim. Med. (1927) 5 : 1061-1079) - & % 8
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o RITREARCERLNSG  LABERRBEH » &
REBRRBEZLEY  CHEFTBHAA CIHEE m(L Y
» ] 4w Garcia, M. J. % A, #5 & 7 (1974) 23: 105-11 (1974); & Laakso, M.
# Lehto, S., #& £ 5% © £& (1997) 5 (4) : 294-315) -
ABRAFTETHKIAEHA -~ RS HEL I ERREREH
RPT & Z 4% 89 % ik \ 2 (% B 4] 4o Tumer, N. % A, Prog. Drug Res.
(1998) 51 : 33-94 ; Haffner, S. Diabetes Care (1998) 21 : 160-178 ; &
DeFronzo,R. ¥ A (% # ), % A R B BE(197) F 54 ,% 4 ) -
FEIHARCRABOREFN A S B EZZHE(LH
Mahler, R., J. Clin. Endocrinol. Metab. (1999) 84 : 1165-71 ; 3% B #7 & #
k& Jm Bt % B Bk : UKPDS 28, Diabetes Care (1998) 21: 87-92; Bardin, C.W.,,
(B £) A ZRIBRAH X RATHE, % 6K (Mosby--& 48
2> & , St. Louis, Mo .1997) ; Chiasson, J. % A , Ann. Intern. Med. (1994) 121

+ 928-935 ; Coniff, R. % A, Clin. Ther. (1997) 19 : 16-26 ; Coniff, R. %
A, Am. J. Med. (1995) 98 : 443-451 ; % Iwamoto, Y. ¥ A , Diabet. Med.
(1996) 13365-370 ; Kwiterovich, P. Am. J. Cardiol (1998) 82(12A) : 3U-17U)
T HFHARBTABARAMNB LBEH B S XA T
— Y REBRBIGHEER -

B> AXTFPHFRKIF bkt HGEALSLEER
RALBMBER HEEERARE > LOEZARLZLF AT
itz oo saast v Aiha(BEasnn
Mk ~ F X TH - BEBmRTlk - YHRAEK B RH5 85
(glyburide) ~ & #| 7T 4= & (gliclazide) ~ & & £ #7 (glynase) « # #| £

& #| #% (glimepiride) & % #| & & 1% (glipizide)) ~ # 4 M (& 4w = F
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% B (metformin)) ~ o =k & — BF (& 40 & B B 3 (ciglitazone) ~ &
BX B ¥ R (pioglitazone) ~ £ % ¥ R (troglitazone) & % & % & =
(rosiglitazone)) ; & 48 B & % % # 1L #| > 2 4o PPARa - PPARB &
PPARY 2 EHFE M B FEHFMHFAA  LXRa sk B# & 2 - &
B B Ay E B B H%ﬁﬁtﬁ%‘é@ﬁ(ﬁ#&ﬁéDHEAi;@%%
%t B2 & DHEA-SO,); #n A A H 4 ' INFa-# %1% ; a-F &
85 30 # A (£ 4w T # (acarbose) ~ k B | % (miglitol) & & E
| 45 (voglibose)) + # #: # K (pramlintide)( A 37 % & # 4 2 & & 25
M)~ Rtk & FAR S F (& o B % & (repaglinide) ~ %
& R (gliquidone) & £ 8k % & (nateglinide)) ~ B & # » A & F X
Bl A G REIKBB BRI T HZ FMWH -
AXYHFRKALABEZIS —FH  GAERARF AT
R mF RIS Raet o HADGBENRR R
MR EZEREEY  RFITHFLRZLEHTAH XK
o f B ) 4o X & BE B& - =% 4% o (phentermine) ~ = Z ik X &R - &
Kookl ek § 3 % 42 & (fenfluramine) ~ & 3% 4 # A& (dexfenfluramine)
> # 4z B (phentiramine) ~ B: ¥ LM £ S B B & & ; F A £
f (sibutramine) ~ § B A8 B7 8% 3% 4] #| (£ 4= & & #F 4F (orlistat)) » LXR
aRBLEGE - RFREHERFGEGH > R aitd - bR
e R EMBHBAE PHEAZIL-ER M EHKRY - @&
AN#HHBEFE B sEE - A B ¥ (bombesin) - # 4 ~ A &K
H:%8 -~ 228kD,x8 - RE2Wmeltt  RELBRAT K
FEMABT - S REXF R v ATEHR(GABA) -
Rt RhEXIH —BAEHAZERARTFT AT 242

85585 -119 -



1329111

wFRSHRmbs o AR EHRETEFERLMH A
B EERBEINESY R DS Y - LBELERLF 24
&8 %M%ﬁi&T@mMW%?%%% 8 -UDCA) ~ & H
#8 Bl B2 -~ 4u 1% % #| (Rifampin -~ Rifadin ~ Rimactane) - i % & |
Bt ED Bk FEA KB LS H B Bz (cholestyramine)
KRB EBER  CRMAEHSRERB RS S8 B g
T AR ER  BAHRAEFAIFSETE S —% % 5

M WFEHZIHBFAAGALAHLE S BFZ 4 o
[ %5 K]
THEHZELRAB S MRE > £ B R A2
i & -
£ #1

1,2,3,6-19 & & *F ¥ [4,5-B]=3| "k -5-% & ¢ 85 = & &

\ /

N OEt

H o
A K ek BEKRBEA9%% 102 2 H) 3-2 L HEAEK
BAOTEH 12 B)RARREALOSEZ )AL KL EY 284
Mo ARAT » w#EEABEK o 7w TEA » It A R GR A
B EER BREEBISIE - AL 4H1% HEBEAB8BE

P ERCERGE  RBEREAETESE > A KQEH)H
B RE  BELEBOCACERQGBOEH) > 450 H5H 2 F %
B A B KM R VAMESO, M K $£ 5, o 45 5 B %k & 3 § DCM-
CrBFEG > BEEZEALESEHALIT L) - '"HNMR(CDCL) : 6
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10.49 (1H, brs), 7.79 (1H, d), 7.43 (1H, d), 7.43 (1H, d), 7.06 (2H, m), 5.27 (1H,
brs), 4.29 (2H, q) 3.58 (2H, m), 3.17 2H, m), 1.36 (3H, t) ; MS (ES) : 257
(MH").

B n#mMAFX 2 AEEERARZIEKERCKR BB
B BT sl b

9-¥ & & -1,2,3,6-w & F °F # [4,5-b]73] *k -5-% B ¢ & ; 'H-NMR
(CDCLy): 6 10.36 (1H, br s), 7.80 (1H, d), 7.21 (1H, d), 6.87 (1H, d), 6.75 (1H,
dd), 5.28 (1H, br s), 4.27 (2H, q), 3.86 (3H, s), 3.62 (2H, m), 3.14 (2H, 1), 1.34
(3H,t): MS(ES): 287 (MH");

8- & A& -1,2,3,6-m9 & £ °F # [4,5-b]3] °k -5-% 8 T B

O-f, % -123,6-v9 & £ °F # [45-b]%] "k 5-% 8 < & ; 'HNMR
(CDCL) : 6 10.50 (1H, brs), 7.82 (1H, d), 7.20 (1H, dd), 7.03 (1H, dd), 6.81
(1H, m), 5.30 (1H, br s), 4.27 (2H, q), 3.61 (2H, m), 3.11 (2H, 1), 1.34 3H, 1) ;
MS (ES) : 275 (MH') ;

O-F % -1,23,6-w £ £ °F # [4,5-b]v] %k -5-% # 2 & ; 'H-NMR
(CDCL,): & 10.56 (1H, br s), 7.82 (1H, d), 7.35 (1H, d), 7.21 (1H, d), 7.14 (1H,
dd), 5.34 (1H, br s), 4.26 (2H, q), 3.58 (2H, m), 3.10 (2H, m), 1.34 (1H, 1) ;

MS (ES) : 290 (MH") ;

8-F & -123,6-m & & oF # [45b]%] & 5-% 8 2 & ; 'H-NMR
(CDCLy) : & 10.51 (1H, brs), 7.79 (1H, d), 7.28 (1H, dd), 6.9 (1H, dd), 6.80
(1H, m), 4.27 (2H, q), 3.59 (2H, m), 3.14 (2H, m), 1.34 (1H, t); MS (ES): 274
(MH") ;

7-F % -123,6-w £ & o # [4,5-b]%] %k -5-% 8 ¢ & ; 'H-NMR
(CDCLy) © & 10.43 (1H, brs), 7.82 (1H, d), 7.27 (1H, m), 6.98 (1H, m), 6.89
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(1H, d), 5.29 (1H, br s), 4.27 (2H, q), 3.61 (2H, m), 3.17 (2H, t), 2.51 (3H, s),
1.36 (3H,t) ; MS (ES) : 271 (MH") ;

9-% % -1,23,6-m £ £ °F # [4,5-b]7] *k -5-% B& ¢ & ; MS (ES):
273 (MH™) ;

9-i% % -1,23,6-m & £ °F # [4,5-b]73 "k -5-% B ¢ & !'H-NMR
(CDCLy): & 10.37 (1H, s), 7.62 (1H, d), 7.31 (1H, d), 6.96 (2H, m), 5.13 (1H, s),
4.17 (2H, dd), 3.38 (2H, m), 2.90 (2H, m), 1.13 (3H, t) ; MS (ESI) : 335, 337
(MH") ;

7-f & -1,2,3,6-m9 & £ oF # [4,5-b]7] ok -5-% B ¢ & 5 MS (ES) :
275 (MH*") ;

7-% & 3% 1,23,6-19 & £ °F 3 [4,5-b]73] vk -5-% B B 5 R

10-% & % -1,2,3,6-m9 & £ »F 5 [4,5-b]%] *k -5-% B ¢ B $14- % &
AemBm®meE -

£ H2
3-4-R X F & % )-1,2,3,6-13 & K °F ¥ [4,5-B]3] k-
S-HEUEZIEH

s

OEt

IZ_
N-Z

O

A A1236-m B R 2F H[4SDEI RS- B TE(ERL S2
TR 02ZEZF)ADCM Y 2 ZE N HmAid 2 X F k36
F)YHTEAGOH H » 04 F % H) > i 458 & 4

I 022 %
AWCTHZEBR - FTEBEHBGOOE L) T HLE
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FRACTHRZ2.08F - & Bflosil £ 1§ > £ B KB BB

c ABER O BHAMAEY  LERTFTEHFESELSEL &
FAER LS4 (28 % &) 'HNMR(CDCl) : & 1031 (1H, brs), 7.79
(1H, s), 7.41 (2H, m), 7.36 (1H, d), 6.90-7.04 (5H, m), 3.99-4.06 (4H, m), 3.06
(2H, t), .02 3H, t) ; MS (ES) : 379 (MH*).

B MUBEMTHZATHEZFTX 24 AFTHIBFyEEE
BRAX1,23,6-m & 8k H 45Dk -S-HBEs 0 BT
7/

9-78 K -1,23,6-w & & °F 3 [45-b]7] °k -5-% Bk Z & - 'H-NMR
(CDCl3): & 10.57 (1H, s), 8.26 (1H, m), 7.83 (1H, d), 7.32-7.16 (5H, m), 6.88
(1H, d), 5.35 (1H, s), 4.28 (2H, q), 3.62 (2H, m), 3.14 (2H, m), 1.35 (3H, 1).

MS (ES) : 395 (MH") ;

T-80E 3-(4-8 K F @ &£ )1,23,660m & £ =F 5 [4.5Db]43] vk -5-% &
Z B ; MS(ES): 397 (MH");

7% A& 3-8 K F R K )-1,23,6-m & & F i [4,5-b]4] % -5-%
B Z & 5 MS(ES): 485 (MH'): &

10-% & & 3-(4- K F & £)-1,23,6- & & *F # [4,5-b]73] =& -5-%
B ¢ & ; MS (ES): 485 (MH").

C m#EMSBEBAZF X » 244 A 10-F & X -1,23,6-w & &
o 3 [4,5-b]73| "k -5-% B& T B 0 E 4 1,2,3,6-@ & R °F #F [4,5-b]7] ok
S-HREBRCUE - ERALIS A XTHEERALIS-AXTE
BT AL A

10-5 & A& -3-G4-=— A KX 7 & % )-1,2,3,6-m & £ =F 7 [4,5-b]=3] =% -
5-% B ¢ &  MS(ES): 503 (MH").
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D. M HEAZF X 124 AS56712-w & X # [23]4
“F 3 [4,5-b]73] "k E 3 1,23,6-@ & £ °F i [4,5-b]7] vk -5-% B T &
BT A ES Y

(6,7-= & -12H-K # [2,3]& =F # [4.5-b]%] &k -5-%& )-(4-# K X )-F
A, 5,6,7,12-m & ¥ # [2,3]& =F # [4,5-b]%] *k 'H-NMR (CDCL;) : &
8.31 (1H, s), 7.70 (H, d), 7.61 (1H, d), 7.44 (1H, d), 7.25-7.32 (2H, m), 7.18 (1H,
m), 7.10 (2H, m), 6.99 (1H, m), 6.99 (1H, m), 6.76 (3H, dd), 5.28 (1H, m), 3.63
(1H, m), 3.20 (2H, m). MS (ES) : 437 (MH").

E n#aMSdBAFHEIFTX  EZ2£ALE2HFRAILK

bk ~ R P BR B X ERBAE  EHALIARXTEE  EHT
AR/
3-(4-# F & K F ;£ )-1,23,6-@ & £ °F 5 [4,5-b]73] ok -5-5 B T

& ; 'H-NMR (CDCl;) : & 10.46 (1H, brs), 8.04 (1H, s), 7.45 (1H, d), 7.30
(2H, m), 7.13 (1H, m), 6.98-7.06 (4H, m), 4.12-4.18 (4H, m), 3.78 (3H), s) 3.20
(2H, m), 1.15 (3H, t) ; MS (ES) : 779 (MH") ;

3-(4-7 K X P a £ )-1,23,6-m & & °F # [4,5-b]73] °k -5-% B T &
; 'H-NMR (CDCl;) : & 10.34 (1H, brs), 7.81 (1H, s), 7.34-7.37 (3H, m),
7.27-7.29 (2H, m), 7.20 (1H, d), 7.05 (1H, m), 6.94 (1H, m), 4.09 (2H, q), 4.08
(2H, t), 3.09 (2H, t), 1.02 3H, t) ; MS (ES) : 395 (MH") ;

3-24-— & X 7 & % )-1,23,6-m & R ~F i -[45-b]E R S5-H K T
& ; 'H-NMR (CDCl;): 6§ 10.55 (1H, brs), 7.60 (2H, m), 7.42-7.48 (3H, m),
7.23 (1H, m), 7.01-7.08 (1H, m), 6.94 (1H, m), 4.30 (4H, m), 3.34 (2H, m),

1.35 (34, m) MS (ES) : 429 (MH") ;

3-% ¥ g £ -123,6-w & & °F # [45b]%] & -5-% &% ¢ & ; 'H-
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NMR (CDCL3) © & 10.46 (1H, brs), 8.01 (1H, s), 7.50 (2H, m), 7.46 (2H, m),
7.42 (2H, m), 7.34 (1H, m), 7.14 (1H, m), 7.05 (1H, m), 4.19-4.33 (4H, m), 3.22
(2H, 1), 1.13 3H, t) ; MS (ES) : 361 (MH") ;

3-24-— A X ¥ & & )-1,23,6- & £ oF # -[4,5-b]73) & -5-% & 2
& ; 'H-NMR (CDCly) © & 10.49 (1H, brs), 7.79 (1H, s), 7.50 (2H, m), 7.37
(1H, d), 7.19 (1H, m), 7.10 (1H, m), 7.02 (1H, m), 6.93 (1H, m), 4.25 (2H, q),
4.16 (2H, m), 3.24 (2H, t), 1.25 3H, t) ; MS (ES) : 397 (MH") ;
e i -1,2,3,6-m & £ °F i [4,5-b]73) vk -5-% # Z & ; 'H-
NMR (CDCl;): & 10.46 (1H, br s), 8.80 (2H, m), 7.97 (1H, br s), 7.91 (1H, m),
7.51 (1H, d), 7.42 (2H, m), 7.22 (1H, m), 7.12 (1H, m), 4.25 (4H, m), 3.29 (2H,
m), 1.22 3H, t) ; MS (ES) : 362 (MH") ;

3-(2-% ¥ & £ )-1,2,3,6-m & £ °F 3 [4,5-b]73] & -5-% # 7 & ; !H-
NMR (CDCl;) © & 10.48 (1H, brs), 8.14 (1H, s), 7.66 (4H, m), 7.54 (1H, d),
7.48 (2H, m), 7.39 (2H, m), 7.20 (1H, m), 7.11 (1H, m), 4.23 (4H, m), 3.30 (2H,
m), 1.21 3H, t) ; MS (ES) : 411 (MH");

3-(3-F X V &: & )-1,2,3,6-w9 & £ °F # [4,5-b]7] "k -5-% B 7 B
'"H-NMR (CDCl;): § 10.53 (1H, brs), 8.11 (1H, s), 7.52 (1H, d), 7.37 (5H, m),
7.20 (1H, m), 7.11 (1H, m), 4.22 (4H, m), 3.26 (2H, m), 2.41 (3H, s), 1.21 (3H,
t); MS (ES): 375 (MH*);

3R (Z AT X)X T &£ )23,6-1 & & =F # [4,5b]+4 *k -
5-#% B ¢ & ; 'H-NMR (CDCly): 7 #& £ # # (3: 7) & 10.58 (0.3H, brs),
10.41 (0.7H, s), 8.67 (0.3H, br s) 7.93 (2H, m), 7.55 (1H, d), 7.50 (0.7H, s),

7.34 (1.3H, m), 7.22 (1.7H, m), 7.12 (1H, m), 4.0-4.40 (3.4H, m), 3.85 (0.3H,

m), 3.69 (0.3H, m), 3.29 (1.4H, m), 2.99-3.18 (0.6H, m), 1.43 (0.9H, m), 1.06
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(2.1H,t) ; MS(ES) : 497 (MH") ;

3-(4-F R A XA A & X)1,23,6w & £ °F # [4,5-b]7] ok -5-% &
Z & ; 'H-NMR (CDCl;): & 10.51 (1H, brs), 8.37 (1H, s), 7.45 (1H, mj, 7.20
(SH, m), 6.86 (2H, m), 4.31 (2H, m), 4.08 (2H, m), 3.76 (3 H, brs), 3.20 (2H,
m), 1.32 (3H, m) ; MS (ES) : 407 (MH") ; '

QA= KX A BV k& )1,23,6-w & & oF # [4,5-b]%] & -5-%
B Z 8 ; '"H-NMR(CDCl;): ¢ 10.51 (1H, brs), 8.15 (1H, d), 8.10 (1H, s),
7.46 (1H, d), 7.12-7.35 (4H, m) 7.04 (1H, m), 4.33 (2H, q), 4.04 (2H, t), 3.18
(2H, t), 1.34 3H, t) ; MS (ES) : 444 (MH") ;

3-(4-2 X X F & £ )-1,23,6-m9 & & °F # [4,5-b]73] "% -5-% 8 2 &

» MS(ESD) : 393 (MH") ;

3-(vE m -2-%% % )-1,2,3,6-m & £ oF 5 [4,5-b]73] vk -5-% B 7 B
MS (ES) : 367 (MH") ;

- T & A -1,23,6-m & R oF 5 [4,5-b]7] °k -5-% B 2 & : MS (ES)

;367 (MH*) ;

FB-C-A AR KX E)STF R E-Fok 45 X]1236-W & £ F
# [4,5-b]w3l ok -5-% B& ¢ & ; MS(ES): 494 (MH') ;

3-CK 7 [bl& = -2-3% % )-1,2,3,6-w9 & & =F # [4,5-b]"3] & -5-% B &
B 5 MS(ES): 417 (MH") ;

3-X T A A -1,2,3,6-@ & R =F 7 [4,5-b)] & -5-% B T & 5 MS (ES)

: 375 (MH") ;
3-3-¥ & X ¥ & X )-1,2,3,6-w & £ °F # [4,5-b]7] *k -5-% B &
; MS(ES) : 391 (MH") ;

1,6-=— & -2H-K, »F 3 [4,5-b]73] =k -3,5-= % B 5-2 & 3-3X & ; MS (ES)
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1 377 (MHY) ;

1,6-— & -2H-&, =F 3 [4,5-b]=3] °k -3,5-= % 8% 3-(4-5 ¥ £ )8 5-¢ &
MS (ES) : 411 (MH") ;

L6-=— & -2H-&, =F # [4,5-b]v3] %k -3,5-= % 8L 5-7 &5 3-¥ -9 X &
, MS (ES) : 391 (MH");

K B P ok A -1,23,6-m & £ oF # [4,5-b]] °k -5-% #& ¢ & MS (ES)
: 376 (MH") ;

3-(4-R X A B F &k X )-1,23,6-m & & oF 5 [4,5-b]7] ok -5-% B 2
B ; MS(ES): 410 (MH");

3-(4-F AKX A B F & K )-1,23,6-m & & =F # [45-b]%3] & -5-% B
Z & : MS (ES): 406 (MH")

34 -7 X A B P e £ -1,23,6-w & £ °F H [4,5-b]% & -5-% B 2
& 5 MS(ES): 390 (MHY) ;

3-7 & % -1,2,3,6-m & & °F 4 [4,5-b]7] °k -5-% B ¢ & ; MS(ES)

: 299 (MH") ;
3-23-— A K V& £ )-1,23,6c@ & £ F # [4,5-b]%] vk -5-% B o
& ; MS(ES): 397 (MH"); ‘

3-25-=— ALK P 8 & )1,23,6-m & £ oF # [4,5-b]%] "k -5-% & o
& ; MS(ES): 397 (MH');

3-Q26-=— AL X T 8k £ )1,23,6-m & £ oF # [4,5-b]7] vk -5-% &% o
& ; MS(ES): 397 (MH'):

3-34-— £ X F & % )-123,6-m & & °F i [4,5-b]73] "k -5-% B T
& ; MS(ES): 397 (MH*);

3'(3:5-": g[.. 3"’{ EF E’u’zz?i g )-1,2,3,6-\25 iﬁ(‘\ ,f:(.n IZ-T‘- # [4,5-b]“§' ,7')1{ ‘5‘;";; E’;i I
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B ; MS (ES): 397 (MHY);

3-234-Z AR F 8 A& )-1,23,6-m & £ oF # [4,5-b]% ok -5-% # T
& ; MS (ES): 415 (MH") ;

3-(2,3,6-= £ X F & £ )-1,2,3,6-m & £ °F # [4,5-b]%] % -5-% B 2
B ; MS(ES): 415 (MH"):

3-24,5-Z £, X ¥ & & )-1,2,3,6-m & £ F # [4,5-b]%3] ok -5-% B 2
B 5 MS (ES): 415 (MH');

3-(2,34,5-m £ K F & £)-1,2,3,6-w & £ =F #* [4,5-b]3] vk -5-% &
Z B ; MS(ES): 433 (MH"):

3-% FUK ¥ & &£ -1,2,3,6-@ & £ ~F # [4,5-b]%3] ok -5-% & ¢ ES
MS (ES) : 451 (MH*) ;

3-G5E-Z AT A X T & & )123,6-w & & F 7 [4,5-b]4] =k -5-
% BR ¢ & : MS(ES): 497 (MH");

3-2-F K F o £ )1,23,6-w & &P H [45-b]v%l "k -5-% B T OB
MS (ES) : 379 (MH") ;

3-G-A K F oa: & )-1,2,3,6-m & £ vF % [4,5-b]%3] <k -5-% B T &S
MS (ES) : 379 (MH*) ;

3-2-Z A F A X T & & )1,23,6-m & & -F 5+ [4,5-b]7%] & 5-%
Z B ; MS(ES): 429 (MH");

3-B-Z A F A X ¥ & £)1,23,6mW & & F # [4,5b]73] & -5-% &
Z 8 ; MS(ES): 429 (MH"):

o

3-(A-Z A F AKX T & & )1,23,6-@ & & =F # [45-b]73] &k -5-% 8
Z & ; MS(ES): 429 (MH');

3-(wb wE -4-3 % )-1,23,6-w3 & R °F i [4,5-b]v3] & -5-% &% T &
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MS (ES) : 362 (MH") ;

3-(4-F A X ¥ & X )1,23,6-m & & F # [45b]=3] & -5-% & 2 &
; MS (ES) : 386 (MH") ;

3-(4-7 X X F #& £ )-1,23,6-19 & K °F 5 [4,5-b]3] & -5-% B T B
; MS (ES) : 406 (MH) ;

3-(4-F A -3-#4 A K T & X )-1,2,3,6-@ & & =F # [4.5-b]%] vk -5-%
BX Z & ; MS (ES): 420 (MH");

3-3,4-=— 7 A X ¥ & X )-1,23,6-m & & ~F 3 [4,5-b]=3] vk -5-% 8
Z & ; MS(ES): 421 (MH");

3-2-F & X 7 ok £ )1,23,66m & £ oF 5 [4,5-b]73 %k -5-% B ¢ &
; MS (ES) : 375 (MH");

3-(4-F & X 7 & £ )-1,23,6-m & & °F 4 [4,5-b]73] ok -5-% B T &
; MS(ES) : 375 (MH") ;

BN

3-Q-F A X F & & )-1,23,6-m £ & oF H [4,5b]4] ok -5-% B 2 &
» MS (ES) : 395 (MH") ;

34-F BB A KX P a £ )123,6m & & oF # [4,5-b]w3] & -5-% 8
Z & : MS(ES): 419 (MH");

3( K & 43 A )-1,236-1 & & F 5% [4,50]%] Kk -5-% B 2 8%
MS (ES) : 437 (MH") ;

3O-R & X T & £)123,6-9 & & °F # [4,5-b]3] °& -5-% & 2 &
. MS(ES): 395 (MH'); &

3-4-R A mEm A - X TFEERK)L236-1m & & F H (4,5b]4] & -5-%
&% 7 & ; MS (ES): 443 (MH").

T #3
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323,60 B K P H SB35 %-5-H KR HEIHUE

NH
\ 7/

N Oi-Pr
H o

A H3-L X BEAK -KESWEG3H¥E  0ELF)KEAE
Bk EA20CF > ZwlLl-— & FEAFTEABQGCTEHF » 205
ZH) - BREAE M WmHBESOC EHH > HBAEION>ENR  H#
FERHEBER HEMR2IE - EZAETTHBRER &3
FALI- LA BEAEEOG L » 0% 44 > £ & 'HNMR) » & A 1t
et AT HE - F -

B. BSCFT #ERETY BEMMALLE2LREFSEG
) BMBEREWCTHHFBR - AEEH » HF3-84
REABRZARABGCSAL) HAEBEARAT - %> &£F58& — %
&AL -

C RBRALLAYHEREMEFAIATH B Z FX » #1 AL
B Y23 LA RAKREHEY R 'HNMR(DMSO): § 1061
(1H, brs), 7.81 (1H, s), 7.67 (1H, m), 7.28 (2H, m), 6.83 (1H, m), 4.96 (1H, br
s), 3.39 (2H, m), 3.27 (1H, m), 2.93 (2H, m), 1.20 (6H, d) ; MS (ES) : 271
(MH").

K 4l 4
X TFTEE-12369 R A PFHMSBHI % -S5-RREABIEH

0
'
Y%

Oi-Pr

Iz

o)
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A BRBILHGEAAMRTH2AT i 2 5 X0 4 A 1236
WRAEHASOIH RS AR EAE (RN AL T @Y
A '"H-NMR (CDCl;) © & 10.48 (1H, brs), 7.98 (1H, 5), 7.47 (2H, m), 7.41
(2H, m), 7.40 (2H, m), 7.30 (1H, m), 7.15 (1H, m), 6.99 (1H, m), 5.04 (1H, m),
4.15 (2H, 1), 3.2 (2H, d), 1.10 (6H, d) ; MS (ES) : 375 (MH").

B. R#EMAX oA EdtRAZIALE - & F 8 &
CRABEAALR BEHRALEXTE B4 TFIie
v/

3-(4-F X F &g & )-1,2,3,6-m & K oF # [4,5-b]73] °k -5-% B £ 5 &
; TH-NMR (CDCl;): & 10.43 (1H, brs), 7.86 (1H, s), 7.50 (2H, m), 7.41 (1H,
d)), 7.26 (1H, d), 6.98-7.15 (4H, m), 5.02 (1H, m), 4.10 (2H, t), 3.2 (2H, d),
1.09 (6H, m) ; MS (ES) : 393 (MH*) ;

3-(4-3 F &KX F & & )-1,2,3,6-@ & R °F # [4.5-b]7] % -5-% 8 &
% & ; 'H-NMR(CDCl) : & 10.45 (1H, brs), 8.27 (1H, 5), 7.47 (1H, d),
7.22 (1H, d), 7.03 (1H, m), 6.90 (4H, m), 6.77 (2H, m), 5.07 (1H, m), 3.99 (2H,
m), 3.11 (2H, d), 1.21 (6H, d) ; MS (ES) : 421 (MH") ;

3-v1 B KBk A -1,23,6-m & R oF H (45010 vk -5-% B R oA A
'H-NMR (CDCL;) : & 10.52 (1H, brs), 8.04 (1H, s), 7.48 (1H, d), 7.33 (1H,
d), 7.15 (1H, m), 7.08 (3H, m), 6.82 (1H, 8.5), 6.02 (2H, s), 5.17 (1H, m), 4.17
(2H, d), 3.11 (2H, d), 1.20 (6H, d) ; MS (ES) : 419.2 (MH*) ;

R A A B A -1236-m 8 £ F H [4,5b]3) ok -5-% B £ & Es
'H-NMR (CDCly) : & 10.47 (1H, brs), 8.29 (1H, s), 7.38 (1H, d), 7.23-7.31
(3H, m), 7.16 (1H, d), 7.06 (3H, m), 6.97 (1H, m), 5.10 (1H, m), 4.02 (2H, m),
3.13 (2H, d), 1.24 (6H, d) ; MS (ES) : 391 (MH") ;
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3-Q4-— F X A B F & £ )1,23,6-@ & £ °F # [4,5b]%] ok -5-%
B £ & & 'H-NMR (CDCly): & 10.41 (1H, brs), 8.06 (1H, d), 7.92 (1H, s),
7.31 (1H, d), 7.07-7.21 (4H, m), 6.90 (1H, m), 6.97 (1H, m), 5.07 (1H, m), 3.89
(2H, ), 3.04 (2H, t), 1.18 (6H, d) ; MS (ES) : 458 (MH") ;

3-(4-% = -T & X sk £ )1,23,6-m & & =F 5 [4,5-b]3] °k -5-% #&
£ % & ; "H-NMR (CDCly): & 10.52 (1H, brs), 8.43 (1H, d), 7.79 (2H, d),
7.56 (2H, d), 7.40 (1H, d), 7.33 (1H, d), 7.15 (1H, m), 7.05 (1H, m), 5.23 (1H,
m), 3.84 (2H, t), 3.00 (2H, t), 1.41 (6H, d), 1.33 (9H, s) ; MS (ES) : 467
(MH") ;

3-(4-R A KV & A )1,23,60m & K FH[ASDE RS- HBER
& : MS (ES): 409 (MH")

KB 7ok Kk-1,236-m & & F 3 [45-b]9] "k -5-% & & & &
MS (ES) : 390 (MH") ;

3-(4-F K A B F &R £)-1,23,6-W & £ »F # [45-b]7] ok -5-% B £
% & ; MS (ES): 424 (MH");

3-8 -F K A B P & £ -1,2,3,6-w9 & £ oF H [4,5-D]7 K -5-% Bk B
% & 5 MS (ES): 404 (MH");

- Tomk & -123,6-m & & °F H [45b]7E Rk S-H% B B R &
MS (ES) : 389 (MH") ;

3-(4-F A K F BE A )-1,23,6-0 & RvF H AS5b]9lR-S5-B B EA
& ; MS(ES): 405 (MH") ;

1,6-— & -2H-%, =F # [4,5-b]7] vk -3,5-— % B 3-4-8 X R )& S-B &
&  MS (ES): 425 (MH");

1,6-= & -2H-%, *F # [4,5-b]%] & -3,5-— % BL S-B H & 3-#H-F X
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& MS (ES) : 405 (MH*) ;
3-(4-F & X A B 7 s £)-1,23,6-w & & ~F # [4,5-b]] "k -5-% &
£ % 8 ; MS(ES): 420 (MH");
3-% m & -1,23,6-m & K oF 5 [4,5-b]73] "k -5-% % £ & 8 ; MS (ES)
: 411 (MHY) ;
3-2-F & X ¥ & £ )-1,23,6-m & £ oF # [4,5-b]%] "k -5-% B R &
& ; MS (ES): 405 (MH"Y):
3-(3-K X & & K )-1,2,3,6-m & & °F 3% [4,5-b]3] ok -5-% % R & B
; MS (ES) : 403 (MH");
3-(F % -4-% #& 4 )-1,2,3,6-m & & °F 5 [4,5-b]w3] *k -5-% % £ & &
; MS (ES) : 425 (MH") ;
3-(4-8 K 5z B %K )-1,2,3,6-m & & oF i [4,5-b]%3] ok -5-% BE £ & B
; MS (ES) : 445 (MH");
3-4-F & K Xaag A )123,6-m & & F ¥ [45b]73 %k 5-% 8 R
7 B ; MS(ES): 441 (MH") ;
3-34-— F & A& X am A )123,6-w & & °F 4 [4.5-b]% & -5-%
B £ & & ; MS(ES): 471 MH");
3-4-Z R F R A Xk A )123,6-1 & & =F # [4,5-b]%] ok -5-%
B £ % & ; MS (ES): 495 (MH");
3-24-— & X 7 & % )-1,23,6-@ & £ »F # [4,5b]%3] *k -5-% B B
% & ; MS (ES): 443 (MH');
33-F & X F i A& )-1,23,60m & A 7F H [45b]5 % -5-% % B F
B ; MS(ES): 405 (MH"); A
v 3R] = AR B S- A )-1.23,6-m & R 0T A [4,5-b]w3) ok -
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5-% B £ & B 5 MS(ES): 419 (MHY).
T #5
3-X F & £ -1,2,3,6-m & & =F # [4,5-B]=] =k -
5-% B E -7 B2 B A

0

v
Y

On-Pr

IZ

0]

A REBRTHIAFAHREZF X > 24 A3-8 % HEAEE-
RMERE-RHE  BHETHksdy:

1,2,3,6-99 &, & =F 7 [4,5-b]3] *k -5-% # £ -% & ; 'H-NMR (CDCl;)
+ 6 10.41 (1H, brs), 7.74 (1H, d), 7.35 (1H, s), 7.56 (1H, d), 7.26 (1H, d), 7.09
(1H, m), 5.23 (1H, br s), 4.11 (2H, d), 3.54 (2H, br s), 3.12 (2H, br ), 1.68 (2H,
m), 0.95 (3H, t) ; MS (ES) : 271 (MH").

B. AL EYBEABEMEG2AFT K2 5 X # A 1,23,6-
R RAFAMSOIH RS ABRE-AE(FHEAZILAY)E R
bt X F @& # & ; 'H-NMR(CDCL) : & 10.55 (1H, brs), 8.07 (1H, s),
7.52-7.58 (4H, m), 7.47 (2H, m), 7.33 (1H, d), 7.21 (1H, m), 7.12 (1H, m), 4.23
(2H, t), 4.13 (2H, m), 3.28 (2H, m), 1.56 (2H, m), 1.40 (3H, t) ; MS (ES): 375
(MH").

C RBEMRFX 2 ALHERKRIAILBEEREIL X
T BHETaLss:

3-(4-A X F B 4 )-1,23,6-19 & K °F 5 [4,5-b]73) vk -5-% B i -& &

: 'H-NMR (CDCl;): & 10.54 (1H, brs), 8.00 (1H, s), 7.62 (2H, m), 7.53 (1H,
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d), 7.38 (1H, d), 7.10-7.24 (4H, m), 4.23 (2H, 1), 4.15 (2H, t), 3.28 (2H, 1), 1.51
(2H, m), 0.81 (3H, t) ; MS (ES) : 393 (MH') ;

3-G-# ¥ R K F 8 A )-1,23,6-w & £ =F # [4,5-b]w3] & -5-% & i -
% & ; 'H-NMR (CDCl;): 6 10.54 (1H, brs), 8.09 (1H, s), 7.54 (1H, d), 7.36
(2H, m), 7.20 (1H, m), 7.05-7.13 (4H, m), 4.22 (2H, 1), 4.12 (2H, 1), 3.84 (3H,
s), 3.27 (2H, ), 1.67 (2H, m), 0.80 (3H, t) ; MS (ES) : 405 (MH") ;

3-; B R #k A -1,23,6-m £ & oF i [4,5-0]75] ok -5-% B E -5 8
'H-NMR (CDCLy): & 10.55 (1H, br s), 8.09 (1H, ), 7.52 (1H, d), 7.38 (1H, d),
7.23 (1H, m), 7.09-7.14 (3H, m), 6.86 (1H, d), 6.05 (2H, s), 4.22 (2H, t), 4.17
(2H, t) 3.26 (2H, 1), 1.62 (2H, m), 0.85 (3H, t) ; MS (ES) : 419 (MH") ;

(R AR T & A )1.23,6-m & £ oF 5 [4.5b]7] ok -5-% B & 8

; MS (ES) : 409 (MH") ;
3-X T & A -1,23,6-m & £ o°F it [45-b]w] vk -5-% B E -5 B
(MS (ES) : 389 (MH") ;
3-24-— & X P & £ )-1,23,6-@ & & °F # [4.5-b]7] ok -5-% B &
& > MS(ES): 443 (MH");
3-(2-F AR T 8k £)-1,23,6-m & & °F i [4,5-b]%3] °k 5-% B & &
; MS (ES) : 405 (MH*) ;

3-(4-F & X F i & )1,23,6-m & £ ~F i [4,5b]3] & -5-% & & &
; MS (ES) : 405 (MH*) ;

1,6-= & -2H-R&, *F # [4,5-b]73] *k -3,5-= % 8 3-3 & 5-% & ; MS (ES)
D 491 (MHY) ;

3-4-— & R A B P & & )123,6-m & & °F # [4,5b]%] vk -5-%

& % & ; MS (BS): 448 (MH');
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3-(4-F A A X & mh & )1,23,6m & £ oF H [4,5b]%3 % 5-% 8 &
B ; MS(ES): 448 (MH") ;

3-(4-R X Rk K )1,23,6-m & £ oF H [4,5-D)7] ok -5-% Bk & A
MS (ES) : 448 (MH") ;

3-CA4-=— & X 7 & & )-1,23,6-m & & P 4 [4,5-b]%3] & -5-% B i -
% & ; MS(ES): 411 (MH").

41 6
-(4-R X 7 &k £ )8-R £ -1,23,6-w & £ °F # [4,5-B]%| & -
5-# B OB -7 B = 8

O
N\ / /_/

F N 0
o

A RBEMEHIAF A X F5 X # A 6-f -6 i -HCl 81 3-
MEAREBRE-RE  HHETHEY

8- & -1,23,6-m & & *F # [4,5-b]73) "k -5-% B iE -& 8 MS (ESI) :
289 (MH").

B. MBAMEHF2AF itz F X > 24 A 84 £ 123,6-m
RAFH[AS5DHkS-RBEE-BE(FHEAFTZILAYH) B
# 123,60 & R 7P H[45b]5%-5-% 8B 0 E44REE AL
B BT aiedy

3-(4-F KX F &a £ )85 £ -1,23,6-w & £ °F # [4,5-b]73] ok -5-% B
iE-% & ; MS(ES): 411 (MH");

3-F ALK T a4 )8R A 1236w £ £ F # [4,5b]9] & -5-%
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B iF -7 & 5 MS(ESD): 423 (MH"); A&
-(4-R A K 7 mk A )8R & -1,23,6-m & & oF 4 [4,5b]%] ok -5-%
B iE-& B 5 MS(ESI): 427 (MH").
x#7
3-8 K 7 &k & )-2-F £-1,2,3,6-m & K °F # [4,5-B] %3] =k -
SHEBIE-AEEZEHE

0
e
N\ /
by el

A 2-F K -123,6-m9 & R v i [4,5-b]73 =k -5-% B F-% B 0 1%
FHIATHAEZHFX A TREKRRILARERE
-% B % & ; MS(ESD): 285 (MH").
B. AL AMWBEABEBULEFHZAF K 5 X > #] A 2-7F
A-1,23,6-@ & £ = H [45b]93] "k -5-% B PE -% B (L E AT 2 b
%4@)%@%4&4-%{,%‘?&&%&&;MS(ES)34O7(1\/H{+).49§91“2#]'75E
REBSLSHETHL 2> > 4 A 10 % % x250 & %k Chiralcel % 4 -
#HI0%IPIOH/ Cic e T A R A By 48 > HiFmAE LY -
C MEMBEXAEZFX 24488 FRAZKAL
AYTHREBRALGAXTR  EHTHALEH
3G f X F 8 A )2-F £ -1,236-m & & °F # [4,5b]%3] %k -5

% 8 i -% & 5 MS (ES): 425 (MH");
3-(4-F A XK Pk A )2-F A-1,23,6-1m & & =F 5 [4.5b]%] *k -5-%
B iE -% & ; MS(ES): 423 (MHY);
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3-(4-F AKX F Ak £ )2-F & -123,6-w & £ F # [4,5-b]%] &k -5-%
B i -7 B  MS (ESI): 419 (MH").
K 3-(2-F K F & & )1.23,6-m £ £ oF # [4,5-b]%3) ok -5-% 8%
E-A & ; MS(ESD): 403 (MH'); &

-R5-R(=ZATF A)RFag£)-2-7 £-123,6-w & & *F # [4,5-b]
7| vk -5-% B4 iE -5 & 5 MS (ESD) : 525 (MH").
K ¥ 8
34-F K F & K )-2-F & -8R -1,2,3,6-m & £ =P 3 [4,5-B]%3) ok -
5-% B IE -7 B 2 B A

A R A 3Q-AHABHRA)IH-3 "E 42 0 F ik 5 X & & >
AMO-AEGNRIHBESEL 299 EEF) - ALK G0 E
H)RBEE&EQOZE L 327TEELF)A 6 - R BERE A2
B e AF R OME R R A EtOAC (100 £ 4+ ) # #8 » A H,0 (50 £ 9+ x 2)
Ak BT RKE 0 AN2SO R KB > BIE > R A KR
TR R4E560F % 86% & £)6-5 £ 3-2-# £ & % £ )-1H-
4 & ; 'HNMR (CDCl;) 6 11.03 (1H, brs), 8.41 (1H, s), 7.63 (1H, dd), 7.50

e

(1H, s), 7.06 (1H, dd), 6.92 (1H, t), 2.44 (3H, s); TLC (SiO, 4% » 100% DCM)
R=0.7.

B. a-FEA-6-RAEREMEATHFXE K 868 £ -3
A AERA)IHE %k 2 & KTHF X & (560 £ %, » 254 £ ¥ )
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T o & i & e  LIAIH, (480 £ # > 12.7 £ ¥ F ) & THF (40
ZRBRBHEREGDN - BHREEZRAN, FTHHE > #%#0C
B EE0C

\

ERBFER BEISIH - ERBEERE —
S H,O » 4@ FLAH, # & - # R EB Fr e

B FELIHEBE AHRAE - FRRAXRBRTESE > A&
BtOAc (200 £ 4 ) # # » 2 NaCl(50 & # x2) # # > 41X Na, SO, B
Kk  BE > RAEBRBRTRYSE » REB|EA0ZE £ a-F £ -6-5
A &R AFMu 0 'HNMR(CDCly) 6 8.30 (1H, brs), 7.52 (1H, m),
6.98-7.04 (2H, m), 6.87 (1H, t), 3.29 (1H, m), 2.87 (1H, dd), 2.64 (1H, q), 1.25
(3H,d) ; MS(ESI): 193 (MH"); TLC (SiO,4& > 100% DCM)R;=0.1.

C. 2-7 % -8-8 % -1,2,3,6-w & £ »F # [4,5-b]7] &k -5-% 8 i -&
BAABEMERAIATAHEZ T X > AR a-F % -6-8 £ & ik
3-8 K HEAER E-& B 2 & > MS(ESD: 303 (MH'Y).

D. ZBAiLA- WA ABMEFZATHFEZ 5 X > # A 2-¥
A -8-F & -1,2,3,6-m9 & & P 4 [4,5-b]73 vk -5-% B F -/ & & £ 1L
4- 7, X F & % & ; 'HNMR (CDCl;) 6 1047 (1H,s), 7.96 (1H, s), 7.61-
7.65 (2H, m), 7.41 (1H, m), 7.17 (2H, t), 7.05 (1H, dd), 6.90 (1H, t), 5.63 (1H,
m), 4.17 (2H, m), 4.05 (2H, m), 3.38 (1H, dd), 3.07 (1H, dd), 1.55 (2H, m), 1.07
(3H, d), 0.77 (3H, t) ; MS (ES) : 425 (MH").

E. AEAMYBEAEDFHAEZF X » 2 A S EDF X
34— A XTFTREKLALI-ZARXTEH BHETHsH

3-B4-— A K T as A )2-F & -8-f A -123,6-1 & £ *F # [4,5b]

| ok -5-% B iE -7 & ; MS (BSI) : 427 (MH").
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TH9
3-4-R X 7 & £)2-¢ £-1,23,6-19 & £ *F # [4,5-B]7] % -
5-RE-HEE 8 H

A QLRERERGBAEMRETPSZ Y BEBAAB Y prit = # X
B RT AT - A ARR Bk L ke & 5 MS(ESD
: 207 (MH").

B. 2-7 % 1,23,6-w & £ vF # [4,5-b]73] "k -5-% B E -5 B 12
BMEHIATHEZFX 2R i eREREGKRS
BB EMRZALREARE-HE FR3-LENFAKCE S K
; MS (ESI) : 303 (MH").

C. RELEYUBFERABEMETFI2AFTHEZ F & > 124 A 2-
% -1,23,6-m3 & K °F H [45-D]5] vk -5-#% BE IE -R B > E 3% 1,236
W 8 R 5 [4,5-b]7] ok -5-% B B & 5 MS(ESID) ¢ 421 (MHY).
"SR A BEZTHETME N > 4& A Chiralcel 10 & % x 250 &
AEHRMBIOWGPIOH/ Tl A& > miFmE LBy o

D. MM AT X FHCTFHHEZFX > 248 &# &R
RZAURXTEE BHRALCISAXTE @/ FTHeH

3-34-=— F XK T ek & )2-2 £ -1,23,6-mw & £ °F # [4,5-b]73] & -5

% B i -/ B ; MS(ESI): 439 (MH");
34-R A X ¥ & )2-2 & -1,23,6-m & £ °F 5+ [4.5-b]] & -5-%
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B iE -% & ; MS(ESI): 437 (MH'): &
34-F R X 7 8 & )2-2 £ -1,23,6-1 & £ oF # [4,5-b]%] ok -5-%
B i -% B ; MS (ESI): 433 (MH*).
K #1110
3-4-R X F & £)9-F & £ -1,2,3,6-19 £ & =F # [4,5-B]%3] ok -
SHBERLEZEH

0
F
N C
N4
N OEt
H o

A RAELEHBRABMEFZAFHEZ F X > A BI-F

MeO

AA-1236-19 & R oFH 455 k-S-% B CEBERALIFET
g % & 5 "H-NMR (CDCl3): & 10.42 (1H, brs), 7.98 (1H, s), 7.62 (2H, m),
7.28 (1H, m), 7.16 (2H, m), 6.93 (1H, d), 6.88 (1H, dd), 4.24 (4H, m), 3.88 (3H,
5),3.23 (2H, m), 1.23 (3H, t) ; MS (ES) : 409 (MH").

B 2#EmMFR A LEHEETRAZAILE - & F 5 &
KRERBRE  BHRAKISAEXTES  L#H TFToiddy

9-F¥ A A 3-& B K &k & -1,23,6-w & & °F 5 [4,5-b]%3] % -5-% &
Z & ; 'H-NMR(CDCly) : & 10.43 (1H, brs), 8.06 (1H, s), 7.27 (2H, m),
7.12 (2H, m), 6.93 (1H, d), 6.86 (2H, m), 6.01 (2H, ), 4.25 (2H, q), 4.21 (2H, 1),
3.88 3H, 5), 3.21 (2H, m), 1.26 (3H, t) ; MS (ES) : 435 (MH") ;

3-Q4-— & X P 8 K )9-F & X -1,23,6- & £ =F # [4,5-b]v3] % -
5-% B T &

3K T &k & 0-F A A -123,6-m & & oF HF [45b]] & 5-% & ¢

85585 - 141 -



1329111

& : MS (ES): 390 (M*) ;

3-(4-R A K T ak A)9-F & & -1,23,6-w & £ oF 3 [4,5-b]w3] o -5-
# B Z 8 ; MS (ES): 390 (MH") ;

3-C EE A -9-F & £ -1,23,6-w & £ oF # [4,5b]%] % 5-% B 7 &
; MS (BS) : 329 (MH") ;

9-F A X 3-2-F & X F & % )-1,23,6-@ & & =F # [4,5-b]w] &k -5-
% Bi ¢ B ; MS(ES): 421 (MH') ;

9-% A A& 3-G-F &4 X F & £ )-1,23,6-w & £ =F # [4,5-b]=3] & -5-
% B ¢ B ; MS (BS): 421 (MH");

O-F f A -3-(4-F & X F & £ )-1,23,6-w & £ *F # [4,5-b]w3] =& -5-
% B ¢ B ; MS(ES): 421 (MH");

9-% @ & -1,6-= & -2H-%, =F # [4,5-b]%] "k -3,5-= % Bk 5-2 & 3-%

& ; MS(ES): 407 (MH'); &

3-A4-— & K K e ¥ ik K )9-F & £ -123,6-w & £ F # [4,5b]
i3] ok -5-% B& ¢ & 5 MS (ES): 474 (MH").
£ # 11

9-f £ -3-4-R X ¥ & £)-1,2,3,6-w £ £ " # [4,5-B]%3] "% -
S-R BB 8%

A BRALEYREAAMRTH2EI R 5 X 0 # 8 9-£

% -1,23,6-v9 & R =P # [45-b]7l "k -5-% B L BS L R AL 4- AL X T &
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# A& ; 'H-NMR (CDCl) : & 10.57 (1H, brs), 8.04 (1H, 5), 7.62 (2H, dd),
7.29 (1H, m), 7.16 (3H, m), 6.95 (1H, m), 4.24 (4H, m), 3.20 (2H, m), 1.22 (3H,
f) ; MS(ES) : 397 (MH").

B. EMFR 2 RedERAZIEILE - & T 5K &

REREE  EHRAILVISIAXTE  EHTHEH
9-# % -3-(4-F X F i X% )-1,23,6-w & & =F # [4,5-b]7] ok -5-% 8

z 8 ; '"H-NMR (CDCl;): 6 10.57 (1H, brs), 8.14 (1H, s), 7.49 (2H, d), 7.27
(3H, m), 7.15 (1H, dd), 6.93 (1H, m), 4.23 (4H, m), 3.19 (2H, m), 2.43 3H, s),
1.22 (3H) ; MS (ES) : 393 (MH') ;

3-% F 8 & -9-f £ -1,23,6-m £ & °F i [4,5-b]7] "k -5-% B &
; MS (ES) : 379 (MH*) ;

O-f, & 3-G-F X F & £ )1,23,6-1@ £ £ °F # [4,5b]7] °k -5-%
Z & : MS(ES): 397 (MH') ;

P

3-23-= fLE F & £ )9-F £ -1.2,3,6-w £ & oF # [4,5-b]%] % -5-
% B ¢ B 5 MS(ES): 415 (MH*);

3-24-= fL X F ik & )-9-F £ -123,6-w & & F # [4,5-b]] % -5-
% B B 5 MS(ES): 415 (MH"Y);

3-2,5-= fL KX F & & )9-F & -1.2,3,6-m £ & oF # [4,5-b]3] "k -5-
% B ¢ B ; MS(ES): 415 (MH');

3-C4-— fL X T &k & )9-f & -1,23,6-m £ & oF 3 [4,5-b]7] & -5-
% B ¢ B ; MS(ES): 415 (MH');

3-35-= L X T e & )9-A £ -1,23.6-m £ & F # [4,5-b]7] % -5-
% B ¢ & ; MS(ES): 415 (MH');

3-(4-F K X P oAk A )9-f A -1,23,6-@ & & =F # [4,5-b]7] vk -5-%

85585 - 143 -



[329111

B Z & ; MS (ES): 413 (MH');
3-RA-— R A TP A )R K -1,236-w & & °F # [4,5b] % -5-
# B ¢ & ; MS(ES): 447 (MH");

9-# X 3-G-F & X 7 & £ )-1,23,6-m & £ *F 3 [4.5-b]73 °k -5-%
B Z B ; MS(ES): 409 (MH");
9-# A 3-(4-F A K F 8k %)-123,6-m & & °F # [4,5b]% *k -5-%
B2 7 B ; MS(ES) : 409 (MH") ;
(R A 3= & & B W -5-% £ )-9-8 £ -123,6-@ & & =F # [4,5- ®

b=l =k -5-% B& ¢ & ; MS(ES): 423 (MHY);

O-F & -3-(vk vt -3-% £ )-1,2,3,6-w & £ °F # [4,5-b]%] <k -5-% # T
& : MS(ES): 380 (MH") ;

9-# K 3-(wb o -4-3 3K )-1,23,6-9 & £ oF H# [4,5-b] & -5-% B
& : MS(ES): 380 (MH") ;

O-# & -3-(4-A B mr ek KX F ik £ )-1,23,6w & & oF # [4,5-b]%]
"k -5-% B T & 5 MS(ES): 461 (MH') ;

O-FL A& -3-(4-7 A X F & % )-1,23,6-m & £ oF 5 [4,5-b]73] =k -5-% ()
B2 T B ; MS(ES): 424 (MHY);

9-f & -1,6-= & -2H-R, =F 3 [4,5-b]%3 "k 3,5-— % L 5-¢ & ;5 3-%
& ; MS(ES): 395 (MH"):

3-Q4-— R X A B P A )R £ 123,66 & £ =F H [4,5-b]
"k -5-% 8 ¢ 8 . MS (ES): 463 (MH").
T 12

9'& g '3'(3'§4 X EF ﬁ g )'192,396’E9 -ﬁ‘ ih m‘F # [495'B] "ﬂ n* -
SHBMLEIHEA
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(@)
5
ci y .
OEt

A\
N
H o
A BEBNLEGHBEABUEBA2AFREZ 5 KX > # A 9-£
£ -1,23,6-m & & °F # [4,5-b]7] °k -5-% R UEHEI-AXTELER
1t 4 # A& 5 'H-NMR (CDCl;): & 10.61 (1H, brs), 8.07 (1H, s), 7.46 (2H,

m), 7.28 (4H, m), 7.14 (1H, dd), 4.25 (2H, q), 4.19 (2H, t), 3.21 (2H, 1), 1.22
(BH, t) ; MS(ES) : 413 (MH").

B #E:mMFZX 2 ALEETRAZAILE - & F 8% 5

REREE  EHRAUIARXRTH EHToedH:

#ASG-REXT A )L23,6-1@ & & °F 34 [45-b]4] & -5-%
B ¢ & ; 'H-NMR (CDCl;): & 10.52 (1H, brs), 8.04 (1H, s), 7.55 (2H, m),
7.46 (3H, m), 7.29 (1H, d), 7.14 (1H, dd), 4.26 (2H, q), 4.19 (2H, t), 3.21 (2H, 1),
1.23 (3H,t) ; MS (ES) : 429 (MH") ;

-8 A 3-QC-# ¥ & X ¥ & X )-1,23,6cw & & *F % [4,5-b]%3] k -5-
# B ¢ 8 ; 'H-NMR (CDCl;): & 10.56 (1H, brs), 8.05 (1H, br s), 7.48 (2H,
m), 7.(1H, dd), 7.26 (1H, d), 7.10 (2H, m), 6.98 (1H, d), 4.21 (2H, br s), 3.90
(2H, br s), 3.24 (2H, br s), 1.21 (3H, brs) ; MS (ES) : 425 (MH") ;

9-& & -3-(2,5-= £ XK F & £ )-1,2,3,6-19 & & =F # [4,5-b]%] & -5-
# 8 ¢ & ; MS(ES): 431 (MH");

3-X F & A -9-8 £ -1,23,6-w & & F i [4,5-b]%] °k -5-% B T 8

; MS (ES) : 395 (MH") ;

9-8 A 3-Q3-— A X 7 & £ )1,23,6-mw & & »F # [4,5-b]7] % -5-

# B 7 & ; MS(ES): 431 (MH"):
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9-R & 3-Q24-= A X F & £ )1,23,6-w & £ =F 3 [4,5-b]7] *k -5-
% BZ ¢ & ; MS(ES): 431 (MH');

O-8 & 3-2,6-— £ X F 8 £ )1,23,6-w & £ *F # [4,5-b]%3] & -5-
% BR ¢ & : MS(ES): 431 (MH');

9-8 & -3-C4-— F X 7 && % »1,23,6-w & £ ~F # [4,5-b]%3] % -5-
% B T B 5 MS(ES): 431 (MH");

9-8 & -3-G5-=— R X 7 & £ )1,23,6-w & £ »F # [4,5-b]v3] =k -5-
# BL ¢ & ; MS(ES): 431 (MH"); ®

9-F K 3-Q4-— R X 7 i £ )-1,23,6-w & & »F # [4,5-b]%3] ok -5-
#% B T B ; MS(ES): 463 (MH");

9-% & -3-G-F & X F & £ )-1,23,6-w & £ ~F # [4,5-b]7] & -5-%
B Z & 5 MS(ES): 425 (MH");

9-% % -3-(4-F & X ¥ 8 &£ )-1,23,6-m & & =F # [4,5-b]%3] "k -5-%
B & ; MS(ES): 425 (MH");

,1

9-% A& -3-(4-R K ¥ 8 X )-1,23,6-w & & °F # [4,5-b]73] "k -5-% &
z & ; MS(ES): 413 (MH"); ®
(R A (13]= &1 B % -5-% £ )9-8 £-1,23,6-w & & *F # [4,5-
blwil "k -5-% B& ¢ & : MS(ES): 439 (MH");
9-8 K -1,6-— &, -2H-£, =F # [4,5-b]%] vk -3,5-— % 8 5-7. & ; 3-%
B 5 MS(ES): 410 (MH") ;
-8 A 3-Q4-— R X A B 7w 4 )123,6-w & £ ~F # [4,5b]7
"k -5-% B T & ; MS(ES): 478 (MH'): &
9-R A 3-(2-R X F a8 £ )-1,23,6-m & £ °F # [4,5-b]%3] %k -5-% &
Z & ; MS(ES): 413 (MH").
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T # 13
9-% X -3-(4-A X 7 m& £ )-1,2,3,6-w3 & £ *F # [4,5-B]%3] "k -
S-R B LB

Br
N
Z
N
H

A RALCEGYEAEMEA2AT 2 5 X H A9 ®
A -1,23,6-w9 & R oF H 4505k S-% B L E R AL A X T B
# A& 5 '"H-NMR (CDCl;) : & 10.56 (1H, s), 7.98 (1H, s), 7.56 (3H, m), 7.19
(1H, m), 7.09 (2H, m), 4.17 (4H, m), 3.13 (2H, m), 1.13 (3H, t). MS (ESI): 457,
459 (MH").
B MBEmAMFX  2RABEZRIAAXTERER AL AKX T
B BT oits
9-if & -3-3-F K ¥ 8 £ )-1,2,3,6-m & £ F # [4,5-b]"3] ok -5-% #%
Z & ; MS (ESI): 457,459 (MH") ; ®
9-% K -3-2-F X F &k £ )1,23,6-w & £ ~F # [4,5-b]7] *k -5-% B
Z & ; MS (ESID) : 457,459 (MH*) ;
3-X F B K -9-8 & -1,23,6-w & & "F # [4,5-b]%] & -5-% B O &
» MS(ESD) : 439,441 (MH"); 9-i% & -3-4-8 £ X ¥ & £ )-1,2.3,6-m
2R 7F 5 [4.5-b]7 ok -5-% B T & ;. MS (ESI) : 473,475 (MHY); &
9-% A 3-C-R & X Fm & )1,23,6-m & & »F # [4,5b]3 & -5-%
B ¢ & ; MS (ESI): 473,475 (MH").
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K #14
3'2{ ? ﬁ g '8'? il. g -1,2,3,6-?9 -ﬁ‘ ﬁ v';F # [495'B] "gl p"ne =
SHBLEZIEH

o)
baW
N\ A
MeO N OEt
H

o}

A BRALEYBERBAMRTH2AFT R F X > # BS8-F
AK-1236m G AP HMASDEIRS BB BERALETE Y
A > '"H-NMR (CDCly) : & 10.41 (1H, brs), 7.98 (1H, s), 7.56 (2H, m), 7.52
(1H, m), 7.46 (2H, m), 7.39 (1H, d), 6.86 (1H, d), 6.79 (1H, dd), 4.22 (2H, q),
4.19 (2H, 1), 3.86 (3H, s), 3.23 (2H, t), 1.20 (3H, t) 5 MS (ES) : 391 (MH*),

B MEmMPp EXAHEZFX 2 AT ERAZ AL
B R TEREREIRKES  ZHRALETE 44T 54
B

3-X 7 EE & -8-F & £ -123,6-w & & oF 5 [4,5-b]% vk -5-% B 2
& : 'H-NMR (CDCly) : & 10.40 (1H, brs), 7.90 (1H, s), 7.61 (2H, m), 7.40
(1H, d), 7.15 (2H, m), 6.86 (1H, d), 6.79 (1H, dd), 4.25 (2H, q), 4.19 (2H, 1),
3.86 (3H, s), 3.23 (2H, t), 1.23 (3H, t) ; MS (ES) : 408 (M*) ;

8-7 & & -3-234-Z AKX P & £ )1,23,6-m & & *F # [4,5-b]%] %
-5-% B8 ¢ 8 ; 'H-NMR (CDCl;): & 10.35 (1H, brs), 7.38 (1H, d), 7.26 (2H,
m), 7.12 (1H, m), 7.15 (1H, m), 6.85 (1H, d), 6.79 (1H, dd), 4.25 (2H, m), 4.19
(2H, 1), 3.86 (3H, 5), 3.23 (2H, ), 1.23 (3H, t) ; MS (ES) : 444 (M*) ;

3-A4-— A X F i A )8-F A K£-123,6-m & & °F i [4,5-b]7] ok -
5-% B ¢ & ; MS(ES): 427 MH"Y) ;
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(X AN3=AE B W -5-% £)8F & £-1,23,6-m & £ «F #
[4,5-b]7] & -5-% 8 ¢ & ; MS (ES): 435 (MH") ;

34— A X A B T & A )8 F A& £ -1,23,6-m & £ F # [4,5]
|k -5-% B ¢ &  MS(ES): 474 (MH'); A&
8-F &, A& -1,6-= & -2H-£, =F # [4,5-b]%3] vk -3,5-= % B 5-7 & ; 3-
¥ B ; MS (ES): 407 (MH").

#1115
8- K -3-X 7 &k £ -1,2,3,6-m & £ =F 3 [4,5-B]=] =k -

S-HBeEmz B
Y,

N
YV
F OEt

o)

Z. Z

X

A BABALEGHBERAEBMREFHZAFFEZ F X 0 4 A 84
A-1,23,609 & R 7P 7 [45b]3 vk -5-% B L B R AL X F a2 &
; 'H-NMR (CDCl3): & 10.57 (1H, brs), 8.05 (1H, s), 7.55 (3H, m), 7.45 (3H,
m), 7.05 (1H, dd), 6.87 (1H, m), 4.22 (4H, m), 3.24 (2H, t), 1.2 3H, t); MS (ES)
: 379 (MHY).

B nEmMHAXN 2 ABEAETRARAZIALE - & F & 8
RERBE  EHREALXTER ##HTHE:H

8-# & -3-C-A X F & £ )-1,23,6-m & & »F 3 [4,5-b]73] ok -5-% &
Z 8 : 'H-NMR(CDCl;) : & 10.56 (1H, brs), 7.99 (1H, s), 7.44 (2H, m),
7.32 (2H, m), 7.24 (1H, m), 7.04 (1H, dd), 6.88 (1H, m), 4.25 (2H, q), 4.19 (2H,
t),3.24 (2H, m), 1.23 (3H, t) ; MS (ES) : 397 (MH") ;
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8- & -3-(4-8 K F 8k K& )-1,2,3,6-m & R °F # [4.5b]=3] "k -5-% B
Z & ; 'H-NMR (CDCl ): & 10.46 (1H, brs), 7.97 (1H, s), 7.62 (2H, m), 7.43
(1H, m), 7.17 (2H, m), 7.05 (1H, dd), 6.88 (1H, m), 4.25 (2H, q), 4.21 (2H, ¢),
3.24 (2H,t), 1.25 (3H, t) 5 MS (ES) : 396 (M*) ;

3-(34-— AL X T X )-8-A A -1,23,6-3 & & ~F # [4,5-b]73] ok -5-
% 8 ¢ & ; '"H-NMR (CDCly): & 10.55 (1H, brs), 7.93 (1H, s), 7.46 (2H,
m), 7.35 (1H, m), 7.25 (1H, m), 7.05 (1H, dd), 6.88 (1H, m), 4.28 (2H, q), 4.19
(2H), 3.24 (2H, t), 1.25 3H, t) ; MS (ES) : 415 (MH*);

3-(4-3 ¥ A X F & & )-8-m & -1,23,6-m & R =F # [4,5-b]73] %k -5-
% B ¢ & ; 'H-NMR (CDCl;): 6 10.58 (1H, brs), 8.07 (1H, s), 7.59 (2H, m),
7.41 (1H, m), 7.05 (1H, dd), 6.96 (2H, m), 6.87 (1H, m), 4.26 (2H, q), 4.21 (2H,
t), 3.88 (3H, s), 3.23 (2H, t), 1.24 (3H, t) ; MS (ES) : 409 (MH") ;

8- % -3-¢ B E £ -1,23,6-w@ & & ~F # [4,5-b]73] *k -5-% & T
B ; 'H-NMR (CDCly) : & 10.57 (1H, brs), 8.06 (1H, s), 7.4 (1H, dd), 7.10
(2H, m), 7.04 (1H, dd), 6.87 (2H, m), 6.06 (2H, s), 4.27 (2H, q), 4.19 (2H, 1),
3.22 (2H,t), 1.26 (3H,t) ; MS (ES) : 422 (M*) ;

3-Q4-— R X A B F aE A )S-f A -123,6-w & £ °F # [4,5-b]
"k -5-% B ¢ & ; 'H-NMR (CDCl;): & 10.60 (1H, brs), 8.21 (1H, d), 8.13
(1H, s), 7.42 (2H, m), 7.27 (1H, m), 7.05 (1H, d), 6.87 (1H, m), 4.39 (2H, q),

4.1 (2H, m), 3.22 (2H, m), 1.41 (3H, t) ; MS (ES) : 462 (MH") ;

3-7 & A& -8-F A -1,2,3,6-13 & K *F 5 [4,5-b]%] °k -5-% B T ES
MS (ES) : 317 (MH") ;

8-F, £ 3-(2-f X 7 && £)-1,23,6-w & £ "F #* [4,5-b]73] vk -5-% &%
Z & ; MS(ES): 397 (MH");
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3-23-— AKX P Ak £ )-8-f A -1,23,6-m & £ °F # [4,5b]%] 7k -5-
% B ¢ & ; MS (ES) : 415 (MH");

3-25-— A X F & & )8/ & -1,2.3,6-w & R F # [4,5-b]3] =k -5-
% B2 ¢ & ; MS (ES): 415 (MH") ;

3-(2,6-= £ X F & & )-8-A £ -1,23,6-w & £ °F # [4,5-b]7] 7k -5-
# B ¢ B ; MS(ES): 415S(MH");

3-3,5-= & X 7 & A )-8-/ & -1,23,6-@ & R ~F H [4,5-b]%3] =k -5-
% B . B ; MS(ES): 415 (MH");
3-(4-8 A X P oEE £ )S-A £-1,23,61@ & & ~F # [4,5-b]%] vk -5-%

B ¢ & ; MS(ES): 413 (MH");
3-24-— & X F &: £ )-8-f & -1,236-1@ & & °F # [4,5-b]73 vk -5-
% # T & ; MS(ES): 447 (MH");

8-# & 3-(2-F & X 7 && £ )-1.23,6-m & R =F ¥ [4,5-b]"3] *k -5-%

o

BX ¢ & ; MS(ES): 409 (MH'):

8-FL & 3-3-F & X 7 & £ )-1,23,6-m & £ *F # [4.5-b]%3] & -5-%
8 Z & ; MS (ES): 409 (MH*):

3-Q4-— X T & £ )8-F £ -1,23,6-m & £ F # [4,5-b]%3] & -5-
% B ¢ & » MS(ES): 415(MH"); %

8-, % -1,6-— & -2H-£. »F # [4,5-b]%] °k -3,5-= % B4 5-2 & ;5 3-%
& ; MS(ES): 395 (MH").

K #16
3-z & & -7-F & -1,23,6-9 & K *F 3 [4,5-B]vi] =k -
SHREBEUEIHE
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o)

N>-
N/
N OEt
H o

A BABALEGHERABAMTH2ZAFTHAZ FX > 2 RA7-F
B -1,23,609 & £ F # [45-bl3l vk -5-% 8K ¢ B AL oA R
'H-NMR (CDCl;): & 10.50 (1H, brs), 8.12 (1H, br s), 7.36 (1H, d), 7.01 (2H,
m), 4.39 (2H, q), 4.01 (2H, m), 3.16 (2H, m), 2.53 (3H, s), 2.39 (3H, ), 1.43
(3H,t) ; MS (ES) : 313 (MH").

B i#AMFT X AL EETRAZAICE - & 7 5 &
ERREREKRE EZHALCTEH HMHETHNLEY:

3-4-F K F e A )-7-F & -3-1,23,6-w & £ =F i [4,5-b]%3] vk -5-%
B ¢ & ; 'H-NMR (CDCl;): & 10.49 (1H, brs), 8.01 (1H, s), 7.61 (2H, m),
7.38 (1H, d), 7.16 (2H, m), 7.02 (2H, m), 4.27 (2H, q), 4.21 (2H, t), 3.27 (2H, ¢),
2.53 (3H, s), 126 (3H, t) ; MS (ES) : 392 (MH") ;

SR F A -T-F K -1,2,3,6-m & R P 3 [4,5-b]3] ok -5-% BR ¢ &S
; MS (ES) : 375 (MH") ;

3-(2-5 K F g A& )-7-F A& -1,23,6-w & & =F # [4,5-b]73] ok -5-% &
Z B ; MS(ES): 393 (MH");

3-C-5L K F BE £ )-7-F £ -1,23,6-w & & »F # [4,5b]73] % -5-% B
Z 8 ; MS(ES): 393 (MH");

3-23-— A X P & A )7-F £ -123,6-1 & £ F # [4,5-b]%3) 7k -5-
#% B T & ; MS(ES): 411 MH");

3-QA4-— A X P & & )-7-F £ -1,23,6-w & & =F # [4,5-b]%3] *k -5-

"\

%8 LB MS(ES): 411 (MH');
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3-2,5-=— A KX F & X )7-F £ -1,23,6-w & £ *F # [4,5-b]%] & -5-
% BR ¢ & ; MS(ES): 411 (MH");

3-(2,6-=— A X T & K )7-F A -1,23,6-w & £ °F i+ [4,5-b]%3] =k -5-
% BR ¢ B ; MS (ES): 411 (MH");

3-CA4-— R X T aR A )T-F A -1,236- & £ °F # [4,5-b]"3 ok -5-

% B ¢ & ; MS(ES): 411 (MH");

3-35-= AKX P ok A )-7-F & -1,23,6-w £ £ oF # [4,5-b]%3] *k -5-
% B C B ; MS(ES): 411 (MH'Y);
-(4-R A RV & £ )7-F £ -1,23,6-m & & oF # [4,5b]% % -5-%

B 7 & ; MS (ES): 409 (MH");

3-Q4-— R X ¥ & X )7-F £ -1,23,6-w & £ ~F # [4,5-b]%3] %k -5-
# BR T & ; MS(ES): 443 (MH');

3-2-F & X ¥ & K )-7-F & -1,23,6-@ & & =F # [4,5-b]73] °k -5-%
B Z & ; MS(ES): 405 (MH") ;

3-G-F AR F &k & )-7-F & -1,23,60m & £ =F # [4,5-b]%] & -5-%
B Z & ; MS(ES): 405 (MH");

3-(4-F AKX F & )-7-F % -1,23,60m & & =F # [4,5-b]%] & -5-%
B Z & ; MS (ES): 405 (MH");

B-(XAN3= R BB H-5-% £)-7-F £-1,23,6-m & £ °F # [4.5-
b]ws| "k -5-% B ¢ & ; MS(ES): 419 (MH');

T-F K 3-(4-#4 A X F & X )-1,23,6-w & £ °F 3 [4,5-b]73] & -5-%
B ¢ & ; MS(ES): 420 (MH'):

7-F % 3-(4-F & -3-m K X F & K )1,23,6-9 & & »F 5 [4,5-b]]
ok -5-% BL ¢ & 5 MS (ES): 434 (MH");
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3-4-F & & A - X7 & X )7-F £-1,23,6-m & & °F 5 [4,5-b]%] *k
5-% ¥ ¢ & ; MS (ES): 433 (MH');
7-F % -1,6-= & -2H-%, °F # [4,5-b]"3] vk -3,5-= % B 5-7. & ; 3-%

& 5 MS(ES): 391 (MH")

3-24-— f KX A B VP A)T-F £-1,23,6c1m & & F # [4,5b]4
wk -5-% BE ¢ & ; MS (ES): 458 (MH')
K # 17

3'(“'% K W ﬁ i )-1,2,3,6-W ﬁ i‘a “*' # [4’5'B] V?[ "* '5’8'
— KBTI H

O

N
N\ /
EtO N OEt
H o

0

A B3FTERA-6EIRAKRBK TEO L > 492F X F )i Bt &
BQEVEHMEATRGCOEF )T IHEF R WHEEOR B
@l - hAig BEBBEKEBRR  EATFTEHEHK &
ESEETHE mEFQ-HELHL)-HZ R T & (1121%)
- KB 2HE W T ECBHAOEH)F » ASBPICQ L) H £
T A4O0psiB T r 2 820 - BEXEEBRESREH
ERTCERE AEASEETTAELERR HEHFEKROCAKYT
BE(716%)  MEBRAAT 98 £ FE&—-F i -
B. 1236w £ & F # [45b]7] "k -58 = % B — ¢ & 1% & #
SN Y8R

¢

BMEBIATHF R S 2B IKRAEY 12
e Rk-6-F B F B E & o
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C RALEHWBEAAMETH2AF R 2 F X # A 1,2,3,6-
R AT HFMASOE RS- K LB RAILA AT R
% ; '"H-NMR (CDCl3): & 10.78 (1H, brs), 8.13 (2H, m), 7.81 (1H, m), 7.63
(2H, m), 7.53 (1H, d), 7.17 (2H, m), 4.39 (2H, q), 4.26 (4H, m), 3.28 (2H, 1),
1.42 3H, t), 1.23 3H, t) ; MS (ES) : 451 (MH").

x #18
9-4-F A X X)123,60w0 & K "F H 4SBl5 %k -S5S-H BB EH

2

o

A A9 K -1,23,6-m & R R A [4,5-b]% vk -5-% B ¢ B
%0602 F )4 FEEAXA £ AMBEOD L > 152 %
HF)ADMEEOH(1: 1 R2EH) P 2B HXxEN > AE B
BET A m2lE # 80
CEN T #BRREAHAMBLNE > £ HELCMS & ¥ - 45
R ADCMQ0 £ #)#H > A B Rk # - ADCMQ0 £ )
MARBERBR - EESH A BB ANSO M K LB &R
b - RABEMHAHE L#EEEXR KL > AEOAc- & &
(030% )iz dk » ZEAZALSHOI6L) &% % & B,
'"H-NMR (CDCl;) : & 10.41 (1H, s), 7.73 (1H, d), 7.50 (3H, m), 7.29 (1H, d),

~
o

# 1M Na, CO; i % # Pd(OAc), (27 & %) «

7.21 (1H, d), 6.90 (2H, m), 5.23 (1H, s), 4.20 (2H, dd), 3.76 (3H, s), 3.55 (2H,
m), 3.12 (2H, m), 1.26 3H, t) ; MS (ESI) : 363 (MH").
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B. RBMFTB2AFAHEZF X 244 89GF &% L)
1,23,6-m &, £ =F 3 [4,5-b]%] ok -5-% B T & © E #4£1,23,6-W £ &
" [45-b]E R S-R R B BT IS4

3-(4-# X T &E & )-9-4-F & X £)1,23,6-w & £ =F # [4,5-b]3] *k
-5-% B Z B ; 'H-NMR (CDCl;): ¢ 10.46 (1H, s), 8.06 (2H, m), 7.55 (4H,
m), 7.08 (4H, m), 6.92 (2H, m), 4.18 (4H, m), 3.79 (3H, s), 3.23 (2H, m), 1.18
(3H,t) ; MS (ESI): 485 (MH™).

C RBEMWwASTEBYHAEAZFX > 2488 % RAKA
ZRARURXRTHREALRCIS- A X T EH TS :

3-C- KX F & £ )-9-(4-F & X £)1,23,6-m & & °F 5 [4,5-b]73] %
-5-% B ¢ & ; MS (ESI): 485 (MH");

-2-F X F # K )9-(4-F AKX £ )1,23,6-m & K °F # [4,5b]3] %
-5-% B Z & : MS (ESI): 485 (MH") ;

- 7 &R K -9-(4-F R KX K)1,236-m & £ °F # [4,5-b]5 % -5-%
B ¢ & ; MS (ESI): 467 (MH") ;

3-(4-F & B & )-9-(4-F & X £ )-1,2,3,6-w & £ °F # [4,5-b]%]
% -5-% BR ¢ B ; MS (ESI) : 497 (MH") ;

3-4-A A X Tk A)9-4-7 A X X)123,6-w & £ =F # [4,5b]]
"k -5-#% 8% ¢ & ; MS (ESI) : 501 (MH") ;

3-C3-2 A& X A )9-(4-F & K X£)1,23,6-m & # =F # [4,5-b]]
"k -5-% BX ¢ & ; MS (ESI): 501 (MH"); &

3-8 & -9-(4-F & X £)-1,23,6-w & £ =F 7+ [4,5b]7] & -5-% B
Z & ; MS (ESI): 405 (MH").

D M#AMIBAZFT R BHAFAXEA-_BAME
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ERATFARE 2L E  E2# Ty :

9-3-% A X & )123,6-w & £ »F # [4,5b]%] vk -5-% & T &
MS (ESI) : 363 (MH').

E. MBEMEFAZAFHEZ 5 X > 24 R9-C-F &% £)-
1,23,6-m & K =F 5 [4,5-b]73] "k -5-% B& C B 0 B # 1236w & &
FHMBSDIEkS-HRBRTE EHTALY

-(4-A X F i & )9-G-F & X £ )1,23,6-m & & °F 5 [4,5-b]%3] %
-5-% B ¢ & ; 'H-NMR (CDCLy): § 10.52 (1H,s), 7.97 (1H, s), 7.65 (1H, s),
7.57 (2H, m), 7.38 (2H, m), 7.11 (3H, m), 6.80 (1H, m), 4.18 (4H, m), 3.82 (3H,
5), 3.24 (2H, m), 1.18 (3H, t) ; MS (ESI) : 485 (MH").

F AT BETHEzFTX 24 A8ddRAZE
LXATHRERAILIS-ARXTE EHTHLE:Y

3-C-# K 7 && A )9-(3-F & X £)1,23,6-m & & =k # [4,5-b]3 °%
-5-% BX ¢ & ; MS (ESI): 485 (MHY) ;
3-2-m KV aE A& )9-G-F & X £)1,23,66m & & °F # [4,5-b]73] =&

-5-% B ¢ & ; MS (ESI): 485 (MH"); %

3-7 B X 9-3-F & X £)-1,23,6-w & & =F # [4,5-b]73] °k -5-% B
Z B ; MS (ESI): 405 (MH").

G REAMFBAZFT A 2R A22FAXEA R LAWK
E#R4TFTEXE LR EHTHILLY

9-2-F & ¥ £ )-1,23,6-m & £ °F # [4,5-b]%] vk -5-% B T &
MS (ESI) : 363 (MH*).

H R#EMETH2AFHEZFX > 24 89-QF &% %)
1,2,3,6-m3 & £ °F 5 [4,5-b]75l "k -5-% BE 2 8 > B £ 1,23,6-1 & &
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o 5 [45-blEl Rk -S-B R LB BEHTAiLEY
(4R K F ik K )-9-(2-F & X £)1,23,6-m & £ =F #F [4,5-b]3] %
-5-% B ¢ & ; 'H-NMR (CDCl;): & 10.49 (1H, s), 7.97 (1H, s), 7.59 (3H,
m), 7.36 (3H, m), 7.27 (1H, m), 7.12 (2H, m), 6.98 (2H, m), 4.20 (4H, m), 3.78
(3H, 5), 3.34 (2H, m), 1.20 (3H, t) ; MS (ESI) : 485 (MH").
IxgmyBEHY R HZ X240 KT8 E %KLL
AREXTE 24 TFHLsH:
3-2 & A& 9-2-F A X £ )1,23,6-m & & °F # [4.5-b]4 vk -5-% &
Z 8 ; MS (ESI): 405 (MH").
£ #1119
3-4-8 X T & £ )-2-F % -1,2,3,6-w & £ *F # [4,5-B]=3] *k -
S-RBMLEBEZYEH
0]
s

Y

IZ -

OEt
)

A 2-F & -1236-m £ & F # [45-b]5] & -5-% B 2 8 45 R 5
MEF AT Z 5K BER2-FTRAEHRBHEB TR E
e B OBR BB W AR o

B. #RANLEGMWGEABMEF2AFT R F X > #] A2-F
£ 1236 8 & oF # A5l % SRBLBERRILLE LT @
% % ; "H-NMR (CDCL): & 10.44 (1H, brs), 8.01 (1H, s), 7.63 (2H, m), 7.52
(1H, d), 7.39 (1H, d), 7.24 (4H, m), 5.61 (1H, br s), 4.2 (2H, m), 3.43 (1H, dd),
3.10 (1H, dd), 1.19 (3H, 1), 1.06 3H, d) ; MS (ES) : 393 (MH").

C nEmMB EXHEHFX 24 A8&#EETRAZ AL
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BRERAILI-AXTE BHETHLEY
3-X P &a & -2-F £ -1,23,6-m & £ °F # [4,5-b]%] k -5-% B 2 &
; 'H-NMR (CDCl3): § 10.44 (1H, br s), 8.09 (1H, s), 7.59 (2H, m), 7.51 (4H,
m), 7.31 (1H, d), 7.19 (1H, m), 7.10 (1H, m), 5.61 (1H, m), 4.18-4.27 (2H, m),
3.43 (1H, dd), 3.10 (1H, d), 1.15 (3H, 1), 1.06 (3H, d) ; MS (ES) : 375 (MH*) ;

(R AKX T ek A)2-F £-1,236-w & & °F 5 [4,5b]7] ok -5-% 8
Z 8 ; 'H-NMR (CDCl;): & 10.43 (1H, brs), 7.99 (1H, s), 7.54 (3H, m), 7.47
(2H, m), 7.38 (1H, d), 7.20 (1H, m), 7.11 (1H, m), 5.59 (1H, m), 4.15-4.30 (2H,
m), 3.43 (1H, dd), 3.10 (1H, dd), 1.20 (3H, t), 1.06 (3H, d) ; MS (ES) : 409
(MHY); &

2-F & -3-é1 B K k& -1,23,6-m & 8 °F # [4,5-b]7] & -5-% B
& ; 'H-NMR (CDCl;): & 10.45 (1H, brs), 8.10 (1H, 5),7.51 (1H, d), 7.38 (1H,
d), 7.15 (4H, m), 7.20 (1H, d), 6.07 (1H, d), 6.06 (1H, d), 5.58 (1H, m), 4.17-
4.33 (2H, m), 3.40 (1H, dd), 3.08 (1H, dd), 1.20 (3H, t), 1.05 (3H, d) ; MS (ES)

I 419 (MH").
£ #120
-2 % -3-% B 8 £ -1,23,6-w & £ =F # [4,5-B]%] % -
SRR CLEZHHA

O
oY
0]
N
N\ /
N OEt
H

)

A E3-Q-TE2AHAELHEEMRQCQSL LIS EXXE B
¥ B A2 F 8 & ¢ Young (1958)J. Chem. Soc. : 3493-3496) # . B
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T E & A40psi & T 0 A 10%PUCOS L)% £ TF @ £ 4616
NE - RBEBRBE ERCERE - BREH o @
HEBBEATEGCEA)T « AHCILAEZ AN » 30 £ #) 4% %
REBAL - ML BERARATACSOEH)ER - B ABASALZE

3

TR%E  mHB2-CAECKRERBOMA) BRAZmES®
— 1 -

B. 2-7 % -1,23,6-w & £ °F 3 [4,5-b]73] "k -5-% B 2 &5 1% WA %5
MEFIAFTHEZFX > A A2-Z R ERBE BB YK -

C HBALLEGHBEAAMTF2ZAFT A 5 X > # A 2-¢
A-1,23,6-m & R oF H (4508 k-S5-B B LB R RILE B K@y
A ° 'H-NMR (CDCly): & 10.38 (1H, br s), 8.15 (1H, s), 7.52 (1H, d), 7.37 (1H,
d), 7.10 (4H, m), 6.88 (1H, d), 6.07 (1H, d), 6.06 (1H, d), 5.34 (1H, m), 4.16-
4.33 (2H, m), 3.53 (1H, dd), 3.00 (1H, dd), 1.29-1.45 (2H, m), 1.24 (3H, t), 0.81
(3H,t); MS (ES) : 433 (MH").

x #i21
3-4-f X 7 & % )-1,2,3,6-w £, & °F # [4,5-B]=3| *k -
5 ARKO-T & 8 #H

A A 123,609 5 K =F HF [4,5-b]93 <k -5-% B T & (051 % > 2 &
RE)VEFTRQREIF)F X E &R AN > & fuLawesson K, 3 #| (145
£ 36 EF) c MAHABRIBEITRARA TR ZEE A
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B&UE - AEEH HERREEH BRLAEAZBELE
THRB &I - A MeOH-DCM (1 : 19) 5 # » % 13 1,2,3,6-W & &,
“F 3 [4,5-b]=3] *k -5-5¢ B X B O-2 85 5 (27 & % ); MS (ES): 273 (MH").

B MBEmAMIEAFY iz 5 KX > 248 F £1236m &
f7F 5 [45-b]3] "k -5-8 AR BLO-Z & - B #123,6-m £ & °F #
[4,5-b]73| *k -5-% BR T B * H A AZE AL S 4 5 NMR(CDCl;): 6
9.76 (1H, s), 7.95 (1H, s), 7.64 (2H, m), 7.54 (1H, d), 7.37 (1H, d), 7.11-7.24
(4H, m), 4.65 (2H, m), 4.23 (2H, t), 3.27 (2H, t), 1.40 (3H, t). MS (ES) : 3
(MH").

£ #l22

3-U-R X Tk £)1,236-09 & K =FH45BI5 R-S-BEFHEIEH

0] :
F
N
N
N OMe
H

(0]
A, 1,23,6-m & & F 3 [4,5-b]73] %k -5-% BE F &5 1% WX 28 4L B 4

IAFPprat 2 7 X > 12 A3- 8 X HEAB Fas E4k3-4%L 7
B C 8 % & 5 MS(ES): 243 (MH").

B #ZALEHGEABMETH2AF K F5 XA A 1,236
M & & oF 3 [4,5-b]7] % -5-% 8% F & (Kuehne % A (1985)J. Org. Chem.
50:919-924) d1 & 1L 4- fL X ¥ & % & 'H-NMR (CDCl;): & 10.51 (1H,
brs), 7.99 (1H, s), 7.62 (2H, m), 7.53 (1H, d), 7.23 (1H, d), 7.10-7.24 (4H, m),
4.22 (2H, t), 3.80 (3H, 5), 3.27 (2H, m) ; MS (ES) : 365 (MH").

C R#EmMWFIHEBIFX 28 AEERILE &
THREIERRESE  ZRALIGAXTE  E2H THdHp:
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3-X ¥ &k A -1,2,3,6-m & £ °F H [4,5-b]3] & -5-% B F & ; MS (ES)
: 347 (MH') ;

3- & & -1,2,3,6-m3 & £ °F # [4,5-b]% %k -5-% B P & ; MS (ES)
: 381 (MHY) ;

3-(4-8 X X 7 ek A )1,23,6-@ & £ =F # [4.5b]%3] ok -5-% B P &
; MS (ES) : 285 (MH");

3-4-— ® X F 8 % )-1,23,6-m & R =F 3 [4,5-b]73] % -5-% B F
B ; MS (ES): 415 (MH');

3-(4-% = -T A -X 7 & £ )1,23,6-m & & F 3 [4,5-b]%] & -5-%
B ¥ & ; MS(ES): 403 (MH');

3-(F K -4-5% & % )-1,2,3,6-m & £ =F 3 [4,5-b]73) vk -5-% B P &
MS (ES) : 397 (MH*) ;

3-(4-% = -T A -X wm ek % )-1,23,6-m & & °F # [4.5-b]%] %k -5-%
B ¥ & : MS(ES): 439 (MH'):;

3-(2-F A X 7 mk % )-1,23,6-m & £ F # [4.5-b]3] & -5-% #& T &
; MS(ES): 377 MH") ;

3-G-F & X F & K )-1,23,6-w9 & K °F # [4,5-b]%] *k -5-% B T &
; MS(ES) : 377 (MH*") ;

3-(4-F A K T & K )-1,23,6-w & R °F # [4.5-b]73] ok -5-% E& T &
; MS (ES): 377 (MH*);

x #23
1,2,3,6-m3 & £, °F # [45-B]45 "k -5-H B 2 8 #

| NH

N ==
H
O~ OH
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A H1,23,6-m &R R A LSO ES-% B PEE(20 % 0 5%
EH)- g8 —-%F=-TE069% > 15%

(1324 » 15% )& X P 2 8 4 4 » vk Dean-Stark £ £ #
mEBAEBR BRABNE - AL HE - BrEH o E4a
EMBEBADCM Y » BB B A B IHE £ 42 > 3 24 DCM ik 8
o KRB EE  EFBRKEWQ6-= & -2H-5 *F # [4,5-b]73] =k -3,5-
—HRB3-F Z-TESTFE): 'HNMR(CDCL) : § 10.52 (1H, brs),

TE)EA_REAKT

e

8.40 (1H, s), 7.47 (2H, d), 7.34 (1H, m), 7.15 (1H, dd), 7.07 (1H, dd), 3.97 (2H,
t), 3.87 (3H, s), 3.14 (2H, t), 1.57 (9H, ), 1.52 (3H, 1).

B. # 1,6-= & -2H-% =F # [4,5-b]%3] vk -3,5-— % BL 3-8 = -T & 5-
FTEEQO293 % > 062ZXF)EMOHUEH)F Zx& A > F
mANNaOHQ ZE # ) » £ M RS WA A A T v #HS ) - 5%
Btk MR RR A M A K FE > 3 A BtOAC % B o ¥4 AcOH 4
KEEAIL - B REKERXNED  ERA LA AR RARAES
AET#E > > #®HFELANLESHT0ZE £); 'HNMR (DMSO-dg)

§ 11.40 (1H, s), 10.73 (1H, brs), 7.83 (1H, m), 7.73 (2H, d), 7.38 (1H, m),

e

7.25 (1H, m), 6.88 (2H, m), 3.45 (2H, t), 3.87 (3H, s), 3.2.98 (2H, t), MS (ES)
! 229 (MH").
K #l24
-(4-R X F & K )-5-(4,5-= & °F =k -2-%)-1,2,3,6-59 & £ *F # [4,5-B]
vk 2 8

L
y/ F

=N
O\)
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A A3@-R X FE#£)1,23,6-1 & & °F # [4,5-b]%] ok -5-% B
(176 £ % » 050 E X F)ADCMGS £ 4 » & Kk)F X BHHE
W B mCDIBLE £ 050% £ F)- 1.0 854 4 T 8 Bz (60
BtV EEF)ANMERBERAY T > EHFHEHE 2.0
BE 4% 0 MR R ACHCL(100 £ #4) % F » A H,0(100 £ #) R &
Kk KRB KEHE NSO, B »r mFHL4BREZ2
BRCLEBRIFEHO20% TE) A28 & B M4 HE1EA
AT — %% e E 4 MS(ESD: 396 (MH").

B #u+TRMHUISE AL 044 EELF)ACHCLUAZE I » &
RK)Pz 2 BHBEFRN ARERBERAET  BHEMMZ A
DEREBEMKAL0EEXF) 1] B MK R E R A% . CHCL
GEH)HE > £ HFZMNNOHU ZE A ) aifbw TEA &G E
Z) - l6 B > 2 BAKRRE  ERBRTR&%E  ETAZEL
B M #h 4t > WA EtOAc-DCM (0: 100 £25: 75) ik #k » m 1342 &
b Hm@BE4) &% 6 B, 'HNMR(CDCL): §11.74(1H,s),
7.66 (1H, br s), 7.60 (2H, m), 7.54 (1H, d), 7.42 (1H, d), 7.20 (1H, app t), 7.14
(2H, app t), 7.11 (1H, app t), 4.19-4.28 (4H, m), 4.12 (2H, m), 3.29 (2H, dd) ;
MS (ESI) : 376 (MH").

B m#mMmAzX > 24 A22EA2-FEXABHE -~ -k X-2-8
BRI-EA2TEI®RLER  EHTHALED

5-(44-— F & -45-= & -5 = -2-%)3-(4-A K F @& X )1,236-@ &
& °F # [4,5-b]%] *% ; 'H-NMR (CDCl;) : & 11.77 (1H, s), 7.64 (1H, br s),
7.61 (2H, m), 7.54 (1H, d), 7.44 (1H, d), 7.21 (1H, app t), 7.08-7.17 (3H, m),
4.21 (2H, app t), 3.92 (2H, s), 3.28 (2H, dd), 1.41 (6H, s) ; MS (ESI) : 404
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(MH") ;
3-(4-R K P & K )5(5-F & 45 = &5 2-£)1236-w & &
% 3 [4,5-b]=3] =k ; MS (ESI): 390 (MH"); &
5-5-C % 45-=— &5 ek 2- K )3-4-A X F & A )1,236-m & &
oF 3 [4,5-b]%3] <k ; MS (ESI) : 404 (MH").
R #125
1,2,3,6-m9 & £, F 3 [45B]5 k25— KB B @
od
NH
NN\
T
ABMEFIATFRE 2 F X 24 R @l ¢ & hkkat-7 & -HCl
EnomB®BE UM TILEH
1,23,6- & £ °F # [4,5-b]=3 *k -25-=— % B = ¢ & ; 'H-NMR

(CDCly): & 10.44 (1H, brs), 7.86 (1H, d), 7.48 (1H, m), 7.33 (1H, d), 7.09 (2H,
m), 6.10 (1H, d), 4.29 (4H, m), 4.10 (1H, m), 3.84 (1H, d), 2.97 (1H, dd), 1.33
(6H, m) ; MS (ES) : 329 (MH*) ;

1,2,3,6-m & £ °F 3 [4,5-b]7 %k 2-(R),5-= % & = Z & MS (ESI) :
320 (MH') ; &
1,2,3,6-19 & £ °F 5 [4,5-b]73] & 2-(S),5-— % 8 = T & -
K #2606 K #121

3-G-; X 7 & %)-1,2,3,6-w & £ *F ¥ [4,5-B]%3] *k -2,5-
—HEBE LB s
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A RBRELLAGEABEMERHAFHELZ 7 X > 2447
EH252 b 0 BE#123,6-m & K -F #4509 %k -5-RE T
G

3-(4-F X F & K )-1,2,3,6-m & & F HF [45-b]73 vk -2,5-=— FH & =
Z & ; 'H-NMR (CDCl;) : ¢ 10.21 (1H, brs), 8.24 (1H, s), 7.72 (2H, m),
7.55 (1H, d), 7.33 (1H, m), 7.19 (3H, m), 7.10 (1H, m), 6.23 (1H, m), 4.19 (2H,
m), 4.09 (1H, dd), 3.82 (2H, q), 3.07 (1H, dd), 1.17 (3H, t), 0.73 (3H, t) ;

MS (ES) : 451 (MH") ;

3-(4-& K T & & )-1,2,3,6-m & & oF H [4,5-b]73] ok -2(R),5- = A& B
— Z B : MS(ESD: 451 (MH"): %

3-(4-F, % F & £ )-1,2,3,6-m & & F i [4,5-b]%3] %k -2(S),5-= % B
= Z B  MS(ESD) : 451 (MH").

B msEmFszR 2428 gRKAIAE:E R KNS
AXTE  EHT2EY

3-X ¥ & & -1,2,3,6-m & £ o H [4,5-b]7] R -25-— H B — T &

; 'H-NMR (CDCl;): & 10.22 (1H, brs), 8.30 (1H, s), 7.66 (2H, m), 7.44 (4H,

m), 7.32 (1H, d), 7.17 (1H, m), 6.25 (1H, m), 4.16 (2H, m), 4.09 (1H, dd), 3.82

(2H, q), 3.07 (1H, dd), 1.12 (3H, t), 0.73 (3H, t) ; MS (ES) : 433 (MH"); s

3-% B X B K -123,6c1m & R FH [45b]9E Rk -2S5-—HK B = L

g ; 'H-NMR (CDCl;) : & 10.44 (1H, brs), 8.33 (1H, s), 7.52 (1H, d), 7.34
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(1H, d), 7.25 (1H, m), 7.14-7.19 (2H, m), 7.11 (1H, m), 6.90 (1H, d), 6.19 (1H,
m), 6.08 (2H, m), 4.24 (2H, m), 4.08 (1H, dd), 3.82 (2H, q), 3.06 (1H, dd), 1.22
(3H,1),0.73 3H, t) ; MS (ES) : 477 (MH").

3-24-— & XV & % )-1,23,6-19 & & =F # [4,5-b]7] "k -2,5-= % &
= Z B ; MS(ES): 501 (MH");

3-(4-74 K X F & & )-1,23,6-w & £ F # [4,5-b]%] =k -2.5-= % B

= ¢ 8 MS (ES) : 478 (MH") ;

3-(3-‘? i" X ? Eﬁ- g )'1,2,3,6'@ EL i V:F. ;? [4,5-b]m}] u% '2,5-:— ;’22;; in
— Z &  MS(ES): 463 (MH");
3-(4-? g[n 2'{ ‘? Es& g )-1,2,3,6'@ —‘,—EL fl.« UEF #— [4’5-b]l1§l "7)& '2,5'—: ;’ZA‘L E?L

— Z & ; MS(ES): 463 (MH"): &
-(4-R A X F &k X )-1,23,6-1 & £ °F i [4.5-b]4% *k -2.5-= % &
= Z B ; MS(ES): 467 (MH").
K # 27
8-i%& £ -1,2,3,6-w3 £ £ *F # [4,5-B]3| "k -2,5-
—RE_LEREAIUHL

-0

N .
Br 7 :
N

A 8 K -1,23,6-m & R oF 5 [4,5-b]73] 7k -2,5-= % B = T & 1%
AEFIAFT A2 5 X & A6-i%-DL-& i B8 3% & B 8 ¢
8 % & ; '"H-NMR(CDCL) : & 1041 (1H,s), 7.80 (1H, d), 7.38 (1H, d),
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7.24 (1H, d), 7.18 (1H, dd), 6.06 (1H, s), 4.21 (4H, dd), 4.03 (1H, m), 3.68 (1H,
d), 2.88 (H, dd), 1.24 (6H, m) ; MS (ESI) : 407,409 (MH").

B REUKEGHBEABAMTH2AFTmAEZ F X » A A8
A-123,6-m & & oF 4 [4,5-0]5 Rk -25-— 4 B — LB (S HAF =
o) Bm &4 R X T 8% A& "HNMR (CDCL): §10.20 (1H, s),
8.20 (1H, s), 7.63 (2H, m), 7.41 (1H, d), 7.32 (1H, d), 7.13 (3H, m), 6.14 (1H,
m), 4.12 (2H, m), 3.97 (1H, dd), 3.76 (1H, m), 2.98 (H, dd), 1.11 (3H, t), 0.68
(3H,t) ; MS (ESI) : 529, 531 (MH*).

C n#im ¥y HEBzF-A 2 A#EAILEE %K LI
RAARTEE  #HToesdy:

8-i & 3-G-f KX ¥ &k £ )1,23,6-w & £ =F # [4,5-b]73] *k -2,5-=
#% B — ¢ & > MS(ESD: 529,531 (MH") ;

8-i8 £ 3-Q-f X ¥ & £)-1,2,3,6-m@ & & »F # [4,5-b]%] °k -2,5-=
% BR = Z B ; MS (ESI): 529,531 MH'): &

3-2 kB 808 £ -1,2,3,6-13 & . °F H [45b]E] vk -25-— # B = T
& ; MS (ESI) : 449,451 (MH").

K 1] 28
1,2,3,6-09 & §.=F # 45-B]5l .k 25-—H BS-. &84

HO___O

NH
Y

N
N
H OEt

A 1,2,3,6-19 & K oF 3 [4,5=Bbl"3| °k -2,5-= % B — ¢ & (048 % >

1.46

o

X F)AEMOH@OG E4)F X ¥ F RN » & waNLIOH %

85585 - 168 -




1329111

BRAZEIH) BB FRAD20CTHHE2D 5 o BB x5

C ERBEHIEAKRGCOEHA)F o KIE o M K& ik % EtOAc
G30E )X R » £ AHOACE L - £ R T EBY » £ BE K&

P EAKBREOCAC R #  BEAEAZATTHR  ®mEFR2AEL

& 4 (300 £ % ); 'H-NMR (MeOH-d,): & 8.06 (1H, s), 7.54 (1H, dd), 7.44

(1H, dd), 7.12 (2H, m), 4.43 (3H, m), 3.61 (1H, d), 3.41 (1H, m), 1.49 (3H, 1) ;

MS (ES) : 301 (MH*).

K #129 o
2-(55 & wk o€ -1-3% % )-1,2,3,6-19 & & =F # [4,5-B]"3] *k -
SRR UEZEH

Choe

“NH
Y%

OEt

Iz

o)

#»1,23,6-1@ & R =F 5 [4,5-b]3] ok -2,5-— # B& 5-2 &5 (45 £ £ o .
0CISEXZHX)ADCMQBEAH )T 2B F %N » FMCDIQT £ £
CLLEE) c R2C T HELLBSE 0 B e 8ot (23 % I
SEEB) MBREDAPAWCTHEHBER  EHEBFERAER
s RBEER > KEiFHRAEY £ & AMeOH#H # 48 & 41t >
BB A AL A (22 % %) 'HNMR (CDCL): 6 1044 (1H, brs), 7.95 (1H,

p—

’

d), 7.38 (2H, d), 7.05-7.13 (2H, m), 6.69 (1H, d), 4.29 (2H, q), 3.98 (1H, dd),
3.65-3.73 (2H, m), 3.46 (1H, m), 3.31 (1H, m), 2.71 (1H, dd), 1.58-1.76 (6H, m),
136 (3H, ) ; MS (ES) : 368 (MH").
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£ #] 30
2L A B FRAIG-AKT & E)236-m & £ F % -4,5B]4
kS-HEBELEBEZHEG

EtHN___O

A 2-Z AR T A-1,23,6-m & & °F 5 [4,5-b]7] ok -5-%
BEGABRMEAODFAHAZI T AATE > EA®
B 4hdt 0 3£ HEOAc-T (1 Dixdem & & o

B. BALAHWBEAEAMTP2ATHEZ F X > #1 A2-2

#
B L

B P AR A -1,23,6-1 & £ °F 3 (4,57 ok -5-% BE © &S LR b 4-
fUX F & % & > '"HNMR(CDCly) : & 1021 (1H, brs), 8.27 (1H, s),
7.71-7.79 (3H, m), 7.53 (1H, m), 7.36 (1H, d), 7.20 (1H, m), 7.11 (2H, m), 6.11
(1H, d), 5.32 (1H, 1), 4.21 (2H, m), 3.87 (1H, dd), 3.20 (1H, dd), 2.86-3.06 (2H,
m), 1.18 (3H, t), 0.57 (3H, t) ; MS (ES) : 450 (MH").
¥ #31
AR EAFTHE)2-EREXTFTHEEAL)T £-1236-1 £ £ #
45Bl5l "k S5-—H R LEBER2UGAXTFTEEAEL)T £-1,236-m
R TPFHMSBS%R-S-— B EZIEH
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A 2-48 F £ -1,23,6-1 & £ °F ¥ [4.5-b]%] & -5-% B B 1% 0
BMEAIATHEZFX AA2LAFAEREB B E & o

B BEALEYBEABAMTH2AF Mz F X > #5825
FE-1236m & A FHMBSDGR-S5-% B LB RAICLFET
& % A% ; 31a: 'H-NMR (CDCl;): & 10.46 (1H, brs), 8.15 (1H, s), 7.97 (2H,
m), 7.58 (2H, m), 7.53 (1H, d), 7.39 (1H, d), 7.06-7.24 (6H, m), 5.96 (1H, m),
4.12-31 (4H, m), 3.73 (1H, dd), 3.17 (1H, dd), 1.20 (3H, t) ; MS (ES) : 531
(MH*); 31b: 'H-NMR (CDCl;): & 10.42 (1H, brs), 8.14 (1H, s), 8.05 (2H, m),
7.81 (1H, d), 7.42 (1H, d), 7.34 (1H, m), 7.04-7.22 (3H, m), 5.62 (1H, m), 4.45
(1H, dd), 4.25-4.35 (3H, m), 4.08 (1H, m), 3.25 (2H, m), 1.35 (3H, t) ; MS (ES)
: 409 (MH"Y).

K #i32
1-9 % -1,23,6-9 & . H 4S5Blsl %k -S5-A B84

A A3-wk A A GI% 0 258 % F)4£DCM 00 & 5 -
BRK)PZ@BBHEER > KMBOCE (65% > 30 £ F) -
DMAP(36 % > 30 £ X F)RTEAWU2Z # » 30 E F) - 2.\ B
%o B RBERAHADCM00 £ #)# 2 > A INHCI(2x50 &
FIRBAREHKE > REMRKIELENLSO) » B4 AEWH(®
Br6%EOAc/ i) AA (1B =-TAZ A% 3-%)T BG4
% 0 84% ) &k % & B 5 . 'HNMR (CDCl;) : & 8.17 (1H, br d),
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7.64 (1H, br s), 7.52 (1H, br d), 7.38 (1H, app t), 7.30 (1H, app t), 3.78 (2H, s),
1.68 (9H, s).

B AU-F=Z-TRZAER3A)CHG0% 20752 F)
EATHFQRUOZH » #Kk)F » EAE-BC2LBHEHZRR » &
BARMLHMDS £ THF ¥+ 2 1IOMZE Z QL EF » 21 £ £ F) - 40
EE S RRH BT RAIEIH; 2N ERXF) LKA
RAMBHREREBAL - IS % ¥ G5 m0.2NHCI(100
EH)VERBEER > EAELOCXI0EF)ER - K& XX ®
BAB KRG BRAKEIEWNGSO,) » B REWK(HE 6
WEOAc/ T ) > HF2-(1-% =-T & & X 5l -3-% )&/ B (42
MALAS W40 L »T1% ) & % % & & 'H.NMR (CDCly): & 8.17
(1H, br d), 7.60 (2H, m), 7.37 (1H, br d), 7.30 (1H, app t), 4.10 (1H, q), 1.76
(3H, d), 1.68 (9H, s).

C. A2(I-Z=-TAHEK-R3-XA)AAH @0 » 1488 X
F)YADCM(0EH)F 2@ #HHEZR N » i mTFA(0 &
H) e 1% > &R B4 IADCM @0 E H)#H 8 > 1L & (2x40 ®
ZEH)RBAREMKE > KRIEMKEBENRSO) > A EBRRTIR
B M AF2-(IH-= "R -3-R)BF QS5 > 9% ) > & %K4B & B #
; 'H-NMR (CDCl;) : & 8.25(1H, d), 7.69 (1H, s), 7.65 (1H, d), 7.45 (1H,
app t), 7.37 (1H, app t), 4.12 (1H, q), 1.79 (3H, d).

XRE)ETHF@O £ 4 > & K)F >
EAZ0CZE2RHBFRA  BHw2-(1H-7] "k -3-K )& BF 25
£ BWIEXF)EATHFA EH » B R)FPZER - R ER
AMBRERBEREE  ARBKRAT A ThRHE - 1K K

D. #LAH@G4 % > 90

M‘*
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iR A A% £0C » i ¥ i& THF (5-109% H,0) s & o i3 B JE
Rk AR AMBELCBLEAL c BHHBRAIBRBRAHES
Celite™iBJf - R % > MBBERYLH - ) ELO00E 3)
TRBER M ERBRGHESH 0 R AKEE NSO 0 R A
BRRBRTR®E  ®AEE2-(IHAk-3-X)F QL % > 82%) » &4
% 3% 34 & 5 5 'H-NMR (CDCl3): 6 8.28 (1H, brs), 7.61 (1H, d), 7.36 (1H,
d), 7.16 (1H, app t), 7.08 (1H, app t), 6.96 (1H, br s), 3.41 (2H, br s), 3.19 (1H,

q), 2.95 (2H, app d), 1.35 (3H, d).

E BB EHIAZF X 24 A5 H A — & F & KkHC
/ —EBEBEHAZ2(IHAS % 3-R) AR EBEREERERD
B oo BORL-F K-123,60 & R oF H (45Dl R -5-BA B T E O B
12 % i & 4 5 MS(ESD : 271 (MH").

FF. A#AMEH2A2 57X > =24 81-F %-1236-w & £
# [45-b]w] vk -5-% BR T & 0 E 4 1,2,3,6-@ & R F H [4,5-b]=3] =k -5-
BB LE  BEAR3GRXTEL)-FEL1236-9 & K -F H 45
b]¥il "k -5-% # Z & ; 'H-NMR (CDCl;): ¢ 10.54 (1H, brs), 7.97 (1H, s),
7.63-7.68 (2H, m), 7.58 (1H, d), 7.39 (1H, d), 7.09-7.23 (4H, m), 5.28 (1H, dd),
4.25 (2H, m), 3.85 (1H, m), 3.18 (1H, d), 1.34 (3H, d), 1.22 (3H, t) ; MS (ESI)
: 393 (MH").

G EMFBFFARiEzHFZ X 24 EE RILEE &R
A2iL4- A XTFEm > EHTALESY

3-4-2 & X P ek )l-F A-123,6-m & & oF # [4,5b]%] % -5-%
% ¢ & ; 'H-NMR (CDCl;) : & 10.53 (1H, brs), 7.95 (1H, br s), 7.55-7.60

(3H, m), 7.46 (2H, d), 7.38 (1H, d), 7.21 (1H, app t), 7.12 (1H, app t), 5.26 (1H,
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dd), 4.25 (2H, m), 3.85 (1H, m), 3.18 (1H, d), 1.34 (3H, d), 1.22 (3H, 1) ;
MS (ESD) : 409 (MH*) ;

3-34-— A X 7 B X )-1-F X -1,23,6-m & £ *F #F [4,5-b]"3] =k -5-
% B 8  MS(ESI): 411 (MH");

3-4-# F A KT 8 & )1-F £ -1,23,60m & £ F H [4,5-b]7] =k -5-
# B 7 &  MS(ESD): 405(MH"); &

3-8 Kk A& -1-F K -1,23,6cm & R P H [45-D]9 K -S5-HK & T
& ; MS(ESD) : 419 (MH").

H REMIFBAZEFHEZIFTX  2EASHEBX(-F =
TR EEAGRI-R)CHFI R AALCERER > HA2% &
Tl > R TaALES

1,1-= F £ -1,2,3,6-m & & *F 5 [4,5-b]=3] =k -5-% B& Z & ; MS (ESI)
: 285 (MH").

L ABEBMEFAFTAHEZF X > 24 8 L1-= F &-1,236-
W & R R 5 [45-b]73] Kk -5-F% Bk T B 0 B 4k 1236-mW & &P A
[4,5-b]3l vk -S-% R T & » M TIEH

LlI-= ¥ & -3-(4-8 K 7 & % )1,23,6-@ & & =F # [4,5-b]7 & -5-
% ® ¢ & ; 'H-NMR (DMSO-dg): 6 10.82 (1H, s), 7.76 (1H, d), 7.65 (1H, s),
7.61 (2H, dd), 7.54 (1H, d), 7.35 (2H, app t), 7.09 (1H, app t), 6.98 (1H, app t),
422 (2H, q), 3.97 (2H, br s), 1.52 (6H, s), 1.17 (3H, t) ; MS (ESI): 407 (MH").

) nEMRSTHEIzZHFA 2R EeEFTRAIALKT
BERANLIGARXRTE  EHToEY

3-4- A R FaE & )LL-=— F K -1,23,6-m@ & & F H [4,5-0] =k -
5-% B 7 & 'H-NMR (DMSO-dq): 6 10.81 (1H, s), 7.76 (1H, d), 7.63 (1H,
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s), 7.51-7.61 (5H, m), 7.09 (1H, app t), 6.98 (1H, app t), 4.22 (2H, q), 3.96 (2H,
brs), 1.52 (6H, s), 1.18 (3H, t) ; MS (ESI) : 423 (MH") ;

3-34-— fL X P A &£ )1,1-= F £-1,23,6-w & £ =F # [4,5-b]+3] *k
-5-% B: ¢ & : MS (ESI): 425 (MH"):

3-4-# F A X F & A )LL-= F & -1,23,6-m & & ~F # [4,5-b]4]
“k -5-% B2 ¢ & ; MS (ESI): 419 (MH'): %

1,I-— ¥ £ -3-% B % 8 £ -123,6-w & & F # [4,5-b]4] vk -5-% B
Z B ; MS (ESI): 433 (MH"). ®

K M#EMSHFAZEYHAEZF X > 225 HEB2(1-F =
TR EAGR3-R)CHIRALERAER A RLKE
B Pl oo Bk B MI1-T K -1,23,6-m & & F 3 [4,5b]4E ok -5-
HREBECUE  ABAMFTEFZHF X 24 /81-2 X£-1,236-1 &
RooF #H[45-b]73 vk -5-% B8 C B > E#H1-F £-123,6-w & & -F #
[4,5-b]=3] vk -5-% B& T #% » 4 T 2l L& ¢

1-T & -3-(4-A X F 8 & )-1,23,6cm & K =F ¥ [45-b]73] "k -5-% &
z & ; 'H-NMR (DMSO-d¢) : & 10.87 (1H,s), 7.94 (1H, s), 7.69 (2H, m), ®
7.52 2H, app t), 7.41 (2H, app t), 7.08 (1H, app t), 7.00 (1H, app t), 5.13 (1H, d),
4.20 (2H, m), 3.56 (1H, m), 3.08 (1H, d), 1.48 (1H, m), 1.14 (3H, t), 0.93 (3H, t)
; MS (ESI) : 407 (MH").

L. s#ansBEKzHszX 2 AedERAIKAILEE
AL AXTER BHTILEY

3-(4-8 K X 7 & A )1-2 £-1,23,6-1 & & °F # [4,5-b]73) *k -5-%
& ¢ & : MS(ESI): 423 (MH") ;

3-(314-:‘ gb X EF éir'zii % )'I-ZJ % '1,2,3,6‘@ —‘—gl ,E:L ‘LF. # [4,5-b]"5| u;,"e -5-
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% ® ¢ & ; MS(ESI): 425 (MH");

3-(4-# F A KX F & £ )1-¢ £-1,23,6-m & & »F # [4,5-b]] °k -5-
# B ¢ & ; MS(ESD: 419(MH"): %

1-2 & -3-% B % &8 & -1,23,6-1@ & & °F 3 [4,5-b]73] "k -5-% B T
& ; MS (ESI) : 433 (MH").

K #133
7-34-= R, X F & % )-6,7-= & -5H-10-8 -7-& -X 7 [AI& F & 12 9-
REBELEZYEH

O
| NJ\C[F
°T F
oo™

A UEMETHARNRZSYHBCADFAHEZ F X > 24 A 3-
A A A O ER2I-ZF=Z-TEREEASR3IZ)BH » &
AP M 3-BE Ak T A XK ekl 0 MS(ES): 162 (MHY).

B. EMEMANISHFEFHEZIFX 24 A3-KE
LEA R Akl EH2(IHA R 3-2)B k> £ A FRH6T-= & -
SH-10-8, -7-8, % # [a)& & & )& -9-% B ¢ & ; MS (ES): 258 (MH").

CC REMEFARNRSFTHEZF2H KX 24 A FRMBO6T-— & -
SH-10-8, -7- 8 X HPEA S B BRLEBERALIS:—RAKXT
B % & #2444 'NMR(CDCly): 6 7.46-7.53 (4H, m), 7.34 (2H,
m), 7.25 (2H, m), 433 (2H, q), 4.21 (2H, 1), 3.17 (2H, 1), 1.32 (3H, t). MS (ES)

: 398 (MH").

D M#EAMSTBEAEZCZHFX > B4 AKX HFE» K E

BPFAZI- KA A CH  EHTHALEY
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7-GA4-=— f X F 8 £ )-6,7-= £ -SH-10-8 -7-§, - K 3 [a]& & i 42 -
9-% B T & ; 'NMR(CDCl;): 6 8.15 (1H,s), 7.84 (1H, m), 7.67 (1H, m),
7.50 (1H, m), 7.38 (3H, m), 7.30 (1H, m), 4.24-4.30 (3H, m), 3.34 (2H, t), 1.27
(3H, t). MS (ES) : 414 (MH").
K #] 34
8-F A A -3-(4-R X ¥ & £)-1,1-= F £ -1,2.3,6-19 & & =F # [4,5-B]
ek SHBELEIHES

(O
F
\_/

BnO N CO,Et

H

A BBATRASES) AERBAT > AmE6CT R
;;gﬁ(a;ao;z’35.66%5';4)&&71434&(150 F)FZHHERSE
IR AEMHRRER MH3I05 4 REBEH AR
BT FEBR  HBREKREFER BETAEASALTT LR

BBOF A A-IHA %32 F £)= 7 %éﬁ?@%w (175 %) -
B. #6F&KX-1H=3"k-3-RFPR)=F A= ibsQ2% 5
EH) RAHG0E £ > 102F % F) & 95% EtOH (50 £ #)
RAeM ARATHASIE - AAEFTTHBHRER - £4
m A DCM ¥ » B VAR #E » RIE XK N RKIEE
B EAEFARE miFEEEE £ HLAEOHALE &
i3 (6-F R K -1H-73 =k -3-% )-Z A5 (1.25 % » 86% ) ° MS(ES):

z
Z
% 4

263 (MH").
C. #OG6-FAXA-IH=x3-X)THE#HED 58K _-F=-T
B (BOC,0) 1% # » & M T #32F pr ik = 48 B 44
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FTAAIRATFT A %-1-%8 % =-T & ; MS(ES): 363 (MH").
D. 6¥ A A3RATFTASR-1-48%=-TEx7ALH#
Ao AR MERRSIEBYREz T &/F 0 2K AL
RABEM A2 ETRTR AF6CFAEAIREAETFTR)
R Kk-1-% B % =-T & 5 MS(ES): 391 (MH").

EE MAEMEHRSHZCEAZF X > 46 & £ 3(&
A PE)P R )lk-1- % B8 F =-TE K& #EF2-6%F
&, K& -1H-73] ok -3-% )-2-F & & BF 5 MS(ES) : 291 (MH").

F. 8B EFANRTEDFHEZF X > #2-(6-5F & % -1H-
] vk 3-% )-2-F & -%H BE A LAHE B » d 43 2-(6-%F & % -1H-#3] =k -
3-R)-2-F A -% Bk B B2 B ; MS(ES): 295 (MHY).

G S8F¥ A A£-1,1-=F £-1,236-w & & °F # [4,5b]%3] *k -5-% B
LEEAAAMETMIAT AR 7 KX > # A 2-(6-F & % -1H-%3
k3-A)2-FTRA-AAEBRBEE R -

H #BALGHFEAAMNTH2ZATHEZFZF X > # ALK
b4 F % F s ® & 5 MS(ES): 513 (MHY)

I AEMSBCHFRAEZFX 2R FHCF > £ AS-

FARESR3I-THERGT ARA-IH"R-3-K)T e > #HT
i &M -

90-F% A A 3-4-2 KT & £ )L1-= F £-1,23,6-@ & K F # [4,5-D]
v ek -5-% B ¢ &  MS (ES): 513 (MH").

K #135
B F AEEIUAXTEE)LL-= F £-1,23,6-w & &= #
[45-B]75l "k 5-B R LB X 8
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O~
F
N\ /
anN N CO,Et

H
A AERBERRAT MHEREALFAOEZ A > 842Z X F)

W e & (6-B% & -1H-v3] %k -3-% )T A% (Brown, R. K.; Garrison, R.A., J. Am.
Chem. Soc. (1955), % 77 #% , % 3839-3842 & )(5.16 % - 3014 £ ¥ )
- B B 47 (1083 % > 7836 X F) - it (560 £ & 0 374 £
EH)R & ADMFUSOEH)Z B RFR S T - BB AZ
BAYWABEEBETHEHER  REBAKRKIREYH T

Qi

EABBLEFIFR MEMIERAAKLERTRRKE A
AAEEYARBE - BRAGHYATBLERWHAL » AT -8
B &5 (85: 15) ik #k o £ 13 (6-= F X A A -1H-#3] =k -3-%K )-Z A5 (8.8
%, )5 MS(ES): 352 (MH").

B. #Z2HitbMmiEABAMEFMCHFY prikk 2 F X > 123
$EBCH v A 6-=F KA A-1H-3-%)T BF B # (6-F & £ -1H-
3 vk -3-£ )2 BF %@ B A& 5 MS(ES): 602 (MH").

C. w#AMmF KX > 2448 6-F %X (F L)k & -1H-3 =k -3-%)

F X (S-Bk & -1H-%3] vk -3-K )T BF » E #(6-% & -1H-"3] »k -3-K )
L BT ALEeD

8-(3F A (F £k £)-1,1-=— ¥ £-1,23,6-m & & =F # [4,5-b]" °k -

5-% B ¢ & > MS(ES): 404 (MH"); #t
- X A AL 7 A -123,6-m & £ P A [45b]9] R -S5-K B
z & -

D #EmM T B2ATHAEIFTX  ERATHCIILED
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#1236 & £ oF A [45b]5"k-5-% 8 T B - HHT 5L
4

8-(F R (F £ )& A )3-U-A X 7 & £ )1,1-= F £-1,23,6-w &
R °F 3 [4,5-b]7 *k -5-% B ¢ & ; MS(ES): 526 (MH");

O -— X H [ A3GAKXKTrEE)LL-=F X-1236m & £ F
3 [4,5-b]v3] =k -5-% B& ¢ & ; MS (ESI): 602 (MH").

EE AT E2AZ 5 X =244 8 8(F & (F £ )k £ )-1,1-

= F 4 -123,6-m & K P # [4,5-b]%] ok -5-% B ¢ B 9t £ 1L 34 =
AXTE > RHTHLEY
8-(F R (F A ) X )3-CA R X FT@EE)LL-= F £-1,23,6-
& £ 7F # [4,5-b]73] & -5-% B T 8 o MS (ES): 544 (MH").
T #136
10-i% & -3-4-8 X 7 & £ )-1,2,3,6-w & & *F # [4,5-B]=35| & -5-% &
TEERESREIG-RXT & E)L236-1 & & F i [4,5-b]%] =k -5-

HEBELEZIEH
Br
o) 0
Br I’:“i = F ﬁ = F
0”0 )
l\CHa kCH3
36a 36b

348X T e K )1,23,6-m 8 & °F H [4,5-b]73] ok -5-5% BR T &
038% > lEXHF)AWAILKEAOEH)F ZEKR AN > & MN-

éﬂﬂ*

e A BB T RO028% P 1SS X F ) B AL = X7l

)

~
ER) MREGHAPARATHBERR > EEIOS & - H 5
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i EBEBLEE TACALELRE  BRERER
R AEY R EZHE LR E I > L MeOH-DCM
1:19&# > m4F36a(18 % )5 36b.(6.6F % ): 36a'H-NMR
(CDCl3): 6 10.58 (1H, s), 8.04 (1H, s), 7.62 (2H, m), 7.53 (1H, d), 7.37 (1H, d),
7.18 (3H, m), 4.24 (4H, m), 3.23 (2H, m), 1.23 (3H, t). MS (ES) : 457 (MH*)
; 36b. 'H-NMR (CDCl;) : & 10.81 (1H, s), 8.11 (1H, s), 7.62 (2H, m), 7.31
(1H, m), 7.24 (1H, m), 7.18 (2H, m), 6.98 (1H, m), 4.25 (2H, q), 4.20 (2H, 1),
3.78 (2H, t), 1.23 (3H, t) ; MS (ES) : 457 (MH™).

T #137
8- K -3-(4-A X 7 &k £)1-F £ -1,23,6-w & K *F # [4,5-B]73] =% -5-
REBLEZEH
0
N
Br \ 7 /UD
H o F
P
A, A3@G-A X T E)L-F A-1,23609 & K F HF [4,5Db]%43 % -

- B LB (AT FNFT LA H)I0E L - 0288 X F)A
6ZEHDCMF 2 B HFEKRAN » ARRKRBAET > 4 /wNBS@48
EA 02T EER) BRERAMWERKRBREAN, THHILS
B RHRICMSER Kk - RERRE  TAFTHLES
% X B # # 1t > & BtOAc- %(0-30%)52\%& P EERALESY
(124 £ %) & % & HE 5 ; '"H-NMR (CDCl;): & 10.54 (1H, s), 7.98 (1H,
d), 7.63 (2H, m), 7.50 (1H, d), 7.39 (1H, m), 7.16 (3H, m), 5.26 (1H, dd), 4.22
(2H, m), 3.78 (1H, m), 3.12 (1H, m), 1.28 (3H, d), 1.18 (3H, t). MS (ESI): 471,
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473 (MH").

B. #mAMFZ X » 24 ABFNBS » iy Foaidip:

8,10-=— it & 3-(4-A X F s & )-1-F & -1,23,6-w & £ =F # [4,5-b]
w| ok -5-% B < & ; MS (ESI): 550 (MH").

C nEaAMbEFTHEAFTZHFX 24 A3GAEXEX T
£)1L1-= 7 £ -1,23,6-m & £ °F 3 [45b]3] "k -5-% 8 LB 0 E #&
3-4-F K F &E A )-1-F £ -1,2,3,6-m & & »F i [4,5-b]73] &k -5-% B
B 0 BT alied

8-if K 3-(4-F X T & £)1,1-= F £ -1236-w & £ °F # [45D]
v ok -5-% B ¢ & ; 'H-NMR (CDCl;): 6 10.81 (1H,s), 7.95 (1H, s), 7.73
(3H, m), 7.65 (1H, d), 7.26 (3H, m), 4.36 (2H, dd), 1.72 (6H, s), 1.31 (3H, t) :
MS (ESI) : 485,487 (MH").

¥ #138
3-4-f XK F & & )-8-#4 & -1,2,3,6-w £, § =P 3 [4,5-B]=3l =k -
SHREUEZIYEH

o)

N/U\©\
F
/CE\Q

O,N N CO,Et

H
A AI0CTF > H#HBKO% > S04 > 12 E£F)Ae8 &G
EH)VF 2 xk 0 & ERMELL236-1T & & F # [4,5b]73] % -5-
B CUEQR6E 0 ] YT )VAEBRBRGOCEH) P LEBEHE

RN - EREVBAIEERBE  ETBHARBHFISIH  RE
A

d“}“%

BIANBAILERL AZ RS > HADCME R - # 4 4 2
ERABREKE  REBRMMKEE REATPAE -

85585 -182-



1329111

EREDABTBE LER LI > ATtk -EOAc(75: 25 % #
T8 K -1,23,6-m B A FH 4S5 R S-HR R LEQRSE L)
; 'H-NMR (CDCl3): & 11.52 (1H, s), 8.78 (1H, d), 8.43 (1H, m), 7.92 (1H, d),

7.82 (1H, dd), 7.46 (1H, d), 4.24 (2H, q), 3.52 (2H, m), 3.07 (2H, m), 1.27 (3H,

t) ; MS (ES): 301 (MH").

B. #ALEHWEABAMTH2AFHEZ F X > A 85
% -123,6m 5 R "F H[45D]5k-S5-H M LB RILE- X T &
% & 5 MS(ES): 424 (MH").

K #1139
3-4-A X T & £)8-3-F & X £)1,23,6-w & K = # [4,5-B]v| *k -
SHREBRLEXEMG

oo,

o)

)

A, A8 K 3-(4-A X P ak &L )123,6-m & & F H [4,5b]9 % -
SSHRB LB (T P36ATZAHNOE L > 015E £ F) ~ 3-
FPEREA £ ARG8T L 038FLF) R(HH-F XA )P
4% % 0077 E L F)AFT X /EOHQ: 13 EH#H)¥ 2 &4
HAERERAR O ARBEBAET » 055 2 7 IMNaHCO; ix & #
PAOAC),T£ %) - B R B R &4 A B8C AN, F Aw # 1.5 8 >
#EILCMSE Bl &4 - B2 &2 ADCMU0 E #H)#HF 2 » X B K
hde o ADCMU0EFH )M ABERBR - &6 A K480
Na,SO R k% > R4 - B REDYHATBLELEEXRMWN
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At » KAEOAc- Tix (0-30% ) isdk » A AR B LS H (68 £)

v Bk % & B 5 ; 'H-NMR (CDCl;): 6 10.76 (1H, s), 8.20 (1H, s), 7.78
(4H, m), 7.52 (2H, m), 7.42 (1H, d), 7.36 (3H, m), 7.04 (1H, m), 4.43 (4H, m),
4.05 (3H, s), 3.45 (2H, m), 1.39 (3H, t). MS (ESI) © 485 (MH").

B. mA#EMH X 24 A3-vkvh =7 XAk X4Q 5

X)ER R E#HRI-FARXRE_LLAMEK  EH T AILEY :

3-(4-F, X F & & )-8-vk wh -3-% -1,2,3,6-m@ & £ °F # [4,5-b]73] =k -5-
# B ¢ B ; MS(BSI): 445(MH"); #

3-(4-f, % % )-8-(2-"% Bk 4-% -T Be £ )-1,23,6-m F £ oF H
[4,5-b]%3] =k -5-% B < & > MS (ESI): 507 (MH").

C. EMFEZEAZHF KX » 24 A8k K34 KT i)
1-9 % -1,2,3,6-w & & =F # [4,5-b]%] & -5-% 8K T & > F #8-18 & -
3-(4-F X F 8 £ )-1,23,6-m & & °F 54 [45-b]9 "k -5-% Bk & 0
T AL A

3-(4-A X P & )8G-F A KEL)L-TF A -1236-w & K FH
[4,5-b]%3] & -5-% B Z & ;> 'H-NMR (CDCl;): & 10.52 (1H, s), 7.92 (1H, d),
7.56 (4H, m), 7.29 (2H, m), 7.17 (1H, m), 7.11 (3H, m), 6.81 (1H, m), 5.22 (1H,
dd), 4.20 (2H, m), 3.81 (4H, m), 3.12 (1H, m), 1.28 (3H, d), 1.15 (3H, t) ;

MS (ESI) : 499 (MH").

D M#EMFIBFARBZHF X > 2 A8EA3I-GAXT &
£)1L,1-= F & 23,6 & R F H 4,505k -5-% R LB > E S8
Bk 3-(4-F X F & £)1,23,6-1 & & °F i [4,5-b]%] *k -5-% B &
B B@HTHAEY

3-(4-F K P& A )8G-FAXE)LL-Z F A-1236-w & & °F
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# [4,5-b]%3] *k -5-% Bk & ; 'H-NMR (CDCl): 6 10.71 (1H, s), 7.85 (1H,
d), 7.81 (1H, s), 7.63 (3H, m), 7.35 (2H, m), 7.23 (1H, m), 7.20 (1H, m), 7.13
(2H, m), 6.88 (1H, m), 4.26 (2H, dd), 3.89 (3H, s), 1.68 (6H, s), 1.23 (3H, 1).
MS (ESI) : 513 (MH*): #

3-(4-5 X P B & )8vk vk 3-£-1,1-= P £ -1236-W £ & °F #
[4,5-b]73] *k -5-% B ¢ & ; 'H-NMR (CDCly): & 10.67 (1H, s), 7.81 (2H, m),
7.76 (1H, t), 7.63 (2H, m), 7.48 (2H, m), 7.23 (1H, m), 7.13 (2H, m), 6.76 (1H,
m), 4.26 (2H, dd), 3.89 (3H, s), 1.62 (6H, s), 1.21 (3H, t). MS (ESI) : 473 P
(MH").

R #1 40

8-3-F A X £)1,236-m A P H 4SBl5%k-5-A B m U #

H o)

O

P
A, A 3-@-5 KT e & )8(- RE)L236-w & & F # o
[4,5-b]w3] "k -5-% B8 B 48 & % » 0.10 £ £ H )£ 2 % 4 EtOH ¢
ZBBHERN ABRBEBRBET > FmMm030ZE HH IMNa,CO;ix

oo MR MRS CE A RN, T w4 3.5 B 0 3 3£ LC-MS
BER A - MuERADCMU0OZEFH)HE > R B AR K - A
DCM (10 £ # )M Kk 4 E R H K ° & 4 4 2 H # 48 A Na, SO, R
KEE > RBYE  BHRHAEADYABTBLELZREAXAEBNGKA&L L
» YABtOAc- T 42 (0-30% ) ix # » A AR AL ESHWBIE L) >

% & B 2 ; '"H-NMR (CDCl;): & 10.46 (1H, s), 7.73 (1H, d), 7.47 (1H, d),
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7.37 (1H, d), 7.26 (2H, m), 7.12 (1H, m), 7.00 (1H, m), 6.79 (1H, m), 5.25 (1H,
s), 4.21 (2H, m), 3.80 (3H, s), 3.55 (2H, m), 3.11 (2H, m), 1.26 (3H, t). MS (ESI)
: 363 (MH").

B @AM FX 2 ATHNZSIHCEDE Az ks

4 0 B #3-G-A KX T A)SG-F AKX HE)123,6-m & £ F H
[4,5-b]7] "k -5-% BX T B > Hfm T b4
8-3-7 & K £ )-1-F £ -1,2,3,6-1@ & & *F ¥ [4,5-b]%] *k -5-% B T

& ; MS (ESI): 377 (MH");

8-3-F & X A )-1,I-= F & -1,2,3,6-@ & & »F # [4,5-b]=3] =k -5-%

B ¢z & ; MS(ESD) : 391 (MHY): &
8-nk wh -3-yl-1,1-= ¥ % -1,2,3,6-@ & & =F # [4,5-b]73] & -5-% 8 ¢
& ; MS (ESI): 351 (MH").

C. R#EMEP2AZ F X > =24 A8-(3-F & ¥ %£)1236-mw
R °F HF[45b]5] x-5-% Bk ¢ & 0 E #1,23,60@ & & ~F # [4,5-b]
ek -S5-H B LB EARMMIS A EXTHERAILS: AKX
TeE > BMETHALe:

3-C34-— A X F &k £ )8-(3-F & X £)1,23,6-m & R =F 5 [4,5-b]
Wl vk -5-% B ¢ &  MS (ESD): 503 (MH').

D m#mmMmFHECz 7K » 24 A8G-FAKXK)L-F £-
1,2,3,6-09 & £, °F 7% [4,5-b]w3 "k -5-% B& L B 0 B #%8-(C-FT A X £)

1,236-@ & 8. "F #F 45D "k -5-% R L B » £ #H T o ibd 4
34— A X T A)SG-FARAXA)L-TF X-1236-w & & °F
# [4,5-b]3] "k -5-% B ¢ & 5 MS (ESD): 517 (MHY).
EE M#EMFECZHFA 24 A8G-FAXE)LI-—F X
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-1,2,3,6-m & & "F # [4,5-b]73 ok -5-% BR ¢ E% 0 K 8-vk v -3-%& -1,1-
= F % -1,23,6-19 & £ oF 5 [4,5b]73 "k -5-F% 8L L & 0 F & 8-(3-F
K E)123,6-m & & F A [45-b]3l vk -5-% B B 0 B M T 7
i &4 -
3-BA4— A KT A )8G-FAXEL)LL-= F £-123,6m & &
ot 3 [4,5-b]73] % -5-% B ¢ & ; MS(ESD) : 531 (MH");
3-CA4-— FL X P &k A )8k g -3-& -1,1-= P £ -1,23,6-m & £ °F
# [4,5-b]vi| *k -5-% B T & ; MS (ESI): 491 (MH").
£ #l 41
3-4-B X 7 Es £ )7-2 £ -1,23,6-w £ & # [4,5B]% "k -
SRR CEZEA

A HT-F R K3-G-R KT EEK)LL36-m & &P [4,5b]%
kS5-HEBRLEGE AL 0ITEE F)MRI0%PICB2E %) & 1,4-
B HOILSEHF ILB8EEF ) REMH > AS0C T #HH2
NE - REAER  EHRBERAEAALZEFRE BAGHAE

B L#ERIF&HIAL - AT -BOAC®BS: 15k & » mFR2E L
Ay AEECBEEM@ESL > 62%): 'HINMR(CDCL): 6 10.56
(1H, s), 8.0 (1H, s), 7.64-7.59 (2H, m), 7.20-7.11 (3H, m), 6.97-6.93 (1H, m),
6.61-6.55 (1H, m), 5.33 (1H, br s), 4.27-4.20 (4H, m), 3.26-3.23 (2H, m), 1.25
(3H,t); MS (ES) : 395 (MH").
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B. AHMMEXSHAT A& ZH X 124 A 10-¥ & £ 3-4-
xR T e AK)L23,6-m F A FH 45Dl kS BT Es > BT
FRA3G-A KX T L)L236-m 8 & P # [4,5b]73 & -5-% B

BT AESY

3-(4-R X T k& )-10-58 & -1,2,3,6-m & £ =F 5 [4,5-b]73] "k -5-% B
Z & ; MS(ES): 395 (MH").

C MEAMEXFBAFAEZ F X > =24 A 8-F & % -3-¢4-
AR T 8B A)LL-= F K-1,236-1 & & -F i (4,503 "k -5-% 8 T
B 0 9-F AAE3-G-R R T EEA)IL=F K -1,236-m & & oF
[4,5-b]w3] & -5-% B& T R9-—F A 3G X T L)L
ZFA-1,23,6c19 & AP H[AS5b]EIkS5-B BB BE®RT-Y A
B3GR K 7 aE &£ )1,23,6-1 & & °F H [4,5-b]0 vk -5-% B 2 ES
BT AL A 4

-(4-FL K P A £ )82 A -11-= F & -123,6-w £ £ *F # [4.5D]
Wl ok -5-% B 2 & 5 'H-NMR (CDCl;): & 10.45 (1H, s), 7.72 (1H, s), 7.66-
7.59 (3H, m), 7.15-7.10 (2H, m), 6.81 (1H, d), 6.66 (1H, dd), 4.84 (1H, s), 4.24
(2H, q), 4.08 (2H, br s), 1.59 (6H, s), 1.24 (3H, t) ; MS (ES) : 423 (MH*) ;

-(4-FA XK T oas A )95 A -L1-= F & -1,23,6-m@ & £ °F 4 [4,5-b]
|k -5-% B ¢ & ; MS(ES): 423 (MH'): &

0-¥ B A 3-(4-A X F g £)1,1-= F £-1,23,6@w & & ~F # [4,5-b]
) vk -5-% B Z B 5 MS(ESD): 512 (MH*).

£ #l 42
3-(4-B XK F &k £)7-F £ £-1,23,6-9 & & F # [45B]3 %k -5-% &
LEZEH
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N
-
Y/

CO,Et

Iz

OCH;

A H3@G-a KT EEL)T-£K-1236-w & & =F # [4,5b]3] %k -
SHEBLEBOGSE L 0I6EEH) Eér (54T 4 > 0398 %
H) it PRO04ZEN > AEEF )R B KAAGCEH )2
Beth  AOCTHFBIE - BE BB E4E%
EAEZFTRBE-EREHAZH L#ER M &I LTk -EtOAC
90: 10)x & »r miFHEALEY > BHXEBEREBOE L » 55%)
; 'H-NMR (CDCly) : & 10.56 (1H, s), 7.98 (1H, s), 7.64-7.59 (2H, m), 7.18-
7.12 (3H, m), 7.03 (1H, t), 6.64 (1H, d), 4.28-4.19 (4H, m), 3.96 (3H, s), 3.26-
3.24 (2H, m), 1.24 (3H, t) ; MS (ES) : 409 (MH*).

B. wi#mMHE KX > 124 A3-0G-R KT s &) %-1236mw
SR HFMESOIEI RS- R LB 0 E#HRIG-AXTEL)-R
A-123,6-0 & foF H [45-D]3] Kk -5-B BB BHETAAY

3-(4-F K F & £ )-10-F & £ -1,2,3,6-m & £ °F # [4,5-b]3] % -5-%
B Z & ; MS (ES): 409 (MH").

C EAmAMFTBAFTAHAZ X » 124 A4QK T £)E4#H
HhEBERB TR TR EHTaeH

3-U-F X T £)7-Q BBk -4-£ -2 & £)1,23,6m 8 £ #
[4,5-b]=3 =k -5-% & ¢ & ; MS(ES): 508 (MH").
% 443

3-4-R X T8 E)-Q-BHRHK4-E-T R E)1,23,6-m & £ F #
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[4SBIE kSR ELERIGAEXTFTEE)IIGAEXTRE A
i )-1,2,3,6-@ _ﬁ‘ 5(4 rn]'c #‘ [4’5'B] "ﬂ "* 'S'ﬁ & z EE Z ﬂ %

N N
N A~ \_/ /
ﬁ CO,Et CO,Et

43a 43b

IZz -

A #6972 & -1236-w & £ °F # [4,5b]%3] vk -5-% & < & (109
£ 004F X FE) B4 Q280% £ 0 20% E F) ~ w44 (60
£ 0 04ZTEF)RAQCACA)EAKBER BQUE L 0 12
EEF)VAALAKRBANOEF)FTZIRAY > HBOCTFTHEHSK
M ERBE ERERAEAETRE  REBEAEASEEY
EBREBEIF O OBEEAAT -—RE £&F & — ¥ 41 MS(ES)

el

e

: 386 (MH™).

B # X HAEHEHPLKDCMASEH)FY > £ AEO0CT >
AR ZCLBROIEN) HERAILS-AKXTEO3IE ;) -
PRI RBREVARREBEATRHFEBR - RAETTHBE
#o 2 4&RZEGHAZHE LERE ML A DCM-509% MeOH/DCM
(80:20)ix A IF A2 AL A H43a(52 & % )# 43b (26 £ %) 43a,
'H-NMR (CDCl;): § 10.43 (1H, s), 7.97 (1H, s), 7.64-7.60 (2H, m), 7.27 (1H,
m), 7.19-7.09 (2H, m), 6.95 (1H, d), 6.88 (1H, dd), 4.28-4.17 (6H, m), 3.78-
3.69 (5H, m), 3.22-3.20 (2H, m), 2.84 (2H, m), 2.66-2.51 (4H, m), 1.24 (3H, t)

; MS (ES): 506 (MH*); 43b, 'H-NMR (DMSO-d¢): & 11.00 (1H, s), 8.24-

8.20 (2H, m), 8.05-7.99 (1H, m), 7.72-7.68 (2H, m), 7.59 (1H, d), 7.47-7.30 (5H,
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m), 6.97 (1H, d), 4.23 (2H, q), 4.07-4.02 (2H, m), 3.18 (2H, m), 1.20 (3H, ) ;
MS (ES) : 517 (MH™).

C RHEMFRX  2EALQRACE) AU TBEHR B F #
QAR CEA)VERKHERBE  BEHmTHLEY

3-(4-R K F a3 )9-(2-5~ Avw-1-% T & £ )1,23,6-m & £ P
# [4,5-b]7| *k -5-% B T & ; MS(ES): 506 (MH").

¥ 4l 44
—PREAETFTHEEAEIUGAXTHRE)LI-—F £-1,236-w
BERTPFHMSBEIxS-HBRLEIEE

N/U\©\
F
0 N\ /

\N/U\O N COEt

/ H

A HROCERAT #HarRb=—F A TEHEO2FH > 217
EXH)R B A MEGRAXT @A) E-11-= F £-1,236-
W& AP H[45DEI RSB B CEE(9E L 04TEEF) -

— PR AMEOMAP)0E )R =2 O8E I ST4AEEF)
EHBEADCM(SEA)FTZEHEHERAN » £ ESOCT » H#HFAH
BRZBEHEHSIHE - EEAETFTHBBRER  THEAREY
A B b B M 4L > ¥A DCM-209% MeOH/DCM (90 : 10) i& & -
MR EA A (T E % 74% ) 'H-NMR (CDCl;): § 10.62 (1H, s),
7.78 (s, 1H), 7.74 (1H, d), 7.63-7.59 (2H, m), 7.16-7.10 (3H, m), 6.84 (1H, dd),
424 (2H, q), 4.08 (2H, br s), 3.14 (3H, s), 3.03 (3H, 5), 1.59 (6H, 5), 1.23 (3H,
t) 5 MS (ES) : 494 (MH").
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B. @Mz 2t AEERIETERRR THE - B

BENL_TFTEETESE E#HTHEY
L HERBETHERAAEAIGARXTHEL)LL-ZF A -1,236-m

& R 7F 5 [4,5-b]73] & -5-% B& ¢ & ; MS (ES): 522 (MH'):

3-(4-F KX P oaE A )11-= F A -8-(HAEHk 4% £ & £)1,236-w
& £ °F # [4.5-b]73) & -5-% B < & ; MS(ES): 536 (MH');

3-(4-A KX F &K )1L1-=— F & -8-(55 & whwg -1-% & & £ )-1,2,3,6-
£ °F ¥ [4,5-b)73] *k -5-% B T & ; MS(ES): 534 (MH");

3-4-A KT kA )LL-= F K -8(w &abws-1-% X & £ )1,23,6-
v & R H [4,5-b]7] vk -5-% B T & ; MS(ES): 520 (MH") ;

B R AR THREAAAIGRAXTEL)LL-=F X-1,236-
W & &P A [4,5-b]73 ok -5-% B ¢ & MS(ES): 550 (MH") ;

3-4-A X FTaRA)LI-— F & -8-Q-F A -w Rokok-1-8 % &£
1,2,3,6-@ &, £, °F # [4,5-b]"3| &k -5-% B& ¢ & ; MS(ES): 535 (MH");

3-4- K P oEg K )1l F R-8(PAE-XE-BTFm L& £)
1,2,3,6-v9 & £ =F # [4,5-b]%3] *k -5-% 8% ¢ & ; MS(ES): 556 (MH');

34-A AT A)LI-—F A 8U-FTE-SAMF-1-BELE L)
1,2,3,6-m & & =F # [4,5-b]73] "k -5-% #& ¢ & ; MS(ES) : 549 (MH");

B-LAZAAALAIGAXTEA)LL-ZF £-1,236m & & °F
# [4,5-b]73] wk -5-% 8% ¢ & ; MS (ES): 495 (MH') ;

3G-ARXTFTEA)LLZDFEASRKXAEAKEA L1236 & £
F 3 [4,5-b]%3| *k -5-% B T & ; MS(ES): 543 (MH");

E
;@m

8-FAZAARX3GARXTEEA)LIZF £-1236-1w & & =
# [4,5-b]73] *k -5-% B4 2 & ; MS(ES) @ 557 (MH') ;
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- A A -3-G-A AKX TFT®EA)LL-=F X -1236w & £ °F #
[4,5-b]#] *k -5-% B& ¢ & ; MS(ES): 465 (MH"): %

(L EA-ZAA-BRFHBAAR)IGAXTHA)LI=F A-
1,2,3,6-1 &, & =F # [4,5-b]#] *k -5-% 8 ¢ & ; MS(ES): 536 (MH").

C MBAMEXSFTHEATHAEZFTX » 24 A3-G-AXT
B A )9-# X -1,1-=— 7 £ -1,23,6cm & & °F if [4,5-b]%] %k -5-% B ©
o BE#3-G-AXTEE)SRE-LI-ZF £-123,6w & & *F
F[A5b]5 "k -S5-% B8 L E > LAEILL-w AR REE KRR
b= FEATFEl  EHTIEH:

3-(4-A K F oA A )»L1I-= F K 9-(w & wb & -1-8% K R K)1,236-
W & R °F # [4,5-b]73) vk -5-% B T & ; MS (ES) : 520 (MH").

D msEmMFHECFT A F X » 24 8 K145 48 ok 5%
AR _FEATVTEKE  EHALV]I-wawSmE  B4ET
7 it &4 -

3-(4-A K T e A )LLI-= F A -9-(CHABok-1-R &L R K)L236-w
& R °F # [4,5-b)73] %k -5-% B T B ; MS(ES): 536 (MH"); s

P ABRTFTEAEAAAIGRRTERL)LI-=F £-1,23,6-
£ °F 3 [4,5-b]73] "k -5-% B8R ¢ & ; MS(ES) : 494 (MH").

EE MBS HEAZFX > 244 A%k AX-1,1-— F %£-1,23,6-
W OR R 45D Rk S5-H% B LS B #3-G-AKTEE)S
58 A -1,1-= F £ -1,23,6-w & £ °F 4 [45-b]73k-S-H B LB 0 &
MECTRALCHBEBRAC_TFTEATEREK 24 THLA
-

0-Q-F A k-v i A )3-G-ARXRTFTrEA)LL=F X-1236m
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£ °F # [4,5-b]9] vk -5-% B ¢ & ; MS (ESI) : 494 (MH*).
F AEAMSBEZF X 2 Al s RILBRRAT&ME
 BEHREALTALCE ) EH TH LAY
0-Z Ek fr A 3-G-R X F &g £)L1l-=— 7 £-1,23,6m & £ °F #
[4,5-b]73) vk -5-% B ¢ & ; MS (ESI) : 464 (MH') ;
3-(4-A X P A)9-@-A X 7 Ak X)L F X-1236w
& & °F 3 [4,5-b]73] »k -5-% 8K ¢ & ; MS(ESI): 544 (MH") ;
9-33-— ¥ & AR X )3-@-R KX P g A)lLl-=— 7 £-1236-m &
£, =F 3 [4,5-b]73] *k -5-% B T & ; MS (ESI) : 493 (MH").
G AEMITBFBAZ 5 X > 124 B9-F e EX-11-=—~ F % -
1,23,6-m9 & £ =F 5 [45-b]"3 "k -5-% B& & 0 E #%3-G-R X F &
#)8-58 £ -1,1-= F £ -1,2,3,6-m9 & £ *F 7 [4,5-b]3] *k -5-% B T &
BT AL Ae
O-(1-F A& -33-= F &£ MR & )-3-4-R X 7 &k & )-1,1-= 7 % -1,23,6-
W & & °F ¥ [4,5-b]93] R -5-% B& C & ; MS (ESD) : 583 (MHY).

¥ #145
8C3I—FEMRE)»G-AEXFTHRE)LL-= F £-1,23,6wW & &
FHASBIE A SABRLERIGARXTHEE)LL-=F £-8-(=
FPERE)2G6EALFHESBIE%R-S-ABRLBEIHE

0 0
N/“\@\ A/\N/U\Q\
F F
LA Jou¥
\NJKN N CO,Et \N/U\N N CO,Et
7 H H / | H
45a 45b
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A #EREHANTHEAZBEAYE  BEHFISZILEY
MF Kb HF8AEA3UG-RARRXTPER)LL-=FX-1,2360
HRFHBSOE KSR BECERSTHREIGRARXTEL)
LI-= 7 £-1,23,6-00 & f.°F # [45-b]3l %k -5- B o E (M1 D=
REY  KREMEADT —RE 28F#—F i -

B HALEAHGEABEMETFHMMFIHEZ FX > £ A L
8-fg A& -3-(4-# KX F & A )1,1-=— 7 %X -123,6-@ & & =F # [4,5-b]]
R -5-% BE L OBS M 8-F B A 3-4-R K FakA)Ll-= 7 £ -1,236-
v & £ R (4,57 R -5-% R T B 2 iR A M 8 A&k 5 45a: MS (ES)
: 493 (MH"); 45b : MS (ES) : 507 (MH").

K #l 46
3-4-R X TV & & )1L1-=—F £-8-(= F & -k £)123,6-w9 & §F #
[4,5-B]s "k -5-% B B 8- [C-R-TLE)TFE-EE3IUW-AXTER
E)L1-— 7 £-1,23,6-09 £ §,°F 3 [45B]3| "k 5-HR R X B #

0 N\ /
\NJ\N N CO,Et
/ | H
46a

A REMEHF A F A EZ F X £(F A (F &)k A)3-0¢4-
B X TEA)LL-—F £-1,23,6-m & £ °F 3 [4,5-b]45] vk -5-% 8 C
B F AL EESTERAIGRARXTEL)L-=F £-1,236-
W & £ °F i [4,5-b]w3] ok -5-% 8L € & ; MS (ES): 436 (MH").

B maaAMEH Myl iR #8FHEE3IGAXT
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B A )-1,I-= F £ -1,23,6-@ & & °F # [4,5-b]45] "k -5-% BL & & &
I FRAETHERARE %A L1,2-=— & &K K %DCM# & & #
 BHRGARXTFTEE)LL=FES(Z 7 2K E)1236w &
foF A4S0k -5-B BB - B » FHEFE[Q-AR T X)F
fe A& ]-3-(4-F K F g A )-1,1-= F & -1,23,6-m@ & R +F i [4,5-b]73] ok
S4B CE 0 Ay al A4 MS(ES): 498 (MHY).
C MEMFTBAABYIH A ZIFTX  2EAFHEBY » &
A8-(F & (F 2 A )3-C4-=— A X FakA)Ll-=— F &-1,23,6-1
&R vF H [45b]5 2k -5-% BR T B 0 B 4 8-(F A (F A B & )3-(4-
BOE TP EER)LL-= F & -1,23,6-m & & °F 5 [4,5-b]73] *k -5-% & T
R EFERI-_DA TR BHE TS
334 R KX Pk A )Ll-= 7 A -8(= F & KA )L236-m &
£ F # [4,5-0]7] *k -5-F% BR T BE -
D MEMFHECTHAZFX 24 A KALL-T &%
B % 8 1L 7% 48 ok 4-3K  EHR AL T AR TE RMA
T 7L &4 -
-(4-A K F i A )LL-=— F A 8[F X (w gmbg-4-% X)X |
1,23,6-m & & °F # [4,5-b]7] "k -5-% B ¢ &  MS(ES) : 533 (MH")
.

@-A R T a A )LI-= 7 & 8[F A (B A 4% LK K]
1,2,3,6-9 & £ =F 3 [4,5-b]73] °k -5-% BL ¢ & ; MS (ES): 549 (MH").
K ¥l 47
$-Q-—FHRE-CEBETFTEHEAE)IGAXTERE)LI=F &
-1,23,6-19 B S *F H 4S5B|9k-S-H B L EIEH
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(@]
N/LO\
F
Y/

0

AN
/N\/\N/U\O N CO,Et
H H
A AEO0CEAN, T #$ZAAGCSEL 015 EELF)HiwE
3‘(4' ? Em g ) 8- ;‘& 1;1':“ q? % '1,2,3,6'@ 5%-[4 iL VF # [475-b]m}l

kS-HBLEBUWESL 0IEET )RR H AT KE08E
401 B EF) A £ ADCMI0EH) P 2@ BHEEN - #

HrRZIBEMARKEBEAETRHELSEF » £ HmNN- =
FRZ_EOIZEH 09 EXH) BREREHDAREBAT
BHEBR - -AALZEZPHBBRER THAGYHHERAHIEA
HPIC 4 1t » M 32 # it 4% (18 % %) 'H-NMR (CDCl;): 10.63

(e

Qi

(1H, s), 7.76 (2H, m), 7.63-7.60 (2H, m), 7.16-7.11 (3H, m), 6.88-6.86 (1H, dd),
5.61 (1H, t), 4.24 (2H, q), 4.10 (2H, br s), 3.37 (2H, m), 2.48 (2H, m), 2.27 (6H,
s), 1.59 (6H, s), 1.24 (3H, t) ; MS (ES) : 537 (MH").
B m#mMHszXN A8 d s RAIEXKEEHLRNN-
FRZ - EHTHLEY:
B-R-—FPRACARZRAEAAA)GARTERL)LL-=ZF & -
1,2,3,6-9 & £ =F # [4,5-b]3 °k -5-% 8 ¢ & ; MS(ES): 538 (MH');
AR XFTEEA)LI-—FASQuR-2-A-CABRTBRAAL
)»-1,2,3,6-3 & & *F 3 [4,5-b]"3] "k -5-% B& ¢ & ; MS (ES): 538 (MH");
G- EFPBA)LI-—_F A S w4L- PRAKRFHEAAR
)»-1,2,3,6-m &, £, =F 5 [4,5-b]"3] °k -5-% & ¢ & ; MS (ES): 557 (MH");
3A-AAFPEHA)LI-—FASMwe-2-A-PRAKRTELAAL
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)-1,2,3,6-1 & R =F 7 [4,5-b]=3] °k -5-% 8K ¢ & ; MS (ES): 557 (MH") ;
B-HEARAMTEBAALAIGARXRTEA)LI-=F X£-1,236-1
£ R °F 4 [4,5-b]%3] % -5-% B ¢ & : MS(ES): 506 (MH") ;
3-4-8 K Faa A)-1,1-=— F & -8-@-wb & -2-% -5 Ak vH-1-8 £
A £ )1,23,6-m & £ ~F ¥ [45b)7 vk -5-% B ¢ & ; MS(ES) :
557 (MHY) ;
3-U-AXFBEAE)LIZFEASME3-A-FTEAERTHEARL
)-1,2,3,6-v9 & & =F # [4,5-b]"3 "k -5-% B T & : MS(ES): 557 (MH");
B-(— R wWHE-I-HEREX)GAXTFT&EE)LL-=F K-1,23,6-
w & fF # [4,5-5]73] & -5-% B < B 5 MS(ES): 506 (MH") ;
3-U-AMATFEA)LL—F EASGFTENAwH-1-K 5 P
£ & %£)1,2,3,6-m & & °F H# [4,5-b]v3] »k -5-% B ¢ & ; MS (ES): 564
(MH") ;
3-U-RATFTEE)LI-—FEAISRXZEAETHREAKX-1236wm
& R °F 3 [4,5-b]%3] *k -5-%: BL T & ; MS(ES): 570 (MH") ;
3-U-A AKX FEEEA) LI FEICER2-AFRAETHEREARL)
1,2,3,6-m & £ °F # [4,5-b]%3 °k -5-% B ¢ B 5 MS (ES): 557 (MH");
3-U-A X FPER)LI—FEASCAH-2- A FTABKRTEAARL)
1,2,3,6-m &, £, =F # [4,5-b]"3] vk -5-% B Z & : MS(ES): 546 (MH');

R TAKRFTEAALAIGARTELE)LL-=F £-1,236-0
& & °F 3 [4,5-b]w5] K -5-% B T &  (ES): 520 (MH");

SR AEBEFTHRAAAIGARXTELA)LL-=F £-1,236-m
] °F # [4,5-b]

ok -5-% B ¢ & 5 (ES): 534 (MH");
BEUAEAETTEEARAIGAXTFTEL)LL-—-F £-1,23,6-m
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& R 7P H [4,5-b]73] & -5-% B ¢ & ; MS(ES): 548 (MH');

AR K F X)L F A-8G-F b -2-X 7 A B 7 aa
A A K )123,60m & K oF 5 [4.5-b]7] Kk -5-% B ¢ &  MS(ES):
572 (MH') ;

3-U-ARXFTEA)LI—_FTAISERAKRTSE LA L-1,23,6-0
& £ °F 3 [4,5-b]3] *k -5-% B T & ; MS(ES): 508 (MH');

3-U-A X T A)LI-—F A8F AmPaitaR-1,236045
£ °F 5 [4,5-b]73] °k -5-% B& C & 5 MS(ES): 481 (MH") ;

8-3-% A A -1-F KBk X )3-4-R KX F &k & )1L1-= F & -1,236-
W & £ °F 5 [4,5-b]w3] *k -5-% & < & 5 MS(ES): 519 (MH");

8-(4-m K VT X 7R A)3-G-A KX P &k)ll-= F £-1,236-
W & & °F 5 [4,5-b]73] vk -5-% & ¢ & 5 MS(ES): 558 (MH") ;

3-4-F X P AR £ )1,1-— F & -8-(1-F & 3-wb oz -2-& 7 £k £ )-
1,2,3,6-1 & & °F 3 [4,5-b]3] =k -5-% 8 ¢ & ; MS(ES): 570 (MH');

-(4-A R P am A )Ll-= FA-8(1-F & 3wbog-2-K-ZHERA)
1,2,3,6-m &, £, °F # [4,5-b]73] vk -5-% B& ¢ &

AR X FTEA)LI-ZFEIMe-2-A-FTEAETEEARE
)-1,2,3,6-v9 & £ =F 7 [4,5-b]%] vk -5-% B& T B

3-G-Am KRV EEA )L F ROt e-2-K-TEAETERE A
£)-1,2,3,6-m & & =F 3 [4,5-b]°3] ok -5-% B T &

3-4-AXTFTEEA)LIZFREICED2ETEEBETEEREL)
1,23,6-19 & £, °F # [4,5-b]7] °k -5-% B& T B

C. MNEMFTHZAZFT KX » 24 A3-0C4= R X 7 & % )8-
Rk -11-= F % -1236m & Ko 5 456k S-Hm e 0 E
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B3-4-F XK T £)8# A -1,1-= 7 £-1,23,6-@ & & *F # [4,5]
kSR BB B RAEER EHTALESY
-B A A TEBARALAICI-RART ER)LL= F X -
1,2,3,6-m & £ °F 3 [4,5-b]v3] °k -5-% B ¢ & ; MS(ES): 524 (MH');
3-4-AXTFTEmA)LI—FPESFEAETHERLAARL-1236m &
£, °F 3 [4,5-b)3] "k -5-% B T &  MS(ES): 499 MH'); &
3CA_AXTFTEEA)LI-—F A 3w 2-AFABKET®EA
£ A& )1.23,6-m & £ ~F # [45-b]%3] ok -5-% B& T & ; MS(ES):
575 (MH").
% 41 48
3U-AEXTFEE)LI-—F E-8-QB A% 4% T & £)1,23,6-m
REPFHMESBIEI%RS-HBRLEBEZIHE

0
NJ\Q\F
/

K/N\/\o N CO,Et
H
A B3G-AXTEEL)8EA-LL-=F £-1236m & £ F #

[45-b]5l "k -5-% R LB QS E L 02 X F) ~ st (B0E &)
BB (40E L I ZEEF)ALQLATE)>ERAK(E &
i 30084 22X F)RAAEBAQGCEF)ZIREY 0 AT5C
ThR#2 6 BEBGE ETREREAAZFTFRE > A
M AEMBEEAATEHRZIHLCH L R FHEALEHALE 1)
; 'H-NMR (CDCL;) : & 10.51 (1H, s), 7.72 (1H, s), 7.67 (1H, d), 7.66-7.59

(2H, m), 7.15-7.10 (2H, m), 6.86 (1H, d), 6.76 (1H, dd), 4.27-4.17 (4H, m), 4.08
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(2H, br s), 3.77 (4H, m), 2.88 (2H, br s), 2.65 (4H, br s), 1.59 (6H, s), 1.25 (3H,
t) 5 MS(ES) : 536 (MH").
B. A AR 24 A1QAECTA)N Anbw - BEEEK T
B X 2-RCEEfE 0 EHRIQARTLA)EAHK > BHETFTHLLY
3-4-/ KX FoEe A )LI-=— F K -8(2-x At w-l-& T A R)
1,2,3,6-m &, & °F 7 [4,5-b]73] *k -5-% B T & ; MS(ES): 534 (MH*);
B-ZAHZATAAIGARXTEA)LL-=F £-1,236w & &
“F 3 [4,5-b]#3] *k -5-% B& C & ; MS(ES): 509 (MH'): %
8-Br PEEATAEAGARXTERA)LL= FE-1236mW & &
oF 3 [4,5-b]w3] & -5-% B ¢ &  MS (ES) : 480 (MH").
¥ #1149
1-5% X 3-(4- X 7 & %)-1,2,3,6-9 & £ °F # [4,5-B]=3| "k -5-% % ¢ &
O

)LQ
e 2ol

0]

o) \_
A, 2-1H%| vk 3-E3-XEAHBFFE AT FXE KR #3-
ek X LAEQRO2E 129 X H) - MeOH(18 & # ) ~ % ¥ & (1.60

# o ISSELH)R TP EMAEMOH T 225% & Tk (32 %

+

» 22X F) AmESOEABAF - B X RN ER
BN, F#H #1658 - ADCMQO £ )% B R B AR » & Ao
SFHEQO0E ) £ ERE AL B - £ & if fv e f NH,Cl

A

N
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QOEH)ERBEER - B A BMETLHS RREE  ANaSO M
KR BE - RARRBRTRG - EHH B (SIO, > 100
9% @ % £ 5% EtOAc) » M & & 1.4 % (44% & % )2-1H-73] °k -3-% -3-
X A& -%/ % B 5 '"HNMR(CDCly) & 842 (1H,brs), 7.97 (1H, d), 7.87
(2H, m), 7.63 (1H, ), 7.60 (1H, d), 7.37-7.48 (4H, m), 7.25-7.33 (2H, m); TLC
(SiO, 48 > 5: 1@ % / EtOAc)R;=0.35; MS (ESI) : 245 (MH").

B. B-¥RemBaATHAE K #H2-1H-3%-3-K£-3-KX X
W AEGO0E % > 204 L F)REOHQS EH )R iw 2 &N, #
A 2100EHBAE - ARBERFT > AR XH2HL A -NE
"o ARBRERT  BRFRMBMEBERESGHQRCSEIH) > ER
B o MRERBERMSCTHHEIIN - 2B K LB EE
" oOMNBLRBERAEN - FRRARRT RS » T #& AR
M AEM o & FE#— ¥ &1 MS(ESD: 251 (MH").

e

i

C. 1-% % -123,6-m & & *F # [4,5-b]w3] *k -5-% & ¢ & 1% 24 #A
MEMIAFT FEZ F X > AR B-F A-6 & E & MS(ES):
347 (MH").

D. RAALLMERAMEF2AT R Z F X > M ALF
£ 12361 B A F AASOEIRS-H B OEBERAIL:ARXT B
# & ; 'HNMR (CDCl;) & 10.58 (1H,s), 8.07 (1H, s), 7.62-7.66 (2H, m),
7.36 (1H, d), 7.13-7.23 (9H, m), 6.99 (1H, 1), 5.25 (1H, dd), 4.26 (2H, m), 3.94
(1H, d), 2.99 (1H, dd), 2.83 (1H, dd), 1.22 (3H, t) ; MS (ESI) : 469 (MH")

E MERTZAZFX 2B TR X TaE MG
T F it &4

3-(4-5, K F & & )-lvk vl -2-% 7 X -1,23,6-m & & F 5 [4,5-0]+]
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"k -5-% B8 . B ; MS (ESI) : 459 (MH").
K #1 50
3-4-A X F & & )-1-8 £ -1,2,3,6-9 & K °F # [4.5-B]5 %k -5S-H 8 T
LSS

A, AZG-F X T8 L)L236-1 & & °F % [4,5b]73] °k -5-% &
ZE(9E % > 05 L F)EDDQU39E £ » 06 & % F)z 8
SHE o ABEBEBET AmTHFFHLOZ ®A#HO: 1 8%

bMERBEBE THRF2IHE - BN F 23
R S56-—F A -14XERMODQI39E £ 0.6 £ X F) > i AR
BEBET H#HRAMWEHEF2IF - AAEFHBBER L
1 % B EAEOACY » R A4 B S miE ik » RIEWUAE
KA EHBARBEHRAKEE REALEF R
b o B R EMIFE LER &I XTI -EtOAc (851 15)
B mAEELLLY AXEBEBA0E AL 0 92%); 'H-
NMR (CDCl;) : & 11.4(1H,s), 8.52-8.48 (2H, m), 7.66-7.62 (2H, m), 7.48-
7.46 (1H, m), 7.37-7.31 (2H, m), 7.22-7.17 (2H, m), 4.53 (24, s), 4.38 (2H, q),
1.35 (3H,t) ; MS (ES) : 393 (MH").

B. w#EMF X =244 A10-F /A 3-G-R KT e &)L236-
WA RCFFMBSOEESHBRCE D ERIJGARTEX)
1236-19 8 & "F A 45Dk -5-4 B L E > EHTrLES
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OH
o)
| NJ\Q\
N™N\= F
H
"
CH

A3-(A-FLE T & £ )18 £ -123,6-m £ £ °F # [4,5b]%] K -5-%
B LB (784 % % 0 2% ¥ ¥ ) A& EOH(11
2 BiFk A o A AmNaBH;CN(S00 £ % @ 8 & ¥ ) > &£ #5i8

d“]“*

)8 ACOH(3 & )

LA NCTHHEBRE - KL > A28% & At & XL &b o
* ADCME B - # & 4 X A H B A ke ik > 3t A MgSO4 iR &
SR REEB  HEEHEY BHRAEZBLEETEEMN
4 it > 3 A MeOH-DCM(1: 19)ix 8 » ® F A AL & H @S0 =
%) '"H-NMR (CDCl;): 6 9.61 (1H, s), 8.41 (1H, m), 7.41 (1H, m), 7.25-7.36
(5H, m), 7.05 (2H, m), 4.93 (1H, m), 4.57 (1H, d), 4.42 (3H, m), 3.85 (1H, m),
1.35 (3H, d). MS (ES) : 395 (MH").
£ #153
1-Z 2 8 £ 3-(4-A X F & £)1,23,6-w@ £ & *F # [4,5-B]7] "k -5-%
BRLUEBEZIHEM

g

| NiT:L
F

oo™

N
H

£ 5 4,501 % -
) ¥ xR
06% % %)

A, A3@-s X TP i)l-E£EK-12360 8
5-% 8 L EOG0OE £ 0 03% % F )4k DCM(2

, ANOC T > i fm = R F M5 5% B BF (50 & H o

¢
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KR EOCCTHRFLIIE - AW IHEBFEGCIEH 09X
H) EMRBREAHA0CTHEIFBR - Kok o
HHBE - ADCMER KE - Rk » B A HFHREB A KB
o EAMSO R KR - AEEK  HEFHEW HRE
BB EEERERE M4 IL 0 YAMeOH-DCM(1: 19) K 8 » & 5 42
w6 QE %) 'HNMR(CDCly): 6 859 (1H,s), 8.77 (1H, d), 7.54
(2H, m), 7.36 (1H), 7.19 (1H, m), 7.06 (2H, m), 6.73 (1H, s), 4.41 (2H, m), 4.21
-4.30 (3H, m), 2.59-2.69 (2H, m), 1.28 (3H, t), 1.19 (3H, t). MS (ES) : 439
(MH").

B. masm M A K> 2 AE-AAKEH®RCCEESE  HMHT
2 7/

3-(4-f X F &g A )-1-8 B & -1,2,3,6-m & & P 5 [4,5-b]7] ok -5-%
B ¢ & ; MS (ES): 436 (MH").

K ] 54
3-9 £ -123,6-9 B P HMAS5SBlEIk-S-H BB EH

#»1,23,6-m & £ °F # [4,5-b]73 "k -5-% B 2 85 (0.15% 0.6 & & ¥ )
ADMFQEFH)FT ZHE KRR » H0CT » ¥ 54 & (60% » 28
£h 0TEEZF)AMIE RGP 0TEXF) - H RS
MAEOCTHHEIO 4 - B RAKFAWMERBERAD T > REM
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AHEEIEDCMER - AKX GEBEHZABRE  EUABEBEER
KRER - ABER  HBEFHRAEY REEZBLEYRE
# 446 » A MeOH-DCM (5 © 95) /% & » 4 % #& 78 # = HPLC & —
T a0 MFRALESHEOB6E L) 'HNMR(CDCL) : &6 10.50
(1H, s), 8.26 (1H, m), 7.77 (1H, s), 7.40 (1H, d), 7.31 (1H, d), 7.05 (2H, m),
5.35 (1H, s), 4.28 (2H, q), 3.54 (2H, 1), 3.26 (3H, s), 3.14 (2H, m), 1.36 (3H, 1).
MS (ES) : 271 (MH").
x #155
¥ £-123,6W K FHMSBlHI kS BB LB EH

N /\O
Vi
CO,Et

A HEALK(EFRSHFTZO0% 32084 8L EHF) > A0
CTERRAT > i ZEL236-m & R F # [45b]4] % -5-% & ¢ &
02 % > 22X F)AE&KDMFREH)FT BB H X RN

S

M RIBREDABRRBAETHEHFEIONEZ - KiE -

Z

I

AOCT » B2t ¥CA5E L 2FEEF )R FRME L R
P M HMARIREGUARERE THRHFOHF - £0C

T wiimAibEkERBER - VADCM 3 R B &

)

M A ER AP RIALEER - KRB KKK AR
B KEKR  RAEAEEYAE mHEBEH  ®EEHD
BLERMIA > AEOAc-THR G 9)E # » M FRHEL S
# (421 £ % ) 'H-NMR (CDCly) : & 10.53 (1H, s), 7.96 (1H, s), 7.41-

7.25 (7H,m), 7.08-6.99 (2H, m), 4.57 (2H, s), 4.33-4.27 (2H, q), 3.48 (2H, m),
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3.01 (2H, m), 1.36 (3H, t) 5 MS (ES) : 347 (MH").

BB MM XFTHATHz X 24 AL&HER
Kz dm A8 EREAT  EHTHNALEY

3-2-F & £ ¢ £)123,6-w & £ °F 5% [4,5-b]%E] ok -5-% B ¢ B
MS (ES) : 315(MH"); #23,6-% -2-F & £ ¢ £ )-123,6-w & & =
# [4,5-b]73] "k -5-% B T & ; MS(ES): 373 (MH");

3-3-5 A & £ )-1,23,6-m & & ~F H [4,5-b]73] ok -5-% B T &
MS (ES) : 317 (MH") ;

3- o & F A -1,23,60m & R P I [45-b]E R 5-R BR T BES S
MS (ES): 353 (MH*); #2 3,6-% -3 & & ¥ £ -1,2,3,6-w & £ °F # [4.5-b]
w| Wk -5-% BR ¢ & : MS (ES): 449 (MH');

3ok w2 -2-2 F & -123,6-w & & °F # [4,5-b]7 ok -5-% B& T &S
MS (ES) : 348 (MH") ;

3-(2-4% 4% ok -4-2% T & )-1,2,3,6-m & & oF 5t [4,5-0]E] R S5-R R T
& ; MS (ES): 370 (MH") ;

J-uh w2 -3-4 P % -1,23.6-w & & °F H [4,5-b]73] vk -S5-% & T &
MS (ES) : 348 (MH").

£ #] 56
3-4-8L X F & £ )-6-F % -3-1,2,3,6-w9 & £ °F 3t [4,5-B]=3| %k -5-H% &
LA

O

OEt

AN
-z

(@)
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¥ H )R E3G-R X

M“*

# -78°C » # LDA (1.2
5 & vF i [4,5-b]%3] &k -5-%

Egr
501 2LF)ATHFF 2 xRN » TR ER
%0 &EO°C'F#%}#30§}§?‘°f\meeI(125"’“-}|-’Z%Qviip)

y FAWCTHELINE - AKRKBERBEBREESMER - 2

# ADCM ¥ KB - o AHBEBERAKREHKR I

®E
c REBEEB  HBHEH REAEFTEL

VA MgSO, B 7K 3¢
%‘2}%#&%4&’V,LEtOAc-E,If?(IZ4)5Z‘1%fi’rﬁﬁﬁ%’%é‘%@? .
IH-NMR (CDCL): & (1H, s), 7.54-7.60 (3H, m), 7.32 (1H, d), 7.25

% B LB (K Bl 2A

Zx)e°
(1H, m), 7.14-7.17 (3H, m), 4.14-4.28 (4H, m), 3.61 (3H, 5), 3.17 (2H, m), 1.25

392 (M+), 415 (MNa"*).

x #1 57
¥ & -1,2,3,6-w & £ *F # [4,5-B]+ %k

(3H,t) ; MS (ES) :

3-34-— f X 7 & & )-1,1,6-=
'S'ﬁ B T B ﬁ‘ 1 1,3,6-@ ? i '192,336"V9 ﬁ‘ 5\4 L h # [495'B] v?,’l ' 'S-ﬁ

Bz EH
O
| N/k©iF | N—
N = ==
| F \
07 0™ oo™
57a 57b
# 3-(3,4-— »1,1-= F % -1,2,3,6-w & £ *F 7 [4,5-b]"]
kS BB LEQIE L 00SEEF)EDMFQEF) T IER
T E) EHRER

N> A0OCTF » F A NaH(@60% » 4 £ % * 2%
/E\%JEOOC—F #+3O ,E.°/§377U5}ﬂ!‘q’7}m’ Jﬁr‘i%)i}f?:mé\%#\o
Ak 1548 0 KRIE 0 KAk /ACOH A R B & % - MR &
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I ADCM#% #E » £ A KB #HE > B VAMgSO MR K 3 B - A& K
B o BEERAEY  BEERE LHERN I L MeOH-DCM (1

P19 s dk c B iFS5TaRE A£)ESTD(SE %) 57a: 'NMR (CDClLy)

§ 7.85(1H, d), 7.46 (2H, m), 7.33 (2H, m), 7.24 (2, m), 7.12 (1H, m), 4.20
(2H, q), 4.00 (2H, s), 3.56 (3H, s), 1.63 (6H, s), 1.39 (3H, t). MS (ES) : 439
(MH"); 57b: !NMR (CDCl;): & 7.81 (1H), 7.71 (1H) 7.24 (1, m), 7.11 (1H,
m), 7.00 (1H, m), 4.24 (2H, q), 3.40 (3H, s), 3.19 (3H, 5), 1.62 (6H, s), 1.27 (3H,
t). MS (ES) : 313 (MH").

¥ 4158
1,2,3,4,5,6-5< &, -5 *F # [4,5-B|=| "k 5-# B 85 2 & 4
NH
N\
N COt

A. A2 8 1t & 1% A 38 4% Kuehne % A (J. Org. Chem. 1985, 50,
919-924) gz Bk #| & #| EP064317B1 % A7 it = % & # & ; MS(ES):
259 (MH™).

B. EamMEHF2AZ 5 A 124 A 1,23456-55 & & *F #
[4,5-b]73| vk -5-% BA ¢ B > E # 1,2,3,6-w & & °F # [4,5-b]3] vk -5-%
BB ERAMXTHBERACIS-AXTE 4T ol
A/

3-(4-F KV &k K )-1,2,3,4,56-55 & R =P H [4,5-b]%3] vk -5-5% BL T 85
; 'H-NMR (CDCly): 6 8.43 (1H, m), 7.31-7.52 (4H, m), 6.96-7.19 (4H, m),
3.96-4.33 (6H, m), 3.67 (2H, m), 3.14 (1H, m), 2.94 (1H, m), 1.15-1.36 (3H, m)

; MS (ES) : 381 (MH*).
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C mEMSYEBFTA 2 A2HERAZRE -
ARABEBERXRATHRE  EHALIARXTES  2# TFHis
7/
3-XK 7 8k & -1,2,3,45,6-55 & -8 °F # [45-D]3] ok -5-% B T OB
MS (ES) : 363 (MHY) ;

3-(4-% = -T £ -X F 8 &£ )-1,2,3,4,5,6-55 & -5 =F # [4,5-b]+] =k -5-
¥ B ¢ & ; MS(ES): 363 (MH");

3-X B & -1,234,5,6-55 & -5 F &4 [4,5-b]%] ok -5-% BE T &
MS (ES) : 377 (MHY) ;

3-B-K & -% & A& )-1,2,3,45,6-55 & -8R °F H [45-b]7% Rk -5-HK B T
& ; MS (ES): 391 (MH");

3-(4-5 K X 7 & K )-1,23456-5< & -R oF 7+ [4,5-b]7 vk -5-%

pa

Z & ; MS(ES): 391 (MH");

3-24-= £ K T 8 £ )-1,2,345,6-5 £ -5 °F # [4,5-D]%] *k -5-% #
Z & ; MS(ES): 431 (MH");

3-G-F & X F 8 £ )-1,2,3,456-55 & -8 *F # [4,5-b]%3] & -5-% 8%
Z & ; MS(ES): 393 (MH");

3-(K # [13]= & 15 B % -5-2 % )-1,2,3,4,5,6-< £ & *F # [4,5-b]%]
K -5-% B T & ; MS(ES): 407 (MH') ;

(45 kK T A )L2345655 & -8 F 5 [450]7 % 5% &
Z & ; MS(ES): 408 (MH");

3-(4-F R K T & A )-1234565% & -4 F 5 [450]7 & 5% &
Z & ; MS(ES): 393 (MH");

3'(4'? % '3"Eﬁ % X ? Eﬁﬁn‘- % )-1:2,3:43536'7\T g';;[a ':{L VEF # [4,5'b]"§| n;"-( -
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5-% BR T B% ;. MS(ES): 444 (MNa*);

3-4-F A # A -K 7 om £ )1,234,56-% & £ °F # [4,5-b]% %k -5-
% B ¢ & 5 MS(ES): 421 (MH") ;

1,4,5,6-m & -2H- &, »F 7 [4,5-b]73] °k -3,5-= % & 3-(4-& ¥ # )& 5-
Z & ; MS(ES): 435 (MNa*);

3-(4-F KX X B P &k % )-1,23,456-55 & & °F # [4,5-0]9] & -5-% &
Z B ; MS(ES): 434 (MNa"); &

3 -F X A B P &g A -1,23456-5% £ -8 F # [45b]% &k -5-%
B C & ; MS (ES): 392 (MH").

D. n#EAMSBEBFAMLZIFT X » 24 A KL34 R XT
BEAAEAMR T BAF AR FXE AL F % -1,23456-%
REFHMBSOE%S5-%RBETE  EHTraddy:

3-G4-— A K VP & A )-1,1-= F % -1,234,56-5% & & =F # [4,5-b]
v vk -5-% B Z B 5 MS (ESI) : 427 (MHY).

¥ #159
N-%¥ £ 1,2,3,4,5,6-55 £ & *F 3 [4,5-B]3] =k -5-Ak = & #

NH
A\
N NHMe
H o
A, 35 123456-5< & & °F # [4,5-b]7] vk -5-% BE ¢ B (129 % -
5% % F ; i & A EP064317B1) #1 P fr B B: B (067 4 > 10
SH)RWMEFYREATHF Y 222 QM > ISEFH)R > 4 %

BFRAEZFHETY  ARAT  mHAELC |HT2.) 8 -
ABERE  HERAEY REEZBLEERBWHIL » A
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MeOH-DCM (1 : 9 & 1: 45 # » M F 2 AL A4 08%): 'H-
NMR (CDCl;) @ & 8.46 (1H, brs), 8.24 (1H, s), 7.48 (1H, d),), 7.30 (1H, d),
7.16 (1H, m), 7.10 (1H, m), 3.70 (1H, d), 3.66 (1H, dd), 3.46 (1H, dd), 3.08 (2H,
m), 2.87 (2H, m), 2.73 (3H, d), 1.9 (1H, brs) ; MS (ES) : 244 (MH").
B MBAMFRA 2 ALEALERBE IR TRALS
BE . AHmTaey :
N-Z # 1,2,3,45,6-5% & & °F # [4,5-b]#3] "k -5-8% ; 'H-NMR (CDClL)
& 8.70 (1H, brs), 8.37 (1H, br s), 7.48 (1H, d), 7.47 (1H, d), 7.14 (1H, m),
7.08 (1H, m), 3.64-3.68 (2H, m), 3.44 (1H, m), 3.20 (2H, m), 3.08 (2H, m),
1.08 3H, t) ; MS (ES) : 258 (MH").
T #160
N-¥ £ 3-4-f X F & £ )-1,2,34,56-55 & & *F # [4,5-B]~3] =k -
5-Pk 2 B

0O ::j
F
N

N NHMe
H o

A RBALADBEAEMETRA2AF KX F X > # AN-F
£ 1,23456-5< & K °F # (45073 &k -5-Ak L R4 X T sk E &
; 'H-NMR (CDCly): & 9.49 (1H, br s), 7.35 (3H, m), 7.24 (1H, m), 7.14 (4H,
m), 4.30 (2H, m), 4.19 (1H, m), 3.69 (2H, m), 3.07 (1H, m), 2.91 (1H, m), 2.78
(3H, brs) ; MS (ES) : 366.2 (MH").

B. mi#Mm AKX > #HEXNTF K1,23456-5< & & *F # [4,5-b]

mﬂ 07?.( 'S'HR ’ yx N-ZJ % 1:2’394:576-7‘: iL{L ﬁ VEF # [4’5-b]t1;' 077': 'S'H& ﬁ *ﬁ
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W EN-T AR X T & &) 1,234,565 & £ °F # 4,507 %
5B o
K 41 61
N-¥ £ 3-4-£ X F & £)-1,2,3,6-m9 & £ °F }# [4,5-B]=3| kR -5-Fk 2 Kt
O

N
Y

Iz -

NHMe

O

A, AN-F &£ 3-(4-f X F & % )1,23,45,6-55 & & =F 5 [4,5-b]]
kSRS TEAEDCM ¥ 2 5 & W » #0CTF » ZmwRXRAEF
EHE)ADCM+ 2 & A5 0C)E &k -

BEHISHE RAmAKREKER

i

=Z-TEGTZEH » 05
#HOCTF MRERESY

- N EAHME  EADCMERKE - B & HHKEH K
e o 3 AMgSO R K& « A8 a# o HEiFmEY  #E
B E B M 4 4L A MeOH-DCM & & >/ 1% 42 B 1L & 45 (14
Z % ); 'HNMR(CDCly) : & 10.04 (1H, brs), 7.57 (2H, m), 7.52 (1H, d),
7.37 (1H, d), 7.24 (1H, m), 7.12 (4H, m) 5.9 (1H, br s), 4.15 (2H, 1), 3.27 (2H, 1),
2.92 (3H,d) ; MS (ES) : 378 (MH").

B. W EMF X 0 124 AN-T & 1,23456-5 & & °F 7+ [45-D]
w7 ek 5Bk 0 E e N-F A 3-(4-A K F & & )-1,23456-5% B A FH
[4,5-b]w3] *k -5-fk » B T Flibe 4 :

N-Z £ 3-(4-8 % 7 & % )-1,23,6-w & £ °F # [4,5-b]] =k -5-Ak
I H-NMR (CDCl;): 6 10.05 (1H, br s), 7.57 (2H, m), 7.52 (1H, d), 7.37 (1H, d),

7.21 (1H, m), 7.12 (SH, m) 5.88 (1H, br s), 4.15 (2H, 1), 3.27 (2H, 1), 3.40 (2H,
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m), 1.19 (3H, t) ; MS (ES) : 378 (MH*).
£ # 62
3-X %-1,23456-55 - HMLSBlGl Rk S-H B LBz HE

e

N C02 Et
H

A M 1,23,4,56-55 & R F I [4,5-b]73] ok 5-% B T & (520 £ %

2232 H) -BEEBRAO8 R 4T XF) ~ £ = & & s
40% x>  4XH )Rk w035 H » 4 £ F) 4 & xDCM (20

EF)TZXTRAY  AEBEBETRHIR - BERELEHEB
BRI HBE BMEREETTRE  R#E  HABHBLE
o ¥t At > VAEtOAc- T4 (7: 9)ix dk > mF R AL H (53 &
%) 'H-NMR (CDCl;) : & 8.66 (1H,s), 7.42 (1H, d), 7.26-7.18 (4H, m),
7.10-7.00 (2H, m), 7.69 (2H, m), 6.67 (1H, t), 5.22 (1H, m), 4.40-4.18 (3H, m),
4.04-4.01 (1H, m), 3.98-3.88 (1H, m), 3.58-3.52 (1H, m), 3.22-3.15 (1H, m),
3.08-3.02 (1H, m), 1.27 (3H, t) ; MS (ES) : 335 (MH").
B R#EmMTHOATHEAZF X » A FTHEAF IT4A
3-X A -123456-< B AP A [45b8k-5-H B LB > HHT
2R R
3-% & -123,6-m & £ °F # [4,5-b]%] & -5-% B ¢ & ; MS(ES):
333 (MH").
C REM T BFAFTHHEZFX > 24 A3-FAXLE =
e A M EHR XA AR EH T EY
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3-(3-F & X % )-1,2,3,45,6-55 & -8 °F 7 [4,5- -b]#3| »k -5-% BR T B
. MS (ES) © 365 (MH").
% 51 63
3R F &£ )1,23,69 & £ P % (458l k-
SHETAEE LA

0
| N
N7 N\= F
H
o NH

A A 1,23,456-5< & & °F # [4,5-b]73] *k -5-% B T B (046 % o
EXHE)EADCMGZEF )T I BERAN > HFwAiL4d- R KXKT &

(0269 > 12% )R TEAO3SEH » 1.5% 8)» £ #20CTF
R A HLINEY c REREB A RBRAEY  BHED
LSRR WAL 0 YA MeOH-DCM (1 : 9) X 8 ° M #F 3-(4-£,
¥ 9 Ek & )-1,234,56-55 & & °F 5 [4,5-b]7 K -5-% BL T & ;5 (543
% » 809 )MS (ES) : 381 (MH").

B. #A3-(4-F X T & £)-123,456-5 & & °F 5+ [4,5-b]3 °k -5-%
BLEGHBE L 142 % ;é}i)ﬁm-—-%w*@(i% H)v i
wR o AmEAMKRERN4E L A2EFHKT) - H iR
S A0CTHHFLNG - R > AZAETTHBRER  #

BHAY  HELBEMAKT > EIAAOHEK L - 3 &K K
LB EAKkKEKR RESEETT KR &1F3-06
B R )-1,2,3,4,56-7 & -8 °F i [4.5-b]7 ok -5-% B (421 £ & > 84%)
; MS (ES) : 353 (MH").

85585 -216 -



[329111

C. #A3-@4-# X T 8 X )1,23456-55 & & =F # [45-b]%3 *k -5-%
BAT6E X 0SEXHF)ADCMGBEA)FT ZHEF &N > i
AEE—KkAOTER 06X F) EA20CT HRAYBH
Ve » S FREAOMHA P 1EEZF) EH RS HBEHB
R HBEKREERE EEDCME K RASATT B
AL SO0 E £ )5 93% MS (ES) : 442 (MH*).
ABMEROLF Tz 7 X 24 A3 K TP oA
1,23,456-55 & 8. =F #H [45bl5| "k 5-% 8k ¥ X s fe > E#N-¥ &
3-4-# X T ER X )-1,2,3,4,56-5% & & oF i [4,5-b]3] ok 5-RRk 0 B 4
IR R

3-(4-# K F &k A& )-1,23,6-9 & & =F ¥ [4,5-b]73] vk -5-5% B ¥ A &

TR
D

¥

mﬁp

f% ; TH-NMR (CDCl;): & 10.13 (1H, s), 7.45 (3H, m), 7.37 (1H, d), 7.30 (3H,
m), 7.22 (4H, m), 7.12 (4H, m), 6.16 (1H, s), 4.53 (1H, d), 4.15 (2H, t), 3.27 (2H,
t) 5 MS (ES) : 440 (MH").

E. THRIMMEMGBAEAMTHEAEDYEZ F X > 35
BCF - AIMEERE M8 B RAEE R

3-(4-# KX F & & )-1,23,6-09 & & oF 3 [45-b]3 "k S-B AR T A
& f% 5 'H-NMR (CDCl;): & 10.00 (1H, s), 7.58 (2H, m), 7.51 (1H, d), 7.36
(1H, d), 7.09-7.24 (5H, m), 6.04 (1H, m), 4.45 (1H, q), 4.14 (2H, t), 3.26 (2H, 1),
2.40 (2H, m), 1.86 (2H, m), 1.76 (2H, m) ; MS (ES) : 404 (MH") ;

[3-(4-f KX F & & )-1,23,6-9 & & »F 5 [4,5-b]%3] *k -5-% 155 & ok
i -1-& -F & ; MS(ES): 418 (MH") ;

[3-(4-A X F & & )123,6-w & & =F # [4,5-b]73] & -5-% 196 4 o -
4-% -F & ; MS(ES): 420 (MH") ;
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3-(4-A X F 8& % )-1,2,3,6-m & & oF 5 [4,5-b]73] K -5-% B (1-F % -
H-% 3 =k =& -2-3 )& & 5 MS (ES) : 479 (MH") ;

(4R K F & )-123,6-m £ R oF H [45-b]7] %k 5-% 8 A A &
Bz 5 MS (ES): 392 (MH*)

3-(4-F ¥ T & £ )-1,2,3,6-m £ £ °F # [45-b]3 ok 5-% Bk B =-T
# 8 Bz 5 MS(ES): 406 (MH") ;

[3-(4-# ¥ F & % )-1,2,3,6-m & & *F # [4,5-b]"3] ok -5-% ]-(4-F % -
N &b H-1-8£)-F &) 5 MS(ES): 433 (MH") ;

3-(4-F, K F & £ )-123,6-w0 £ & 7F # [45-b]w vk S-% BB T &
& A& 5 MS (ES) @ 432 (MHY) ;

3-(4-# K F & 4 )-1,23,6-m@ & R *F ¥ [4,5-b]3] ok -5-% B b wx -2-
£ & B » MS(ES): 427 (MHY);

3-(4-FL X F & & )-1,2,3,6-9 & £ oF H 45Dk -S-H B Q= F
B & -2 R )& Ak - MS(ES): 421 MH") ;

3-(4-A K F ok & )-1,23,6-m K AR H[ASbER-S-HEERE
& A% 5 MS (ES): 392 (MH');

3-(4-FL X F && & )-1,2,3,6-1 & R P H [45-bEk-S-H R = F &
& B& 5 MS (ES) : 378 (MH");

3-(4-5L K ¥ 8: & )-1,23,6-m & K oF H [45-b]E Rk -S5-H BB A
¥ £ & B 5 MS(ES): 446 (MHY);

3-(4-7 X F & &£ )-1,2,3,6-@ & R =F 5 [4,5-b]+3] °%k -5-% BR (v ¢ -2-
£ 7 £ )&k Bk ;o MS(ES): 441 (MHY) ;

3-(4-F X F && & )-123,6-19 & R F H 45D RS- B HE R A

& B MS (ES): 390 (MH') ;
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3-(4-5 K F e & )1,23,6-m & £ ~F 3 45bIEIR-S-HBER K
& Az MS (ES) : 390 (MH") ;

3-(4-F, % P &k £ )-1,2,3,6-1 & & °F # [4,5-b]7] vk -5-F% R 2-A.-C
£ )&& B - MS(BS) @ 396 (MH") ;

3-(4-5, K 7 &8 & )-1,23,6-m & & oF H [4,5-D]73 ok -5-5% BL 2-F A
£ ¢ £)8 B MS(ES): 408 (MH") ;

3-(4-F K F oAk & )-1,23,6-m & R R [ASblEHIR-S-B B EA K
® & & Bk ;- MS (ES): 404 (MH');

3-(4-F, % F & 4 )-1,23,6-m & R oF i 4508k S5-H B ET A
& f& 5 MS (ES) : 406 (MH") ;

3-(4-FL K F & & )-1,23,6-m & R =F 3 [45-b]El R S5-H B E = -T
£ 8 B 5 MS(ES): 406 (MH");

3-(4-F X T & £ )-1,2,3,6-m & £ oF H [4,5b]%5] & -5-% B X K &
B 5 MS (ES) : 426 (MH") ;

3-(4-F, X F m: & )-1,2,3,6-m & & °F i [4,5-b]73] 7k -5-% B (22.2-=

£.C £ )8 A& 5 MS(ES): 432(MH");

3-(4-F KX F & A )-1,23,6-m & R =F 3 [4,5-b]°3) K -5-F BR oF ok -2-
£ & B ; MS(ES): 433 (MH");

3-(4-FL K F mk & )1,23,6-m & £ oF # [4,5-b]7] Kk -5-F% B R kA

2

& Bi ; MS(ES): 418 (MH");

3-(4-F, % F & &£ )-1,2,3,6-m & & =F HF [45-b]dl k5B BREK T &
. TH-NMR (CDCl;): & 10.50 (1H, s), 8.03 (1H, s), 7.63 (2H, m), 7.52 (1H, d),
7.8 (1H, d), 7.15-7.22 (3H, m), 7.11 (1H, dd), 5.10 (1H, m), 4.21 (2H, t), 3.27
(2H, 1), 1.96 (2H, m), 1.81 (2H, m), 1.66 (2H, m) ; MS (ES) : 405 (MH*) ;
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3-(4-F K F B K )-1,23,6-m & R vF A4 [45b]W vk 5% B E = -T
& ; MS (ES): 407 (MH") ;

3-(4-F K T &E A )-1,23,6-1 & § °F H [4.5b]7] K -S-% B 2-— F
B & 2 B 5 MS(ES): 422 (MH") ;

3-(4-F K F & £ )-1,23,6-10 & & =F # [4.5b]3] vk -5-% 8 1-F & -
¥ & & 5 MS (ES): 405 (MH");

3-(4-F X F mR A )-1,23,6-m & £ °F 4 [4,5-b]73] vk -5-% B 2-F &
£ Z B ; MS(ES): 409 (MH");

3-(4-%, KX VP B & )-1,2,3,6-m & £ =F 5 [4,5-b]%3] ok -5-% Bk 22-— F
3 & B ; MS(ES): 421 (MH") ;

3-(4-# K ¥ &k & )-1,23,6-m & R »F ¥ [4,5-b]73] "k -5-% BE £ T &
; MS (ES) : 407 (MH") ;

3-(4-F K F 8E £ )-1,23,6-w & & °F # [45b]73] =k -5-% B 3-— F
B £ @ B 5 MS(ES) : 436 (MH');

3-(4-5 K F & £ )-1,2,3,6-1 & £ =F H [4,5-b]73] "k -5-% B T &
MS (ES) : 407 (MH") ;

3-(4-; X F 8k & )-1,2,3,6-m & K oF 4 [4,5-b]73] =k -5-% ER R X &
; MS (ES): 419 (MH") ;

3-(4-5 K F & £ )-1,2,3,6-w & £ °F # [4,5-b]73] % -5-% BL B O A
; MS (ES) : 433 (MH');

3-(4- K 7 & & )-1,23,6-m & R oF H [4,5-b]73] ok -5-% B A ES
; MS(ES) : 391 (MH") ;

3-(4-5, X F & & )-1,23,6-1 & & °F # [4,5-b]%3] %k -5-% & 1-2 £
% 7% & 5 MS(ES): 419 (MH") ;
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3-(4-B X F &k & )1,23,6-m & £ oF 5 [4,5-b]73 ok -5-% B K&
MS (ES) : 427 (MH*) ;

3-(4-7 K F g K& )-1,23,6-m & & =F # [4,5-b]73] =k -5-% L ¥ &
MS (ES) : 444 (MH") ;

3-(4-F K F AE & )-1,23,6-w & & =F #F [4,5-b]73] % -5-m AL X B S-
Z & ; 'H-NMR (CDCly) : & 10.13 (1H, s), 7.99 (1H, s), 7.64 (2H, m), 7.53
(1H, d), 7.37 (1H, d), 7.10-7.24 (4H, m), 4.23 (2H, t), 3.28 (2H, t), 2.94 (2H, m),
1.63 (3H, t) ; MS (ES) : 395 (MH") ;

3-(4-FL KX P aE £ )-1,23,6-w & £ ~F H [4,5-b]%3] ok -5-5 B X BL S-
% & > MS (ES): 409 (MH");

3-(4-4 K F & £ )-1,2,3,6-m & R =F H [4,5-b]73] k& -5-5% L 4K B S-
£ & & ; MS(ES): 395 (MH');

3

3-(4-F X T &R % )-1,2,3,6-m & £ oF i [45-b]7) K -5-5 m K BB
= -T & ; MS(ES): 423 (MH") ;

3-(4-FL KX F & A )-1,2,3,6-w & & F # [4,5-b]7] vk -5-3 5% 4K BL S-
% — -T & ; MS(ES): 423 (MH');

3-(4-F K F & A& )-1,2,3,6-w & R #F i [4,5-b]73] ok -5-5% B K B S-
£ T & ; MS(ES): 423 (MH") ;

3-(4-F, X F 8 £ )-1,23,6-m & £ °F # [4,5-b]%3] & -5-5 B X & S-
% = -T & ; MS(ES): 423 (MH');

3-(4-F K F & % )-1,2,3,6-m & £ oF H [4,5-b]7] ok -5-% R N'N-=

# & B ; '"H-NMR (CDCl;): 6 9.88 (1H, s), 7.58 (2H, m), 7.51 (1H, d),
7.37 (1H, d), 7.23 (1H, m), 7.09-7.16 (4H, m), 6.62 (1H, s), 4.14 (2H, 1), 3.25
(2H, t), 2.62 (6H, s) ; MS (ES) : 393 (MH") ;
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3-(4-8 K F & £ )-1,2,3,6-1 & & °F # [4,5-b]73] *k -5-% B (222-=
# % T %) M "H-NMR (CDCly): § 9.65 (1H, s), 9.39 (1H, s), 8.15 (1H,
s), 7.51-7.57 (3H, m), 7.45 (1H, m), 7.23 (1H, d), 7.12-7.19 (4H, m), 4.16 (2H,
t),3.27 (2H,t) ; MS (ES) : 445 (MH").

F BaMITFAZD P A FHFRX » 124 A2-% 4 -
1,2,3,45,6-5< & & »F # [4.5-b]7] "k -5-% 8K © B - F # 1,2,3,4,56-%~
KA HMLSOIERS-H R LB ERAETARKRE KT B
HHT e -

3-(4-F K F oEE A& )-2-F K -1,23,60@ & & =F # [4,5-b]73] *k -5-% Bk
% T & &8 K 'H-NMR (CDCl;): 6 9.93 (1H, s), 7.58 (2H, m), 7.49 (1H, d),
7.35 (1H, d), 7.09-7.23 (5H, m), 5.92 (1H, d), 5.45 (1H, s), 4.45 (2H, m), 3.34
(1H, dd), 3.12 (1H, dd), 2.40 (2H, m), 1.72-1.89 (4H, m), 1.08 (3H, d); MS (ES)
: 418 (MH"Y).

G ABEMFTHEFZHFA > AT HEAF > 2/ &14L34=
ARTHEKLALISIARXTE  EH T2

3-34-— L X F & £ )2-F £ -1,23,6-w & & F # [4,5-b]%3] "k -5-
#% B % T £ 8 B 5 "H-NMR (CDCly): 6 9.90 (1H, s), 7.47 (2H, m), 7.36
(1H, d), 7.25-7.33 (6H, m), 7.22 (1H, m), 7.10 (2H, m), 5.94 (1H, d), 5.42 (1H,
s), 4.46 (2H, m), 3.34 (1H, dd), 3.12 (1H, dd), 2.42 (2H, m), 1.88 (2H, m), 1.76
(2H, m), 1.09 (3H, d) ; MS (ES) : 436 (MH").

H QXM ITBZAZEDYTHEZFT X EAFTHEATF »
A7 K -123456-55 & R °F i [45-blwl "k -5-% B L & - B #
1,23,45,6-55 & 5. °F # 45D "k -5-% L LB » BEH T oid

3-C4-— A K F &g X )-1-F £ -1,23,6-w & | ~F # [4,5-b]=3] =k -5-
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%8BT LK "HNMR(CDCL): & 999 (1H, s), 7.56 (1H, d), 7.49
(1H, m), 7.31-7.37 (2H, m), 7.19-7.27 (2H, m), 7.11 (1H, m), 7.05 (1H, br s),
5.97 (1H, m), 5.09 (1H, br s), 4.45 (2H, m), 3.75 (1H, m), 3.24 (1H, d), 2.40 (2H,
m), 1.86 (2H, m), 1.76 (2H, m), 1.35 (3H, d) ; MS (ES) : 436 (MH").

L. M T BEHY R Z 5K 225 %D #£8R

BERRTR E#H ToedY

3-34-— FL X F & &£ )-1-F £ -1,2,3,6-w & £ P # [4,5-b]%3 & -5-
#% B B & & ; 'H-NMR (CDCl;): & 10.54 (1H, s), 7.58 (1H, d), 7.52 (1H,
m), 7.37-7.42 (2H, m), 7.19-7.31 (5H, m), 7.12 (1H, m), 5.26 (1H, dd), 5.14 (1H,
m), 3.85 (2H, m), 3.18 (1H, d), 1.33 (3H, d), 1.23 (3H, d), 1.20 (3H, d); MS (ES)
I 425 (MH").
¥ 4l 64
34— A X T & £ )1,1-= F £-1,2,3,6-@ & & °F 3 [4,5-B]=3] *k -
SRBERABEZHNH

o)

F
N/u\@
\__¢ F
N 0
H o )\
A #RACDI#Z ZERE > £3C4 A XFE@mA)LI-—F %-

1,2,3,4,5,6-55 & & °F # [4.5-b]5| "k -5-% R L &8 &1 - b X A
Rz R2REs > AE BWATHOBIFIHEDAL  HFRA
it 4 4 ; 'H-NMR (DMSO-dg) : & 10.83 (1H,s), 7.76 (1H, d), 7.71 (1H,
app t), 7.64 (1H, s), 7.52-7.61 (2H, m), 7.40 (1H, m), 7.08 (1H, app t), 6.98 (1H,
app t), 5.05 (1H, £ & %), 1.52 (6H, s), 1.18 (6H, d) ; MS (ESI): 439 (MH").
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MeOH) - #& 4t 1.10 % (68 %6 & % )2,3,49-w & -1H-B "k ok -1-% B ¢
& s 'HNMR (CDCl;) & 8.59 (1H, brs), 7.46 (1H, d), 7.39 (1H, d), 7.23 (1H,
t), 7.14 (1H, t), 5.40 (1H, s), 4.24 (2H, q), 3.51 (1H, m), 3.07 (1H, m), 2.86 (1H,
d), 1.30 3H, t); '*C NMR (CDCly) & 166, 137, 126, 123, 122, 120, 119, 112,
108, 64, 60, 53, 41, 14 ; MS (ESI) : 245 (MH").

B. #mMmH X 2448 a-F X-&k-HCl ~ HD-& fe 8 7
B -HCl & 2-(1H-%3] "k -3-2K )& i » E#H & & -HCl > £ 4 T 7l 1t
&4

3-F & -2,3,4,9-v9 & -1H-B »F wk -1-% BE T B

2349-9 & -1H-Bok ok -13-= % 85 1-Z B 3-F & & &

4-F %k -2349-m & -1H-5 »F o -1-% B 2 & ; MS (ESI): 259 (MH*).

® 4l 67
2-4-R X T i £ )-2,3,49-18 8 -1H- B-F o -1-% B T &

A BRALEGHHBEATHEST XNE KR > #2349 & -1H-6 °F
h-l-% B LB (102 £ % » 418 M ¥ F) - DCEGE#) ~ &1t
4-AXTFTERGOOMI  ATTHRREF) —E2RA T AT H H >
954#% £ 3 ) - DMAP(6 £ % *» 10X XX )iAR m 225 H B ¥
c M EBRASCAEAN, TEHIT I - B ERAEBRRTIES
B4 4 8 F B H (S0, 0 1009 T % E 259% EtOAc) » 32 4+ 143
% % (63% &2 )2 A1 4 4 - 'HNMR(CDCl;) & 8.40 (1H, brs),
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7.53-7.57 (3H, m), 7.41 (1H, d), 7.10-7.23 (4H, m), 6.19 (1H, s), 4.31 (2H, m),
4.10 (1H, dd), 3.63 (1H, m), 2.87-2.96 (1H, m), 2.78 (1H, dd), 1.36 (3H, ¢) ;
'3CNMR (CDCly) 6 171, 169, 138, 130, 129, 126, 126, 123, 120, 116, 116,
112, 110, 62, 53, 45,22, 14 ; MS (ESI) : 367 (MH*).

B n@EmMEBAZIFT A » 24 A RILTEE % A1I1L4 A
XV 2HTasd

2-7 & % -23,49-w & -1H-B-°F ok -1-% B ¢ & ; MS (ESD) : 287
(MH").

C RBEAMEXSTHEBZ F KX » 24 F2349-m & -1H-5 »F
h-13-— % B 1-2 B8 3-F B 0 E 4£23,49-w & -1H-B °F # -1-% 8
LE > BT AL e

2-Z &k A& 2349-w f-1H-BoF ok -13-— #% B 1-2 B 3 F &
MS (ESI) : 345 (MH").

D RA#EAMIHFAZFT X » 244 80 F #66BF = 1b 4
B#2349-0 & -1H-Sofek-1- B B L8 > BH T aibdip:

2-4-5 X 7 & & )3-F X -2349-ww & -1H- B-oF h -1-% B& ¢ B
MS(ESD: 381 (MH" )(JF #H e E B &M1& A L HSH £KCg
# AR 120 F R ZFEHMHPLC 5 % © & & B 4 B & 4 30-99%
MeCN » # 12 %48 1)

2-(4-F, K F &2 £ )-2,3,49-0 & -1H-B-vF ok -13-= % 8 1-2 & 3-F
B ; MS(ESI) : 425 (MH'); s

2-(4-F KX T ag £ )4-F £ -2349-w & -1H-B-7F ok -1-% B ¢ &
MS (ES) : 381 (MH*).

E R FHBAFTHEZFTX > 2 AEIL3I-_H X T
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BAEBRALCSIAXTE EHToLEY

2-34-— A XV & X )2349-w & -1H-B-7F ok -1-% B ¢ &
MS (ESI) : 385 (MH").

F AW BEF Mz 5 X 24 047 £-2349-5 & -1H-
B-oF ok -1-% BB LB (K H66BF 2 b 4) B #£2349w & -1H-
B-rEek-1-% BT & > Em T ol :

2-34-=— AKX P B £ )-4-F £ 2349w & -1H- -7k ok -1-% B 2
B : MS (ESI) : 399 (MH").

¥ #l 68
(- K F k£ )-44-= F £ -23,49-19 £ -1H- 8- o -
-4 BB EH

A 44-= F 5% -2349-w & -1H- B-7F ok -1-% B T B 1% 24 28 L
FH66AF PRl 2 5 X B A& » A2-(IH-"3 "% -3-%)-2-F XA Az &
BEeEm-HCl > ZAKFAZTFAIBYIYHFEAZ (-5 =-T A& %
Al 3RV B2 AERAEE  LA2EBRT ¥ i A &
# 1% 5 MS (ESI) : 273 (MH").

B #ABALEHEABMEHOOTAT L2 5 KX » # A 44
— ¥ % 2349w & -1H-B-"F ok % B T & % & : MS(ES):
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(MH").
C RFEBF iz H K 2448 K12 & &% & 134

—ARXRTHRBERACS-ARTE  EHTAE Y
2-Z & K 44— F X -2349-w & -1H-B-vF ok -1-% B T &
MS (ESI) : 315 (MH") ;
2-CA4-— A X P g & )44-— F £ -2349-w & -1H-B =F ok -1-5% &
Z & ; MS (ESI): 413 (MH").
% 41 69
Ga-=— R X E)A-KX £ -1,349-19 & B-~F ok -2-%)-FEAZIHHA

A 1-X K -2349-w & -1H-B-"Fek 12 XA Tl F X £ & > % &
B -HCL (500 & #, » 254 % £ %) - CHCL,(20 £ # ) - & - EtOH (16

) KT EEG0/K4A > S08E EFE)RTFANY = 4 » 254
HEMRF - WRBERAR

i

EH)AmELN2ERZIOE
2 THEFBLE  REALEOCTHHLIIEF - BERA
% 259% EtOAc)

Qi

“ﬁ.

BB T R4 &0 %E 4% E B SO, 1009 Tk
» B A9SE £ 1K £ -2349-w & -1H- -k ok ; MS (ESI): 249 (MH").
B #ABAULEAYHEATHEFTXNER  H1-XK-2349w & -
% 1383 #EXF) DCEGCE ) ~ #4134 =

&
e

1H- B-7F % (95
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AXTHE@IERL > ABHMEF)RTEA(OE H)iF i £25 % 4
BHEF - HERESCTHR#FIOINHE - REXEES » &

1 4 B R R B 47 (SiO, > 100% T % £ 259% EtOAc) * & # 53 & %,

#2 A1 4 4 5 "HNMR (CDCly) 6 8.02 (1H, brs), 7.53 (1H, d), 7.30-7.33

(6H, m), 7.15-7.23 (SH, m), 7.07 (1H, br s), 3.75 (1H, m), 3.41 (1H, m), 2.93

(1H, m), 2.84 (1H, dd) ; MS (ESI) : 389 (MH").

K #1170
Ga4-=— R X E)A-F £-1-X £ -1,34,9-19 & B--F % -2-%)- ®
TERZHEMS

A 1-F A -1-XK KA-1349-m & B-"Fek 12 A F it 7 X & & o

#ER-HCIG00E &£ » 254 £ £ F) ~ I-TEHU2EH#)AR X
BR(SZEF » 13 X H )R iw £ #LDean-Stark £ & # 2 3£ 2 25 &
FBAF - AR R BT L BB R TE/HO
Bt WREARABADATEEHUIH - 5%
ERRBRTRG - 2R GHEAEOAC(TOEH)F » RiaF
NaHCO; (40 & 7 x3) & # » »A H,0 (40 & # ) # # > »A Na, SO, i

K @R RERBRTRSE - 28 % T B SIO, > 100

9% DCM % 5% MeOH) » #4376 & % 1-F £ -1-% % -1,349-w & B-
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“F o ; 'HNMR (CDCl;) & 7.74 (1H, br s), 7.54 (1H, d), 7.23-7.32 (6H, m),
7.09-7.21 (2H, m), 3.13 (1H, m), 2.71-2.94 (3H, m), 1.84 (3H, s) ; !3CNMR
(CDCl3) & 146, 138, 136, 128, 127, 127, 126, 122, 119, 118, 110, 110, 57, 40,
28,23 ; TLC(SiO; » 10: 1 DCM/MeOH) R¢=0.3 ; MS (ESI) : 263 (MH").
B. #ZBUAEHWBEATHEFTXEAR HL-F H-1-K £ -1,349-
W& B-FeHk(105% % > 400 4% X F) - CHCL(9 £ ) ~ & 1t 3,4
Z R KT EEGBSE % 0 480 #% 3£ F ) & DIEA (140 #% 4+ » 800 % 3%
H)YRMELSEHBEBRY - BWERAEOCEN, THH17 5
s R BIE KRR E 0 L&A E XK E (SO, 0 100% T £ 20
% EtOAc)» & 4 35 % % 42 # 1t 4 4 'HNMR (CDCly) § 7.54 (1H, d),

(o

7.48 (2H, d), 7.12-7.32 (9H, m), 4.05 (1H, m), 3.64-3.70 (1H, m), 3.19 (1H, m),
2.96 (1H, m), 2.29 (3H, s) ; MS (ESI) : 403 (MH").
£ # 71
3-4-Z 8 & X T & £)-1,23,6-m £ § °F 3 [4,5-B] 3] ok -
SHRBLEZYH

OEt

A A 1,23,6-@ & & “F HF [45-b]7E] ok -5-% BR T & (250 £ H o
EHE)ATHF Y 2 & AN » & A

e
&

02ME & (~13 % ) » 0.05

BEAREE > FMmALSITCAXRXTEGOKHA > 02M i

85585 -231-
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REIBE X)) 01 E XL F)MTEAQSM A » 025 £ H) - &7
EMASCT » RABRBE > REBE ° i v b f B B #t
FEC30Z2 ) £ BBFRAENCTIHRZOS N H - &8 R
Rrae » #BEBhME - KBS HERAY  #1
¥HPLC-MS#4 1t » mFL &M (05% % » AELSD& % th & &
A # . f3E &) MS(ES): 405 (MH").

B. TaRdeHmBAKRIFTX R LEETRAZ &Y
m® -

3-4-FL K F & A )-1,2,3,6-w & £ °F # [4,5-b]73] %k -5-% B O ES
MS (ES) : 379 (MH") ;

3-(4-& A X 7 & % )-1,23,6-w & & =F i [4,5-b]7] °k -5-% BR T B
; MS (ES) : 395 (MH") ;

3-(4-T AKX T 8 XK )1,23,6-m & & oF 5 [4.5-b]7] K -5-% B T
& ; MS (ES): 405 (MH") ;

3-4-7 & XK 7 &g £ )-1,23,6-m & £ oF 3+ [4,5-b]"] vk -5-% B T B
; MS (ES) : 389 (MH");

3-(4-8 £ X F & £ )-1,23,6-1 & £ °F # [4,5-b]3] "k -5-% B ¢ &
; MS (ES) : 403 (MH") ;

3-2-K A £ T & £ )-1,23,6-w & £ °F # [4,5-b]73] & -5-% B T &
; MS (ES) : 391 (MH") ;

3-[2-(4-F & K X )-C A ]-1,23,6-@ & & =F # [45-b]7%] %k -5-%
B ¢ & ; MS(ES): 405 (MH");

3-2-F & A ¢ & £ )-1,23,6-1@ & & °F # [4,5-b]] vk -5-% B ¢ &S

; MS (ES) : 329 (MH") ;

85585 -232-
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3-3-X A & 8k & )1,23,6-1@ & R °F i [45-b]5] k -5-F% BR T B
MS (ES) : 389 (MH") ;
3-3-F R % A M & &£ )-1,23,6-m & £ °F # [4,5-b]73] % -5-% B T
& : MS(ES): 371 (MH");
3-(4-8 & T & £ )-1,2,3,6-w & £ °F 7 [4.5-b]7] ok -5-% B ¢ &
MS (ES) : 361 (MH") ;
3-1 & & -1,2,3,6-m & £ °F # [4,5-b]%] <k -5-% B ¢ B ; MS (ES)
: 397 (MH") ;
3-2-F & 2-% K -7 8 £ )1,23,6-m & & ~F i [4,5-b]7] ok -5-% #
Z & ; MS(ES): 409 (MH") ;
3-3,4,5-= ¥ & & X F & & )-1,23,6-m@ & & vF H [4,5-b]73] "k -5-%
B 7 & ; MS(ES): 451 (MH");
3-8 &/ & & -123,6-m & & oF # [4,5-b]E] vk -5-% B T B S
MS (ES) : 325 (MH") ;
3-3% &k # A& -1,2,3,6-m & R oF i [4,5-b]w3] ok -5-F BR T & 5 MS (ES)
: 353 (MH") ;
3.2 e 2 & -123.6-m & £ P [4,5-]73] °k -5-% B T & ; MS (ES)
: 367 (MHY) ;
3-(3-3% & A & E A )1,23,6-1 & & -F # [4,5-b]73] K -5-% B T B
; MS (ES): 381 (MH") ;
3-(vk v -2-2 % )-1,2,3,6-m & R °F #F [45-b]v] ok -5-FK B T E5
MS (ES) : 351 (MH") ;
3-(2-74 % X T &% & )-1,2,3,6-@ & K °F 3 [4,5-b]73] ok -5-5% R T &
; MS (ES) : 406 (MH") ;

85585 -233-
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3-2-3-F & £ -X £ )2 m £ 1-1,23,6-@ & £ ~F # [4,5-b]=3] & -5-
% B ¢ 8 > MS(ES): 405 (MH");
3-2-% & & -T & £ )-1,23,6-m & £ °F # [4,5-b]%] °k -5-% B T B
; MS (ES) : 405 (MH") ;
3-(3-74 A X 7 & &£ )1,23,6-m & & ~F #* [4,5-b]%] °k -5-% BE T &
; MS (ES) : 406 (MH") ;
(R # [1,3]= & 12 B -5- % )-1,2,3,6-m@ & K F ¥ [4,5-b]"3] =k -
5-% B ¢ B > MS (ES): 405 (MH") ;
3-2-%X £ T & £)-1,23,6-1@ & & °F 3 [4,5-b]73) °k -5-% B T &
MS (ES) : 403 (MH") ;
3-2-F £ T & £ )-1,23,6-1@ & & °F 3 [4,5-b]73] °k -5-% B T &%
MS (ES) : 341 (MH") ;
3-2-F wb wr 3-8 % )-1,2,3,6-m & R P A [4,5-b]7 ok -5-% B T B
; MS (ES) : 396 (MH") ;
3-(2,4,6-= £, %X F 8 £ )-1,2,3,6-@ & £ °F 3 [4,5-b]%] Kk -5-% B& T
& ; MS (ES): 415 (MH");
3-2-8 £ T & £ )1,23,6-@ & & ~F % [4,5-b]73] *k -5-% E& T A
MS (ES) : 361 (MH") ;
3-(K # [bFE % -2-% £ )-1,2,3,6-w & & =F 3 [4,5-b]"3 "k -5-% B& &
& ; MS(ES): 417 (MH");
3-2-% A A A -7 o £)1,23,6-m3 & & oF 5 [4,5-b]% R -5-H 8 T
& ; MS (ES): 407 (MH");
3-(F w -2-3 £ )-1,23,6-w & £ oF H [4,5-b]v] vk -5-% B T &
MS (ES) : 367 (MH") ;
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3-7 & & -1,2,3,6-w & R °F # [4,5-b]7] k& -5-% B T &  MS (ES)
: 313 (MHY) ;

3-35-% -= A F A X m £ )1,23,6-m & & »F # [4.5b]4] *k -5-
# B ¢ & 5 MS(ES): 533 (MH");

3-(F X -4-7 &k K )-1,23,6-m3 & K °F # [4.5-D]73] °x -5-% BR T &
MS (ES) : 411 (MH") ;

3-K % & % -1,2,3,6-m & & °F 3 [4,5-b]73] =k -5-% BR T & ; MS (ES)
: 397 (MHY) ;

3-( - -2-5% & & )-1,2,3,6- £, & oF 3 [4,5-b]73] & -5-% # ¢ &
MS (ES) : 403 (MH") ;

3-(% -2-%5% & £ )-1,23,6-m & £ P i [4,5-b]%] vk -5-% B T &
MS (ES) : 447 (MH") ;

-G-8 A 45 A X £)1,236-m & & -F # [4,5-b]4] ok -5-%
B ¢ B 5 MS (ES): 449 (MH");

3-2-%, X A Bk & )-1,2,3,6-m & £ =P H [4,5-D]%] vk -5-% B ¢ 8
MS (ES) : 431 (MH") ;

3-(4-= f.F R Xk £)-1,23,6m & & ~F # [45b]73] %k -5-% B
Z & ; MS(ES): 465 (MH") ;

3-(4-E A A Xax ek Xk )1,23,6-w & R =F # [45-b]73 "k -5-F B& T
& ; MS(ES): 439 (MH");

3-3-F A K F &k £)-1,23,6-w & R +F ¥ [4,5-b]73] "k -5-% & T &
; MS(ES) : 375 (MH") ;

3G/ & X 7 & #£)123,6-m & £ = # [4,5-b]%] % -5-% B T 8
; MS(ES): 395 (MH") ;

85585 -235-
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3-Q4-— R X T & K )-1,23,6-@ & & °F # [4,5-b]%] *k -5-% & T
& ; MS (ES): 429 (MH"):

3-2-F A KV 8 R )-1,23,6- & & =F # [4,5-b]73] vk -5-% B 2 &G
; MS (ES) : 395 (MH") ;

K P B A -1,2,3,6-m & & oF ¥ [4,5-b]73 *k -5-% B T &5 5 MS (ES)

: 361 (MH") ;

3-G4-— A K F & K )1,23,6-w £ £ oF i [4,5-b]7] Kk -5-H B T
& ; MS (ES): 397 (MH") ;

3-2,5-= fLK ¥ mE & )-1,2,3,6-m & £ °F i [4,5-b]v3] °k -5-% B T
& ; MS (ES): 397 (MH") ;

3-(4-F A X P &g £ )-1,23,6-13 & £ °F i [4,5-b]wE] "k -5-% B T B
; MS (ES) : 386 (MH") ;

3-X 2 &k £ -1,2,3,6-m & & °F # [4,5-b]43] % -5-% B& < &  MS (ES)
: 375 (MH*Y)

3-(4-F £ X ¥ & £ )-1,23,6-@ & & °F # [4,5-D]7] vk -5-% B T ES
; MS (ES): 375 (MH");

3-(4-F R R F 8k K& )-1,2,3,6-m & R oF 5 [4,5-b]73] oK -5-% BR T &
; MS (ES): 391 (MH") ;

3-25-% -= A F A K F &k A )-1,23,6-m & & oF # [4,5-b]%3] &k -5-
% B ¢ & ; MS(ES): 497 (MH");

3(B-Q-A A 6-AXKEA)S-FA-ErFek 48 £]1236m & f
# [4,5-b]#3| vk -5-% 8% ¢ &% ; MS(ES): 494 (MH") ;

3-[2-(4-8 X A )T 8 £ 1-1,2,3,6-w & & oF ¥ [4,5-b]73 "k -5-% B& T
& ; MS (ES): 409 (MH") ;

85585 -236-
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3-(4-2 A T A X P A)1,236-1m & & °F 4 [4,5-b]%5] % -5-% &%
Z & ; MS(ES): 409 (MH") ;
-G-8 & F A X F &k £)-1,23,6-m & & =F # [4,5-b]4] °k -5-% 8
Z B 5 MS (ES): 409 (MH");
3-(2-7k wy -2-% -2 ® £ )-1,2,3,6-1 & £ °F # [4,5-b]%] vk -5-% B T
& : MS(ES): 381 (MH");
1,6-= & -2H-&, °F # [4,5-b]=3] *k -3,5-= % B 3-¥ & . 5-2 &
MS (ES) : 391 (MH) ;
3-2-X A B R £)123,6-m & £ °F 4 [4,5b]%] vk -5-% B T
& ; MS(ES): 401 (MH");
3-(4-Rk A BE A K F & % )-1,2,3,6-w & K oF H [4,5-b]%3 °k -5-% B
Z B ; MS (ES): 440 (MH");
3B-AREA4=ZA T AR T & L)L23,6-m & & F H# [4,5b]%43 k-
5-% 8% T & > MS(ES): 447 (MH"Y);
3-2-R A -6-= A F A RT & A )123,6cm & & oF A [4,5-b]F] ok -
5-% B Z & ; MS(ES): 447 (MH");
3-2-2 A XV 8 £ )-123,6-1 & & ~F # [4,5b]] ok -5-% B T B
; MS (ES) : 439 (MH*);
3-2-4-R A XA K)T & & 1-1,23,6-w & K F ¥ [4,5-b]73] ok -5-%
B Z B ; MS(ES): 425 (MH");
3B3-C-Z A F A X A)A HaE A 1,23,6- & & F 5 [4,5-b]73] *k
-5-% 8% ¢ &  MS(ES): 455 (MH);
3-3-2 & % A & £ )1,23,6-19 & & *F i [4,5-b]5E %k -5-% # T

& ; MS(ES): 385 (MH");

85585 -237-
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3 L AR T EE A -1,23,6-1 & £ oF # [45b]7 K -5-% % C &
; MS (ES) : 356 (MH") ;

3-8 X P i & )123,6-m & R F K [4,50]7] & 5-% & 2 &5
MS (ES) : 487 (MH*)

SR AR A 123,61 8 & F #4505 k5% B B

MS (ES) : 451 (MH") ;

3(477-Z F A& 3-8 A 2R E 5 H 2211E % -1-2 & 1,236
£ . °F 3 [4,5-b]5] "k -5-% Bk © & © MS (ES): 437 (MH') ;

34-Z R F AKXV aE A& )123,6-w & & °F i [4,5-b]"3] K -5-% &
Z 8 ; MS(ES): 445(MH'):

3-(3-F A& X Aekvh -2-% K )-1,23,60m & & °F i [4.5-b]9] 7k -5-%
B 2 & ; MS(ES): 415 (MH"):

34-% A B AL X T i & )1,236-m £ £ °F # [4,50]4 %k -5-%
B ¢ B : MS(ES): 465 (MH");

3-8 A X T a4 )123,6-9 & & oF 5 [4,50]% &k 5-% B T &
. MS (ES) : 439 (MH*) :

3-(4-% = -T A X F ag £)-1,23,6-1 & & °F 5 [4,5-b]] °& -5-% &
Z 8 ; MS(ES): 417 (MH')

32-F 8 % T i A )-123,6-9 & & oF # [4,5b]%] "k 5-% B T &
. MS (ES) : 391 (MH*);

3-4-A A=A TFTEXTE®EL)LLT & & -F HF [45b]4 % -
5% 8 2 8 ; MS(ES): 447 (MH');

3% # & £ -123,6-1 & & °F # [4,5-0]7] °k -5-% B& < & & MS (ES)

: 311 (MH") ;

85585 -239 -
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3-G-F A X 7 A )1,23,6-1m & & ~F # [4,5b]%] *k -5-% 8 ¢ &
; MS (ES): 386 (MH") ;

3-C34-— & X 7 & £ )-1,2,3,6-w & £ =F # [4,5-b]%] *k -5-% B T
B ; MS (ES): 429 (MH') ;

3-(4-F & % A T o £ )-1,23,6cm@ & & °F # [4,5-b]7 &k -5-% &
& ; MS (ES): 385 (MH");

3-2-T % T A A )-1,2,3,6-W & R ~F i [4,5-b]] ok -5-F% BR T &
MS (ES) : 383 (MH') ;

3-2,6-— & X 7 Bk & )-1,2,3,6-w & K oF H [45-b]7E ok -5-K B T
& ; MS (ES): 429 (MH') ;

3-(% -1-% £ )-1,2,3,6-m3 & £ =P # [4,5-b]73] *k -5-% E& T & MS (ES)
: 411 (MHY) ;

3-2-AAB-ZRAFTEARXT &K )L23,6-1m & & oF H [4,5-b]73] ok -
5-% B ¢ B ; MS (ES): 447 (MH');

3-(3-m & AT A KT e A)L23,6-w & & =F 4 [4,5-b]] ok -
5-% B ¢ & ; MS (ES): 447 (MH");

3-G-AA2-ZRFART & A)1,23,6-m & K ~F 5 [4,5-b]3] ok -
5-% B ¢ 8 > MS(ES): 447 (MH");

32-AKRAZRATART A K)L236-w & &R [4,5-D]3] ok -
5-% BZ ¢ B ; MS (ES): 447 (MH'Y);

3-(2-7 B: A & X P e £ )-1,23,6-1@ & £ F i [4,5-b]73 ok -5-% B
Z & : MS(ES): 419 (MH');

3-2-C B A A -2-F & &£ )1,23,6- & £ °F #* [4,5b]9] vk -5-
% B ¢ & » MS(ES): 385 (MH");

85585 - 240 -
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3-(3,5,5-= V¥ £ T & % )-1,2,3,6-m & & °F 4 [4,5-b]%] "k -5-% B T
& ; MS (ES): 397 (MH");
3-[2-(4-F K X R K )wbow 3-8 K 1-1,23,6-m@ & £ =F H [4,5-b]7]
k -5-% 8% ¢ B 5 MS(ES): 488 (MH");
3-2-% -1-4 Z & £ )-1,2,3,6-m & £ °F i [4,5-b]73 ok -5-% B& T B
; MS (ES) : 425 (MH");
3-(2,4,5-Z £.-3-F & X F && £)-1,23,6-@ & & °F 5 [4,5-b]"] =k -5-
% B ¢ & ; MS(ES): 445 (MH"Y);
3-2,5-= & & % 3-8 £)-1,23,6-m & & °F # [4,5-b]7] & -5-% #&
Z & ; MS(ES): 435 (MH");
3-QH-7%, % -3-% & )-1,2,3,6-m & & °F # [45-b]7] &k -5-% B T B
; MS (ES) : 415 (MH") ;
3-(vk v 3-8 % )-1,23,6-m@ & R oF ¥ [4,5-b]7E Rk 5-F BR TS
MS (ES) : 351 (MH") ;
3-(+E % -3-3 £ )-1,23,6-w & £ °F # [4,5-b]% vk -5-% B& T &
MS (ES) : 367 (MH") ;
3-2,2-= B ¥ & -5-% £ )-1,23,6-m & & oF i [4,5-b]73 &k -5-% B
Z & ; MS (ES): 449 (MH") ;
3-23-= & ¥ ¥ vk v -S-% £ )-1,2,3,6-m & K °F H [4,5-b]73] =k -5-
# B ¢ & > MS(ES): 403 (MH");
3-23-— B X H A=A B H-6-% % )1236-w & & °F #
[4,5-b]| »k -5-% B ¢ & ; MS(ES): 419 (MH");
3-(2-% & -5-% = -T 4 -2H-wb o 3-% £ )-12,3,6-w & f °F # [4.5-
b]v| & -5-% B < & ; MS (ES) : 497 (MH") ;

85585 -241 -



1329111

3-34-— F X V& £ )-1,2,3,6-m & & °F # [4,5-b]73] *k -5-% & 2
B ; MS (ES): 389 (MH");

3B-G-Z A F A XK )&% & K J1,236-w & A F i+ [4,5-b]]
"k -S-% B 8 5 MS(ES): 471 (MH") ;

3-23-— F X ¥ & X )-1,23,6-m & £ oF # [45-b]73 %k -5-% B T
& : MS (ES): 389 (MH');

3-2-F, b v -4-2% & )-1,2,3,6-m £ £ =F H [4,5-b]73] "k -5-% B T B
; MS (ES) : 396 (MH") ;

3-(2,6-= f-3-74 A X 7 & £)-1,23,6-@ & £ »F #* [4,5b]%] & -5
% B ¢ 8 > MS (ES): 442 (MH") ;

3-2-F A -3-K A A & K )1,23,6-m & K F i [4.5-b]7 Kk -5-%
B ¢ B ; MS(ES): 401 (MH");

3[1-(4-= & F & o w2 -2-% )5~ Bowb o -4-% £ 1-1,23,6-1 & & °F
# [4,5-b]=3] ok -5-% B

3-2-(4-R K X R K )2-F £ Aok £ 11,23,66m & K oF 4 [4,5-b]%]
vk -5-% & ¢ & ; MS (ES): 453 (MHY);

3-2-8 & -6-F A K ok = 4% K )-1,23,6-m & & oF i [4.5-b]v] ok -
5-% B T B 5 MS (ES): 426 (MH");

3-[1-(4-8 K £ )-5-8 & -1H-mt o -4-% X ]-1,2,3,6-m & & °F # [4.5-
blvil *k -5-% B ¢ & ; MS(ES): 503 (MH") ;

% Z B ; MS(ES): 514 (MH");

3-5-8 A -4-F & A E 9 -3-FK & )1,2,3,6-@ & R oF ¥ [4,5-]73] ok -
5-% B T & ; MS(ES): 431 (MH");

3-(5-F & -[1,3,47% — =k -2-% #£)-1,2,3,6-@ & £ *F # [4,5-b]%] k& -5-
# B ¢ 8 ; MS(ES): 429 MH");

85585 2242 -



1329111

3-2-% = -T £ -5-F % -2H-wb ok -3-% £ )-1,2,3,6-m & & °F 5 [4.5-
b]w3] vk -5-% B & ; MS(ES): 421 (MH")

3-(% # [1,2,5]78 = =k -5-% £ )-1,23,6-w & & °F # [4,5-b]"3] =& -5-
#% ® ¢ & ; MS(ES): 419 (MH");

3-(4-wk ok -1-K X F &g 5 )-1,23,6-w & & oF 5 [45-b]7 K S5-H B
Z & : MS(ES): 427 (MH")

3-2-% % A K ek v -3-3% K )-1,2.3,6-m & R °F #F [4,5-b]H| ok -5-H
& . & ; MS(ES): 436 MH");

3-(2-wk % -2-% o ok 4-%% £)-1,23,6-w £ £ P H [4,5-b]73] °k -5-%
& ¢ & ; MS(ES): 450 (MH");

3-(6-% & A wb wx 3-%% £ )-1,2,3,6-m & K oF H [45-b]E ok 5-H B
Z B ; MS (ES): 454 (MH");

3-(5-3% & v% ok -4-3 % )-1,23,6-@ & & oF 4 [45-b]% "k 5-H B T
& ; MS (ES): 428 (MH") ;

3-(4,6-= £ -1H-#3| »%k -2-% % )-1,2,3,6-m9 & & =F 3 [4,5-b]*3] "k -5-%
& ¢ & ; MS (ES): 468 (MH");

3-(1-F & -1H-K # = »& -5-% %)-1,2,3,6-@ & & *F # [4,5-b]"3] & -
5-% B ¢ & > MS(ES): 416 (MH");

3-(vk °% o -6-3 A )-1,2,3,6-w & £ °F 3 [45-D]% 7k 5-% & T &
MS (ES) : 413 (MH*) ;

3-(5-% & vE o 2-% £ )-1,23,6-@ & £ °F 5 [4,5-b]73] Kk -5-R% B T
& ; MS(ES): 443 (MHY):

3-(6-75 78 ik -4-& wb e -3-%% & )-1,23,6-w & £ °F i [4,5-b]=3] °k -5-
#% B ¢ &  MS(ES): 447 (MH");
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3-(4-w% wy -2-% X F & £ )-1,23,6-1 & £ F 74 [4,5-b]=3] ok -5-% B
Z & ; MS (ES): 443 (MH") ;

3-2-% K vE ok 4-2 £)-1,23,6-m & £ °F i+ [4,5-b]7%] "k -5-% B T
& : MS(ES): 444 (MH");

3-4-F &k -2-mb v -2-2k o o 5-3% £ )-1,23,6-m & £ F # [4.5-b]
"k -5-% B2 ¢ & > MS (ES): 460 (MH") ;

3-(2-% £ 2H-wb o -3-% £ )-12,3,6-w & £ °F 4 [4,5-b]% & -5-%
BZ ¢ & » MS (ES): 427 (MH");

3-(2-K & B ok we 3-8 K )-1,2.3,6-m & R oF H [4.5-b]E] ok 5-R
B 7 & : MS (ES): 470 (MH") ;

3-Q-# -F X & & wb vk 3-8 £)-1,23,6-m & & °F # [4,5-b]4] ok -5-
# B ¢ 8 ; MS(ES): 468 (MH");

3-[5-2-F A o ok -4-% )-E oF ob 3-% £ ]-1,2,3,6-@ & & °F # [4,5-b]
v vk -5-% BR ¢ B  MS (ES): 449 (MH') ;

3-(5-i8 & wbowg -3-3 % )-1,2,3,6-m & R °F #F [45-b]E] KR S5-R BT
& ; MS (ES): 440 (MH") ;

3-[3-(5-¢ % -[1,3,4]-"F — ok -2-K )-K &% && % 1-1,2,3,6-w & & °F H
[4,5-b]73| *k -5-% & ¢ & : MS(ES): 479 (MH"):

3-[4-3-Z A, F A mbok -1-A )X ¥ & £ 1-1,2,3,6-@ & R »F i [4,5-b]
o3| vk -5-% BK ¢ & ; MS(ES): 495 (MH") ;

3-(53-= F £ -[3,5]-% & °F ok K 4-% X )1236-w & & °F #
[4,5-b]%3] »k -5-% B ¢ & ; MS(ES) @ 447 (MH")
3-[2-(4-F X & ALK mbowx 3-%& £ 1-1,2,3,6-w & R oF H [4,5-b]%E 7k
5-# B ¢ & > MS (ES): 504 (MH");
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3-(2-K & & ub e -3-% £ )-1,2,3,6-@ & & °F i [4,5-b]73] ok -5-% B
Z & 5 MS (ES): 454 (MH*);

3-[3-% K 4-(A ke -2-5k BE A& )R 2-% £ )-1236-m & £ oF H
[4,5-b]¥3] *k -5-% 8% ¢ &  MS(ES): 507 (MH");

3-[5-(4-F K B )-2-F & vk vg -3-% £ 1-1,2,3,6-m & £ °F i [4,5-b]w
% -5-% B ¢ B 5 MS (ES) : 475 (MH")

3-(2-#F -F KX Ak B K owbowg -3-% K )-1,2,3,6-@ & K »F 3 [4,5-b]73] &
-5-% B: T 8 > MS (ES): 484 (MH");

3-(2,5-= & ok v -3-% & )-12,3,6-m & £ =F # [4,5-b]%3] *k -5-% B
Z & : MS(ES): 430 (MH');

3-5-% = -T £ 2-F £ vk v -3-2 £)-1,23,6-mw £ & *F # [4,5-b]
w3 ok -5-% B& 2 B ; MS(ES): 421 (MH");
3[1-(4-F & & -% & )S-F & -1H-nk ok 4-% £ ]-123,6-w £ & °F

# [4,5-b]3| % -5-% B% ¢ & ; MS(ES): 471 (MH");

3-(5-wit v -2- 2k vk wy -2-% £ )-1,23,6-m & £ °F # [4,5-b]%] ok -5-%
B ¢ & ; MS(ES): 444 (MH");

3-5-F A -3-R A £ 0548 X)-1,23,6-m & & F A [4,5-b]7 ok -
5-% B T B 5 MS (ES): 442 (MH");

3-(5-F % -1-X & -1H-wb =& -4-3% % )-1,2,3,6-@ & K =F #F [4,5-b]"
"k -5-% BZ ¢ B ; MS (ES): 441 (MH");

3-(4-F A& -2-3K Ak oF ok -5-3% K )-1,2,3,6-w & & oF H [4,5-b]73] % -5-
% B ¢ &  MS(ES): 458 (MH");

3-(1,3-= F & -1H-+ % 3 [2,3-c]wb =k -5-% % )-1,23,6-m & £ °F #
[4,5-b]%| *k -5-% & ¢ & ; MS(ES): 435 (MH");
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3-2-& % & A % )-1,23,6-m zmufr#[u-b]valvm-s : B T B
MS (ES) : 347 (MH") ;

3-(& Ak -1-3 £ )-1,2,3,6-m9 & £ =F # [4.5-b)7] ok -5-% E& T &
MS (ES) : 419 (MH") ;

3-— 7 A Bk T & K -1,23,6-m & R oF H [4.5-0]%3] °k -5-% B T &
; MS (ES) : 328 (MH");

3-(2,4,6-= ¥ A K 7 &k X )-123,6-w & R *F H [4,5-b]7] "k -5-% &
Z B ; MS(ES): 403 (MH");

3-(4-8 A 3-#8 A K F &k K& )-1,23,6-m & R F 7 [4,5-b]7 °k -5-%
B ¢ & ; MS(ES): 440 MH"); &

3-(wb vE 3-8 & )-1,23,6-w & £ *F H [4,5-b]73] ok -5-% B T B
MS (ES) : 362 (MH").

K #1172
3-(4-F £ 3-78 £ X s sh £)-1,2,3,6-1@ £ & °F 3 [4,5-B]%3] k% -
S-H BT E Y E

A BBLAHFEAAMEHTIFTFHHREZ 5 X - #H] H2-5
¥ % -1,23,6-m & £ oF i [4.5-b]7 vk -5-5% BR T &8 B AL 4-TF A 3-

24
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WA KRR 34E L)E & 5 MS(ES): 456 (MH").

B TFToalibtemERrRAEAFX  ALEEETRAIKIARE
3

3-(3,5-= F A B % ok -4-5 & £ )-1,23,6-w & £ °F # [4,5-b]73] "k -
5-% B ¢ &  MS(ES): 416 (MH").

3-2-FL A Kk £ )1,23,6-m & & oF 5 [4.5-b] R -5-HR B T &
; MS (ES) : 422 (MH");

3-(-£ & -2-F K # &k & )-1,2,3,6-m & & oF # [4.5-b]4] ok 5-HR B
Z B ; MS(ES): 445 (MH");

3-(4-T £ ¥ 5% 8k £ )-1,23,6-m & £ °F # [4.5-b]7] *k -5-% B T &
; MS (ES) : 453 (MH") ;

3-(4-F & 3-8 K K # mE % )-1,2,3,6-w & & oF i [4.5-b]7] oK -5-%
B: ¢ B 5 456 (MH") ;

3-( K B 45 & K )-1,2,3,6-m & & oF i [4,5-b]73] vk -5-% BR T &
; MS(ES): 473 (MH") ;

3-(2,5-= £ ¥ % & £ )-12,3,6-m £ £ °F # [4,5b]% Kk -5-H B T
& ; MS (ES): 465 (MH");

3-3,5-= F & B =% ok 4-5% & & )-1,2,3,6-m £ £ °F 3 [4,5-b]"] % -
5-% B ¢ & ; MS(ES): 416 (MH"):

3-(2-8 A X w ek A )1,23,6-m & £ ~F A [4.5-D]73] K 5-R B LB
; MS (ES): 422 (MH");

3-G-F & 2-F X sk & £ )1,23,6-m & & oF i [450]06 R -S5-H B
Z & ; MS(ES): 445 MH"):

3-(4-T £ X 5 & £ )-1,23,6-m & & =F 3 [45-b]5 &k 5-HR & T &
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; MS (ES) : 453 (MH") ;

3-(4-F & 3-8 £ X mpEE £ )-1,2,3,6-m & £ °F # [4,5-b]73 ok -5-%
B ¢ & 5 MS(ES): 456 (MH");

3-8t X & -4 8 B )-1,23,6-m & & F i+ [4,5-b]°3] "k -5-% BR ¢ S
; MS(ES): 473 (MH'); &

3-2,5-= & X &% & & )-1,23,6-m & R oF # [4,5-b]7] K 5-H B L
& : MS (ES): 465 (MH").

x #73
3--E-TRERE-XiIk 7 & £)1,23,6-9 & & °F # [4,5-B]| °k -
SRR BTG

N//ZN /O/ﬁ\ O/\/\

A BALLLGHGBEABAMREHNTRFREZF X 0 A A2-L
P& -1,23,6-m & R oF 4,506 Kk -S5-FKBR T B R AEKA(T &
# KK 8 (~20% %)% & ;- MS(ES): 476 (MH).

B. FTrlitoHirirb X #ALEFTRAE AKBE
2ok

Q- A S-Z AT A KT & K)1236-w & & oF 5 [4,50]7
ok 5-% BL C &  MS (ES): 462 (MH") ;

3.2-% & K B P o8k £ )1,23,6-1 & £ oF i [4.5-b]% K -5-% B

85585 . 249 -



1329111

Z B ; MS(ES): 404 (MH") ;

3-2-% A X B P & £ )-1,2,3,6-m & £ =F ¥ [4,5-b]%3] °k -5-% & 2
B ; MS(ES): 418 (MH") ;

3-(2-T % -6-F K X B P A2 & )-1,2,3,6c@ & £ ~F #* [4,5-b]73] ok -5-
# B ¢ & ; MS(ES): 418 (MH");

3-3-F F A k& T & % )-1,23,6-m & R oF A [4,5-D]6 Rk -S5-HK B T
& 5 MS (ES): 404 (MH") ;

3-(2-F ¥ A Ak T mE A& )-1,2,3,6-m & R i [4.5-]6 R -S5-H B T
& : MS (ES): 404 (MH") ;

-2-R XK A T & & )-1,23,60m & & oF A [45-b]% Rk -S5S-H B, T
& ; MS(ES): 410 (MH") ;

3-(2,3,4-= & X B F & &£ )-1,2,3,6-m & f °F 5 [4,5-b]73] vk -5-% B&
Z & ; MS(ES): 430 (MH") ;

3-4-A K 3Z AT A X P& A)L236-m & & F FF [4,5b]7
wk -5-% BR T B ; MS(ES): 462 (MH');

3-F FLURA A BV & & -1,23,6-m & £ °F i [4,5-b]wE K -5-H B T
& ; MS (ES) : 466 (MH") ;

3-(2-F & 2 A K B P & £)-123,6-m & & oF 5 [4,5-b]%] &k -5-%
B ¢ 8 ; MS(ES): 434 (MH');

-G-AL A KA K F &k £)123,6-@ & R F H [45-b]4] ok -5-% B
Z &  MS(ES): 401 (MH") ;

(=X F AT & A )L23,6-m & & °F i [4.5b]9 K -5-% & T
& ; MS (ES): 466 (MH") ;

-(4-R XA B T &g A )1,23,60m & & °F # [4.5-b]7] R 5-F # T
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B ; MS(ES): 394 (MH");

3-Q4-— F A KB T & £ )1,23,6-m & & °F # [4,5-b]%3] ok -5-%
B Z B 5 MS (ES): 404 (MH") ;

3-(4-F A R X A B P & R )1,23,6-w & £ =F 4 [4,5-b]%] vk -5-%
B ¢ B ; MS (ES): 420 (MH");

3-Q-A A4 R T A XK T e L),23,6-m & & F 4 [4,5b]

k -5-% B ¢ B 5 MS (ES): 478 (MH") ;

3-(2-K B A XM T oEk X )-1,23,66m & & 7F H [4.5-D]7] ok -5-% 8
Z & 5 MS (ES): 468 (MH');

3-(4-F & & 2-F F A& 7 A K )-1,2,3,6-m & & F i [4,5-b]93] ok
5-%: B ¢ B ; MS (ES): 420 (MH") ;

3-% Bk P R A -1,23,6-m & £ o 5 [4,5-b]%] ok -5-% B T B
MS (ES) : 376 (MH") ;

3-3-% & -2-F A X ik 7 & #£)-1,23,6-m & & «F i [4,5-b]7] *k -5
% B ¢ 8 ; MS(ES): 424 (MH");

3-2-Z A F A X B P & £ )-1,23,6-W & & °F # [4,5-b]7] °k -5-%
B 7 B 5 MS (ES): 444 (MH");

3-%-F X A B F e K -1,23,6- & & oF 5 [45-D]E R -5-R B T
& ; MS(ES): 390 (MH") ;

3-(2-8, F A B P o K )-1,2,3,6-m R R P H [4,5-b]E] ok -5-% B T
s ; MS (ES) : 424 (MH") ;

3-(4-T & % ¥ B 7 & £)-1,23,6-m & & °F # [4.5-b]73 °k -5-% B
Z & ; MS (ES): 448 (MH") ;

3-2,6-— ¢ A X B P & A )-1,23,6-w & & °F % [4,5b]%E & -5-%
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B 7 & ; MS (ES): 432 (MH');

3-(4-2 B A X P @ A )1,23,601@ & & F # [4,5-b]73) ok -5-% B
Z 8 ; MS(ES): 418 (MH") ;

3-B-Z R F A -X Bk P &R A )-1,23,6-m & R =F ¥ [4,5-b]5] °k -5-%
B Z B ; MS (ES): 444 (MH");

3-(3,5-— F £ X B F & &£ )-1,2,3,6-@ & & *F # [4,5-b]%] °k -5-%
B ¢ & ; MS(ES): 404 (MH");

3-( R -2-K Bk F oeE A& )-1,23,6-m & & oF 5 [4,5-b]E R -5-HK B T

B ; MS(ES): 452 (MH");

3-(5-8, £ 2-F £ X & & )-1,2,3,6-m & & °F 3 [4,5-b]%] *k -5
% B T B > MS(ES): 408 MH");

3-G-8 & 4-F X A B 7 oaE £ )1,2,3,6-w & & °F 5 [4,5-b]% % -5
# B ¢ B > MS(ES): 428 (MH");

3-Q-2 A A -6-F K X 7 &k % )1,23,6-m & &K =F H [4,5-b]7] "k
5-% BX ¢ & > MS(ES): 432 (MH");

3-(4-% A A ¥ e P & £)-1,23,6-m & & =F i [4,5-b]% ok -5-% B

Z B ; MS(ES): 468 (MH);

3-2-F AR A B F & & )-1,23,600 & R oF i [4.5-b]7] ok S5-HR B
Z 8 ; MS(ES): 406 (MH'):

R A S-Z AT A XK T & L)L23,6-m@ & & -F H [4.5-b]
ok -5-% B 2 & 5 MS (ES): 478 (MH');

(P RAEE XL A KT B E)I2I6-m & & F 5 [4,5]
| ok -5-% BL 2 & 5 MS(ES): 462 (MH');

Q- A 3-Z AT A XK T & L)L236-m & £ P H [450]%
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"k -5-3% B ¢ B ; MS(ES): 462 (MH") ;
3-(1-% -1-% & B 7 i £ )-1,23,6-w & & oF 3 [4,5-b]-74 & -5-%
B ¢ & ; MS(ES): 454 (MH');
3-(35 -1-% B ¥ & & )-1,2,3,6-m9 & & =F # [4.5-b]"] ok -5-% B& T &
; MS (ES) : 426 (MH") ;
(& % -S-B B T s £ )-1,23,6-m & R oF i 45D R S5-HR B T
B ; MS(ES): 416 (MH") ;
3-% & B W R X -1,2,3,6-w & £ »F 5 [45-b]UE] vk -5-% &R T &8 S .
MS (ES) : 390 (MH") ;
3-34-— AL X & B ¥ & K )1,23,6-@ & R °F ¥ [4,5-b]¥] ok -5-%
B ¢ & ; MS(ES): 412 (MH");
3-4-7 A& X B F & A )-1,23,6-m & £ oF # [45b]E Kk -5-H R T
B ; MS (ES): 404 (MH");
3-2,5-= LK A B T 8 A )-123,6-09 & R oF H (4,504 & 5-%
B ¢ 8 ; MS(ES): 412(MH");
3-B4-= F & KB F a4 A 12360 & foF A BSHER S @
B Z & ; MS(ES): 404 (MH");

‘\

Q-FLE AR P 8 AL )1,23,6-1 & £ A4 [45b]ER-S5-B BT
& ; MS (ES): 394 (MH");

3-(4-T F X B F & £ )-1,23,6-m & & oF 3 [4.5-b]75] vk -5-% BR &
& ; MS (ES): 420 (MH");

-G-2 & B A B 7 &k £)1,23,6-w & & °F i [45b]4 % -5-% B
Z & ; MS(ES): 376 MH") ;

-Q-T A H AT A KT &AW & & 7F H [45-b]F K -5-
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% B ¢ & ; MS(ES): 400 (MH");

3-G-8 X A B T & £ )-1,2,3,6-m & £ oF 5 [4.5-b]7l ok -5-% #
& ; MS (ES): 410 (MH");

3-7% & e F &g A -1,2,3,6-m & & oF # [4,5-b]%] K -5-% B T g
MS (ES) : 370 (MH") ;

3--F A A KB T ek A )-1.23,6-m & R i [4,50]%] ok -5-% B
Z B ; MS(ES): 418 (MH");

3-(3-7 Bk & K B F &k £ )-1,23,6-m & £ vF 3 [4,5-b]7] vk -5-% B
Z B ; MS (ES): 418 (MH");

3-3,4-— £ % A B F & £ )-1,2,3,6-1 & & »F # [45-b]E ok -5-%
8% 2 B ; MS (ES): 458 (MH") ;

3-Q2-FL A 5-F R KBk F oaE A )-1,23,6-w & £ oF 5 [4,5-b]v ok -5-
% B ¢ B 5 MS(ES): 408 (MH");

3-(1-% -1-% T & B 7 & & )»1,23,6-m & K oF # [4,5-b]4] =& -5-%
5 ¢ B ; MS(ES): 454 (MH");

(TR ZA T A B 7 aL)236-m & & F # [4,5b]43 % -5-%
X Z & 5 MS(ES): 414 (MH"):

3-(4-% = -T A ¥ B F & £)1,2,3,6-@ & & °F # [4,5-b]%] % -5-%
B Z & 5 MS(ES): 432 (MH');

3(T A B A P A B P EEE)L23,6-m & & (4,505 % -5-%
B 2 B ; MS (ES): 386 (MH');

3-3-F & A X Bk P & £ )-1,23,6-m & £ °F 4 [45b)73 vk -5-5% &
Z & ; MS(ES): 422 (MH"):

3-4-F & R K A P oA K )-1,23,60m & R oF H [4,5-b]7] ok 5-H ER
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Z & ; MS(ES): 406 (MH") ;

3-( o -3-3 Be T &k K )-1,2,3,6-m & & oF # [4,5-b]7 K -5-% B
& : MS (ES): 382 (MH'");

3-35-=— F A B 5ok 4K B T & A )-1,23,6cm £ & °F # [4,5b]
W] ok -5-3% B ¢ 8 ; MS(ES): 395 (MH");

3-2-T & & A KB F mk A )-1,2,3,6-m@ & & °F 5 [4.5-b]73] °k -5-%
B Z & > MS(ES): 476 (MH") ;

3-2-27 & X Bx P &g A& )-1,23,6-m & & oF H [4,5-bl R -S5-H K T
& ; MS (ES): 404 (MH");

3-3-T7 A & A KBk F ek & )-1,23,6-m & & °F i [4,5-b]73] =k -5-%
B ¢ & ; MS (ES): 448 (MH") ;

3-T £ B P & £ -1,23,6-W & £ °F 3 [4.5-b]%3) %k -5-% B T B
MS (ES) : 356 (MH") ;

3-(4-F A ¥ A B F s £ )-1,23,6-w & £ o 3 [4,5-b]%] vk -5-% #&
Z & ; MS (ES): 408 (MH") ;

3-2-AEA-6-Z A F A XY & E)LL36T & & -F H [4,5-b]7
wk -5-% B2 ¢ & ; MS(ES): 462 (MH") ;

3-3-7 & X B P sk £)-1,23,6-m & £ F # [4,5-b]%] vk 5-% B T
& : MS (ES): 404 (MH");

3-M -F R A Bk F & & -1,2,3,6-m & & oF 3 [4,5-b]78] K -5-HK B T
& ; MS (ES): 390 (MH");

3-(4-% A X B F &k £ )-1,23,6-w & & °F 5 [4,5-b]%] vk -5-% B T
& ; MS (ES) : 466 (MH") ;

3'2§ ZJ g Br:i' q] éﬁ g '1,2,3,6'@ ;’3’:(, i‘; V::F .7"1: [4,5-b]"§l u;k '5';,;1 g’;i ZJ EEJ‘
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; MS(ES) : 404 (MH") ;

3-2-T R X A BV oBE £)-1,23,6-w & £ =F # [4,5-b]%] % -5-5% B
Z B ; MS (ES): 420 (MH");

3-(4-Z AL F A X B F ok £)-1,23,6-W & & =F # [4,5-b]73] ok -5-%
B ¢ & ; MS (ES) : 444 (MH") ;

3-B-A A 4-F A KB T i £)1,23,6cm & & ~F 5 [4,5-b]73] ok -5-
#% BX ¢ B ; MS(ES): 408 (MH'");

3-(B K 4-2 B F & & )-1,2,3,6-m £ £ °F # [4,5-D]93] & -5-% B T
& ; MS (ES): 452 (MH');

3-(2,6-=— A K A B 7 Bk K )-1,23,6-m H & R [45-b]7%] K -5-%
B ¢ B ; MS(ES): 412 (MHY);

3-(4-2 8. % A X B P & £ )-1,23,6-1@ & £ °F # [4.5b]73] ok -5-%
B Z B ; MS (ES): 448 (MHY);

3-C-F & 4-F A Xk 7 & & )1,23,6-@ & & F # [4,5-b]] & -5-
% B ¢ & ; MS(ES): 424 (MH") ;

3-2,5-= F A & X B P E £ )1,23,6-w & & ~F # [4,5-b]% ok -5-
% B T & ; MS(ES): 436 (MH");

3-35-— R X A B 7 & £ )1,23,6-w & £ ~F # [4,5b]%] & -5-%
B ¢ & ; MS(ES): 444 (MH");

3-2-% = -T A -6-F A X 7 8 £)1,23,6-w & & °F # [4,5-b]7
"k -5-% BZ ¢ &  MS (ES): 446 (MH");

38%-F X A B T e A& -1,23.6-W & & °F 4 [4.5-b]%E R -5-% B T
& ; MS (ES): 390 (MH") ;

3-(1-F & A 2-F A& KB P ok £)1,236-w & & =F # [4,5b]
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wl vk -5-% B ¢ 8  MS (ES) : 414 (MH") ;

3-(6- & 4H-K 5 [13] = A F= B % -8-% g 7 & % )-1,23,60 @ &
£ =F 3 [4,5-b]v] "k -5-% B& ¢ & ; MS(ES): 452 (MH");

3-B4-— @ 2H- X # bl[1A] = R &t B W -7- % B 7 & £ )
1,2,3,6-m &, £ *F 3 [4,5-b]v] & -5-% B C & ; MS (ES) : 448 (MH') ;

3-(4-i% K & 7 & & )-1,23,6-m & R oF 5 [4.5-b]5 Rk -5-% B T
& ; MS (ES): 454 (MH");

3-(1-5F & & & 55 o -4-5 B T OER K )-1,2,3,6-m & & oF 3 [4.5-
blw] vk -5-% B& Z & ; MS (ES): 517 (MH");

3-24-— F R A KMk F ik & )-1,23,6-w & K °F 3 [4,5-b]7 =k -5-
% B ¢ & ; MS(ES): 436 MH") ;

3-(OH-#% -9-% B ¥ & £ )-1,2,3,6-w & £ F # [4,5-b]73] "k -5-% B
Z & ; MS (ES): 464 (MH") ;

3-(4-F £ 2-9 £ X B F &k £)-1,2,3,6-@ & £ ~F # [4,5-b]=3] vk -5-
# B ¢ & ; MS(ES): 424 MH");

3-(4-32 £ 3-F A Xk P & £)-1,23,6-m@ & & °F i [4,5-b]% 7k -5-
% BL ¢ B 5 MS(ES): 468 (MH").

T 74
3-Q- B 57 8 X F & £)1,2,3,6-09 & £ °F # [4,5-B]v] "k -
SHhBCEIEME
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O 0

Br

A H2REASFTEREAEAXFTERZIERQCOKI > 025M > A ®
I.OMDIEA ¥ » ADMF#)¥ » & A EAREFT * & fu DMF
$ = (120 4% 9+ > 0.50M & & » ~23 £ #% )HBTU # 1,2,3,6-w # £
of 3 [4,5-b]%3] "k -5-% B Z 85 (80 4% #F 0 025M K & (=5 € % ),0.02
EEH) RAMMACTHRZBR - ABEH > #HiF4A
AW B EBEMAEOAcY > EH B KRKERRER&EIL -
R B KRB AR EIF R AN R EETRTKRER0E LSCX
#—F i o E o FEIALASWHEHPLC-MS#E — F &1L > @ 7
o (~275% %  AELSDR g & £ £ 4634 T F)HMSES) @
: 469 (MHY);
B. TFTaRibohisX EREEETRAIALBER
3-[2-(4-b e 4-% F A Aokt -1-K )T 8 K 11,23,6-m & AT
# [4,5-b]#3] & -5-% B ¢ & ; MS (ES): 474 (MH");
3-[2-4-% -1-% F A < &b -1-R )T 8 X 11,23,6-@ & | °F #
[4,5-b]73] "k -5-% B C & > MS(ES): 523 (MH"):
3-{2-[4-2-7% & vk -4-K 2-BA A T K )N Aok -1-R 1T B K-
1,2,3,6-m9 &, & *F # [4,5-b]*3] "k -5-% B ¢ & ; MS(ES): 510 (MH"):
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3-[2-(44-=— F & 45— H ok =k -1-£ )2 8 £ 1-1,2,3,6-19 £ & F #
[4,5-b]73] vk -5-% B 7 & : MS(ES): 395 (MH");

3-{2-[4-(I-X A £)~ Bt o4 -1-2£ 12 8 £ }-1,23,6-w & £ °F
5 [4,5-b]vil *k -5-% B& T & ; MS(ES): 487 (MH');

3-2-[4-2-F A E T A)N Ak H-1-£ -2 & & 11,236 & &
“F 3 [4,5-b]i] *k -5-% B < & ; MS(ES): 441 MH');

32-(12-—=F A -m A A )T & X 1-123,6-m & & =F 7 [4,5-b]#]
k -5-% B Z & ; MS(ES): 384 (MH"):

3-2-B3-F A 5~ & wbw -1-X )T & X 1-1,23,60m & & °F # [4,5-b]7]
ok -5-% BX ¢ B ; MS(ES): 396 (MH") ;

3-(2-% e A T Ek A )-1,23,6-m & £ °F H [4,5-b]7] ok -5-% B T B
; MS (ES) : 404 (MH") ;

3-(2-5% A b vt -1-% T & & )-1,23,6-m & £ F H# [4,5-b]% % -5-%
B ¢ & : MS (ES): 382 (MH");

3-(2-7% 42 ok -4-% ¢ % )-1,2,3,6-m9 & £ °F # [4,5-b]73] ok -5-% B
Z 8 : MS(ES): 384 (MH");

3--F K 3-Z A F A R P ok £)1,23,6-m & £ F 5 [4,5-b]+3] ok -
5-% B: C B 5 MS(ES): 443 (MH");

3-[2-2-i X A )T & £ 1-1,2,3,6-m9 & & oF H [4.5-b]E Rk -S5-H BT
& ; MS (ES): 453 (MH');

3-2 & & -1,23,6-@ & £ °F # [4,5-b]7] vk -5-% EL ¢ & 5 MS (ES)
: 299 (MH") ;

3-24-— F X ¥ 82 & )-1,2,3,6-w9 & £ °F 7 [4,5-0]%3] "k -5-% B& T
& ; MS (ES): 389 (MH");
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3-(4-% £ X 7 & £)-1,23,6-19 g’é(,fl_,"—?}'}[45b]"‘?]"7)t-5 . B T B
; MS (ES): 451 (MH") ;

3-25-— F X ¥ & & )-1,23,6-w & £ ¢ i+ [4,5-b]73 °k -5-% B T
& ; MS (ES) : 389 (MH");

3-(5-R & -2-F A X F sk X )1,23,60m & & =F # [4,5-b]73] ok -5-%
B . B ; MS (ES): 409 (MH") ;

3-2- A 4-F £ X F & £)1,23,6-W & £ °F # [4,5-b]73] & -5-%
B ¢ & 5 MS(ES): 453 (MH");

I[1-A-5 %X £ )R & 2 & F1,236-m & £ -F # [4,5-b]%] ok -5
$#% B ¢ & ; MS(ES): 435(MH");

3-CK 3 vk v -2-3 % )-1,2,3,6-99 & K =F # [4,5-b]vi] ok -5-% B T &5
; MS (ES) : 401 (MH") ;

3-2-34-=F & A& X K )T s £ J-1,23,6-w & & =F # [4,5-b]4] &
-5-% B T B ; MS (ES): 435 (MH");

3-(4-#-F XA T 8 X )-1,23,6m & R =F 5 [4,5-b]75 "k -5-% B T
5 ; MS (ES): 417 (MHY);

3-(2-% A& -6-F A X F ak A )-1,23,6-m & & ~F # [4,5-b]4] °k -5-%
B ¢ & ; MS(ES): 453 (MH");

3-3-G-i X A )Am  m & ]-1,23,6-m & £ oF i [4.5-b]%3] *k -5-% B
Z & ; MS(ES): 465 (MH");

3-(2-8 A -5-F R RX T & & )-1,23,6cm & & °F i [4.5-b]5 *k -5-%
B ¢ & ; MS(ES): 469 (MH");

3-23-— & X 7 & £ )-1,23,6-1 & K =F 7 [45-b]73 "k -5-% B T
B ; MS(ES): 429 (MH") ;
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32-4-F A A -K R K)T 8K T-1,23,6-m & & F 5+ [4,5b]73) % -
5-% B ¢ B ; MS(ES): 421 (MH") ;

3B A S5-Z AT A X T & A)L236-1 & & =F # [4,5-b]4] % -
5-% B ¢ B ; MS(ES): 474 (MHY);

3-2-8 A -3-F A X T &k & )1,23,6-m & & =F # [45-b]4 *k -5-%
B ¢ B ; MS(ES): 409 (MH");

3-2-i% & 3-F A X P sk A )1,23,6c9 & & oF i [4,5-b]%] ok -5-%
B 7 B ; MS(ES): 453 (MH');

3-3-F & & -2-F A K F &k £ )-1,23,6c@ & £ °F # [4,5-b]3] ok -5-
% B ¢ & ; MS(ES): 405 (MH") ;

3-(4-F A& A 3-m A KT &k 4 )-1,23,6-1 & & °F H [4,5-b]7] °k -
5-% B ¢ B ; MS (ES) : 464 (MH');

3-8 A -2-F A KX P &k & )1,23,6cm & & =F 4 [4,5-b]%] %k -5-%
B 7 & ; MS(ES): 409 (MH');

3-2-% -7 X & -/ & K )1,23,6-w & & oF H [4,5-b]73] ok -5-5% B
Z B ; MS(ES): 403 (MH");

3-(4-X ¥ e A X T & X )123,6-m & & =F # [4,5-b]7] & -5-% B&
Z B 5 MS(ES): 465 (MH");

3-5-F A A 2-7 £ X P £ )1,23,6®@ & & F # [4,5-b]%] ok -5-
#% BR ¢ & ; MS(ES): 436 (MH');

3-2-i2 A -5-F £ X 7 & £)-1,23,60@ & & °F 4 [45-b]73] 7k -5-%
B ¢ B ; MS(ES): 453 (MH'");

3-(4-F A 2-F A X 7 e £)-1,23,6-m & & °F 4 [4.5-b]%3] *k -5-%
B ¢ & ; MS(ES): 409 (MH'); %
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3-(4-T sk A& K T & % )1,23,6-m & -F oF ¥ [4.5-b]5] Kk -5-% B T
B 5 MS (ES) : 403 (MH").
x #75
BF M A A7 & & % ik £ 8 4 (TR-FRET) 4% 2]
TR-FRET #% | 4% A T it % X # 47 > B 8nMGST-# xR £X %
B IBD( 42 A M HMK-SHEBEE  AEBLERLSEHAEFR|
XxHRLBESIRFE(ARALIREXTHZIELR

BR
244-471)) ~ 8nM 44 #Z # Z 4% -GST 3z 8¢ (Wallac/PE % 4 #} £ ®

CatAD0064) -~ 16nM 4 # % -SRC-1 ik [S-4 4% # -
CPSSHSSLTERHKILHRLLQEGSPS-CONH2] - 20nM APC-SA[ 3| # ¥
# % 96 48 Bk % 8% J(Wallac/PE 4 4 #} 4 Cat# ADO059A) /£ FRET #
| 4 #7 3% (20 mM KH, PO, /K, HPO, (pH 7.3), 150 mM NaCl, 2 mM CHAPS,
2mMEDTA, ImMDTT) & » A& ibo B LT > A384# %
B  EEBRTRE24)DHF - EALLSH R > A AZEHE
BAERLS AN REHE AT REMGESHYLER
 ABE R K SEOISE M KIS E MK R B K Kk B33
ZMRTRAF o
£ 4176
3+ B # R &a

MAEETHFREXSRENRIAALAB LB EF T
o ARHSBREW2UIE BCVIFEMNGEHE TR E X >
AE R KRBT B HES - mpfE AT EARARE G L
 CMX-#8 i REX ST HB(2 EARAER EX % 8) CMXRXR
a (2 k A#RXR) » Lucl2 (ECREx7-Tk-&& % & £ 88 ) & % & %
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B 2 & F £ B M 2 4 (4% B WOO00/76523, Venkateswaran % A,
(2000) J. Biol. Chem. 275 14700-14707) - 4 Bl CMX- 8 * $L 4 ¥ 8% %
AR #8888 LHRBaE HEAZIHSBERBS
DOTAP (Boehringer Mannheim) ° #% %= g% vA DOTAP/DNA g & # 3 %
ShEF > R K Emp EREZCAATRAFALEY
296 X384 AR L — @ L o EE B HEIS2 0 &
207K BB 42 # B (196 triton X 100, 1096 H & , S mM = 5% & # & &,
1 mMEGTA,25mM 4 % 8 ,pH78)t tm p 5 % » £ A A & A& %
B # A 4 # & (0.73mM ATP,223mM 4 % & ,0.11 mM EGTA,
0.55mM & % % £ ,0.15mM # & A, 0.5 mM HEPES, 10 mM %% B 4% )
% T AR EE k3 R E B E (PE Biosystems, NorthStar 3% 3 % )
Lo g RERIBAERAAKY  EEARAFESIEML -
x #77
RN R
AR ETERYEABRARAERAILEG D ZERAD > HHY
BIFPHAE D ZE - RBE EARRAE - AN KT
BB Tk £ms - SAEMCSTBLOEX R (n=8)# & v & # &
B A B XIS RE  AREEAARTENET @ &
W EREE KOk h HhoBERE - RE EHHR
%5 PR ELAR EoHNBEEBER  ERRAR H
- F oW W R E S Bl it B - HDLJE
EBAG N84 F HARAKFERRNA ETHHEZE
BPBPCR > # M L E2R2WABZIHAGF - AR IREIRE
XewzE2atRRAGZLE -4 THARBABRRRT & AR
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PR (EEREXZE )RCTBLOFH 4 & # B4 -
LUBRCAYH e EBREEABEITE > a2 kD
BEEAE S8 EHHRALEY —B > £ EEMEHR
P BER R ETSLE - fHCSTBLOE & 0=8) 1% & B #
e EEAE RAZH RS - £ FHXFE MG EF -1 X(
A orm) F1 -3RTRER -ABREHEFHK =
R B A EZIEFTR EREREZIR  EHY
R TREAS BEoNBEGBER S REARALR
BHE—F e e > M BEZIRBESH ZiEEEE - HDL
BEBAHGZEELE  HARELBERRNA S #£HEEY
ZEHRHBPCRAVEZRNABZIAG - I ITRAER
FXc RO ARAFZIE K THARLBEAKERFTRA
MBI M2 R MCSTBLI6E £ B # B a o

febhir s BEERKZIFS GEedEERTZIERR
BEEBEZEERER BBEMHAIEZRONDES o BEER
o BABRAGB KRS BETR - AHRERIFZTR
oot awr FCLHERSERPH-— & 45 4 8
K BHBRHAAKETLELAEBAYMEL BET @2 8
Al B R - R BREEERE EHERBBH R - 8
EREREELABEEER R4 E8E > T EAZRBAEAKRIH
R BB EZIL O RAFERERN Y REZEE

[}

i

FE
ARXTHBFEERLOMIARX  GEFLEF - £
W i

i $ HRFBEBRALLEAB L EERABERRAIG YD
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BAT A H S8R BEEELSEZRS - FHAANEG
BREARHIBL T L& - BK - v EIEFHERYF
' 3CAZ R X T AL F A-1236-w & -K oF # [4,5b]%
RS- B LEA£01-I0E L/ AF T #BRE — Kk Ba&
— B GEERER LTI ZBELE -  E108 45 /2 F
T - H#ORERE -8 L RLBEEHEREKR A LE
$ELRHDL-EE B 4S8 - A o fLEESELE L2 BK
 THBAANEFTER T o K IFHDLIE B 85 2 88 F B 1K -
AR B AR BBREACZIGHERT o e E
BAEBR(SEVFEREEEBRAALRR)IKEARKES 8
% Z £ K @UDLR') ¥ » 3-G4 = R X F a4 )Ll-= 7 £ 1236
MR- AMBSDIEIRS- KB LE > AIOEA/ART &
AARE—B& R FRAFAFKLEH Y =8 ELN0%
o fn MU IERE B S F K FAKE~S09 0 A B R R E %A
E B EFFHDLEE BEIEK - it R A & EBEH K
EHABERETEHMRICHI-RARXT@ELE)»LI-—F X-1,23,6-m
B -8 7F 3 [4,5-D]%3 K -5-% BE T BS 6 B oMb ik o
EBEERREBELEREIGHYHE AT > #lod/d 2 & > &
RBEES>HHBEEARAREBEEFD —RA3-CA— R X T i A)
1-=— % % -1,23,6-9 & -5 °F 5 [4,5-b]7| "k -5-% B . B * £ 10 &
A/ AR ThE—AmEERE BHERALEHE Z6RFE
HDL & Bl 82 X #550% B 16 - AR BE X+ > FaAR L a g
BRAeE®g Lz Rk o
THTSRT6Z & R

& RE B B
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#MiERFEXZH /ECREX7 &% B & # # # (£ #| 76) 82 TR-FRET
AR (E #75) % & » T R vA B 5 BECso/ICso 1 » ¥ 42 4% 38 3¢ »
EHMASHRZEFHRRWHNBEIL - HRBEL LIS H
A& H B (# £ A ME B - CDCA) & 15 # % @ (DMSO / & #|)

ZEMR BHMEORIKRGETAARELZRZAIRAHKEL
Z 8RR WMBL EL - BB ERTHFABIHAKREEZIBH T8
- BBEZHRLEMNART FAEKXE L
Y =& 3 + (T8 & - J& & ) / (1+10°((LogECS0-X)*3% & 4t %))

B st » BECso/ICsof2 M T £ & M S &l R 3 & 5] & T & (K
R)BREFR(EABLI)EAHMIFSEOTRZIEE - AT X
ECso/Csofii % & 2 Y3 RB 2 KRB P34 - EH A2 Atz
BRHRAR T REDHAREETAERERZIR

MRAEE  HRADRGEHNLALSHEDRE R T
EE -

MAZRE R > BAAFCDCAT M E3B4FA R EH F > &
Sl e & - B MAEHERA 44 9% » 1% 5 CDCA & &
WHZ—MHEE - ERFTHF > 100% ¥ # 1% % 7~ CDCA X &
HELRBEEARLE AR EBEHHRLAALMEEDMSOA £
T 2 4|l & M o

ARXFTHBFTRLEMNIAZIKXKENILEGY  EE ) —1BL
#Ho# B F 3 B8 T E M (BCso & ICs o1& 7 10 M) © X 3 4 3 £ 1&
AIUMTETEN ~#Floo THRAZILAHEE G £ R
BERAFETE T HEATHEHEHETHE > BHMKHNAL1uMEC,
» B & #1009 2 %
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34-# X 7 & & )-2-F £ -1,23,6-@ & & =F 5 [4,5-b]%] & -5-% &
iE -7 B

3-B-A K T & £ )-1,2,3,6-19 & & =F # [4,5-b]%] %k -5-% B ¢ &

3-(4-# K F e & )-1,23,6-09 & K vF H [45bl3l =k S-B B ET A
B R 5 R

3-(4-#0 K VP EE A& )-2-F K-8 & -1,23,6-m & & =F # [4,5-b]%3] =k -

5-% B E -% & -

THRFZILEG Y TR ITAXFTHIEZ — K % #EERI B
REEEN  HEBETHEHAH SN B F KA 10nMECs, » A

X # 10096 o 3k -

34— A XK F & A& )1-F % -1,23,6-1@ & & F # [4,5-b]"3] =k -5-
% BT &

3-CA-— A X T E & )11-= F % -1236-w & & °F # [4,5b]3 =k

5-% B T 8%
3-(4-7 K F EE A& )-2-F % -1,2,3,6-w & K °F iF [4.5-b]73] vk -5-% B&
BT AR
3-C4-— B X T & & )Ll-— F £ -1,23.6-m & £ °F # [4,5-b]7] &
S-HEBERE R

3-C4-— FLE F i £ )1-F & -1236-17 & & *F # [4,5-b]%3] & -5-

TR ZILEY  TEIGAXFTHALZ — K % 4 F 585
wRlERE S HBETHRAEM LA ICs &4 100nM # 100
% ¥ #

8-(3-% A K -1-F KMk X )3-(4-A X F & & )LL-— F %-1,236-
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W & £ °F i [4,5-b]7 vk -5-F% BR T &

3R ETEAE)LL-=F A 8(1-F & 3nteg-2-K F EKE)
1,23,6-19 & £ °F # [4,5-b]73] "k -5-% B T &

3U-AETPTHRA)LI-—FAIERAKRTEAE R L-1,236w
8 £ °F 5 [4,5-b]3 K -5-% BR C B S

8- A ABTFTEAAAIUGARXRTEL)LL-ZF X-1236m
& R oF A 4508 R-5-HRE LB A

3U-A A FELA)LL T A ER 2R TEABRTEEAL)
12,3,6-19 £, & °F # [4,5-b]73] *k -5-% 8 T &

TR Rl 2o $EEAXFHEZ —RFEETHIS
WAl kR T METH MRS A 0 A A ECso it ICs & #
200 nM $ 10-309% 2 3% & 70-9096 47 4| :

- LA M THBAAAIUGARXRTEL)LI-ZF £-1236w
£ £ =F 5 [4,5-D]] K -5-H% B T B S

3-(4-8 K A L= F & 8G-F Aot 2-X 7 AK T &
£ & £)1,23,6-m & & oF 5 [4,5-b]7] K -5-% B T B

3-(4- £, A)l-=F A -8-Qubte-2-K - AT AR

P

gwgwwag@#mmw%dﬁﬁaﬁ:
%

pil

-(4-FL A FEa A )LI-— F A8 -2-%-F AT K
»-1,2,3,6-m & F F # [45b)El "k -S5-HR K L& A

AR ETFTHA)LI- P A SR 3EATABETELEAL)
123,6-m & £ =F # [4,5-b]w3] "k -5-% BR T & -

BABEES AR ERARLEFMEM IR KARAHLE
RERABXAMTFHFEIANEBZIES -
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AKBEBPAERBLLLAY  BAASHWARARNTHRELEZ FTE - %
ETz GRS asY o AAARNTEEFTML
ZBRAALE FHIAREIBEIMBEZITEETHER BB

ZHRBRBREZ —RSZERHK -

B EXEABE

Compounds, compositions and methods for modulating the activity of

receptors are provided. In particular compounds and compositions are provided for
modulating the activity of receptors and for the treatment, prevention, or amelioration of one
or more symptoms of disease or disorder directly or indirectly related to the activity of the

receptors.
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