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AL AT u— VT VNV EEEBERRILERL, SIREME, AL AT e— ) VILE, &
NIZ VIR ILE, FREARBERE OFB XUIIBE, Fric, T naxz A LA AL
AT a— VTNV EEBBR A E T A LI IV al AT u— VA K TEES
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ol E~_Ih, GT—102— 2790 ZE T o, TN LB ERNT AR —
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VT RT NVAREREZ L Y PESK L Tid, PNU—107368E, SC—795, JTT—70
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BRIV RT 77— a7 A HEK, URF U —EBHER RI7T Vi Fdy
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FLESE, AT RLUFUREE, o — TRV T U F TS =2h g —TF
VIV BRT T = AR, R— 330 TH =R, BT /ARG EFET 2T =2
Y T BT A=A H —ERII T U FA= AR, Lo ATV
VTFU VT URRIE VT URBIRT =AM AT AN F RS ERT I =
Ah(FHZMC3 —R7H=RAh, MCA—RT7 I =RR) |, a — A= HIRHREARVE
LIAHAY =T URT VT BI —LF 2L —F RNV ATV TR v mH =—2 23
EVTRAZF T AR, ANV =2 ANV = BAR T BB T TR, R
Ry Al VA= T AR (FHZCCK—ATE=A}L) | a/vFabab’ i

RIVEY | a)Fapat’ s HRVE T EE, v Fabae’ s HRVE TS
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=N, vaan gy IvhAREF U I RAZTF URRRRIR, v NAZ T U R T
d=Ah, FHRET T =L — b 77 —BIGHAL_TF R BB ER T, Y
TV—=a—hat'yr 7772 — Aot BHAVEY | Sa—aT v Y
— N\ ma—a RS FRY T U FIT=AN, PYY., AEFARRFFRT L FT =R
M HFG=o T o B =AM, AF=y —a v AT A TRVEV SRR T 22
AR, T/ —F R HAEK, AL U R BRT AT ANERET BB,
BARMNCIE, B/ 7RI EREL Tk, v VU R VEREIT B, Tab=
VR ERE L TiL, BT 7 AT 2 I NVTI | T T NTI | R T
T, VAV IVERF VI WA NIV ERET N, kab=r T =R
"L T, AN T E () INVT 2 T NFGIVERZRET O, VTR FU
WINPREKE L TiL, 77 ued, GW —320659% 15, VT RLF)v
HIRBEIREL Tl mY 7T 5 YM—992% 5356 b, B —7 FLF UL 54k
TA=ARNLTE, TV 72y THXAMNAT VT2 H | T2 T A RURT
THIV ABT T 2B T DVANGV Y TV ARGV VTS ar s
Tz TaN )= VTR oas S Ly P RER T O, R X3 7T = X
LLTiE, ER—230, RFLF v AV BT aE IV F o ngifbh, e
ARSRET L Z#T = AR L TIE, VB FAUMERKITOI, v — 7RIS B
T AT =ARELTIE, T~ —MERZEIT L, Hg—l:;«&'i‘/?’:/&:i‘:xbkb’c
IIGT—2394%BH TN, LT TV VL FUERIEIILV S F U2/ ETI=
ARELTIX, LY — 35510183 ZiF b, aL v A =07 =AM (RrIiZCCK —
AT7T=AZ}F) LLTiE, SR—146131, SSR—125180, BP—3. 200, A—71623
. FPL—15849, G1—248573, GW—7178, GI—181771, GW—7854, A—7
1378ENHEITF b, =a—aXTFRYT I AR L TIE, SR—120819—A
. PD—160170, NGD—95—1, BIBP—3226, 1229—U—91, CGP—71683
. BIBO—3304, CP—671906—01, J— 115814413 %F b5, RAIIHIZRX
BERIA . MTHERESL B | BEIRAMES OHE., IERGE, SIRILE, M=l A7 m—)L il
e, MR ZURINIE, IRE MRS, 77 o —AEBIREE(LIE, & fLE, 5o 1
PR, VI, @ RERIIE ., 8 DT85 U, KR, PO BT RIC
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[0074]

[0075]

[0076]

[0077]

BIFBWNE 7 IR FEMA T F RO &R I E T 2Ltk > TR
REMHIL, BT FX — 2D S D00, ERED T IR FICFEL
W,

ToVFT U EREERILEREL T AT NI VAR T T TN T
FTeTINV R T FTIN, FGITIN V)TN EIRAIT T IV, HR~TE
TV waF TN —KF, TG TIN Tx Y ) TINVFRIT A SRR YL
TINT IV B NFTYNIN LT B BEx T TN HRACT TV ST
EHTVN NFURTTIN ST )TN L, TV (moexip
ril) , Lo F T FPINERETDND, T VAT oy R E KT, BRI
PEADHIE. & ILE DB SUTIERITAFEL Y,

T PR FH—BRREKEL TL, A<M F—k MDL—100240, 77
NIV (fasidotril) , %A/ SN 5 —h, GW—660511X, IF 47UV (mixanpril
). SA—7060, E—4030, SLV—306, =AU RN NVERZEITFLND, TP R~
T —ERLEIIE, FERIRIES ORE. & ILEO TR SUTIRRITAFELL,

TV TV AR BEEREEL UL, AT HAF L X' TF OV, ATV
ZoivFx TN S eRaraaF TR, ab v E VT b AN T o) H
VN EY CFAIPNE ANAYLEL EXP—3174, L— 158809, EX
P—3312, ANAPEL Z)PE KT—3—-671, GA—0113, RU—6427
6. EMD—90423, BR— 97018033 % (T bhd, 7o VAT VIR B RETEK
i, BERFEADHE. B MLED TR X IIIRRICAFEL,
TUREYEHREERIEREL TiE, CGS—31447, CGS—35066, SM—197
12033 b, =RV BRIR T #d =AU Tk, L— 749805, TBC—
3214, BMS—182874, BQ—610, TA—0201, SB—215355, PD—180988
U EIRHE NI A (sitaxsentan) , BMS —193884, # V24 (darusen
tan), TBC—3711, RE &>, T8 ZF R A (tezosentan) , J—10413
2, YM—598, S—0139, SB—234551, RPR—118031A, ATZ—1993, RO
—61—1790, ABT—546, =25k % BMS—207940% 1351 bN5, Zi
BOIANT. BERFIEABHE. & MEDFBE UTIBRFELL, KT, SIfLED
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[0078]

[0079]

TR SUTIRRITAFELL Y,

FIRILL T, 7anrFZIUR | ARGV o 7aXvF T VR, NIZaVAFT7UR,
vRaraud7 VR, ERu7Z A 257 VR, XvFareRarand 7R U7 T
UR, AFIaF TR AVFRIR, NISIR | AT VUR | TV RIN, =F 7Y, b
TEIR | EVE=R, Ta®IN| TAF =R AF 750 BV BBAVD A, A )5
IR NIT BTV TIIT74V Ry 7V #=2  LLU— o, PNU—80873A
AVINAVER, D—vr=h—L, D=YAER= TNATR—R TVEY TR
VIR, AFVFIN, FR—179544, OPC—31260, V¥ /7% (lixivaptan) .
WIga = N\TEZ BT oD, FIRIIL, FERBMESOHE, SIME, 5o LR
2, FFEO TR XITRERIZ, F1, R EZ NSO LIV EAR TS
720, RIEEZWET D720, GILE, SofPE AR 2, FREOF B TR EFEL
[N

IV MEFIELTIE, 792U 0, B h=Ur W= o
ANV HBAR =V RV VU STV =h
LUV 2TV SRV TauaPe s RUNMET Aad | ST
UV HEBU VU ARGV ATV TV FUVR
VBNV LINTURY  EBRUNTF T BA, SVAVBRIV T TE LA,
W RFGX =)V S—NIGX—)V T 7 AV )V WA TV R asx
INVERFTON, MEIEEMEREERELTE, A7 3R, N T 500 g
ERIGTGU | ARGV TRITGUERZEIT I, RERRERTEREL T,
BT ERAT0— )V RT3  WRT TV W T TV AR R
P BT aSS a— ) TF a— )L BABAN aa—L LR —
NV, =T 7va—)v gt an—)L ReRe—)L HRAZE Y a—)L EUR
o— b RS — S a—)L IR ha =)L v LA U R e —)L | BRIV
FTAa—)L, T ARREY S aa—)L wal e Ra—)L =50 — )V ik
L7 ha—) T T ha— v R Y a—) FRe—)L UFE V)L
AVRIIERFEF DI, PREREREL T, VAV ERETON, o —7
NIRRT T =AM LTI, iR/ u= | AF VR CHF —1035,
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[0080]

[0081]

[0082]

BT T TSR T T 77y BV =Y (moxonidine) , B7 =% TV (1
ofexidine) , HBZ V¥V — VERZFTOND, ZNHDOIEANL, & ifLED T X
IXIBRITAFEL,

Hifn/MRERE LTI, i raeyy  DEUAE—L SURES —)L Ay
MRF )V HIRINRT VT — b HROT BT FoE DN NFTTaANFRT L
 TAREVERZET O, Pril/ ML, 77 a— AEBIIREELAE ., 5o fiO
REDFB XITIRBRITAFELY,

RBAERERLL T, 7TaF V)= XV TV )= T2 T FYAFyMER
T O, REBEEIEEIRLL Tk, N AT avny | Fapxy REREFHh,
RTNVAVIRELTIL, REBAF T NI A, T BRI L, 72T U L%
BT BID, ZHHDIEFNL, BRERME . 6RO T B IR EL,

Bl ziE, AR A GO THEATIHA . FERIROTH XITIBERIC
BT, ARV 2RI, 77— PER, o — 7 NVar ¥ —LHER
ETTFANE, ARV IR, ARV SUIA RV iR, 7V =
VRBRT o BAZAR, ARV R EEF T —BRREEE, NIRRT FONRTFH
—PIAEK, VT FIONRTFH —PIVILER, 7aT A Ful VimAT 74
—¥ —1BRLER, ZValF Vi RmAR)T—EHER, S Va—R—6—HRAT7yH—F¥
PLESE, TNV Ih—RA—EAFRAT 72 —BHER, AT eRuly - —EiHE
I FFERAEREEK, D—bAuf /v, TVar SRR T —8 —3fFE
3K 118 —eFaX AT RTEeRus F—EHEE, ST T FR—1,
TNHIANGRTFR - 1FRIK, TN T AT FR—17T =R, 7, 73
VAR, 7V T = AR OVRBIIHIER KR 5HE N DIRIRE N D D72 Eb 1
FOIEAN LA DEDODPHELL, ARV EZ I, 77— PHEK, o
—INavZd—BHEE, €7 T T ANE, ARV GIMEEE, R SIAY
AV BRI, SN I TG RET BT AN, AV AY SRR — BRI, b
YRTFFONATFF—RIRER, VT FIONTFH —VIVILER, 7a7A
IV RAT pZ—E —1BEHEK, 7Val U RARY T —EHEEK, S ra—2X
—6—HRAT X —VER, INI A —EARAT 74—V ER ALV
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FerusF—EBERE, RS ERER. D— M /b ZVar Rk
BERFE ) —¥ - 3MERK, 11 8 —eFudixFufRFerasF—YRER, /v
HAUENRTFR =1, TVHIEST TR — VIR, TN T AT TR -1
TIA=AbN, TV TIVAHRE R T IV T I = AN R DEENORIRE N B
REHIFEDIAN LG EDLDBEITLFELL ARV HEFRIE, TIT—
ERHEIE, o — I NatF—EHERK ©7 7T AN, ARV MEEIRE R Y
AV A AIA YV AV FiR R L0 72 DB DRIRESN DD 72 EH 1D IEFN LHE
DEDDOPEBAFEL Y, FIERIC, FERFMEE GHED TB XUTRRIZIW T, A
VAV RN RIE, TIT—VEE, o — T NatF —BHER v 77T AR
W, ARV UMEEIR, A2 AV AIA VAV HRIR, TN /AT 5
T=Rb, ARV REEF T — BRI, AT FONRTFH —PILEFEE,
URTFONRTFH—RIVILEEK, TaT rFal v RA7y4—¥ —1BiLE
I TVaF U RAR)F—BHERK, S Va—R—6—FRATrZ—PHERK, 717
AV RAFRT77& —LBREEK, AV T eNar - —EHER, AL
FREIE, D—HhAaAf /o b=V, ZVar SRR —¥ —3fEHEK 118 -t
Fak i RA7u N reralr F—BlHER, SADITARRTFR -1, TA DT %
XPFR - 1FRIR, TNVITAERTFR— 17T =R, TV, TIVHRA,
TV TA=RR, TAR—RETOEERILER, AR LEEM EESR, 7 a7 A
xR —EBCHEFEE., v —TIUBBZERT o FA=Ab, FNITLF Y RVT
FA =AM Bn'5 N FNF— « BfEEE, [RERRICEREER, N—T7eF b —
a =V Ih=T VR =TT FHE —BHEEK, ARV HRRER T 1, fi/MR
HORECR KT, ML/ B SRR R 73k i, BB 7 AR R R 7, L
=FUFHER, UV, 5-eRudy —1—AFLeF b EGB—T761, B &7
)V AT F IR Y — 128, ILRHE H T, ToUFT U BRI E R
R RARTFFHE—PIER, 7o UF TV VIR R RETER, U R E
BEERILER, =NV RZFRT U FT = ZNR O RE L2580 DBIRSN
DK EBIDIER LB DELDBFELL, TNV —RB BRI EE, 7
ATV EREERIAER, T R T —BIEE R OT VT v
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[0083]

[0084]

VBRI IR DB DIRIRSN DD 72 EH 1RO IR LA D E DD N E
IZEFEL, F2, IERREDO T B SUIIRIC BT, ARV VRS R EE, 7
IT—BHER, o —INalF —BHER 7T T AN ARV UMERESR
ARV NEIA AV TN T RIET o ZA =AM, ARV B
F—BHIEIE, NIRRT FONRTFF—PIREE, VT FIONTFH—E
IVELEIR, TuF rFuy  mA777—¥ —1BLER, ZVar R AR)F7—+8
FLESR, 7 Va—R—6—RAT77Z—BHEK, TNV Ih—A - RRRAT 77 —¥
FLESE, e BT eRayF—BHEE, AR EE, DI/l /v h—
W, TVay oA EERF T —E - 3fRER, 11 8 —eFaXx i RTFufRTFeRus
F—EEE, INATARRTFE—1, TAVHIT T FR — 18R, 7V
HALRRNTFR =17 A=Rb, TV, TV EiRIE, 7V TI=Rb, B —T
RLF U R BRT T = AR VRN ZR IV 2 DN DBRIRSN D<K EH 1
DIEFNEFABDOELDOPIFELL, TIT—EBHEEK, a — I Nai ¥y —EHEK
. B 3—TPI/ﬂ‘UV%ﬁﬁi'}’ﬁ‘:‘%b&(ﬁﬁ@kjﬂ]ﬁ%ﬂ%iWxéﬂiﬁ%i@?ﬂéhé&\fx
EH1IREDOIKAN LB DOEDLOBFIHFELY,

F e f5il

AP DR E LUT O ESEH K ORBRE] CEOICHEMICHP 7225, AFPI3%
DHEIZRESNDHDTITRL,

B2EFI1 37T —4—AF NV —1— (Mxy—4—2VF=)V) —1TH— AV F—
%

4—AF ) —1H— A F—/V (2. 53g) DN, N— U AF LRV LT IR (20mL) Ik
K T Th5%7KFE{LT MDA (0. 88g) Mz, FIR THRMIHER LIz, 24T
FIR Cp— MV AN FR=/L7alR (4. 04g) Mz, iR C2RRIHE#R L=, X
JNEAY%E 1mol /LIEMHICHIT, V=T N —F VTRt L7z, fhitikz K K&
OMaF A CIERGEEL . KRR TR D A TR | IREAIE FTICEEL
Teo WL VTN IT L0~ NI F7 4— (BB n—~F ¥ FiRTF )V
=5,/1) THETHZLIZIY, 4—AF L —1— (M —4— R KR=)V) —1H—
AVR—)V (4. 99g) BTz, T AEHALAT LV (100mL) IZIREL . Sk T TR (
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26% HWALATFLUWIK,. 12. 62g) 2T FL. FIRICTL5 MHEERL 2, Wit
BETICEELZE, BRI IV DT 0 T T7 41— (BRI : n—~%
Vv EBiR T NV =5,/1) CHRELE, ZhEn—~F o —V2FNL=—T )T
fEeb L, AR LT, A n —~T 0 T L%, BUE T CHETAZ
LTIV, ER LAY (4. 8g) BTz,
BEH|2~4
T DB EZ VT, BB HILLRIRO FIETHERLE,
BEZHI5 3—(2, 3,4, 6—FhF—0—_UV)— B —D—INar’s /i )L) —4
—AF ) —1H— AV F—)v
3—7uE—4—AFN—1— (P x=y —4—ANVE=)V) —1H— A F— (2. 03
g) DT rFeRu7Z (20mL) WIRIC—78°C Tn— 7 FAVF 7 A (2. T1mol /L
n—~FHUBIK, 2. O0mL) 2%, FR T30 MH#E L, ZHICFEIR T2, 3,
4, 6—Thr7—0—_VN—D—FNa/)—1, 5—F7bh (2. bg) DT FFeRur
Z2(8mL) WiKAE Nz, FIRTLO53 [, k& T CLR IR L, KISIRAI i
RHAL T =0 DK E N Z, V=FN=—7 )V CHIH Uz, fhitiga fafo iR
fiR7K 8 NI LK ISR K Oafn R K CIER BEE L, EAKARER TR Az
%, WA WTE FICE E U, BIEE VYA N AT L0~ T 57 4— (WAL
n—~FY¥v BRI F N =5,/1~3,/1) TRERETHILIZLY, 3t DA (
2. 76g) #1372, a7 Eb=RN/L (33mL) IZ¥AfEL, N=F L+ T2 (1. 07mL)
EMzI-%., —15CTET7 bRV FE - V=F L= —T L5 (0. 46mL) M A,
R T 1553, SR T304 MR LTz, SFONRAMIT20% REEH VY LKA
mz., VeFrz—7 VTR Uz, SR E K & O fn &K CIERBEE L, 1%
KRAREE T ND TR | WA E TICB E L, BEE YT N AT L0~
T 7 40— (W n—~F P S BHRTF NV =6,/1~4,/1) THETDHIL
29, 3—(2, 3,4, 6—Th7—0—_VNV— B —D—FNabt’T i) —4—R
Fr—1—(Mvmr —4—AVE=)V) — 1TH— AV R—)V (2. 45¢) 2457, Zha=
% )= (30mL) —FhFeRur Ty (15mL) IBAREHTIEMEL ., KLY A (3
. 4g) ZIMZ. 50 CTREIIEL T, JUGIREA Y% 1mol /LIERE (70mL) TZdHiT
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. BT VTR U, R E K R Ofn ek CIER e L . KAREE Tk
U NCHRR WA TE TICB E U, BEE VI TNITLIa T TT 4—
WAL n—~F Y BRF NV =4,/1~2/1) THEETHZLICLY, i
{b&4 (1. 66g) 4372,

[0087] Z#1{l6~8
i3 BB Z VT 2B BISLRIRD FIE TR,

[0088] ZE 41 ~8DILAEMDREE K PNMRARI MV T —F &R LR T,

[0089] [#1]
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#1

No.

'H-NMR (CDCl,) § ppm:

&5k

2.35 (3H, s), 2.73 (3H, s), 6.99 (1H, d,
J=7.4Hz), 7.15-7.3 (3H, m), 7.61 (1H, s),
7.7-7.8 (2H, m), 7.85 (1H, d, J=8.4Hz).

BEH2

2.35 (3H, s), 7.2-7.35 (3H, m), 7.35-7.4 (1H,
m), 7.45-7.55 (1H, m), 7.62 (1H, s), 7.7-7.8
(2H, m), 7.95-8.05 (1H, m).

BEHIS

2.38 (3H, s), 2.55 (3H, s), 7.08 (1H, d,
J=7.4Hz), 7.15-7.3 (3H, m), 7.37 (1H, d,
J=7.5Hz), 7.5-7.6 (2H, m), 7.85 (1H, s).

BEpHa

2.34 (3H, s), 2.43 (3H, s), 7.15-7.3 (4H, m),
7.56 (1H, s), 7.7-7.8 (2H, m), 7.86 (1H, d,
J=8.5Hz).

BEHI5

2.74 (3H, s), 3.6-3.7 (1H, m), 3.75-3.9 (5H,
m), 4.04 (1H, d, J=10.6Hz), 4.45 (1H, d,
J=10.6Hz), 4.51 (1H, d, J=12.1Hz), 4.6
(1H, d, J=12.1Hz), 4.64 (1H, 4, J=10.8H2),
4.81 (1H, d, J=8.9Hz), 4.85-4.95 (2H, m),
4.96 (1H, d, J=10.9Hz), 6.8-6.95 (3H, m),
7.05-7.4 (21H, m), 8.13 (1H, brs).

BEp5l6

3.6-3.7 (1H, m), 3.7-4.0 (6H, m), 4.32 (1H,
d, J=10.4Hz), 4.5-4.6 (2H, m), 4.6-4.75 (2H,
m), 4.85-4.95 (2H, m), 4.96 (1H, d,
J=11.0Hz), 6.8-6.85 (2H, m), 7.05-7.45
(22H, m), 7.86 (1H, d, J=7.9Hz), 8.12 (1H,
brs).

BEH7

2.5 (3H, ), 3.6-3.7 (1H, m), 3.75-3.95 (6H,
m), 4.32 (1H, d, J=10.7Hz), 4.5-4.6 (2H,
m), 4.6-4.75 (2H, m), 4.85-5.0 (3H, m), 6.8-
6.9 (2H, m), 6.95-7.2 (5H, m), 7.2-7.4 (16H,
m), 7.65-7.75 (1H, m), 8.01 (1H, brs).

2EH5I8

2.37 (3H, s), 3.6-3.7 (1H, m), 3.75-4.0 (6H,
m), 4.33 (1H, d, J=10.3Hz), 4.5-4.6 (2H,
m), 4.65-4.75 (2H, m), 4.85-4.95 (2H, m),
4.97 (1H, d, J=10.9Hz), 6.8-6.9 (2H, m),
7.02 (1H, dd, J=8.4, 1.3Hz), 7.1-7.2 (3H,
m), 7.2-7.4 (17H, m), 7.6-7.65 (1H, m), 8.0
(1H, brs).

[0090] ZEH#19~19
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T DR EEZ VT, 3B BILLRIRD FIE TR,

[0091] Z#&HI20 3—FuE—T7—INFua—5—AF )L —1— (MLzr—4—R)VEKR=)V)
—1H—AYF—)v
3—7NFu—4—=baplx (3. 1g) DT FFERE7ZY (160mL) EIKIZ —40
CTr=p~<I 2y L7uIRN (1. Omol /L ThIeRu7I ik, 60. OmL)
EMZ, FIRCLRRIHIR U2, SONBE B b T B2y KB A M A
IR CTIRREARL%, VoF o —7 VTt Uz, sz fafn b7 e
=LK, KR O K CIERBES L . ARRER T R D A TR | %
BEAWE FTICEE L, BEEZ T/ 70 VYA PN HT Ba<h T 57 10— (U
HREE :n—~F > /BT L =19,/1~4,/1) THETAZLIZIY, 7—7
NAa—5—AF ) —1H— A F—1 (0. 96g) 77,
IhE4A—AF N —1H— AV F— NV OROVIZFAWT, 2B 11 LRI 5 1% TR
bz a Lz,

[0092] Z#&121~25
i3 DR E VT B EFI20L RO F TR,

[0093] ZZHII~25D/LAMDIEE KR INMRANRI ML T —F &K 2TRT,

[0094] [3R2]
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#F2—1
No. g '"H-NMR (CDC1,) 6 ppm:
0. : '
25510 ,,-s-"o@’ 2.37 (3H, s), 6.9-7.0 (1H, m), 7.25-7.35 (3H, m),
Q:g 7.57 (1H, s), 7.757.85 (3H, m)
. F. Br '
0. .
S50 ,555@’ 2.37 (3H, ), 7.2-7.3 (4H, m), 7.67 (1H, s), 7.7-7.8
Q‘E( (2H, m), 7.9-8.0 (1H, m)
c1 Br
0. . ) .
SEH11 ' ,,-sfoOI 2.36 (3H, s), 7.05-7.2 2H, m), 7.2-7.3 2H, m),
i ’©:’3 : 7.64 (1H, 9), 7.7-7.8 (2H, m), 7.9-8.0 (1H, m)
Br
°s—o®’ 2.37 (3H, ), 7.2-7.3 (2H, m), 7.33 (1H, dd, J=8.8,
SEH2 m 2.1Hz), 7.47 (1H, d, J=2.1H2), 7.63 (1H, s), 7.7-7.8
e (2H, m), 7.92 (1H, d, J=8.8Hz)
r
o L [1.26 BH, t, J=7.6Ha), 2.35 (3H, 9), 2.73 (2H, q,
BEHI13 N " J=7.6Hz), 7.15-7.3 (4H, m), 7.57 (1H, s), 7.7-7.8
o (2H, m), 7.88 (1H, d, J=8.6Hz)
Br
0.
SEpH14]F ,‘S*T)O/ 2.37 (3H, s), 7.0-7.1 (1H, m), 7.2-7.3 2H, m), 7.4-
‘@Q 7.45 (1H, m), 7.59 (1H, ), 7.7-7.8 (3H, m)
Br :
L) |287GH,9),7.257.3 GH, m), 7.4 (1H, 4,
BEH15| N ° J=8.2Hz), 7.59 (1H, s), 7.75-7.8 (2H, m), 8.02 (1H,
OZZ d, J=1.7Hz)
Br
o L) |235GH, 9, 249 GH, 9), 7.1-7.15 (1H, m), 7.2-7.3
BEHI16 0 (2H, m), 7.3-7.4 (1H, m), 7.53 (1H, s), 7.7-7.85

(3H, m)
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F2—2
No. i 'H-NMR_(CDC1,) & ppnm:
0.
SEH17 / ,,"-’o@/ 2.39 (3H, s), 6.95-7.1 (1H, m), 7.15-7.25 (1H,
@Q m), 7.25-7.35 (3H, m), 7.8-7.9 (3H, m)
Br
o O L) 2.41 (3H, s), 7.15-7.25 (1H, m), 7.25-7.35
SEH18 ne (3H, m), 7.46 (1H, dd, J=7.9, 1.3Hz), 7.7-
(. 7.75 (2H, m), 7.98 (1H, s)
o L 1.05-1.15 (3H, m), 2.3-2.4 (3H, m), 3.0-3.1
&E5I19 ED:%O (2H, m), 7.15-7.3 (4H, m), 7.3-7.45 (1H, m),
(. 7.5-7.6 (2H, m), 7.7-7.85 (1H, m)
e % L) [2.38(3H, ), 2.39 (3H, ), 6.8-6.9 (1H, m),
$EH120 /@;V 7.05-7.1 (1H, m), 7.25-7.3 (2H, m), 7.75-7.85
9 (3H, m)
0% L) |2.38(3H,s), 2.4 3H, 8), 7.1-7.15 (1H, m),
BEH|21 m° 7.2-7.3 (3H, m), 7.65-7.75 (2H, m), 7.91 (1H,
Br S)
o L 2.35-2.4 (6H, m), 2.52 (3H, s), 6.85-6.95 (1H,
85|22 )ﬂj\;’f m), 7.1-7.25 (3H, m), 7.5-7.6 (2H, m), 7.79
9 (1H, s)
0.
55523 | X ,,-Se’n@’ 2.39 (3H, s), 2.71 (3H, s), 6.8-6.9 (2H, m),
QZ@ 7.25-7.35 (2H, m), 7.75-7.85 (3H, m)
Br
BT 2.41 (3H, ), 2.77 (3H, 5), 6.85-6.95 (1H, m),
BEH24 N e 7.05-7.15 (1H, m), 7.25-7.3 (2H, m), 7.65-
(. 7.75 (2H, m), 7.96 (1H, s)
o L 2.38 (3H, s), 2.47 (3H, s), 2.74 (3H, s), 6.85
25H125 y ? 6.95 (2H, m), 7.2-7.3 (2H, m), 7.5-7.6 (2H,
( m), 7.83 (1H, s)

[0095] Z&EH#126~42

KT DI E Z VT, 2EFI5LRIRD GIETHELIZ,

[0096] &#H143 3—(2, 3,4, 6—Th7—0—_pI)V— B —D—7 a5 /i )Lv) —
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2—7NFAua—1H—AF—/v

3—7mE—1— (M= —4—ZRVEH=)V) —1TH— A F— (1. 22g) DT IR
n75 (25mL) IWKIZ— 78CTh— 7 FAVF T A(2. 59mol /'L n—~FH
Wik, 1. 24mL)ZMNZ., FIR T304 ME#HEL., ZHIZRIR T2, 3, 4, 6—7
T—O0—_VNV—D—7Na/s—1, 5—F7h/ (1. bg) DT FeRu7 5 (7mL)
WAz, B CLO4 . K& T CLRF IR L 72, EA W ffuk b7
FoULKBEKENZ, PoF N m—F L THI U, fia fafn R ik 5 1Y
T AKYEIR K OV Fn R K CIERBEEL . MKARER N A TR | VA
JETICEEL, BEELIDTNIT DI T T 40— (B n—~FP
/BHR=TF )V =5,/1~3,/1) CRHETIZLICLY, MIET DMK (2. 2¢) 2%
2o ZHET ER=NV (27mL) IZEMEL  N=F N5 (0. 87TmL) MR T,
— 15 CTE7 bRV F#E T ) —T V5 (0. 38mL) M %, FIRT15%
[, SR TR LT, FUSIEAMIT20% R VT DKEEEINZ, P =F
NV —F )V TR LTz, iR E 7K B O\ & /K CIER YEE L . MK ARIR TR
UL THRR  WIEARE T IS E LT, BIEEZVIAITN AT L0 T 57 4—(
WA n—~ 9 /B —F L =5,/1) THRETHZLICIY, 3—(2, 3, 4,
6—FThF7—0—_ V)V — B —D—F)ar’s i n) —1— (Mo —4—RA)VR
=) —1H— A= (1. 59g) 457, A7’ 7(0. 026mL) DT hF
ERE7 5 (3mL) KIZ— 78 CTh— 7 FAVF T A(2. 67mol /'L n—~FH
VYR, 0. 063mL) &Nz, FR TL55MEERLZ, ZHIZRIRT3— (2, 3, 4,
6—FThF7—0—_ V)V — B —D—Fars i) —1— (Mo —4—RA)VR
=) —1H—AYR—1 (0. 11g) D7 hFeRuar 3y (1mL) k&M, iR T30
SRR, ZHIZRIE TN — I A a B 2l 43R (0. 13g) I1Z.
[ T304 M. iR TR AL, FOMER Wz i b =0 AR
HZHiT, Yo F N —T VTR U7z, fl#E K K O S K TIER Beg L
\ TEKAREE TR A TR | VEIEATE T IS E LT, BB YT N HT LY
v 74— (B  n—~F Y EBRTF L =6,1) THETILICL
D.3—(2, 3,4, 6—Th7—0—_vINV— B —D—INar’Fg ) n)—2—7)v
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Fu—1— (Mxry —4—2VF=)V) —1H— AR — 1 (57mg) 587, 2k =
% /—N (2mL) — 7 oeRu7 7 (1mL) IBAEEICE ML . KRV Y A (79m
g) ZMZ., 50 CTHRERA LIz, JUSEAW%Z 1mol /LR (3mL) H1Z&HiT, FF
i )L CHIH U7z, fhiia K R O e K CIER BE L, K ARER TR
L CHLIRR WA RUE TS B LT, BIEE VTN AT L0 T 57 44— (
WHEEE :n— A~V Fifp=F V=3 /1) CHRIT ALk, ER{baw (3
5mg) ZFH7z,

[0097] ZZfl44
N—INFaX B AVEAIROROVIIAF NI =D REMWT, 25 4143L
RIRED HEETARLIZ,

[0098] ZE 126 ~44D/LEHOREE K NMRARI ML T —F 2K 3ITRT,

[0099] [3%3]
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#3—1

No.

'§-NMR (CDCl;) & ppm:

SE5I26

3.6-3.75 (1H, m), 3.75-3.9 (4H, m), 3.9-4.0 (2H,
m), 4.43 (1H, d, J=10.5H2), 4.53 (1H, d,
J=12.2Hz), 4.6-4.7 (3H, m), 4.85-5.0 (3H, m),
6.75-6.85 (3H, m), 7.05-7.4 (21H, m), 8.28 (1H,
brs)

BEH27

3.65-3.75 (1H, m), 3.75-4.05 (5H, m), 4.17 (1H,
d, J=10.2Hz), 4.45-4.6 (2H, m), 4.6-4.7 (2H,
m), 4.85-5.0 (3H, m), 5.1-5.25 (1H, m), 6.85-6.9
(2H, m), 7.0-7.4 (22H, m), 8.26 (1H, brs)

BEpHI28

3.6-3.7 (1H, m), 3.75-3.95 (6H, m), 4.37 (1H, d,
J=10.6Hz), 4.45-4.6 (2H, m), 4.6-4.7 (2H, m),
4.85-5.0 (3H, m), 6.8-6.9 (2H, m), 6.9-7.0 (1H,
m), 7.1-7.2 (3H, m), 7.2-7.4 (17H, m), 7.51 (1H,
dd, J=9.6, 2.4Hz), 8.09 (1H, brs)

BEH 29

3.6-3.7 (1H, m), 3.75-3.95 (6H, m), 4.37 (1H, d,
J=10.3Hz), 4.45-4.6 (2H, m), 4.6-4.7 2H, m),
4.85-5.0 (3H, m), 6.8-6.9 (2H, m), 7.1-7.2 (4H,
m), 7.2-7.4 (17H, m), 7.82 (1H, d, J=1.7Hz),
8.16 (1H, brs)
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F3—2

No.

g

'"H-NMR (CDC1,) 6 ppm:

BEHI30

1.21 (3H, t, J=7.5Hz), 2.66 (2H, q, J=7.5H2),
3.6-3.7 (1H, m), 3.75-4.05 (6H, m), 4.32 (1H, d,
J=10.2Hz), 4.5-4.6 (2H, m), 4.65-4.75 (2H, m),
4.85-5.0 (3H, m), 6.8-6.9 (2H, m), 7.0-7.2 (4H,
m), 7.2-7.4 (17H, m), 7.6-7.7 (1H, m), 8.03 (1H,
brs)

£EHI31

3.6-3.7 (1H, m), 3.75-3.95 (6H, m), 4.35 (1H, d,
J=10.4Hz), 4.5-4.6 (2H, m), 4.6-4.75 (2H, m),
4.85-5.0 (3H, m), 6.8-6.9 (3H, m), 7.0-7.1 (1H,
m), 7.1-7.2 (3H, m), 7.2-7.4 (16H, m), 7.7-7.8
(1H, m), 8.09 (1H, brs)

BEH32

3.6-3.65 (1H, m), 3.75-3.95 (6H, m), 4.36 (1H,
d, J=10.4Hz), 4.5-4.6 (2H, m), 4.6-4.7 (2H, m),
4.85-5.0 (3H, m), 6.8-6.85 (2H, m), 7.04 (1H,
dd, J=8.5, 2.0Hz), 7.1-7.4 (20H, m), 7.73 (1H,
d, J=8.5Hz), 8.08 (1H, brs)

BE4I33

2.46 (3H, s), 3.6-3.65 (1H, m), 3.75-3.95 (6H,
m), 4.31 (1H, d, J=10.4Hz), 4.5-4.6 H, m),
4.6-4.75 (2H, m), 4.85-5.0 (3H, m), 6.8-6.9 (2H,
m), 6.9-6.95 (1H, m), 7.1-7.4 (20H, m), 7.73
(1H, d, J=7.8Hz), 7.97 (1H, brs)
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#3—3

No.

g

'"H-NMR (CDCI;) & ppm:

5EH134

3.6-3.7 (1H, m), 3.75-3.95 (6H, m), 4.37 (1H, d,
J=10.3Hz), 4.5-4.6 (2H, m), 4.6-4.75 (2H, m),
4.85-5.0 (3H, m), 6.8-6.85 (2H, m), 6.85-6.95
(1H, m), 6.95-7.05 (1H, m), 7.05-7.2 (3H, m),
7.2-7.4 (16H, m), 7.55-7.65 (1H, m), 8.27 (1H,
brs)

BEH|35

3.55-3.7 (1H, m), 3.75-3.95 (6H, m), 4.38 (1H,
d, J=10.6Hz), 4.5-4.6 (2H, m), 4.6-4.75 (2H,
m), 4.85-5.0 (3H, m), 6.75-6.85 (2H, m), 6.95-
7.05 (1H, m), 7.05-7.4 (20H, m), 7.7-7.75 (1H,
m), 8.3 (1H, brs)

$%55I36

1.37 (3H, t, J=7.6H2), 2.87 (2H, q, J=7.6Hz),

3.6-3.7 (1H, m), 3.75-4.0 (6H, m), 4.33 (1H, d,
J=10.5Hz), 4.5-4.6 (2H, m), 4.6-4.75 (2H, m),
4.85-5.0 (3H, m), 6.8-6.9 (2H, m), 7.0-7.2 (5H,
m), 7.2-7.4 (16H, m), 7.65-7.75 (1H, m), 8.06

(1H, brs)

BEHI7

2.34 (3H, s), 3.6-3.7 (1H, m), 3.75-3.9 (5H, m),
3.9-4.0 (1H, m), 4.37 (1H, d, J=10.4Hz), 4.45-
4.6 (2H, m), 4.65-4.75 (2H, m), 4.85-5.0 (3H,
m), 6.7-6.8 (1H, m), 6.8-6.9 (2H, m), 7.1-7.2
(3H, m), 7.2-7.4 (17H, m), 8.17 (1H, brs)
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£3—4

No.

HmiE

'"H-NMR (CDCl;) & ppm:

&E5138

2.34 (3H, s), 3.6-3.65 (1H, m), 3.75-3.9 (5H, m),
3.9-4.0 (1H, m), 4.37 (1H, d, J=10.5Hz2), 4.45-
4.6 (2H, m), 4.6-4.75 (2H, m), 4.85-5.0 (8H, m),
6.8-6.9 (2H, m), 7.0-7.05 (1H, m), 7.1-7.2 (3H,
m), 7.2-7.4 (16H, m), 7.45-7.5 (1H, m), 8.2 (1H,
brs) '

25|39

2.35 (3H, s), 2.45 (3H, s), 3.6-3.65 (1H, m),
3.75-3.85 (3H, m), 3.85-4.0 (3H, m), 4.32 (1H,
d, J=10.5Hz), 4.5-4.6 (2H, m), 4.65-4.75 (2H,
m), 4.85-5.0 (3H, m), 6.8-6.9 (3H, m), 7.1-7.2
(3H, m), 7.2-7.4 (16H, m), 7.45-7.5 (1H, m),
7.93 (1H, brs)

SEH140

2.67 (3H, s), 3.6-3.7 (1H, m), 3.7-3.9 (5H, m),
4.05 (1H, d, J=10.3Hz), 4.45-4.55 (2H, m),
4.55-4.7 (2H, m), 4.79 (1H, d, J=9.5Hz), 4.85-
5.0 (3H, m), 6.7-6.85 (4H, m), 7.05-7.4 (19H,
m), 8.29 (1H, brs)

SEH|41

2.68 (3H, s), 3.6-3.7 (1H, m), 3.7-3.9 (5H, m),
4.06 (1H, d, J=11.0Hz), 4.45-4.55 (2H, m),
4.55-4.7 (2H, m), 4.78 (1H, d, J=9.3Hz), 4.85-
5.0 (8H, m), 6.75-6.85 (3H, m), 7.05-7.4 (20H,
m), 8.33 (1H, brs)
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#3—5
No. mEs 'H-NMR (CDCl;) 6 ppm:

2.45 (3H, s), 2.72 (3H, s), 3.6-3.7 (1H, m), 3.75-
3.9 (5H, m), 4.07 (1H, d, J=10.6Hz), 4.4-4.55
(2H, m), 4.55-4.7 (2H, m), 4.82 (1H, d,
J=8.8Hz), 4.85-5.0 (3H, m), 6.8-6.95 (4H, m),
7.05-7.4 (19H, m), 8.05 (1H, brs)

BEpHlaz

3.6-3.7 (1H, m), 3.75-4.0 (6H, m), 4.44 (1H, d,
J=10.8Hz), 4.53 (1H, d, J=11.9Hz), 4.55-4.75
(3H, m), 4.85-5.0 (3H, m), 6.85-6.95 (2H, m),

©) k© 7.05-7.4 (21H, m), 7.7-7.75 (1H, m), 7.85 (1H,
é brs)

B5EH143

2.38 (3H, ), 3.6-3.7 (1H, m), 3.7-4.0 (6H, m),
4.31 (1H, d, J=10.3Hz), 4.5-4.6 (2H, m), 4.6-
4.75 (2H, m), 4.85-5.0 (3H, m), 6.8-6.9 (2H, m),
7.0-7.4 (21H, m), 7.75-7.85 (2H, m)

sEZPaa

[0100] ZEHI45 A—AVTFN_PNTuR
A— AV TFN_URXTATER (1. 0g) DFFFeRu75y (10mL) WKIOKH T
T/K (1mL) X OKRFARTHRE TN TAL(0. 26g) 2%, [FR T304 MIH#E#L,
KINBEEE K THINL, P FN=—T7 )V T Uz, SR E fufn Rk Ck
B TKARER T N A TR | WA IE T L, R4 ERR /L (12mL)
ZHEEL, N =F L7 (1. 12mL) EMR T, KB T TAZ L AVR= L 7a) R
(0. 53mL) Mz, FIR T304 MR LT, REMEIRE L% IRIKICHRR -
F v (6mL) R OBALYF T L —7KFn#) (3. 23g) ZMNZ., 55°C T2 HE#R LT,
FOSRA 2K TIZHT | B —F L TR L7z, a2 K R Otafn &K T
JEZR Bl MEKAREE T D A CHztts | WA IBE TICR BT 228120 1%
A (1. 29g) 2157,

[0101] Z&&EHI46 2— 7N Fa—4—ARFI V)T IR
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[0102]

[0103]

Tl

A—TaE—-3—TINFAuTz)—)N (2. 87g) K REEI TV A(12. 2g) DN, N—
VAF VRN LT IR (30mL) BRI TATF Va—UR (1. 87mL) 2%, =
BRI, OGRS EKTIZHT, YT )le—F Tl LT, fhit
Woa K R ORI S K TR B L, ERARRR T R U A TRk | WA E T
ICEETHILCIY, 1T e —2—T7Fa—4—ARF T~ B (3. 02¢) &
B,

T2

1—7aE—2—7NFu—4—AF T B (8. 02g) DT RFERRT T2 (75m
L)AIZ—78CTCn— 7 FAVF T A(2. T1mol /L n—~FH ¥R, 6. Om
L) &Mz, FIR G304 FEHE#R LIz, ZHIZEIR TN, N—YAF VRV ATIR (1. 7
mL) ZAN A, KB T CLRFRIBE LTz, PUSIRA M E R LT =0 SR
FZHiT, P F N —T )V TR Uz, il A S fn IR IR K 38 7 R DK B K
B ORI CIER YL KRR TR D A TR | A E TICE %=
UTe, BIEE VAT N AT LI~ T F7 4— (W n— ~F Y /B =5
N=8,/1~4/1) THRHTHILIZLY, 2— 7N A 0 —4—ARR T XUAT VTR
R (1. 54g) 157z,

IhEA—AYTFNNUAT AT EROROVIZAWT, ZEFIA5LFRIRD HF LT
e b A E AL,

BEH|AT~48

KT DI E 2 AV T, BEH146L Rk FIETHE LT,

BEZH|49 2—ran—4—ARFT RV T IR
2—7un—4—bRuFd XU A7 VT ER (0. 50g) R UREAYT A (1. 1g) DN,
N— U AF )LV AT IR (5mL) BRI =R TAF L3 —PR (0. 40mL) M.,
SHIR TORFHIAR L2, USRS MZKTIZHT, VeF N o—T VThiti LTz,
HHIE A K R O\ Fn A K CIER Bei L . TAKARER T N A CHafith | IEEAI
JETICEETAILICEY, 2— 700 —4—ARF T _XUXT VTR (0. 54g) #4547

o
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[0104]

[0105]

IhEA— AV TFN_UAT VT EROROVIZANWT, BEHIASLFERRD 1T
TRt A ARG LT,

BEHI50 4—[2— (RPN AFY) mF L] RPN T aIN
2—(A—TaETz=)V)F /) —)L (1. 0g) DN, N—IAF )LV LT IR (25mL)
WK T Th5%/KFILT MDA (0. 26g) 2%, FIR T AL, &
NIZFR TP 7 aIR (0. 77mL) 2., FIRC1543 M, iR T304 M
BLEZ, ONESSEZKTICHT, VT o —T VTl Uiz, gz KR O
fAFN R K CIERBEG L, TAKAREE T N A CHzlfth | IWIAE TICE AL
o WL IHTNIT LT TT7 4— (BB n—~F P ~n—~FHh
/W F N =20,/1) THETIILIZED, 1-[2— (U INAFY) =F )]
—4—T7 e ¥ (1. 35g) #HE 7,
IhE1—7aE—2—INFua—4—AF T XU B OROVIZAWT, 2514146
DO TR2L RO F L TR LA E AR LT,

2EZH51 4—[3— (XU PNFFY) T RPN T IR

TH1

4—(4, 4, 5, 5—FhFFAF NV —1, 3, 2— VAR VPRI —2—A)V) REFHEA
FN (1. 0g), 1 —_UPNFFy —3—3—R_HU (1. 18g), ThF5FA (N7 =
ZNVIRAT 42 ) 3T 5 (0) (0. 22g) R OKERIVY A (1. 58g) DRV (10m
L) i 7 VA R IHR T 100°C TR LT, SUNBE#EZAKTIZHIT,
FEfie = F /LTI U7, iR E K R Oafn &K CIER BEE L . MK ARER TN
T L THIRE WA E TICE B, BEELINTNAT DI T T7 4—(
IR n—~F Y BT L =9,/1~4,/1) THEETIILICEY, 4—[3
— (RUVNFFY) T2V RBEFRATF V(1. 2g) Rz,

T2

4—[3— (N VNFHV) T ==V ] ZBFBATF V(1. 28) DTRFERET 5 (20
mL) IR T CAFRILIF VLT AI=T L (0. 21g) BINZ, FIRTLO5 M,
IR C2R R L T, RONESYICER T /L (10mL) 22, EiIRT105H
W U7z, FONBEA®IZ1mol /LIEME X CTERMEIC Lot . BRR—=F L CHIHL



WO 2006/054629 43 PCT/JP2005/021104

[0106]

[0107]

[0108]

7z TR 7K R O e K CIERBEG L . EKARER TR A CHEMES | TR
ERETICEEL, BEERLUI TSN IT L0 T TT7 41— (B :n—~F
Y BRI TF NV =4,/1~2,/1) THETHZLIZID, 4 [3— (v ondxy
)T 2=V RV NT Na—)v (0. 32g) BfgTn, THEEHRTF )L (AmL) IZERL
N=FATIL(0. 20mL) IR T8 K T TAZ L A=y 7R (0. 094
mL) 2%, FR T30 ML, NEZIRE L%, IEHKICHIR ~F L (6
mL) R ALY F T A —KF# (0. 58g) M %, 55°C C2RFREIHIREL 7=, ISR
BhEKHITHIT, Bip=TF Vit Uz, iz kK & ORafn &k CIER Bk
HL, AR N D LTzt | WA E T E L, BlESINTNAT
Lo T 74— (WG  n—~F9 > /B =5/ =20,/1) THERT 5L
(20, e a % (0. 36g) 2157,

#4152

T DI E 2 AV T, 2EHI51 L RO FIETHELT,

2E24153 4—[2— (tert— 7 "I HNVR=NVTI ) hF T ]_ VT aIR
4—eRuaFI XU AT ATER(0. 25g) ., 2— (tert— 7 hF T HNVR=NVTI)) =X
/= (0. 33g) RN 7 == ViRAT7 42 (0. 59g) DT FFeRu 77 (2mL) VA
ZT Y HNR Y =TV (A0% MV VK, 1. 34mL) 2%, SR T3¢
B Uz, ONBA YR BB VAN AT D0 T T7 41— (R n—~3%
Yo ERTF NV =6,/1~3,/1) THETHILIZIY, 4—[2— (tert— T ¥
HNR=NATI)) ThFL]RVRTVFER (0. 41g) 24537,

ZhEA— AV TFN_UAT VT EROROVIZAWT, BEHIALLFERRD 15T
T b A ME AL,

2EZH54 4—[2— (tert— T F ATV T2V VINAT V) 2RV U7 as
N

4— (2—eRuFL=hFY) RURTVTFER (0. 50g) RAIF Y —/L (0. 41g) D
N, N—=UAF)VHFENVLTIR (6mL) WK iZtert— 7 F N rmuy 7 ==L 252 (0.
94mL) ZMA., iR TR LT, OSESWEKTICHT, VeFro—F)L
THIH Uz, TR K & Ofafn A K CIBRGES L . MAKARER TR ™ A Clzik
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[0109]

[0110]

[0111]

% BIAWE FICE B Uiz, BIEE YT N AT L0 T T7 0— (VR
n— ¥4 FHRTFN=10/1) THETLHZLIZID, 4—[2— (tert—TF L
V722 VVINAFY) ZhF U] RURXT VTR (1. 21g) 24577,

IhEA— AT FN_UAT VT EROROYIZANT, BEHIASLERRD FHET
TRk AmE G RR LT,

2EZH)55 4—[2— (tert— T F NI T 2=V Y UNFFY) =F )L ]_ P T a
K

2—(@—TuET7==2)V) 2 )= (3. 0g) KUAIF Y —/1 (2. 03g) DN, N—¥
AF VANV LT IR (30mL) WikiZtert— 7 F a7 =)L T (4. 66mL)
A, ERTTHBHEB L, ONBEWEKTICHIT, VoF o —T7 L CHl
U7z, FlH A K B MR B K TR B L SEZKARIR T M D A TR |
WL RUE TICE B, BRI VAT hra<wh 57— R n—
~NFY S FHREF N =10,/1) THRET LY, 1-TeE—4—[2— (tert
—TFNTT 2=V VINFFY) ZF V] BU (6. 27g) B3,
Ihal1—7aE—2—INFu—4—ARFT B ORPVIZHAVWT, 2E5146
O TR2L RO F L TR LA E AL,

2#ZH156 4—[3— (tert— T FNT T2V INFFHY) Fa V] Ta
NN

3— (A—TuET72=)V) Fut AU (1. 0g) DT hFeRu7 5y (15mL) WikIZk
BT CTRIY - FThIeRa7 788k (1. Omol /L TheRur7I ik, 6. 55m
L) &Mz, iR C2REMBER LT, SUSIRAMIKE T T20% BN YT LK IS
A, BT L CHi U7z, fhitiRA fafn K Coet L, KRR T R A
THRE . BIARE FICEETAZLICEY,. 3— (A— T aET =)L) s )—
V(0. 93g) 17z,

ThE2— (A—TaET = )V) X ) — A DRI AWT, BEFIS5EFBED S
BRI A MR A LT

2EZH57T 4—[4— (tert— T TNV T2V INFT V) TF VIRV T as
N
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[0112]

4—a—RNREFHR=F /(1. 38g), 3— 7T (1. 08g) ., Hilg/ TV A (1ID) (0
. 11g) VR (2= AFNT ==)V) AT 42 (0. 30g) . NI=F AT (4mL) KT}
7Eb=NV (5mL) DIREWET N FEIAR T 100°CTREREE L2, SIGTR
AW R F VTR, 2mol /LERE (20mL) A%, =R T105 M
BTz, RYEWEIRELT-. BT L CHIHI U7z, fhibiia K & O &k
CHERBEE L TARARER T N AT | A BE TICE B L, BiEEY
ATNAT a7 4— (I n—~F% Y/ FiReF NV =2,/1~1/
1) TRREFTZZLIZIY, 4— ((1IE) —3—INFAF T —1—x==)L) ZREER
TF (0. 60g) 27z, THEFHRTF /L (9mL) [ITIEEL . 10%/37 V7 bR
A (0. 60g) ZM %, AFREIAK T RIRTIREIHEILIZ, REMEIRELE,
I WE FICE B LT, BELZTR7eRa7 70 (10mL) IZWEAEL . K T TR
YT RIeRa 7785 (1. Omol /L7 MeRur I 35K, 3. 56mL) %, =
IR T2 IR LT, SUSNB AWK T T20% RV LAKESIRE N A, BFfR
TF VTR Uz, TR E SR K CHRiR L . KARER T N A CHIRS | 18
AT FICE E U, BIEEN, N—UAF VRV LTIN (5mL) IZEEEL, 435
' — (0. 32g) R Utert— 7 F a7 z=,L3 5 (0. 68mL) ZMZ. Eik
THRAEBIE L, JOMREGWEKFIZHT, V=F Lo —T LTl LT, fhiik
Z K K OMaf B K CIERGES L, TEKARER TR D A TR | IRIEAIE TIC
BEU, BEE VAT NIT LT T7 40— B n—~F Y B
TFN=10/1) THRTHILIZIY, 4—[4— (tert—TF N T == VIS
X)) T FN]RBEBRF V(0. 958) 2fHT,

IhE4—[3— (U ONAFY) T2 VIR BEBATF NV ORDVICHANWT, 2%
Bl51 D TRR2LRIERD ik TIERILE M E G,

BEH|58 4—[2— NV UNAFY —2— (AFN) Fa V]V T alR
A—TaFT7 == )VEER (2. 15g) RMKIR AU A (2. 76g) DN, N— PV AF )LiRL
LT IR (156mL) K IZ AT L3 —TR (0. 94mL) A%, =i TRAEREEL,
FISBEAYEKTIZHIT, V=Fa—F N THItH U, #hlz K & Ui
HK CNERGES L . TKRRER TN A CHES | WRELAE TICE R L, BEEY
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[0113]

[0114]
[0115]

VAT NAT LI T TT7 40— B n—~F Y EiR=F 1 =101
~5,/1) TREITAZLICEY, A— T aET 2 VERBAT L (2. 09g) 457, Zh
7RI (50mL) IZEMEL . K T TAF N <7 R U A7 1IR (3. Omo
/L Y=FAx—T VB, 7. 0mL) &2, FIR C2REHREEL 72, RONRES
iz 1moL /LIERE (30mL) Mz, Y=F/)x—F /TRl L7z, iz K K
UM R /K CIERGESL . MKARER TN Y A CHMES | IREEA T TIcEEL
Teo BERVINTNTT LI NI TT7 40— (BB n— 9 FEg =Tl
=4,/1~2/1) THEFTAZLIZIY, 1-—TaE—4—[2—kFaFxl —2— (AF NV
) 7aE VR (1. 58g) Bz, ZHAN, N—UAF LAV AT IR (20mL) 12
WRFRL , K8 T T55%/KFELF MY A (0. 32¢) Mz, FIRTLO4 MHEEELE,
TR 7aIRN (0. 98mL) KT R (n— 7 F W) TUrE=rL3—VR (0.
51g) EMZ . B CHRAEHEL, JONREWEKFIZHT, V2F Lz —F T
P U7z, I i K COad L, JEKARIR TR A CHEMR SR | YA IEADE
TICEEU, BEEVII TN BT L0 T 57 40— (EHEE : n—~F ¥/
Fiie—F )N =99,/1~95,/5) THELTHZ L2V, 4— [2— RPN FHFL —2
— (RAFNV) Fu L] —1—T e (1. 28) 25T,
IhEl—7uE—2—INFua—4—AF I XUEBrOROVIZAWT, 2514146
D TRE2LFIRED F ik TR A E A LT,

21459

i3 DR A VT, 2 EHI58LRIFRD F L TAMLIZ,
BZF145~59D/LA B ORETE K ONMRANY VT —F 2 RATRT,

[$&4]
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F4—1
No. st '"I-NMR (CDCly) & ppm:
0.9 (6H, d, J=6.6H2), 1.75-1.9 (1H, m), 2.46
BEPI45 Br\m (2H, d, J=7.1Hz), 4.5 (2H, ¢), 7.05-7.15 (2H,
m), 7.25-7.35 (2H, m)
o~ 3.8 (3H, s), 4.51 (2H, s), 6.55-6.65 (1H, m)
. » 8, 2 . » S, ’ - "0. 3 m b
SEMA6| oo :F 6.65-6.7 (1H, m), 7.25-7.35 (1H, m)
N 1.41 (3H, t, J=7.1Hz), 4.01 (2H, q, J=7.1H2),
BEHA7 ar\/Q 4.51 2H, ), 6.55-6.7 (2H, m), 7.2-7.3 (1H,
F m)
SAMas Br\/@r"‘( 1.33 (6H, d, J=6.0Hz), 4.45-4.6 (3H, m),
: T 6.55-6.7 (2H, m), 7.2-7.3 (1H, m)
0 3.8 (3H, ), 4.59 (2H, s), 6.79 (1H, dd, J=8.5,
BEH49 ar\/Q 2.5Hz), 6.94 (1H, d, J=2.5Hz), 7.34 (1H, d,
ci J=8.5Hz)
\/@/\/0 2.92 (2H, t, J=7.0H2), 3.68 (2H, t, J=7.0Hz),
BEFS0| br éj 4.49 (2H, s), 4.52 (2H, s), 7.15-7.25 (2H, m),
7.25-7.4 (TH, m)
@ 4.55 (2H, s), 5.12 (2H, s), 6.95-7.0 (1H, m),
BEH51| O 0 7.15-7.25 (2H, m), 7.3-7.5 (8H, m), 7.5-7.6
r
0 |
° 4.55 (2H, s), 5.12 (2H, ), 7.0-7.1 (2H, m)
. , 8/, O. y 8), LU, , M),
BEMS2 . éj 7.3-7.55 (11H, m)
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F4—2
No. wE=t 'H-NMR (CDCl;) & ppm:
\/@/“\/\ﬁ 1.45 (9H, s), 3.45-3.6 (2H, m), 4.02 (2H, t,
BEH53| °' 0”0 J=5.0Hz), 4.5 (2H, s), 4.9-5.05 (1H, m), 6.8

6.9 (2H, m), 7.25-7.35 (2H, m)

<+ 1.05 (9H, s), 3.98 (2H, t, J=5.1Hz), 4.07 (2H,

o) t, J=5.1Hz), 4.5 2H, s), 6.8-6.85 (2H, m),
BEBIS4 "'\/C( 7.25-7.35 (2H, m), 7.35-7.45 (6H, m), 7.65-
7.75 (4H, m)

1.02 (9H, s), 2.83 (2H, t, J=6.8Hz), 3.83 (2H,
t, J=6.8Hz), 4.48 (2H, s), 7.1-7.15 (2H, m),

0-Si
XRS5 W S @Q 7.257.3 (2H, m), 7.3-7.45 (6H, m), 7.55-7.6
(4H, m)

\l/ 1.06 (9H, s), 1.8-1.9 (2H, m), 2.71 (2H, t,
e J=7.7Hz), 3.68 (2H, t, J=6.1Hz), 4.49 (2H
0-Si H s b > )

2556 Br\/©/\/\ @Q 9, 7.1-7.15 (2H, m), 7.25-7.3 (2H, m), 7.3

7.45 (6H, m), 7.6-7.7 (4H, m)

1.04 (9H, s), 1.55-1.65 (2H, m), 1.65-1.75
(2H, m), 2.59 (2H, t, J=7.5Hz), 3.67 (2H, t,

SEHI57 °iT©
O @ J=6.3Hz), 4.49 (2H, 8), 7.1-7.15 (2H, m),

7.25-7.45 (8H, m), 7.6-7.7 4H, m)

(2H, s), 7.15-7.35 (9H, m)

SEpI58 mk/@ 1.24 (6H, s), 2.87 (2H, s), 4.5 (2H, 5), 4.52
Br

1.32 (6H, s), 1.8-1.9 (2H, m), 2.65-2.75 (2H,
BEH59 \/@/\/\‘o’@ m), 4.46 (2H, s), 4.49 (2H, s), 7.1-7.2 (2H,
Br m), 7.2-7.4 (TH, m)

[0116] ZEHI60 1— (2— T/ —2—AFNTu’F =)L) —4— AV T VERFVY
2—NRUVNARVHNRZNTI) —2—AF VT a8 (2. 37g) . 1—AV
oA RFVV (1. 5dg), 1—ERaF U/ N7 — (1. 49g), 1 —=F )L
—3— (B3=VAFNATI T at V) VR VAINE R (2. 88g) KN =F 73
> (2. 79mL) ON, N—IAF VLT IR (20mL) ik % 50°C TRAHRIRL
7o BUSBAMEKTIHIT, BER=F L CHIL LT, fhilikE K, fafndfe
T LK, 7K, 0. 5mol /LAKEM LT Nw AKIEHK., KK Ofafnf ik CIE
WGEEFL . TKARERT MY L CRIRR | I TUE TICE B LT, Fian—~%
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[0117]

[0118]

Yo —ERR TV (2, 1) IRAREECHE LI t% . BUE T TR T2ZLI2d. 1
— (2= VNFHRVANRENT ) —2—AF VT aF=)v) —4— Y7 ar’
NERFVU (1. 83g) BTz, THEAZ /—/L (20mL) IZWEMEL, 10%/3507 5
PRFERIA (0. 60g) BNz, KFEFAR T HIR CTIRMIHIL LI, FEHEIELTZ
% WELAWE T IS B L, BiEEn— ~X Y — BT VIR AR TR L
L, FEmZIEE LU, fEihEn — ~F 9 Cog L%, BE T TR aZ812kY
EFALA® (0. 76g) B,

'H—NMR(CDCL) & ppm:

1. 05(6H, d, J=6. 3Hz), 1. 41(6H, s), 2. 45—2. 55(4H, m), 2. 6—2. 7
5(1H, m), 3. 7—3. 9(4H, m)

EHiFl1l 1—@Q@—=F N P)) —3— (B —D—INar’FIuvn) —4—AF )b
—1H—AYF—V

3—(2,3,4,6—Th+7—0—_uV)v— B —D—FNat’T i) —4—AF )N —
1IH—A>F—/1(150mg) PN, N—VAF)LAFVLTIR (2mL) WKRISKE T Th
5%7kF# LT NT A (12me) 2., FIR TS EHEAR L, ZHICRIRT4—=
FNAR PN TR (55mg) M., FIRTL55 ., IR CTLRFRHEERLZ %, X
JSEAEO0. 5mol /LM TIZHIT, V=F N m—T VT Uiz, iz Kk
B Ui Rk CIERBEE L, MEKARER T N7 A TR | A RUE FICE*
Uiz, BiiAn—~F P —VxF Lo —T7 ) (10, 1) BRI Chg LI-%., B
JET CHETAILICED, 3—(2, 8,4, 6—ThF—0—~U P — B —D—F L=
E5 )3 0) —1— (A—F AR DN) —4—AF L —1TH— A F—/L (139mg) %
Bz, ZObD125mghk A% /—/V (2mL) — 7 hFeRu7Fy (2mL) IRAEEICHE
fEL. 10%/37 V0 MRFHA (50me) M A, KREFASR T EIR CARFRHIEARL
720 FEMEIEL-H . BIEABE FICBELZ, BEEZL LT NV IT L0k
757 4— WL AT L AF ) — =8 ,/1) TR A Iz LY, i
{84 (58mg) 45377,

EhEB12~9

i3 D MR Z AV T, A1 LRIERD HF TR,



WO 2006/054629 50 PCT/JP2005/021104

[0119] FEMEFI10 1— (A—=;FP U P)) —3— (B —D—FNarT i) —5—AF
WV—1H—AVRF—V
3—(B—D—7nars /i) —1—@d—eRaFi X U)N) —5—AF )L —1H—
AV R—=/V(50mg) . KIRELT A (82meg) KUV LT RT A (19mg) DT 2=}
UV (1mL) AW F N7 alR (41me) ZA 2., 40°C T3 H AL, SJOGE
BHE15%REAKTIZHT, FifpF L T Uiz, T E KRR TR L
THRR  BIEARE TICE B, BEELIATN T L0 T T77 40— (B
IR S b ATF LY A% ) — v =10,/1) THRETHZLIcL, Eifba (21
mg) 137,

[0120] ZEHEfI11
xHiis 3B EUBHI LA AV T S HEHI LOLRIRR D FIECARLIZ,

[0121] ZEHEBI1~1 1D/ DEE R INMRANRI MV T —F & RKEIRT,

[0122] [3k5]
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#5—1

No.

'H-NMR (CD;0D) § ppm:

EHEH

1.17(3H, t, J=7.5H2), 2.58 (2H, ¢, J=7.5Hz), 2.72 (3H,
s), 3.35-3.55 (3H, m), 3.65 (1H, dd, J=12.1, 6.0Hz), 3.7
3.8 (1H, m), 3.87 (1H, dd, J=12.1, 2.2Hz), 4.8 (1H, 4,
J=9.8Hz), 5.27 (1H, d, J=16.2Hz), 5.33 (1H, d,
J=16.2Hz), 6.8 (1H, d, J=7.2H2), 6.9-7.0 (1H, m), 7.0
7.15 (5H, m), 7.37 (1H, s).

A2

HO

2.71 (3H, s), 3.35-3.45 (1H, m), 3.45-3.55 (2H, m), 3.65
(1H, dd, J=12.2, 6.0Hz), 3.7-3.8 (4H, m), 3.87 (1H, dd,
J=12.2, 2.4Hz), 4.79 (1H, d, J=9.8H2), 5.23 (1H, d,
J=15.4H2), 5.29 (1H, d, J=15.4Hz), 6.75-6.85 (3H, m),
6.95-7.0 (1H, m), 7.05-7.2 (3H, m), 7.36 (1H, s).

EEM3

HO

OH

’OH

1.17 (3H, t, J=7.6Hz), 2.58 (2H, q, J=7.6Hz), 3.4-3.55
(3H, m), 3.65-3.8 (2H, m), 3.85-3.95 (1H, m), 4.49 (1H,
d, J=9.5H2), 5.31 (2H, s), 7.0-7.15 (6H, m), 7.25-7.35
(2H, m), 7.7-7.75 (1H, m).

EHEHI4

H

3.4-3.55 (3H, m), 3.65-3.8 (5H, m), 3.85-3.95 (1H, m),
4.48 (1H, d, J=9.8H2), 5.28 (2H, s), 6.8-6.85 (2H, m),
7.0-7.2 (4H, m), 7.3-7.35 (2H, m), 7.7-7.75 (1H, m).

EHEHS

1.17 (3H, t, J=7.6Hz), 2.47 (3H, s), 2.58 (2H, q,
J=7.6Hz), 3.4-3.55 (3H, m), 3.65-3.8 (2H, m), 3.85-3.95
(1H, m), 4.5 (1H, d, J=9.7Hz), 5.57 (2H, s), 6.75:6.95
(4H, m), 7.05-7.15 (2H, m), 7.26 (1H, s), 7.59 (1H, d,
J=8.0Hz).

RHEHI6

2.48 (3H, s), 3.4-3.55 (3H, m), 3.65-3.8 (GH, m), 3.9 (1H,
dd, J=11.9,'1.7Hz), 4.49 (1H, d, J=9.4Hz), 5.54 (2H, s),
6.75°6.95 (6H, m), 7.25 (1H, s), 7.59 (1H, d, J=7.8Hz).
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#£5—2
No. miE= 'H-NMR (CD,0D) § ppm:
1.17 (3H, t, J=7.6H2), 2.4 (3H, s), 2.58 (2H, q, J=7.6Hz2),
' 3.4-3.55 (3H, m), 3.65-3.8 (2H, m), 3.85-3.95 (1H, m),
KEH7 | no™N° 4.46 (1H, d, J=9.6Hz), 5.27 (2H, s), 6.9-7.0 (1H, m),

[0123]

[0124]
[0125]

7.05-7.15 (4H, m), 7.19 (1H, d, J=8.4Hz), 7.28 (1H, s),
7.45-7.55 (1H, m).

BB | o O

2.39 (3H, s), 3.4-3.55 (3H, m), 3.65-3.8 (5H, m), 3.89
(1H, dd, J=11.9, 1.6Hz), 4.45 (1H, d, J=9.7Hz), 5.23 (2H,
s), 6.8-6.85 (2H, m), 6.9-7.0 (1H, m), 7.1-7.15 (2H, m),
7.19 (1H, d, J=8.5H2), 7.27 (1H, s), 7.45-7.55 (1H, m).

EHEFIO | wo 0

2.39 (3H, s), 3.4-3.55 (3H, m), 3.65-3.8 (2H, m), 3.85-
3.95 (1H, m), 4.45 (1H, d, J=9.6Hz), 5.2 (2H, s), 6.65-
6.75 (2H, m), 6.9-7.0 (1H, m), 7.0-7.1 (2H, m), 7.21 (1H,
d, J=8.8Hz), 7.26 (1H, s), 7.45-7.55 (1H, m).

EHERI0 0

1.33 (3H, t, J=6.9H2), 2.39 (3H, s), 3.4-3.55 (3H, m), 3.6
3.8 (2H, m), 3.85-3.95 (1H, m), 3.97 (2H, q, J=6.9Hz),
4.45 (1H, d, J=9.9Hz), 5.22 (2H, s), 6.75-6.85 (2H, m),
6.9-7.0 (1H, m), 7.05-7.15 (2H, m), 7.19 (1H, 4,
J=8.5Hz), 7.27 (1H, s), 7.45-7.55 (1H, m).

EFIT | no N0

1.25 (6H, d, J=5.9Hz), 2.39 (3H, s), 3.4-3.55 (3H, m),
3.65-3.8 (2H, m), 3.85-3.95 (1H, m), 4.4-4.6 (2H, m),
5.22 (2H, s), 6.75-6.85 (2H, m), 6.9-7.0 (1H, m), 7.05-
7.15 (2H, m), 7.2 (1H, d, J=8.3H2), 7.27 (1H, ), 7.45-
7.55 (1H, m).

Ehaf]12~126

S BIEEHE & IV T, HEF 1 ERRD F TR Lz, HEITGUT, #
g T TROBELLL TTF o eRur 50 R VICEIR = F L& V-,
EhaH12~126D/LA B OREE KR ONMRARIMLT — 2 &2 HK6IZRT,

[#6]
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K6—1

No.

HiE=

'"H-NMR (CD,0D) 6 ppm:

K12

3.4-3.55 (3H, m), 3.65-3.8 (2H, m), 3.85-3.95
(1H, m), 4.48 (1H, d, J=10.0Hz), 5.24 (2H, s),
6.65-6.75 (2H, m), 6.95-7.15 (4H, m), 7.3-7.35
(2H, m), 7.65-7.75 (1H, m)

EHEM13

HOV 4]

3.4-3.55 (3H, m), 3.65-3.8 (5H, m), 3.85-3.95
(1H, m), 4.48 (1H, d, J=9.7Hz), 5.31 (2H, s), 6.6
6.75 (2H, m), 7.0-7.1 (2H, m), 7.1-7.15 (1H, m),
7.33 (1H, ), 7.35-7.4 (1H, m), 7.7-7.75 (1H, m)

EHEs14

1.34 (3H, t, J=7.0Hz), 3.4-3.55 (3H, m), 3.65-3.8
(2H, m), 3.85-3.95 (1H, m), 3.99 (2H, q,
J=7.0Hz), 4.47 (1H, d, J=9.7Hz), 5.31 (2H, s),
6.55-6.65 (1H, m), 6.65-6.75 (1H, m), 6.95-7.1
(2H, m), 7.1-7.15 (1H, m), 7.33 (1H, s), 7.35-7.4
(1H, m), 7.7-7.75 (1H, m)

RFEH15

HoV /0n

1.27 (6H, d, J=6.1Hz), 3.4-3.55 (3H, m), 3.65-3.8
(2H, m), 3.85-3.95 (1H, m), 4.48 (1H, 4,
J=9.7Hz), 4.5-4.6 (1H, m), 5.3 (2H, s), 6.556.7
(2H, m), 6.95-7.1 (2H, m), 7.1-7.2 (1H, m), 7.33
(1H, s), 7.35-7.4 (1H, m), 7.7-7.75 (1H, m)

KR 16

HOV 0H

3.4-3.6 (3H, m), 3.6-4.0 (6H, m), 4.51 (1H, 4,
J=9.8Hz), 5.15-5.3 (2H, m), 6.75-6.9 (2H, m),
6.95-7.35 (5H, m), 7.6-7.7 1H, m)

EEHM17

HOV “0H

2.39 (3H, s), 3.4-3.55 (3H, m), 3.65-3.75 (4dH, m),
3.8-3.95 (2H, m), 4.5 (1H, d, J=9.2Hz), 5.2-5.4
(2H, m), 6.75-6.85 (2H, m), 6.9-7.1 (4H, m), 7.2-
7.3 (1H, m), 7.65-7.75 (1H, m)
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x6—2

No.

'"H-NMR (CD,0D) & ppm:

EiEfI18

1.18 (3H, t, J=7.7H2), 2.59 (2H, q, J=7.7H2),
3.4-3.55 (3H, m), 3.6-3.7 (1H, m), 3.7-3.8 (1H,
m), 3.8-3.9 1H, m), 4.6 (1H, d, J=9.2Hz), 5.25-
5.4 (2H, m), 6.65-6.75 (1H, m), 7.0-7.2 (6H, m),
7.37 (1H, s)

KM 19

HO" /OH

3.4-3.55 (3H, m), 3.6-3.7 (1H, m), 3.7-3.8 (1H,
m), 3.8-3.9 (1H, m), 4.59 (1H, d, J=9.9Hz), 5.2-
5.3 (2H, m), 6.65-6.75 (3H, m), 7.0-7.1 (3H, m),
7.1-7.2 (1H, m), 7.34 (1H, s)

EEH20

KoV OH

3.4-3.55 (3H, m), 3.6-3.7 (1H, m), 3.7-3.8 (4H,
m), 3.8-3.9 (1H, m), 4.6 (1H, d, J=10.0Hz), 5.2-
5.35 (2H, m), 6.65-6.75 (1H, m), 6.8-6.9 (2H, m),
7.0-7.1 (1H, m), 7.1-7.2 (3H, m), 7.36 (1H, s)

FEHEHI21

Ho® “0H

1.27 (6H, d, J=6.1Hz), 3.4-3.55 (3H, m), 3.6-3.7
(1H, m), 3.7-3.8 (1H, m), 3.8-3.9 (1H, m), 4.5
4.65 (2H, m), 5.25-5.4 (2H, m), 6.6-6.65 (1H, m),
6.65-6.8 (2H, m), 7.0-7.15 (2H, m), 7.2-7.25 (1H,
m), 7.36 (1H, s)

EhEH22

3.4-3.55 (3H, m), 3.65-3.95 (3H, m), 5.1 (1H, d,
J=9.8Hz), 5.23 (1H, d, J=15.3Hz2), 5.29 (1H, 4,
J=15.3Hz), 6.65-6.75 (2H, m), 7.0-7.1 (4H, m),
7.25-7.35 (1H, m), 7.46 (1H, )

EHEHI23

3.4-3.6 (3H, m), 3.65-3.9 (6H, m), 5.1 (1H, d,
J=9.7Hz), 5.27 (1H, d, J=15.4Hz), 5.37 (1H, d,
J=15.4Hz), 6.8-6.9 (2H, m), 7.0-7.1 2H, m), 7.1-
7.15 (2H, m), 7.25-7.35 (1H, m), 7.47 (1H, s)
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F6—3

No.

'"H-NMR (CD;0D) & ppm:

KiEH24

3.4-3.55 (3H, m), 3.65-3.9 (6H, m), 5.09 (1H, d,
J=9.7Hz), 5.31 (1H, d, J=15.9Hz), 5.36 (1H, 4,

J=15.9Hz), 6.6-6.75 (2H, m), 6.95-7.15 (3H, m),
7.3-7.4 (1H, m), 7.47 (1H, s)

EHEH 25

1.34 (3H, t, J=7.1H2), 3.4-3.55 (3H, m), 3.65-3.9
(3H, m), 3.98 (2H, q, J=7.1Hz), 5.09 (1H, d,
J=9.8Hz), 5.3 (1H, d, J=15.7H2), 5.36 (1H, d,
J=15.7Hz), 6.6-6.75 (2H, m), 6.95-7.15 (3H, m),
7.3-7.4 (1H, m), 7.47 (1H, s)

EHEM26

v enl

1.27 (6H, d, J=6.1Hz), 3.4-3.6 (3H, m), 3.65-3.9
(3H, m), 4.45-4.6 (1H, m), 5.09 (1H, d, J=9.8Hz),
5.3 (1H, d, J=15.6H2), 5.35 (1H, d, J=15.6H2),
6.55-6.75 (2H, m), 6.95-7.15 (3H, m), 7.3-7.4
(1H, m), 7.47 (1H, )

EiEH27

2.71 (3H, s), 3.85-3.55 (3H, m), 3.6-3.7 (1H, m),
3.7-3.8 (1H, m), 3.8-3.9 (1H, m), 4.79 (1H, 4,
J=9.5Hz), 5.2 (1H, d, J=15.5Hz), 5.26 (1H, d,
J=15.5Hz), 6.65-6.7 (2H, m), 6.75-6.85 (1H, m),

. 16.95-7.05 (3H, m), 7.1-7.2 (1H, m), 7.35 (1H, s)

EhEH28

2.71 (3H, s), 3.35-3.55 (3H, m), 3.6-3.7 (1H, m),
3.7-3.8 (4H, m), 3.8-3.9 (1H, m), 4.78 (1H, 4,
J=9.6Hz), 5.28 (1H, d, J=15.7Hz), 5.33 (1H, d,
J=15.7Hz), 6.55-6.65 (1H, m), 6.65-6.75 (1H, m),
6.75-6.85 (1H, m), 6.9-7.05 (2H, m), 7.15-7.25
(1H, m), 7.36 (1H, s)

EHEF29

1.34 (3H, t, J=7.1Hz), 2.71 (3H, s), 3.35-3.55
(3H, m), 3.6-3.7 (1H, m), 3.7-3.8 (1H, m), 3.8-3.9
(1H, m), 3.98 (2H, q, J=7.1Hz), 4.78 (1H, d,
J=9.9Hz), 5.28 (1H, d, J=15.7Hz), 5.33 (1H, d,
J=15.7Hz), 6.55-6.75 (2H, m), 6.75-6.85 (1H, m),
6.9-7.05 (2H, m), 7.15-7.25 (1H, m), 7.36 (1H, s)
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£6—4

No.

'"H-NMR (CD,0D) & ppnm:

R H30

1.26 (6H, d, J=6.1Hz), 2.71 (3H, s), 3.35-3.55
(3H, m), 3.6-3.7 (1H, m), 3.7-3.8 (1H, m), 3.8-3.9
(1H, m), 4.45-4.6 (1H, m), 4.78 (1H, d, J=9.8H2),
5.27 (1H, d, J=15.7Hz), 5.33 (1H, d, J=15.7Hz),
6.55-6.7 (2H, m), 6.75-6.85 (1H, m), 6.9-7.05
(2H, m), 7.15-7.25 (1H, m), 7.37 (1H, s)

EHEFS1

Hov ’OH

2.72 (3H, ), 2.76 (2H, t, J=6.9Hz), 3.35-3.6 (3H,
m), 3.6-3.8 (4H, m), 3.8-3.95 (1H, m), 4.75-4.85
(1H, m), 5.28 (1H, d, J=16.1Hz), 5.33 (1H, 4,
J=16.1Hz), 6.75-6.85 (1H, m), 6.9-7.0 1H, m),
7.05-7.2 (5H, m), 7.37 (1H, s)

RKhEM32

1.18 (3H, t, J=7.6Hz), 2.59 (2H, q, J=7.6Hz),
3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.85-3.95
(1H, m), 4.45 (1H, d, J=9.4Hz), 5.3 (2H, ), 6.8
6.9 (1H, m), 7.05-7.15 (4H, m), 7.2-7.3 (1H, m),
7.35-7.45 (2H, m)

EHEH33

3.4-3.55 (3H, m), 3.6-3.8 (5H, m), 3.85-3.95 (1H,
m), 4.44 (1H, d, J=9.8Hz), 5.27 (2H, s), 6.8-6.9
(8H, m), 7.1-7.2 (2H, m), 7.2-7.3 (1H, m), 7.35-
7.4 2H, m)

EHEFI34

3.4-3.55 (3H, m), 3.6-3.8 (5H, m), 3.85-3.95 (1H,
m), 4.43 (1H, d, J=9.6Hz), 5.3 (2H, s), 6.6-6.75
(2H, m), 6.85-6.95 (1H, m), 7.0-7.1 (1H, m), 7.3-
7.4 (3H, m)

EHEHI35

Ho" OH

1.2 (3H, t, J=7.6Hz), 2.71 (2H, q, J=7.6Hz), 3.4-
3.55 (3H, m), 3.6-3.75 (2H, m), 3.85-3.95 (1H,
m), 4.43 (1H, d, J=9.9Hz), 5.3-5.45 (2H, m), 6.7
6.8 (1H, m), 6.85-6.95 (1H, m), 7.0-7.1 (1H, m),
7.15-7.3 (4H, m), 7.35-7.45 (1H, m)
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K65

No.

mia=

'"H-NMR (CD40D) & ppm:

RiEH36

4}

1.18 (3H, t, J=7.7Hz), 2.59 (2H, q, J=7.7Hz),
3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.85-3.95
(1H, m), 4.45 (1H, d, J=9.5H2), 5.3 (2H, s), 7.0-
7.15 (5H, m), 7.28 (1H, d, J=8.9Hz), 7.39 (1H, s),
7.7 (1H, d, J=2.0Hz)

EHEM37

Ho" 0H
OH

3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.85-3.95
(1H, m), 4.44 (1H, d, J=9.5Hz), 5.23 (2H, s),
6.65-6.75 (2H, m), 7.0-7.1 (3H, m), 7.3 (1H, d,
J=8.8Hz), 7.37 (1H, s), 7.69 (1H, d, J=1.8Hz)

KHEM38

Ci

OH

3.4-3.55 (3H, m), 3.6-3.8 (5H, m), 3.85-3.95 (1H,
m), 4.44 (1H, d, J=9.9Hz), 5.27 (2H, s), 6.8-6.9
(2H, m), 7.06 (1H, dd, J=8.7, 2.1Hz), 7.1-7.2
(2H, m), 7.29 (1H, d, J=8.7Hz), 7.38 (1H, s), 7.7
(1H, 4, J=2.1Hz)

EHEHI39

Ci

Ho® 0H

1.35 (3H, t, J=7.0H2), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 3.99 (2H, q,
J=7.0Hz), 4.43 (1H, d, J=9.9Hz), 5.3 (2H, s), 6.6-
6.75 (2H, m), 7.0-7.15 (2H, m), 7.3-7.4 (2H, m),
7.69 (1H, d, J=1.8H2)

RHEM40

HoV “OH

3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.85-3.95
(1H, m), 4.45 (1H, d, J=10.0H2), 5.3-5.4 (2H, m),
6.6-6.95 (1H, m), 7.0-7.1 (3H, m), 7.15-7.3 (3H,
m), 7.41 (1H, ), 7.72 (1H, d, J=2.1Hz)

RKiEH 41

HoY /0H
OH

2.4 (3H, s), 3.4-3.55 (3H, m), 3.6-3.8 (5H, m),
3.85-3.95 (1H, m), 4.44 (1H, d, J=9.6Hz2), 5.27
(2H, s), 6.6-6.65 (1H, m), 6.65-6.75 (1H, m), 6.9-
7.05 (2H, m), 7.2-7.3 (2H, m), 7.45-7.55 (1H, m)
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£6—6

No.

g

'H-NMR (CD,0D) 6 ppn:

EiEHa2

1.34 (3H, t, J=7.1Hz), 2.4 (3H, ), 3.4-3.55 (3H,
m), 3.6-3.8 (2H, m), 3.85-3.95 (1H, m), 3.98 (2H,
q, J=7.1Hz), 4.44 (1H, d, J=9.9Hz), 5.27 (2H, ),
6.55-6.7 (2H, m), 6.9-7.05 (2H, m), 7.2-7.3 (2H,
m), 7.45-7.55 (1H, m)

EEMaA3

HoV (]

1.27 (6H, d, J=6.1H2), 2.4 (3H, ), 3.4-3.55 (3H,
m), 3.6-3.8 (2H, m), 3.85-3.95 (1H, m), 4.44 (1H,
d, J=9.3Hz), 4.45-4.6 (1H, m), 5.26 (2H, s), 6.55-
6.7 (2H, m), 6.9-7.05 (2H, m), 7.2-7.3 (2H, m),
7.45-7.55 (1H, m)

EHEHl44

HoV “0H

2.39 (3H, 9), 3.4-3.55 (3H, m), 3.65-3.8 (2H, m),
3.85-3.95 (1H, m), 4.46 (1H, d, J=9.3H2), 5.25-
5.4 (2H, m), 6.9-7.05 (3H, m), 7.1-7.25 (3H, m),
7.3 (1H, 9), 7.5-7.55 (1H, m)

EHEM45

HO® ’OH

2.39 (3H, s), 3.4-3.55 (3H, m), 3.6-3.8 (2H, m),
3.85-3.95 (1H, m), 4.46 (1H, d, J=9.6H2), 5.3
(2H, ), 6.9-7.0 (1H, m), 7.05-7.2 (3H, m), 7.2-7.3
(8H, m), 7.5-7.55 (1H, m)

KM 46

HOY ‘04

2.4(3H, ), 3.4-3.55 (3H, m), 3.65-3.8 (5H, m),

3.85-3.95 (1H, m), 4.45 (1H, d, J=9.4Hz2), 5.33

(2H, 9), 6.65-6.8 (2H, m), 6.9-7.05 (2H, m), 7.1
7.2 (1H, m), 7.25 (1H, s), 7.5-7.55 (1H, m)

EHEH4a7

HO“ “0H

0.86 (6H, d, J=6.6Hz), 1.75-1.85 (1H, m), 2.35-
2.45 (5H, m), 3.4-3.55 (3H, m), 3.65-3.8 (2H, m),
3.85-3.95 (1H, m), 4.46 (1H, d, J=9.5Hz), 5.28
(2H, ), 6.9-7.0 1H, m), 7.0-7.15 (4H, m), 7.15-
7.25 (1H, m), 7.29 (1H, s), 7.45-7.566 (1H, m)
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#6—7

No.

'"H-NMR (CD,0D) O ppum:

RiEH48

2.39 (3H, s), 3.4-3.55 (3H, m), 3.65-3.8 (2H, m),
3.85-3.95 (1H, m), 4.46 (1H, d, J=9.5Hz), 5.32
(2H, ), 6.55-6.9 (1H, m), 6.9-7.0 (1H, m), 7.0-7.1
(2H, m), 7.1-7.256 (3H, m), 7.31 (1H, s), 7.5-7.55
(1H, m)

KhEHl49

\ ’
HO 0H

2.39 (3H, ), 2.76 (2H, t, J=7.0Hz), 3.4-3.55 (3H,
m), 3.65-3.8 (4H, m), 3.85-3.95 (1H, m), 4.46

(1H, d, J=9.6Hz), 5.28 (2H, s), 6.9-6.95 (1H, m),
7.05-7.2 (6H, m), 7.29 (1H, s), 7.45-7.55 (1H, m)

EHEHISO

HOY ]

1.24 (8H, t, J=7.6Hz), 2.7 (2H, q, J=7.6H2), 3.4
3.55 (3H, m), 3.65-3.8 (2H, m), 3.85-3.95 (1H,
m), 4.46 (1H, d, J=10.0Hz), 5.2 (2H, s), 6.65-6.75,
(2H, m), 6.95-7.1 (3H, m), 7.23 (1H, d, J=8.7Hz),
7.27 (1H, s), 7.5-7.55 (1H, m)

RIEHIST

Ho“ 0N

1.24 (3H, t, J=7.6Hz), 2.7 (2H, q, J=7.6Hz), 3.4-
3.55 (3H, m), 3.65-3.8 (5H, m), 3.85-3.95 (1H,
m), 4.46 (1H, d, J=9.4Hz), 5.24 (2H, s), 6.8-6.85
(2H, m), 6.95-7.0 (1H, m), 7.1-7.15 (2H, m), 7.22
(1H, d, J=8.1Hz), 7.28 (1H, s), 7.5-7.55 (1H, m)

EHEMS2

Ho" ’ OH

1.18 (3H, t, J=7.6Hz), 2.59 (2H, q, J=7.6H2),
3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.85-3.95
(1H, m), 4.45 (1H, d, J=9.3Hz), 5.26 (2H, s),
6.75-6.85 (1H, m), 6.95-7.05 (1H, m), 7.05-7.15
(4H, m), 7.33 (1H, s), 7.65-7.75 (1H, m)

EHEMS3

3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.85-3.95
(1H, m), 4.44 (1H, d, J=9.3Hz), 5.19 (2H, s),
6.65-6.75 (2H, m), 6.75-6.85 (1H, m), 7.0-7.1
(3H, m), 7.31 (1H, s), 7.6-7.7 1H, m)
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*6—8

No.

'"H-NMR (CD,0D) & ppm:

RiEHS

3.4-3.55 (3H, m), 3.6-3.8 (5H, m), 3.85-3.95 (1H,
m), 4.45 (1H, d, J=9.7Hz), 5.23 (2H, s), 6.75-6.9
(3H, m), 7.0-7.1 (1H, m), 7.1-7.2 (2H, m), 7.32
(1H, s), 7.65-7.75 (1H, m)

RHEHISS

HoV ’OH

3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.76 (3H, s),
3.85-3.95 (1H, m), 4.44 (1H, d, J=9.6Hz), 5.26
(2H, s), 6.6-6.75 (2H, m), 6.75-6.85 (1H, m), 7.0-
7.15 (2H, m), 7.32 (1H, s), 7.65-7.7 (1H, m)

KHEHS6

1.35 (3H, t, J=7.0Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 3.99 (2H, q,
J=7.0Hz), 4.43 (1H, d, J=9.6Hz), 5.25 (2H, s),
6.6-6.75 (2H, m), 6.75-6.85 (1H, m), 7.0-7.15
(2H, m), 7.32 (1H, s), 7.65-7.7 (1H, m)

EHEH57

1.27 (6H, d, J=6.3Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 4.44 (1H, d,
J=9.6Hz), 4.5-4.6 (1H, m), 5.25 (2H, ), 6.6:6.75
(2H, m), 6.75-6.85 (1H, m), 7.0-7.15 (2H, m),
7.32 (1H, s), 7.65-7.7 (1H, m)

RHEHS58

3.4-3.55 (3H, m), 3.65-3.8 (5H, m), 3.85-3.95
(1H, m), 4.45 (1H, d, J=9.7Hz), 5.24 (2H, s), 6.8-
6.9 (2H, m), 7.0 (1H, dd, J=8.5, 2.0Hz), 7.1-7.2
(2H, m), 7.3-7.4 (2H, m), 7.68 (1H, d, J=8.5Hz)

RiEH59

Ho" /0H

2.39 (3H, s), 3.4-3.55 (3H, m), 3.65-3.8 (5H, m),
3.85-3.95 (1H, m), 4.45 (1H, d, J=9.7H2), 5.15-
5.3 (2H, m), 6.8-6.9 (3H, m), 7.1-7.15 (3H, m),
7.23 (1H, ), 7.59 (1H, d, J=7.9Hz)
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£6—9

No.

'H-NMR (CD40D) & ppum:

EiEHe0

2.27 (3H, s), 3.4-3.55 (3H, m), 3.65-3.75 (2H, m),
3.85-3.95 (1H, m), 4.46 (1H, d, J=9.8Hz), 5.42
(2H, s), 6.75-6.85 (1H, m), 6.9-7.0 (1H, m), 7.0-
7.1 (4H, m), 7.34 (1H, 9), 7.45-7.55 (1H, m)

RHEM61

1.17(3H, t, J=7.7H2), 2.58 (2H, q, J=7.7Hz2),
3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.85-3.95
(1H, m), 4.46 (1H, d, J=9.5Hz), 5.43 (2H, s),
6.75-6.9 (1H, m), 6.9-7.0 1H, m), 7.0-7.15 (4H,
m), 7.34 (1H, ), 7.45-7.556 (1H, m)

KiEHl62

3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.8-3.95 (1H,

m), 4.45 (1H, d, J=9.9Hz), 5.36 (2H, s), 6.65-6.75
(2H, m), 6.75-6.85 (1H, m), 6.9-7.0 (1H, m), 7.0-

7.1 (2H, m), 7.32 (1H, ), 7.45-7.55 (1H, m)

RiEHe3

3.4-3.55 (3H, m), 3.6-3.75 (5H, m), 3.8-3.95 (1H,
m), 4.45 (1H, d, J=9.8Hz), 5.39 (2H, s), 6.75-6.85
(3H, m), 6.9-7.0 (1H, m), 7.05-7.15 (2H, m), 7.33
(1H, ), 7.45-7.55 (1H, m)

EhEHl6s

3.4-3.55 (3H, m), 3.6-3.8 (5H, m), 3.85-3.95 (1H,
m), 4.45 (1H, d, J=9.3Hz), 5.46 (2H, s), 6.6-6.65
(1H, m), 6.65-6.75 (1H, m), 6.8-6.9 (1H, m), 6.9
7.0 (2H, m), 7.31 (1H, s), 7.45-7.55 (1H, m)

EHEH65

OH

1.27 (6H, d, J=5.9Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 4.4-4.6 (2H, m), 5.46
(2H, ), 6.55-6.7 (2H, m), 6.75-7.05 (3H, m), 7.31
(1H, s), 7.45-7.55 (1H, m)
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#6—10

No.

'"H-NMR (CD,0D) & ppm:

RHEM66

3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.85-3.95
(1H, m), 4.47 (1H, d, J=9.2Hz), 5.47 (2H, s),
6.55-7.1 (5H, m), 7.15-7.25 (2H, m), 7.37 (1H, o),
7.45-7.55 (1H, m)

EiEH67

2.76 (2H, t, J=6.9Hz), 3.4-3.55 (3H, m), 3.65-
3.75 (4H, m), 3.85-3.95 (1H, m), 4.46 (1H, d,
J=9.5Hz), 5.4-5.5 (2H, m), 6.75-6.85 (1H, m),
6.9-7.0 (1H, m), 7.05-7.2 (4H, m), 7.34 (1H, s),
7.45-7.55 (1H, m)

RiEH6s

1.12 (6H, ), 2.69 (2H, s), 3.4-3.55 (3H, m), 3.65-
3.75 (2H, m), 3.85-3.95 (1H, m), 4.47 (1H, d,
J=9.6Hz), 5.4-5.55 (2H, m), 6.75-6.85 (1H, m),
6.9-7.0 (1H, m), 7.05-7.2 (4H, m), 7.36 (1H, s),
7.45-7.55 (1H, m)

RHiEH69

1.21 (6H, s), 1.65-1.75 (2H, m), 2.55-2.65 (2H,
m), 3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.85-
3.95 (1H, m), 4.46 (1H, d, J=9.5Hz), 5.43 (2H, s),
6.75-6.85 (1H, m), 6.9-7.0 (1H, m), 7.05-7.15
(4H, m), 7.34 (1H, s), 7.45-7.55 (1H, m)

EHEM70

2.27 (3H, s), 3.4-3.55 (3H, m), 3.65-3.75 (2H, m),
3.85-3.95 (1H, m), 4.48 (1H, d, J=9.5Hz), 5.65-
5.8 (2H, m), 6.85-7.1 (6H, m), 7.35 (1H, s), 7.65-
7.75 (1H, m)

EEH71

S ST

1.17 (3H, t, J=7.6Hz), 2.58 (2H, q, J=7.6Hz),
3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.85-3.95
(1H, m), 4.49 (1H, d, J=9.9Hz), 5.65-5.8 (2H, m),
6.9-7.05 (3H, m), 7.05-7.15 (3H, m), 7.35 (1H, s),
7.65-7.75 (1H, m)
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#6—11

No.

=

'H-NMR (CD;0D) & ppm:

REH72

3.4-3.55 (3H, m), 3.6-3.75 (2H, m), 3.85-3.95
(1H, m), 4.47 (1H, d, J=9.6Hz), 5.6-5.75 (2H, m),
6.6-6.7 (2H, m), 6.85-7.05 (3H, m), 7.05-7.15
(1H, m), 7.33 (1H, s), 7.65-7.75 (1H, m)

EHEH 73

Ho" “0H

3.4-3.55 (3H, m), 3.6-3.75 (5H, m), 3.85-3.95
(1H, m), 4.48 (1H, d, J=9.3Hz), 5.6-5.75 (2H, m),
6.75-6.85 (2H, m), 6.95-7.05 (3H, m), 7.05-7.1
(1H, m), 7.35 (1H, s), 7.65-7.75 (1H, m)

RHEHI74

HoV “oH

3.4-3.55 (3H, m), 3.65-3.8 (5H, m), 3.85-3.95
(1H, m), 4.48 (1H, d, J=9.5Hz), 5.65-5.8 (2H, m),
6.5-6.65 (2H, m), 6.65-6.75 (1H, m), 6.95-7.05
(1H, m), 7.05-7.15 (1H, m), 7.34 (1H, ), 7.65
7.75 (1H, m)

EHEH75

oV “OH

1.34 (3H, t, J=7.0H2), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 3.98 (2H, q,
J=7.0Hz), 4.48 (1H, 4, J=9.9Hz), 5.74 (2H, s),
6.5-6.65 (2H, m), 6.65-6.75 (1H, m), 6.95-7.05
(1H, m), 7.05-7.15 1H, m), 7.34 (1H, s), 7.65-
7.75 (1H, m)

RiEM76

e T

HO' “0H
OH

1.27 (6H, d, J=6.1Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 4.45-4.6 (2H, m),
5.65-5.8 (2H, m), 6.5-6.7 (3H, m), 6.95-7.05 (1H,
m), 7.05-7.15 (1H, m), 7.34 (1H, s), 7.65-7.75
(1H, m)

EEH77

OH

3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.85-3.95
(14, m), 4.49 (1H, d, J=9.5Hz), 5.7-5.85 (2H, m),| -
6.55-6.9 (1H, m), 6.95-7.15 (6H, m), 7.38 (1H, s),
7.65-7.75 (1H, m)




WO 2006/054629

PCT/JP2005/021104

F6—12

No.

&=

E

'H-NMR (CD,0D) O ppum:

EHEM78

¢l

é

HO

[N “OH

2.76 (2H, t, J=6.9Hz), 3.4-3.55 (3H, m), 3.65-
3.75 (4H, m), 3.85-3.95 (1H, m), 4.48 (1H, d,
J=9.3Hz), 5.65-5.8 (2H, m), 6.9-7.05 (3H, m),
7.05-7.15 (3H, m), 7.36 (1H, s), 7.65-7.75 (1H,
m)

REH79

HO
[N OH

x

1.12 (6H, s), 2.69 (2H, s), 3.4-3.55 (3H, m), 3.65-
3.75 (2H, m), 3.85-3.95 (1H, m), 4.49 (1H, d,
J=9.8Hz), 5.65-5.8 (2H, m), 6.9-7.05 (3H, m),
7.05-7.15 (3H, m), 7.37 (1H, s), 7.65-7.75 (1H,
m)

EHEHS0

Ho
oV “0H

-3

1.21 (6H, s), 1.65-1.75 (2H, m), 2.55-2.65 (2H,
m), 3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.85-
3.95 (1H, m), 4.48 (1H, d, J=9.7Hz), 5.65-5.8
(2H, m), 6.9-7.05 (3H, m), 7.05-7.15 (3H, m),
7.35 (1H, ), 7.65-7.75 (1H, m)

REEMHS

HO
0H

=
o
-

3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.85-3.95
(1H, m), 4.51 (H, d, J=9.7Hz), 5.75-5.9 (2H, m),
6.95-7.05 (1H, m), 7.05-7.15 (3H, m), 7.25-7.35
(1H, m), 7.35-7.45 (3H, m), 7.45-7.6 (4H, m),
7.65-7.75 (1H, m)

EHEH82

HO
[N OH

X

3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.85-3.95
(1H, m), 4.51 (1H, d, J=9.5Hz), 5.75-5.9 (2H, m),
6.65-6.75 (1H, m), 6.9-7.25 (TH, m), 7.35-7.5
(3H, m), 7.65-7.75 (1H, m)

RhiEH83

X
=]
-
~
=]
x

3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.85-3.95
(1H, m), 4.5 (1H, d, J=10.0Hz), 5.75-5.85 (2H,
m), 6.75-6.85 (2H, m), 6.95-7.05 (1H, m), 7.05-
7.15 (3H, m), 7.35-7.5 (5H, m), 7.65-7.75 (1H, m)
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#6—13

No.

'"H-NMR (CD;0D) & ppn:

RrEFIs4

1.42 (9H, ), 3.35-3.4 (2H, m), 3.4-3.55 (3H, m),
3.65-3.75 (2H, m), 3.85-4.0 (3H, m), 4.48 (1H, d,
J=9.6Hz), 5.65-5.75 (2H, m), 6.8-6.9 (2H, m),
6.95-7.05 (3H, m), 7.05-7.15 (1H, m), 7.35 (1H,
8), 7.65-7.75 (1H, m)

REHI8S

HO
Ho" OH

3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.85-3.95
(4H, m), 4.51 (1H, d, J=9.2H2), 5.8-5.9 (2H, m),
6.95-7.05 (1H, m), 7.05-7.15 (3H, m), 7.4 (1H, s),
7.7-7.75 (1H, m), 7.85-7.95 (2H, m)

RrEH8e

HO
HoV “OH

2.5 (3H, s), 3.4-3.55 (3H, m), 3.65-3.8 (2H, m),

3.85-3.95 (1H, m), 4.49 (1H, d, J=10.1Hz), 5.5

(2H, ), 6.6-6.7 (2H, m), 6.7-6.85 (3H, m), 6.85-
6.95 (1H, m), 7.25 (1H, s), 7.55-7.6 (1H, m)

ErERe7

HoV /o

2.48 (3H, s), 3.4-3.55 (3H, m), 3.65-3.85 (5H, m),
3.85-3.95 (1H, m), 4.49 (1H, d, J=9.6Hz), 5.57
(2H, s), 6.35-6.45 (1H, m), 6.5-6.6 (1H, m), 6.7
6.75 (1H, m), 6.8-6.85 (1H, m), 6.85-6.95 (1H,
m), 7.25 (1H, 8), 7.55-7.65 (1H, m)

RHEHss

HoV O

1.34 (3H, t, J=7.1Hz), 2.48 (3H, s), 3.4-3.55 (3H,
m), 3.65-3.8 (2H, m), 3.85-3.95 (1H, m), 3.97
(2H, ¢, J=7.1Hz), 4.48 (1H, d, J=9.5H2), 5.56
(2H, s), 6.35-6.45 (1H, m), 6.45-6.55 (1H, m),
6.65-6.75 (1H, m), 6.8-6.85 (1H, m), 6.9-6.95
(1H, m), 7.25 (1H, s), 7.55-7.65 (1H, m)

EEHI8o

Ho" "’ 0H

1.26 (6H, d, J=6.1Hz), 2.49 (3H, s), 3.4-3.55 (3H,
m), 3.65-3.8 (2H, m), 3.85-3.95 (1H, m), 4.45-4.6
(2H, m), 5.56 (2H, ), 6.35-6.45 (1H, m), 6.45-
6.55 (1H, m), 6.65-6.75 (1H, m), 6.8-6.85 (1H,
m), 6.9-6.95 (1H, m), 7.25 (1H, s), 7.55-7.65 (1H,
m)
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#6—14

No.

'"H-NMR (CD,0D) & ppm:

RiEHIo0

Ho® “0H

2.45 (3H, s), 3.4-3.55 (3H, m), 3.65-3.8 (2H, m),
3.85-3.95 (1H, m), 4.5 (1H, d, J=9.5H2), 5.59
(2H, s), 6.55-7.0 (5H, m), 7.0-7.05 (2H, m), 7.27
(1H, 9), 7.55-7.65 (1H, m)

FEHEH91

HoV ’0H

1.17 (3H, t, J=7.4Hz), 2.84 (2H, q, J=7.4Hz),
3.4-3.55 (3H, m), 3.65-3.8 (2H, m), 3.85-3.95
(1H, m), 4.5 (1H, d, J=9.8Hz), 5.45 (2H, s), 6.6-
6.7 (2H, m), 6.7-6.8 (2H, m), 6.85-7.0 (2H, m),
7.25 (1H, ), 7.55-7.65 (1H, m)

KhEH 92

HOV “0H

1.16 (3H, t, J=7.5Hz), 2.82 (2H, q, J=7.5H2),
3.4-3.55 (3H, m), 3.65-3.8 (5H, m), 3.85-3.95
(1H, m), 4.5 (1H, d, J=10.0Hz), 5.48 (2H, s),
6.75-7.0 (6H, m), 7.26 (1H, s), 7.55-7.65 (1H, m)

EHEMO3

HO 04

2.27 (3H, s), 2.38 (3H, s), 3.4-3.55 (3H, m), 3.65-
3.75 (2H, m), 3.85-3.95 (1H, m), 4.43 (1H, d,
J=9.8Hz), 5.3-5.45 (2H, m), 6.6-6.7 (1H, m), 7.0-
7.15 (4H, m), 7.25-7.35 (2H, m)

EHEH 4

Ho ’OH

1.17 (8H, t, J=7.6H2), 2.38 (3H, s), 2.58 (2H, q,
J=7.6Hz), 3.4-3.55 (3H, m), 3.6-3.75 (2H, m),
3.85-3.95 (1H, m), 4.43 (1H, d, J=9.6Hz), 5.39
(2H, s), 6.6-6.7 (1H, m), 7.0-7.15 (4H, m), 7.25-
7.35 (2H, m)

EHEHIO5

HoY “0H

2.38 (3H, s), 3.4-3.55 (3H, m), 3.6-3.75 (2H, m),
3.8-3.95 (1H, m), 4.42 (1H, d, J=9.8Hz), 5.31
(2H, s), 6.6-6.75 (3H, m), 6.95-7.1 (2H, m), 7.2-
7.35 (2H, m)




WO 2006/054629

67

PCT/JP2005/021104

#6—15

No.

'"H-NMR (CD,0D) 6 ppm:

EEM6

2.38 (3H, s), 3.4-3.55 (3H, m), 3.65-3.75 (5H, m),
3.85-3.95 (1H, m), 4.42 (1H, d, J=9.9Hz), 5.35
(2H, s), 6.6-6.7 (1H, m), 6.75-6.85 (2H, m), 7.05
7.15 (2H, m), 7.25-7.35 (2H, m)

EHEFO7

Ho® /0H

2.38 (3H, s), 8.4-3.55 (3H, m), 3.65-3.8 (5H, m),
3.85-3.95 (1H, m), 4.42 (1H, d, J=9.6H2), 5.42
(2H, s), 6.55-6.65 (1H, m), 6.65-6.75 (2H, m),
6.9-7.0 1H, m), 7.2-7.35 (2H, m)

xEHEHlo8

Ho® “ OH

2.37 (3H, s), 3.4-3.55 (3H, m), 3.6-3.75 (2H, m),
3.85-3.95 (1H, m), 4.44 (1H, d, J=9.6Hz), 5.41
(2H, ), 6.6-6.7 (1H, m), 7.05-7.15 (2H, m), 7.2-
7.35 (4H, m)

EHER9

HOV 0N

2.37 (3H, s), 2.75 (2H, t, J=6.9Hz), 3.4-3.55 (3H,
m), 3.6-3.75 (4H, m), 3.85-3.95 (1H, m), 4.43
(1H, d, J=9.7Hz), 5.3-5.45 (2H, m), 6.6-6.7 (1H,
m), 7.0-7.2 (4H, m), 7.25-7.35 (2H, m)

EHEH 100

HOY " 0H

1.12 (6H, s), 2.38 (3H, s), 2.69 (2H, s), 3.4-3.55
(3H, m), 3.65-3.75 (2H, m), 3.85-3.95 (1H, m),
4.43 (1H, d, J=9.7Hz), 5.35-5.5 (2H, m), 6.6-6.7
(1H, m), 7.05-7.2 (4H, m), 7.25-7.35 (2H, m)

EheH 101

Ho /OH

1.21 (6H, s), 1.65-1.75 (2H, m), 2.38 (3H, s),
2.55-2.65 (2H, m), 3.4-3.55 (3H, m), 3.65-3.75
(2H, m), 3.85-3.95 (1H, m), 4.43 (1H, d,
J=9.9Hz), 5.39 (2H, s), 6.6-6.7 (1H, m), 7.0-7.15
(4H, m), 7.25-7.35 (2H, m)
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#6—16

No.

'"H-NMR (CD,0D) & ppn:

EHEM102

HOY “0H
OH

2.26 (3H, s), 2.37 (3H, s), 3.4-3.55 (3H, m), 3.65-
3.75 (2H, m), 3.85-3.95 (1H, m), 4.45 (1H, d,
J=9.6Hz), 5.6-5.75 (2H, m), 6.85-6.95 (3H, m),
7.0-7.1 (2H, m), 7.29 (1H, s), 7.45-7.5 (1H, m) .

EEH 103

HoV ’O0H
OH

1.17 3H, t, J=7.5H2), 2.37 (3H, ¢), 2.57 (2H, q,
J=7.5Hz), 3.4-3.55 (3H, m), 3.65-3.75 (2H, m),
3.85-3.95 (1H, m), 4.45 (1H, d, J=9.5H2), 5.6
5.75 (2H, m), 6.9-7.0 (3H, m), 7.05-7.15 (2H, m),
7.29 (1H, s), 7.45-7.5 (1H, m)

EEH104

HO

Ho“ ’OH
OH

2.37 (3H, s), 3.4-3.55 (3H, m), 3.65-3.75 (2H, m),
3.85-3.95 (1H, m), 4.44 (1H, d, J=9.4Hz), 5.55-
5.65 (2H, m), 6.6-6.7 (2H, m), 6.85-7.0 (3H, m),
7.28 (1H, ), 7.4-7.5 1H, m)

RHEHI105

Cl o
HO

HoV “OH
0H

2.37 (3H, ), 3.4-3.55 (3H, m), 3.65-3.75 (5H, m),
3.85-3.95 (1H, m), 4.45 (1H, d, J=9.7Hz), 5.6-5.7
(2H, m), 6.75-6.85 (2H, m), 6.9-6.95 (1H, m),

6.95-7.05 (2H, m), 7.29 (1H, s), 7.457.5 (1H, m)

KHEM 106

HO

2.37 (3H, s), 3.4-3.55 (3H, m), 3.6-3.8 (5H, m),
3.85-3.95 (1H, m), 4.45 (1H, d, J=9.4Hz), 5.69
(2H, ), 6.5-6.65 (2H, m), 6.65-6.75 (1H, m), 6.9-
7.0 (1H, m), 7.28 (1H, ), 7.45-7.5 (1H, m)

EHEH107

1]

HO

2.37 (3H, ), 3.4-3.55 (3H, m), 3.65-3.75 (2H, m),
3.85-3.95 (1H, m), 4.46 (1H, d, J=9.7Hz), 5.69
(2H, s), 6.9-7.05 (3H, m), 7.2-7.3 (2H, m), 7.32
(1H, ), 7.45-7.55 (1H, m)
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#F6—17

No.

-

B

'"H-NMR (CD,0D) & ppm:

EHEHM108

-n—(:

HO
[N 7 0H

2.37(3H, ), 3.4-3.55 (3H, m), 3.65-3.75 (2H, m),
3.85-3.95 (1H, m), 4.46 (1H, d, J=9.7H2), 5.71
(2H, ), 6.55-6.9 (1H, m), 6.9-7.1 (5H, m), 7.33
(1H, ), 7.45-7.55 (1H, m)

FEHEHI109

=]
=
i:’
mm

HO
oV O

xr

2.38 (3H, s), 3.4-3.55 (3H, m), 3.65-3.75 (2H, m),
3.85-3.95 (1H, m), 4.48 (1H, d, J=9.5H32), 5.8
(2H, ), 6.9-7.0 1H, m), 7.1-7.2 (2H, m), 7.35
(1H, s), 7.45-7.6 (3H, m)

KHEH110

OH

HO
[ ‘04

x

2.37 (3H, 9), 2.75 (2H, t, J=7.0Hz), 3.4-3.55 (3H,
m), 3.6-3.75 (4H, m), 3.85-3.95 (1H, m), 4.45
(1H, d, J=9.3Hz), 5.6-5.75 (2H, m), 6.9-7.0 (3H,
m), 7.05-7.15 (2H, m), 7.3 (1H, ), 7.45-7.5 (1H,
m)

RHEHI111

OH

Ho
’0H

=
=]
(A

1.12 (6H, 8), 2.37 (3H, s), 2.68 (2H, s), 3.4-3.55
(3H, m), 3.65-3.75 (2H, m), 3.85-3.95 (1H, m),
4.46 (1H, d, J=10.0H2), 5.6-5.75 (2H, m), 6.9-7.0
(83H, m), 7.05-7.15 (2H, m), 7.31 (1H, s), 7.45-7.5
(1H, m)

REF112

HO
oV “0H

1.21 (6H, s), 1.65-1.75 (2H, m), 2.37 (3H, s),
2.55-2.65 (2H, m), 3.4-3.55 (3H, m), 3.65-3.75
(2H, m), 3.85-3.95 (1H, m), 4.45 (1H, d,
J=9.2Hz), 5.6-5.75 (2H, m), 6.9-7.0 (3H, m),
7.05-7.15 (2H, m), 7.29 (1H, s), 7.45-7.5 (1H, m)

EEM113

:

HO
[N “0H

x

1.17 (3H, t, J=7.6Hz), 2.34 (3H, s), 2.42 (3H, s),
2.58 (2H, q, J=7.6Hz), 3.4-3.55 (3H, m), 3.65-3.8
(2H, m), 3.85-3.95 (1H, m), 4.47 (1H, d,
J=9.7Hz), 5.52 (2H, s), 6.6-6.7 (1H, m), 6.8-6.9
(2H, m), 7.05-7.15 (2H, m), 7.21 (1H, s), 7.3-7.4
(1H, m)
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#6—18

No.

'"H-NMR (CD;0D) 6 ppm:

EHERH114

HoY /0H
OH

2.34 (3H, s), 2.43 (3H, s), 3.4-3.55 (3H, m), 3.6
3.8 (5H, m), 3.85-3.95 (1H, m), 4.46 (1H, d,
J=9.8Hz), 5.49 (2H, s), 6.6-6.7 (1H, m), 6.75-6.9
(4H, m), 7.2 (1H, 9), 7.3-7.4 1H, m)

EHEM115

2.27 (3H, s), 2.67 (3H, 9), 3.35-3.55 (3H, m), 3.65
(1H, dd, J=12.0, 5.9Hz), 3.7-3.8 (1H, m), 3.87
(1H, dd, J=12.0, 2.2Hz), 4.76 (1H, d, J=9.9Hz),
5.38 (1H, d, J=15.7Hz), 5.46 (1H, d, J=15.7Hz),
6.6-6.75 (2H, m), 6.95-7.1 (4H, m), 7.37 (1H, s)

EHEM116

HO

1]

1.17 (3H, t, J=7.6H2), 2.58 (2H, q, J=7.6Hz),
2.67 (3H, ), 3.35-3.6 (3H, m), 3.65 (1H, dd,
J=12.2, 5.7Hz), 3.7-3.8 (1H, m), 3.87 (1H, dd,
J=12.2, 2.0Hz), 4.76 (1H, d, J=9.8Hz), 5.39 (1H,
d, J=15.8Hz), 5.47 (1H, d, J=15.8H2), 6.65-6.75
(2H, m), 7.0-7.15 (4H, m), 7.37 (1H, s)

REM117

HO

OH

2.66 (3H, s), 3.35-3.55 (3H, m), 3.64 (1H, dd,
J=12.0, 5.9Hz), 3.65-3.8 (1H, m), 3.86 (1H, dd,
J=12.0, 2.2Hz), 4.76 (1H, d, J=9.7Hz), 5.31 (1H,
d, J=15.5Hz), 5.4 (1H, d, J=15.5Hz), 6.6-6.75
(4H, m), 6.95-7.05 (2H, m), 7.35 (1H, s)

RHEM118

HO

(]

2.66 (3H, s), 3.35-3.55 (3H, m), 3.64 (1H, dd,
J=12.2, 5.8Hz), 3.7-3.8 (4H, m), 3.86 (1H, dd,
J=12.2, 2.4Hz), 4.76 (1H, d, J=9.8H2), 5.35 (1H,
d, J=15.3H2), 5.44 (1H, d, J=15.3Hz), 6.65-6.75
(2H, m), 6.75-6.85 (2H, m), 7.05-7.15 (2H, m),
7.37 (1H, s)

=iEH119

OH

2.66 (3H, s), 3.35-3.55 (3H, m), 3.64 (1H, dd,
J=12.0, 5.9Hz), 3.65-3.8 (4H, m), 3.86 (1H, dd,
J=12.0, 2.2Hz), 4.75 (1H, d, J=9.7Hz), 5.42 (1H,
d, J=15.8Hz), 5.5 (1H, d, J=15.8H2), 6.55-6.65
(1H, m), 6.65-6.75 (3H, m), 6.85-6.95 (1H, m),
7.34 (1H, s)
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#6—19

No.

mig=

'H-NMR (CD,0D) & ppn:

=EM120

2.67 (3H, s), 2.76 (2H, t, J=6.8Hz), 3.35-3.55
(3H, m), 3.6-3.8 (4H, m), 3.87 (1H, dd, J=12.3,
2.4Hz), 4.76 (1H, d, J=9.8H2), 5.39 (1H, d,
J=16.0Hz), 5.48 (1H, d, J=16.0Hz), 6.6-6.75 (2H,
m), 7.0-7.1 (2H, m), 7.1-7.2 (2H, m), 7.38 (1H, s)

EHER121

2.27 (3H, 9), 2.71 (3H, s), 3.35-3.55 (3H, m), 3.6
3.7 (1H, m), 3.7-3.8 (1H, m), 3.85-3.95 (1H, m),
4.78 (1H, d, J=9.9H2), 5.64 (1H, d, J=16.4Hz),
5.81 (1H, d, J=16.4Hz), 6.7-6.8 (1H, m), 6.85-7.0
(3H, m), 7.0-7.1 (2H, m), 7.39 (1H, s)

KieH122

1.17 (3H, t, J=7.5Hz), 2.58 (2H, q, J=7.5Hz),
2.71 (3H, s), 3.35-3.55 (3H, m), 3.6-3.7 (1H, m),
3.7-3.8 (1H, m), 3.85-3.95 (1H, m), 4.75-4.85
(1H, m), 5.66 (1H, d, J=16.4Hz), 5.83 (1H, d,
J=16.4Hz), 6.7-6.8 (1H, m), 6.85-7.0 (3H, m),
7.05-7.15 (2H, m), 7.

EMEH123

2.71 (3H, s), 3.35-3.55 (3H, m), 3.6-3.7 (1H, m),
3.7-3.8 (1H, m), 3.8-3.9 (1H, m), 4.78 (1H, 4,
J=9.9Hz), 5.58 (1H, d, J=16.1H2), 5.76 (1H, d,
J=16.1Hz), 6.6-6.7 (2H, m), 6.7-6.8 (1H, m),
6.85-7.0 (3H, m), 7.37 (1H, s)

REFI124

HO

2.71 (3H, ), 3.35-3.55 (3H, m), 3.6-3.7 (1H, m),
3.7-3.8 (4H, m), 3.87 (1H, dd, J=12.0, 2.3Hz),
4.75-4.85 (1H, m), 5.62 (1H, d, J=16.3Hz), 5.79
(1H, d, J=16.3Hz), 6.7-6.85 (3H, m), 6.9-7.0 (3H,
m), 7.38 (1H, &)

EHEH125

OH

2.71 (3H, s), 3.35-3.55 (3H, m), 3.6-3.7 (1H, m),
3.7-3.8 (4H, m), 3.85-3.95 (1H, m), 4.78 (1H, d,
J=9.9Hz), 5.67 (1H, d, J=16.5Hz), 5.82 (1H, d,
J=16.5Hz), 6.45-6.6 (2H, m), 6.65-6.8 (2H, m),
6.9-7.0 (1H, m), 7.38 (1H, s)

KHEH 126

HO

1.17 (3H, t, J=7.5H2), 2.42 (3H, ), 2.57 (2H, q,
J=7.5Hz), 2.7 (3H, s), 3.35-3.6 (3H, m), 3.6-3.95
(3H, m), 4.75-4.9 (1H, m), 5.52 (1H, 4, :
J=15.8Hz), 5.61 (1H, d, J=15.8Hz), 6.6-6.75 (2H,
m), 6.75-6.85 (2H, m), 7.0-7.15 (2H, m), 7.3 (1H,
8)

[0126] SEE61127~160

KIS DI E 2 T EZEFI10LRBRD GIETHE LIz, HEISCT, &

BELTTER=RNADORDVIIN, N—VAF VRNV LTINE Az,
[0127] ZEEHI127~160D/LAEMDIEE K NMRAXRINVT —HERTITRT,
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®z7—1

=

'"H-NMR (CD,0D) & ppm:

EiEH127

ST

HoV “0H
OH

1.34 (3H, t, J=6.9Hz), 3.4-3.55 (3H, m), 3.65-3.8
(2H, m), 3.85-3.95 (1H, m), 3.97 (2H, q,
J=6.9Hz), 4.48 (1H, d, J=9.5Hz), 5.26 (2H, s),
6.75-6.85 (2H, m), 7.0-7.15 (4H, m), 7.25-7.35
(2H, m), 7.7-7.75 (1H, m)

EhiEH 128

1.25 (6H, d, J=6.4Hz), 3.4-3.55 (3H, m), 3.65-3.8
(2H, m), 3.85-3.95 (1H, m), 4.45-4.6 (2H, m),
5.26 (2H, s), 6.75-6.85 (2H, m), 7.0-7.15 (4H, m),
7.3-7.35 (2H, m), 7.7-7.75 (1H, m)

EHEH 129

HO
HOV

1.34 (3H, t, J=6.9Hz), 3.4-3.55 (3H, m), 3.6-3.7
(1H, m), 3.7-3.8 (1H, m), 3.8-3.9 (1H, m), 3.98
(2H, q, J=6.9H2), 4.6 (1H, d, J=9.7Hz), 5.2-5.35
(2H, m), 6.65-6.75 (1H, m), 6.8-6.85 (2H, m),
7.0-7.1 (1H, m), 7.1-7.2 (3H, m), 7.36 (1H, s)

EHEH130

HoV

1.26 (6H, d, J=6.1Hz), 3.4-3.55 (3H, m), 3.6-3.7
(1H, m), 3.7-3.8 1H, m), 3.8:3.9 (1H, m), 4.45-
4.65 (2H, m), 5.2-5.35 (2H, m), 6.65-6.75 (1H,
m), 6.75-6.85 (2H, m), 7.0-7.2 (4H, m), 7.36 (1H,
s)

FEMEH131

] NP
0 N
HoV ]
OH

1.34 (3H, t, J=7.0Hz), 3.4-3.6 (3H, m), 3.65-3.9
(3H, m), 3.97 (2H, q, J=7.0H2), 5.1 (1H, d,
J=9.8Hz), 5.26 (1H, d, J=15.4Hz), 5.32 (1H, d,
J=15.4H2), 6.75-6.85 (2H, m), 7.0-7.15 (4H, m),
7.25-7.35 (1H, m), 7.47 (1H, s)

RHEHI132

0
¢t
0 'k/@ Y
oV ’ OH

OH

1.26 (6H, d, J=6.1Hz), 3.4-3.6 (3H, m), 3.65-3.9
(3H, m), 4.45-4.6 (1H, m), 5.1 (1H, d, J=9.7Hz),
5.26 (1H, d, J=15.5H2), 5.32 (1H, d, J=15.5Hz),
6.75-6.85 (2H, m), 7.0-7.15 (4H, m), 7.25-7.35
(1H, m), 7.48 (1H, s)
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RT—2

No.

g

'"H-NMR (CD,0D) & ppm:

EHEM133

1.33 (3H, t, J=7.0H2), 2.71 (3H, s), 3.35-3.45
(1H, m), 3.45-3.55 (2H, m), 3.6-3.7 (1H, m), 3.7-
3.8 (1H, m), 3.8-3.9 (1H, m), 3.96 (2H, q,
J=7.0Hz), 4.79 (1H, d, J=9.7Hz2), 5.23 (1H, d,
J=15.8Hz), 5.28 (1H, d, J=15.8H2), 6.75-6.85
(3H, m), 6.9-7.0 (1H, m), 7.05-7.2 (3H, m), 7.36
(1H. 8)

RHEM134

Ho" ’OH

1.25 (6H, d, J=6.0Hz), 2.71 (3H, s), 3.35-3.45
(1H, m), 3.45-3.55 (2H, m), 3.6-3.7 1H, m), 3.7
3.8 (1H, m), 3.8-3.9 (1H, m), 4.45-4.6 (1H, m),
4.79 (1H, d, J=9.9Hz), 5.22 (1H, d, J=15.6H2),
5.28 (1H, d, J=15.6Hz), 6.75-6.85 (3H, m), 6.95-
7.0 (1H, m), 7.05-7.2 (3H, m), 7.36 (1H, s)

RHEM 135

1.34 (3H, t, J=7.0Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 3.98 (2H, q,
J=7.0Hz), 4.44 (1H, d, J=9.4H2), 5.26 (2H, s),
6.75-6.85 (2H, m), 7.0-7.15 (3H, m), 7.3 (1H, d,
J=8.7Hz), 7.38 (1H, ), 7.7 (1H, d, J=2.1Hz)

RHEH136

Ho® “OH

1.26 (6H, d, J=5.9Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 4.44 (1H, 4,
J=9.7Hz), 4.45-4.6 (1H, m), 5.26 (2H, s), 6.75-
6.85 (2H, m), 7.0-7.15 (3H, m), 7.3 (1H, d,
J=8.7Hz), 7.39 (1H, s), 7.7 (1H, d, J=1.9Hz)

REM137

HoY /0H

1.0 (3H, t, J=7.4Hz), 1.65-1.8 (2H, m), 2.39 (3H,
8), 3.4-3.55 (3H, m), 3.6-3.8 (2H, m), 3.8-3.95
(3H, m), 4.45 (1H, d, J=9.9Hz), 5.23 (2H, s),
6.75-6.85 (2H, m), 6.9-7.0 (1H, m), 7.05-7.15
(2H, m), 7.15-7.25 (1H, m), 7.27 (1H, ), 7.45
7.55 (1H, m)

EHEH138

Bt

HoV ‘O
OH

0.99 (6H, d, J=7.0Hz), 1.95-2.1 (1H, m), 2.39
(3H, s), 3.4-3.55 (3H, m), 3.6-3.8 (4H, m), 3.85-
3.95 (1H, m), 4.45 (1H, d, J=9.3Hz), 5.23 (2H, ),
6.75-6.85 (2H, m), 6.9-7.0 (1H, m), 7.05-7.15
(2H, m), 7.15-7.25 (1H, m), 7.27 (1H, s), 7.45-
7.55 (1H, m)
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R7-3

No.

gt

'"H-NMR (CD,0D) & ppm:

=HEHI139

BT

d
HOV “OH
OH

2.39 (3H, ), 3.4-3.55 (3H, m), 3.65-3.85 (4H, m),
3.85-3.95 (1H, m), 4.05-4.15 (2H, m), 4.45 (1H,
d, J=9.6Hz), 4.58 (2H, s), 5.24 (2H, s), 6.8-6.9
(2H, m), 6.9-7.0 (1H, m), 7.05-7.15 (2H, m),
7.15-7.4 (TH, m), 7.45-7.55 (1H, m)

EEH140

DV ong

HO® /0H
OH

1.24 (3H, t, J=7.6Hz), 1.34 (3H, t, J=7.0Hz), 2.7
(2H, q, J=7.6Hz), 3.4:3.55 (3H, m), 3.65-3.8 (2H,
m), 3.85-3.95 (1H, m), 3.97 (2H, q, J=7.0H2),
4.46 (1H, d, J=9.7H2), 5.24 (2H, s), 6.75-6.85
(2H, m), 6.95-7.0 (1H, m), 7.05-7.15 (2H, m),
7.22 (1H, d, J=8.3H2), 7.29 (1H, s), 7.5-7.55 (1H,
m)

K141

1.2-1.3 (9H, m), 2.7 (2H, q, J=7.6H32), 3.4-3.55
(3H, m), 3.65-3.8 (2H, m), 3.85-3.95 (1H, m),
4.47 (1H, d, J=9.5Hz), 4.5-4.6 (1H, m), 5.24 (2H,
8), 6.75-6.85 (2H, m), 6.95-7.0 (1H, m), 7.05-7.15
(2H, m), 7.23 (1H, d, J=8.5Hz), 7.29 (1H, s), 7.5
7.55 (1H, m)

REH142

1.34 (3H, t, J=7.0Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 3.98 (2H, q,
J=7.0Hz), 4.45 (1H, d, J=9.6H2), 5.22 (2H, s),
6.75-6.85 (3H, m), 6.95-7.2 (3H, m), 7.32 (1H, s),
7.6-7.7 (1H, m)

EEH143

HoY ’OH

1.26 (6H, d, J=5.9Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 4.45 (1H, d,
J=9.7Hz), 4.5-4.6 (1H, m), 5.22 (2H, s), 6.75-6.85|
(3H, m), 7.0-7.1 (1H, m), 7.1-7.15 (2H, m), 7.32
(1H, ), 7.65-7.75 (1H, m)

RHEH144

1.33 (3H, t, J=7.0H2), 3.4-3.55 (3H, m), 3.65-
3.75 (2H, m), 3.85-3.95 (1H, m), 3.96 (2H, q,
J=7.0Hz), 4.45 (1H, d, J=10.0H2), 5.38 (2H, s),
6.75-6.85 (3H, m), 6.9-7.0 (1H, m), 7.05-7.15
(2H, m), 7.33 (1H, s), 7.45-7.55 (1H, m)
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x7—4

No.

'{-NMR (CD,0D) & ppn:

=EM145

1.25 (6H, d, J=6.1Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.8-3.95 (1H, m), 4.4-4.6 (2H, m), 5.38
(2H, ), 6.75-6.9 (3H, m), 6.9-7.0 (1H, m), 7.05
7.15 (2H, m), 7.34 (1H, ), 7.45-7.55 (1H, m)

RiEH 146

0\/
O
o0

HoY “0H

1.34 (3H, t, J=7.0Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 3.97 (2H, q,
J=7.0Hz), 4.48 (1H, d, J=9.3Hz), 5.6-5.75 (2H,
m), 6.75-6.85 (2H, m), 6.9-7.05 (3H, m), 7.05-
7.15 (1H, m), 7.35 (1H, s), 7.65-7.75 (1H, m)

RiEH147

1.25 (6H, d, J=5.9Hz), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 4.4-4.6 (2H, m), 5.6
5.75 (2H, m), 6.7-6.8 (2H, m), 6.9-7.05 (3H, m),
7.05-7.15 (1H, m), 7.35 (1H, s), 7.65-7.75 (1H,
m)

K148

Ho® /O

3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.81 (3H, s),
3.85-3.95 (1H, m), 4.51 (1H, d, J=10.0Hz), 5.75-
5.9 (2H, m), 6.8-6.9 (1H, m), 6.95-7.05 (1H, m),
7.05-7.15 (5H, m), 7.25-7.35 (1H, m), 7.41 (1H,
s), 7.45-7.55 (2H, m), 7.7-7.75 (1H, m)

RHEH 149

Ho® “0H

1.3 (6H, d, J=6.3Hz), 3.4-3.55 (3H, m), 3.65-3.75
(2H, m), 3.85-3.95 (1H, m), 4.51 (1H, d,
J=9.4Hz), 4.55-4.7 (1H, m), 5.75-5.85 (2H, m),
6.8-6.9 (1H, m), 6.95-7.15 (6H, m), 7.25-7.3 (1H,
m), 7.4 (1H, ), 7.45-7.5 (2H, m), 7.7-7.75 (1H,
m)

RHEH150

3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.8 (3H, s),
3.85-3.95 (1H, m), 4.51 (1H, d, J=9.8Hz), 5.75
5.85 (2H, m), 6.9-7.05 (3H, m), 7.05-7.15 (3H,
m), 7.35-7.55 (5H, m), 7.65-7.75 (1H, m)
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£7—5

No.

=t

'H-NMR (CD,0D) 6 ppm:

M 151

1.31 (6H, d, J=6.1Hz), 3.4-3.55 (3H, m), 3.65-
3.75 (2H, m), 3.85-3.95 (1H, m), 4.51 (1H, d,
J=9.6Hz), 4.55-4.65 (1H, m), 5.75-5.85 (2H, m),
6.9-6.95 (2H, m), 6.95-7.05 (1H, m), 7.05-7.15
(3H, m), 7.35-7.5 (5H, m), 7.65-7.75 (1H, m)

EEH152

DB o

HO® /0H

1.33 (3H, t, J=6.8H2), 2.48 (3H, s), 3.4-3.55 (3H,
m), 3.65-3.8 (2H, m), 3.85-4.0 (3H, m), 4.49 (1H,
d, J=9.6Hz), 5.45-5.6 (2H, m), 6.75-6.95 (6H, m),
7.25 (1H, ), 7.55-7.65 (1H, m)

EHEH153

HoV

1.25 (6H, d, J=5.9Hz), 2.49 (3H, s), 3.4-3.55 (3H,
m), 3.65-3.8 (2H, m), 3.85-3.95 (1H, m), 4.45
4.55 (2H, m), 5.45-5.6 (2H, m), 6.75-6.95 (6H,
m), 7.25 (1H, s), 7.55-7.65 (1H, m)

EHEH154

HO®

1.17 (3H, t, J=7.5H2), 1.33 (3H, t, J=6.9Hz),
2.82 (2H, q, J=7.5Hz), 3.4-3.55 (3H, m), 3.653.8
(2H, m), 3.85-3.95 (1H, m), 3.96 (2H, q,
J=6.9Hz), 4.5 (1H, d, J=9.8H2), 5.48 (2H, s),
6.75-6.95 (56H, m), 6.95-7.0 (1H, m), 7.26 (1H, s),
7.55-7.65 (1H, m)

RIEM 155

HoY

1.17 (3H, t, J=7.5Hz), 1.25 (6H, d, J=6.1Hz),
2.83 (2H, q, J=7.5Hz), 3.4-3.55 (3H, m), 3.65-3.8
(2H, m), 3.85-3.95 (1H, m), 4.45-4.55 (2H, m),
5.48 (2H, s), 6.7-6.95 (5H, m), 6.95-7.0 (1H, m),
7.26 (1H, ), 7.55-7.65 (1H, m)

EiEH 156

1.33 (3H, t, J=6.9Hz), 2.37 (3H, s), 3.4-3.55 (3H,
m), 3.6-3.75 (2H, m), 3.85-3.95 (1H, m), 3.96
(2H, q, J=6.9Hz), 4.42 (1H, d, J=9.7Hz), 5.34
(2H, s), 6.6-6.75 (1H, m), 6.75-6.85 (2H, m),
7.05-7.15 (2H, m), 7.25-7.35 (2H, m)
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R7—6

No.

'H-NMR (CD,0D) 0 ppm:

EHER157

1.25 (6H, d, J=6.0Hz), 2.37 (3H, s), 3.4-3.55 (3H,
m), 3.6-3.75 (2H, m), 3.85-3.95 (1H, m), 4.42
(1H, d, J=9.4Hz), 4.45-4.6 (1H, m), 5.34 (2H, s),
6.6-6.75 (1H, m), 6.75-6.85 (2H, m), 7.05-7.15
(2H, m), 7.25-7.35 (2H, m)

EEH158

¢ o\/
vl
Ho =~

HoV /0H
OH

1.33 (3H, t, J=6.9Hz), 2.37 (3H, s), 3.4-3.55 (3H,
m), 3.6-3.75 (2H, m), 3.85-3.95 (1H, m), 3.96
(2H, q, J=6.9Hz), 4.45 (1H, d, J=9.5Hz), 5.55-5.7
(2H, m), 6.7-6.85 (2H, m), 6.9-7.05 (3H, m), 7.29
(1H, s), 7.4-7.5 A1H, m)

EKEH 159

0 "\CI/Q/O\'/

1.25 (6H, d, J=6.0Hz), 2.37 (3H, s), 3.4-3.55 (3H,
m), 3.6-3.75 (2H, m), 3.85-3.95 (1H, m), 4.4-4.6
(2H, m), 5.55-5.7 (2H, m), 6.7-6.85 (2H, m), 6.9-
7.05 (3H, m), 7.29 (1H, s), 7.4-7.5 (1H, m)

K160

Ho® “OH

1.33 (3H, t, J=6.9Hz), 2.66 (3H, s), 3.35-3.55
(3H, m), 3.64 (1H, dd, J=12.3, 5.9H2), 3.7-3.8
(1H, m), 3.86 (1H, dd, J=12.3, 2.4H2), 3.97 (2H,
q, J=6.9H2), 4.76 (1H, d, J=9.5H2), 5.34 (1H, d,
J=15.4H2z), 5.43 (1H, d, J=15.4Hz), 6.65-6.75
(2H, m), 6.75-6.85 (2H, m), 7.05-7.15 (2H, m),
7.36 (1H, s)

[0129] #EfEHI161 3—(2, 3,4, 6—FThF7—0—TEFNV— B —D—FLat’7 /I )N)
—7—7uu—1—[4— (2—eFuF L =h:F) RPN ]—1H—AF—)L

ST BB E A VT, EHEFI1ERRO FIET, 1—

{4—[2— (tert—7F

NI T2V VINAFRY) 2 V]V —7—rue—3— (B —D— 7 )var’
FIVNV) —1H— AV R—NVEERLTZ,

1—{4—[2— (tert—TFNVT 2= A VINFFHY) ThF VIR DN)—T -0
n—3—(f —D—ZNarF /i) —1H— A F—/)L (0. 30g) RV (0. 3
OmL) DHEALAF LV (2mL) TWHRIZE IR TIEAKERRE (0. 36mL) KM — TV AF )V
TI/EVY (5me) A, EiR TRAFRERL, JOSBEMITKENA ., B
FV TR U7z, FhN A 1mol /LIERE, 7K K UM ik CHERGEEL | MK
WRERT ND A THLEREE | W IE TICE E L, BRiEL T FoeRur 7 (5mL)
ZWRL, TR (n—TFNV) T E=U LT AFYR (1. Omol /L FhoeRuT75

W, 0. 50mL) Z /N, SR TIRFRH A L2, SKOSIEE#%E 1mol /LM T
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[0130]

[0131]

BT BT VTR Uz, YR A K R OV Fn Bk CIER BRI L MK AR
R N AT, | LA IE TICE B L, BilEn— ~X Vv — BT /L
(5/ 1) IRAVEEECUAE LIz, BE T CHETAILICLY, Eid kA% (0. 23g)
Erlz,

EhE162 3—(2, 3,4, 6—FTh7—0—v V) — B —D—IArar’T /i)
—7—7un—1—[4— 2—eFaxi=F L) VL] —-1H— A F—v
3—(2,38,4,6—Th7—0—_UVNV— B —D—FNat’Tv)L) —7—raa—
1H— AR —/1 (0. 48g) DN, N— I AF LAV LT IR (5mL) IKIZKH T T55
% kFALTFRT A (37me) ZHIZ., FIRTL54 MHE# Lz, ZhiCRIRT4—[2—
(tert =T FNT Tz = VL INFHL) ZF VRPN TaIR (0. 42g) DT Rt
Fe75 (2mL) WiKEM &, FIRCT154 M, iR CLREEELZ, SRR
ZARPICHT | BT VTR Uz, Sl A 7K B UM o Bk CIRR B L
RIS N L TR | WA E TICE £ LT, LT oerar 70 (5
mL) [ZWfREL ., ThT (n—7F V) To'=0 L7 )VAYR (1. Omol /L ThoeRm
TV, 1. 07mL) &M, RIR T304 MLz, SRR EKTICHT
. BER = LI LTz, fhiE K R O B3 K CIER Berd L, /KRR T 1
U BCHLRS WA T T IS B U, Bl En—~F P —Fig=F /1 (5,1
NRGWEECHE L%, BE T CHBET 228128y, FitfbE6# (0. 50g) &%
Ehaf163 3—(2, 3,4, 6—FTh7—0—v PV — B —D—FArar’s /i)
—1—A—INHRFLRUVN) —T—AF )V —1H— A F—)b
3—(2,3,4,6—ThF—0—_UVNV— B —D—INat’T /i) —7—AF )L —
1H—AYF—/1(0. 28g) DN, N— T AF)LF/AVLT IR (AmL) EKITKA T Th5
%AKFIT N L (22meg) M A, [FIR T15 B L2, ZHIZRIRT4— (T
FEAF V) REBEFHBRATF V(0. 12g) M %, FIRTL55 M., =R CIRFMHEERL,
POSREEW%0. 5mol /LEMTIZHIT, PxF N a—T7 )L TR LTz, fhitikz
KK OBAFI R K CIRR B L, KRR TN D A TR | WA TE T8
Elle, BEEI VAT NHT L0 T T7 4— RHNEE : n— ~F Bk~
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[0132]

[0133]

FN=5,/1~3,/1) THETDZLIIY. 3—-(2, 3,4, 6—TrF7—0—~ P
— B —D— I Nat’T ) —1—[4— (AT HINR=) ROV ] =T —AF
NV—1H—AYR—=1(0. 328) 21572, ZhEa =% /—/V (5mL) — 7 hFeRur I (
2. 5mL) IBAWEIIEARL . KEREAYY 5 (0. 45g) 2N, 50°C TRARERLZ
o BUSIEA Y% 1mol /LR (10mL) HiZdhiT, B /L Chitli L7z, fhiliks
KR ORISR CIRR Y L, KRR TR D A CRER | YA A DE T ¥
FTHZLTEY, Tt a# (0. 31g) 2572,

Eha164 3—(2, 3,4, 6—Th7—0—V VNV — B —D—FArar’s /i)
—1—[4—((E) —2—HINVARFILE))RUDON]—T—AF )V —1H— A F—)b
3—(2,3,4,6—TF7—0—~UP)— B —D—TNat’T i) —T—AF )L —
1H—AYF—/L (1. 18g) DN, N— T AF LA/ AT IR (10mL) WHKIZTKEH T C5
5%7KFE{bFT N7 A (87mg) M., FIRTL5ZMIHEE L, ZHUCFEIRT4—3
—R_U VT aIN (0. 62¢) ZMIZ. FIRT154 M, SR CLREIRL =, G
EAYEO. 5mol /LIEMHIZHIT, V=F)m—F )L CThit LTz, fiikE K&
O Rk CIERGEG L . MAKRRER N Y A CHES | IWELAE TICEEL
Teo BWEL VTN IT L0 N F7 4— (BB n—~F ¥ FiRTF )V
=5,/1~3,/1) THETIZLIZED, 3—(2, 3,4, 6—TrF7—0—~UV)— B
—D—7Nariivn) —1—(4—a—RK_V VL) —7T—AF )V —1H— A F—L
(1. 48g) 147, 3— (2, 3, 4, 6—TFF7—O0— V)V — B —D—INar’s /v
V) —1—(4—3F3—F_UVN) —T—AF ) —1H— A F—)V (1. 06g), T Z7UNR
(0. 18g) . Eff TV A I) (14mg) . PR (2—AFNT ==)V) IRAT 42 (37m
g) . NN=F N7 (2mL) KO 7 Eh=FN/V (2mL) DIREHET NI FEEKT
8O CTHREHA L, UNEAYEV=F N —T )V CHIRLIZH ., BIRT10%
IR U2, REMEIRE LT WEABE TICREL, BELL IS NNT
Loav I T7 40— GRIAEE : n—~F ) Eig =T Vv =1,1~1,/3) TR
FHZLIZEY, Eif A% (0. 85g) Bf}7=,

HHi51165

%t 3 DML A AV T MG 164L RO 1L TH LT,
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[0134] ZEE61161~165D/LAHDIEE K SINMRARIMNVT —FHEK8IRT,
[0135] [Z8]

#8
No. B 'H-NMR (CDCl,) 6 ppm:

1.69 (3H, s), 1.96 (1H, t, J=6.3Hz), 2.01 (3H,
s), 2.06 (3H, s), 2.07 (3H, s), 3.85-4.0 (3H,
m), 4.0-4.1 (2H, m), 4.1-4.2 (1H, m), 4.25-
4.35 (1H, m), 4.7-4.8 1H, m), 5.15-5.4 (3H,
m), 5.6-5.75 (2H, m), 6.8-6.9 (2H, m), 6.9-7.0
(2H, m), 7.0-7.2 (3H, m), 7.55-7.65 (1H, m)

EHEH161

2.79 (2H, t, J=6.4Hz), 3.55-3.65 (1H, m), 3.7-
3.95 (8H, m), 4.35 (1H, d, J=10.7Hz), 4.45-
4.6 (2H, m), 4.6-4.7 (2H, m), 4.85-4.95 (3H,
m), 5.66 (1H, d, J=16.4Hz), 5.72 (1H, d,

O) 0 \O J=16.4Hz), 6.75-6.85 (2H, m), 6.9-7.35 (25H,
m), 7.7-7.8 (1H, m)

EhEH162

2.48 (3H, s), 3.6-3.7 (1H, m), 3.75-3.95 (6H,
m), 4.4 (1H, d, J=10.8Hz), 4.5-4.6 (2H, m),
4.6-4.75 (2H, m), 4.85-5.0 (3H, m), 5.58 (2H,
s), 6.85-6.95 (3H, m), 6.95-7.05 (3H, m),
7.05-7.4 (19H, m), 7.7-7.8 (1H, m), 7.8-7.9
(2H, m)

EHEM163

2.5 (3H, s), 3.6-3.7 (1H, m), 3.75-4.0 (6H, m),
4.39 (1H, d, J=10.7Hz), 4.5-4.75 (4H, m),
4.85-5.0 (3H, m), 5.5-5.6 (2H, m), 6.31 (1H,
d, J=16.3Hz), 6.85-7.4 (27H, m), 7.65 (1H, d,
J=16.3Hz), 7.7-7.8 (1H, m)

K164

2.52 (3H, s), 3.2-3.3 (2H, m), 3.6-3.7 (1H, m),
3.75-3.95 (6H, m), 4.36 (1H, d, J=11.0Hz),
4.5-4.6 (2H, m), 4.6-4.75 (2H, m), 4.85-4.95
(3H, m), 5.45-5.55 (2H, m), 6.1-6.25 (1H, m),
6.35-6.45 (1H, m), 6.8-7.4 (27H, m), 7.7-7.75
(1H, m)

KHEH165

[0136] ZEMEFI166 3— (B —D—Z a5 i 0) —1—[4— (2—eRFuad i)~
VIONV]|—5—AF NV —1H— A R—)
1—{4—[2— (RN FHFY)ZbH]RUUN}—-3—(f —D—F a5 /v

W) —5—AF NV —1H— A F—1(32mg) ¥ A% /—/V (1mL) —Effg=F /L (2mL
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[0137]

VBB WEENTEIRL . 10% /3700 LRFER A (10me) 212, ARRFIAK T ER
TR LT, RIS EIRE LTt WA BT T ICE £ 35280k, i
&% (17mg) 4=,

Ehpl167 1—-[4— (2T =hF V)R VN]—-T—rua—3— (8 —D—7
Nav’s o) —1H— AV R—v

Tl

3—(2,38,4,6—Th7—0—T%FNV— B —D—FNar’T /i) —7—raa—
1—[4— (2—eFuF mhFy) PN ]—1H— A F—1 (0. 23g) RN =F
AT (0. 076mL) DEALAF L2 (AmL) BWKIZAZ o AV =)Ly 71l R (0. 034
mL) 2%, IR TURRHIRL 72, UNEA %% 1mol /LM T IZH 1T, Filg—
FATHI Uz, 27K B OV Fn Rk CIERBEE L . IKAREE T RV AT
Hifts | LA RE FICE £ T5281280,.3—(2, 3,4, 6—FThF—0—TktF
)V— B —D—Fnars i) —7—rua—1—{4—[2— (FAZ U AVE=)VEF
V)RV IRV —1H— AR —1 (0. 25g) 245372,

T2

3—(2,3,4,6—7Th+7—0—TE&FNV—B—D—FNav’F ) )\) —7—ran—
1—{4—[2— (RFVANVEKF=NFFHY) hF IRV —1H— A F—/1 (85
mg) DN, N—IUAF VARV LT IR (2mL) IWKIZ T b N7 .A(12mg) 20,
100°C T2 L T2, FUGIREMEARTIZHT, Y =F N —F LTIl LTz,
R E A R O fn Rk CIERBEEL . MKARER T N v A CRIEE: | I T
JEFICEELE, BilEEZAZ /—V (2mL) — 7 eRa7Zy (3mL) B ARSI
fEL ., TR BANE TR (28 %A% /— NV ¥AHE, 0. 30mL) 2Nz, IR T30 M
LT, ROSIRA W E R REBKE TR T SRR T IZHT | BTV CHatl
LTz, fhitH A R fn ik CHei L. /KRR TR0 A TRz | A IRUE T i
BEL, BiEETIeRu7 7y (3mL) IZHEMAL, K (0. 3mL) KN 7 ==Lk
274 (36mg) ZMZ., ElR T3 H MU, WHARBE TICHEL%, R
BN BAT L7057 4— (BERABICAPCELL PAK C18 ODS,
UGS80, 5um, 20X 50mm, V=725 —Y x>k K/ A¥/—N=90,10~10
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[0138]

[0139]

[0140]

[0141]

/90, Fii#E30mL,/min) CHRTAZLI2EY, Zi/bA® (12mg) 472,
K168 7T—ruua—3—(f —D—FLarsivn) —1—{4—[2— RAFLT
)P VIRUUN—1H— AR — b

FhEFI16 7O TFR1IEFEKIZLT, 3—(2, 3,4, 6—7T N —0—Tk&FNV— B —D
— I NarG )i N) —7—run—1—{4—[2— (RFVANVFK= VA F L) ThF ]
RPNV} —1TH— AV R—VEARKLIZ,

3—(2,38,4,6—Th7—0—T%FNV— B —D—FNar’T /i) —7—raa—
1—{4—[2— (RAFVANE=NVFFHY) ZpF ] —1H— A F—/ (85
mg) DxF /—)b (1mL) — 7 Eb=F)V (1mL) WK AF VT IV (40%AZ ) —)v
WK, 93mg) K UMM BN A& %, 60°CT3HRMiE#RL, Kt
BAMICRIRTTNYLAAN VR (28% A% /—VEEHK, 0. 092mL) &M%, =
IR C LR RIBER LT, YR BEAIE T IR E Lt BB WA BT sy
74— (BAEHEMLBICAPCELL PAK C18 ODS, UG80, 5um, 20X 50m
m, V=7 75—V b K/ A% 7—1=90,10~10,790, F#H30mL  min)
THETHZLICXY, B E % (11me) 21572,

HEhE169

xHis D IEH L VT, FEB1 168L RARD L TA LIz,

EHiFI170 1— (A—INVERFL_UD)N) —T—ruu—3— (8 —D—J a5y
V) —1H— AV RF—v

7T—7ua—3— (B —D—ZNat’F /i) —1—[4— (AT INR= L) XY
N —1H— AV F—)v (7T1mg) DxF /—)\ (1mL) ¥EHIZ 2mol /LK LT R
LRI (ImL) 2%, SR C2RFRIEAR L2, PUSTEAMIZ2mol /LHE (1m
L) AT WA RE TICB E LT, B2 ODS EARHh Tk (BEg i 4 k.
L A% ) —)V) TR 2281230 it b &% (68mg) 2157,
EEH171 7T—rvua—3—( —D—7NLargin) —1—[4— (BERafT A5
W)XV ]—1H— AV F—)v

1—@—INAREFL_V)N) —7T—aua—3—(f —D—7Aarg /i) —1H
— A F—)1(68mg) . BV (0. 11mL) R AT L (2mL) DIRE Wi i
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[0142]

KEER (0. 13mL) R UM —VAF LTIV (2mg) ZHIZ., EIR T3 H FH#
LTz, FISIEA®%0. 5mol /LM ZHhiT, Bil=F L Chith L7, fhitikz
KR ORI K CIER Pt L, MK ARER TR D A CRERE | YA B A DE T I H
Lz, BEEZn—~F VY —EFip TV (2 D)IRARE CHlRELI%, BETT
W 5Z81cdh.3—(2, 3,4, 6—FT N —O0—T%kFNV— B —D—7Narsy
INV) —1— @—INAFIRUD)N) —7—run—1H— A2 F— (78mg) 24
Teo ZNET LR BT T (BmL) IZERL KM T TRIL « DAF VRNV T ARG
£(0. 018mL) ZMZ., iR T2 I LIz, SUNRAMITKIN T T20%K 8
AV BAKEWRE A, BER=F /L CHItL U7z, fillikA fafn Rk CHeril |
IKARER T NI A CHLRS | YRIEAME T ICEE LT, BEEAY /—V (3mL) — 7
FeRaT7 I (3mL) BEWEIZIAMREL ., T RY AARE LR (28% A% ) — VIR
0. 040mL) 2N %., iR CLR IR L, JONERWE T etV Uiy
NHT BT T 0— WEHIREE: A% ) —)V) R ORI T boa~ T 57
+4— (B4 %=4BICAPCELL PAK C18 ODS, UG80, 5um, 20X 50mm, U
=77 T7—Vxrh KAZ)—)N=90,10~10,90, HE30mL, min) TIH
PAERLT 2T LTI, k&% (34me) 21572,
Eipl172 7—ruu—3— (8 —D—IAarFivn) —1—[4— (2—ARFT =
FN)RVN]—1H— AR —)b
3—(2,38,4,6—Th7—0—_UVNV— B —D—FNat’Tv)) —7—raa—
1—[4— Q—eFEF azFN) RPN ]—1H— A2 F—1 (0. 13g) DN, N—
AF VRNV LT IR (3mL) WK E T T55%/KFE (TN T A (9mg) 2%, [F
IR C154y ML, ZHICFIRTAF L E—VR (0. 020mL) OFhFeRur sy
(ImL) Y% Mz, FIRC150H, =R TR ML, SRS ®EKFIC
biF, Bip—F /LTI U7, S K R Oafn K CIER BEd L, MK AR
TR A CHRE | AT TS E L, BEELV YD NIT L0~ 5T
4— (AR n—~F Y EiR=F L =4/1) THERT B850, 3—(2, 3
, 4, 6—TFF—0—_y PNV — B —D—INavg /i n) —7—raa—1—[4—(

2—ARF TV ZFN)RUUN]—1H— AV R— (0. 13g) BT, ZIWE A% ) —L(
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[0143]

[0144]

[0145]

[0146]
[0147]

1mL) —FfgTF /v (4mL) IRAEEHEMEL . 10% /3500 LB A (60me)
EMZ, KBREAK T EIR T30 MHER Lz, JONBEWITRIBAKFE TN T A (2
00mg) M2, iR TLO HHE#E LI, R EIREL % WA HE T8
KUz, BEZ YRS BAT L7057 40— (BAEBIARCAPCELL PAK C
18 ODS, UG80, 5um, 20X50mm, Y=77F—V=h K/ A% /)—/L=90
/10~10,/90, Hii#E30mL,min) THET DI LTIV, fFiefbe4 (39me) &
B,

HEhEF1173

%t 3 DRI A VT MG 1 728 RO 1L TA LT,

Ehi174 7T—vua—3— (g —D—7LarF /i n) —1—[4— (3—tRaF
Fae V) RN ] —1H— AR —)b

ST B E & IV CL EiEF1162E RO F LT, 3— (2, 8, 4, 6—FhF
—OQ—_uV)V— B —D—INars i) —7—raa—1—[4— (3—eRa¥xy
TaE ) XUV N] —1IH— AV R =V ERRLIHR, Zhal—{4—[2— (~vY
NAFV) = F V] VN -3— (B —D—7Nar’T ) —5—AF ) —1H
— AR =N ORDVITAT, EHERI166L RO FIE TR EME AL
FhEBI175~178

St 3D EBHI R A AV T MG 1 7T4L RAARD T IETH LT,
Fhih166~178Db A M DOMEE K NMRANIMNVT — % RKINTRT,

[%9]
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F9—1

No.

"H-NMR (CD,0D) & ppnm:

RHEH166

2.39 (3H, ), 3.4-3.55 (3H, m), 3.65-3.95 (5H, m),
3.95-4.05 (2H, m), 4.45 (1H, d, J=10.0Hz), 5.23
(2H, ), 6.8-6.9 (2H, m), 6.9-7.0 (1H, m), 7.05-
7.15 (2H, m), 7.15-7.25 (1H, m), 7.28 (1H, s),
7.45-7.55 (1H, m)

REH167

2.97 (2H, t, J=5.3H2), 3.4-3.55 (3H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 3.96 (2H, t,
J=5.3Hz), 4.48 (1H, d, J=9.7H2), 5.65-5.75 (2H,
m), 6.8-6.9 (2H, m), 6.95-7.15 (4H, m), 7.35 (1H,
s), 7.65-7.75 (1H, m)

RHEH 168

2.41 (3H, s), 2.89 (2H, t, J=5.1Hz), 3.4-3.55 (3H,
m), 3.6-3.75 (2H, m), 3.85-3.95 (1H, m), 4.02
(2H, t, J=5.1Hz), 4.48 (1H, d, J=9.3H2), 5.6-5.75
(2H, m), 6.8-6.9 (2H, m), 6.95-7.15 (4H, m), 7.34
(1H, s), 7.65-7.75 (1H, m)

EMHEH 169

HOV ’ 04

2.3 (6H, s), 2.71 (2H, t, J=5.4Hz), 3.4-3.55 (3H,
m), 3.6-3.75 (2H, m), 3.85-3.95 (1H, m), 4.03
(2H, t, J=5.4Hz), 4.48 (1H, d, J=9.9Hz), 5.6-5.75
(2H, m), 6.8-6.9 (2H, m), 6.95-7.15 (4H, m), 7.34
(1H, s), 7.65-7.75 (1H, m)

EHEHI170

HOV ]

3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.85-3.95
(1H, m), 4.51 (1H, d, J=9.3Hz), 5.84 (2H, ),
6.95-7.05 (1H, m), 7.05-7.15 (3H, m), 7.4 (1H, s),
7.7-7.75 (1H, m), 7.85-7.95 CH, m)

REM171

3.4-3.55 (3H, m), 3.65-3.75 (2H, m), 3.85-3.95
(1H, m), 4.49 (1H, 4, J=9.7Hz), 4.54 (2H, s), 5.7
5.85 (2H, m), 6.95-7.1 (4H, m), 7.2-7.3 (2H, m),
7.37 (1H, 8), 7.65-7.75 (1H, m)

RiEM172

2.8 (2H, t, J=6.8H2), 3.25-3.6 (8H, m), 3.6-3.75
(2H, m), 3.85-3.95 (1H, m), 4.49 (1H, d,
J=9.3Hz), 5.65-5.8 (2H, m), 6.9-7.05 (3H, m),
7.05-7.2 (3H, m), 7.35 (1H, ), 7.65-7.75 (1H, m)
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%£9—2
No. g = '"H-NMR (CD;0D) & ppm:

o 3.55 (5H, m), 3.59 (2H, t, J=6.9Hz), 3.65-3.75
SRR 173| Ho (2H, m), 3.85-3.95 (1H, m), 4.49 (1H, d,
HOV N OH J=9.4Hz), 5.65-5.8 (2H, m), 6.9-7.05 (3H, m),

OoH 7.05-7.2 (3H, m), 7.35 (1H, ), 7.65-7.75 (1H, m)

¢ o |1.13(3H, t, J=6.9Hz), 2.8 (2H, t, J=6.9Hz), 3.4-
WO

¢ o 17185 (2H, m), 2.61 (2H, t, J=7.7Hz), 3.4-3.6
EHH174 0 ,.\/©/v\ (5H, m), 3.65-3.75 (2H, m), 3.85-3.95 (1H, m),
HO 4.49 (1H, d, J=9.3Hz2), 5.65-5.8 (2H, m), 6.9-7.15
HO N/ 0H (6H, m), 7.35 (1H, ), 7.65-7.75 (1H, m)

¢t on |1.45-1.7 (4H, m), 2.57 (2H, t, J=7.6Hz), 3.4-3.6
,,VQN\' (5H, m), 3.65-3.75 (2H, m), 3.85-3.95 (1H, m),
REM175| 4.49 (1H, d, J=9.8H2z), 5.65-5.8 (2H, m), 6.9-7.15
HO Y N oK (6H, m), 7.34 (1H, s), 7.65-7.75 1H, m)

. 1.7-1.85 (2H, m), 2.62 (2H, t, J=7.7Hz), 3.4-3.6
\,Q/\A"" (5H, m), 3.65-3.75 (2H, m), 3.85-3.95 (1H, m),
EHEM176 0 ¥ 4.46 (1H, d, J=9.9Hz), 5.44 (2H, s), 6.75-6.85
Ho N oH (1H, m), 6.9-7.0 (1H, m), 7.05-7.15 (4H, m), 7.34
oH (1H, s), 7.45-7.55 (1H, m)

1.7-1.85 (2H, m), 2.38 (3H, s), 2.62 (2H, t,
on |J=7.8H2), 3.4-3.6 (5H, m), 3.65-3.75 (2H, m),
EHEHI177 0 u\/O/\/\ 3.85-3.95 (1H, m), 4.43 (1H, d, J=9.5Hz), 5.35
Ho Lr 5.45 (2H, m), 6.6-6.7 (1H, m), 7.0-7.15 (4H, m),
ko oH 7.25-7.35 (2H, m)

1.7-1.85 (2H, m), 2.37 (3H, ), 2.61 (2H, t,
on |J=7.8Hz), 3.4-3.6 (5H, m), 3.65-3.75 (2H, m),
EiEH178 0 n\/O/\/\ 3.85-3.95 (1H, m), 4.45 (1H, d, J=9.3H2), 5.6-
Ho 5.75 (2H, m), 6.9-7.0 (3H, m), 7.05-7.15 (2H, m),
HOY ™" oH 7.3 (1H, ), 7.45-7.5 (1H, m)

[0148] S}E%1179~180
X DB E & VT, FHFI 166 LRRD T ik TE LT,

[0149] HMEFI181 3— (B —D—FrarF /i) —1—[4— (2—teFafF =il
RNV RN ] =T —AF NV —1H— A F—)b
3—(2,3,4,6—TF7—0—_INV—B—D—FNavgon)—1—4—%
IWRFIRVN) —T—AF )NV —1H— A F—1(90mg) . X))V 2—7T %
TF )N —T )V (37mg) | KBTI UL (74mg) R EV LT YA (3mg) DN, N
— VAF ANV LT IR (1mL) B A2 =R C1 H BR#ER L2, JOSRA#%%0. 5
mol /LM HNIHIT | BT )L TR U7z, fhiHi 7K & O g 7K TR
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[0150]

[0151]

[0152]

Vet L, MEKARIR TN A TR | YA E TICBE L, BEEL AT
T b T T7 0— BB n—~F Y B =F NV =3,/1~3,/2) TH
BT HZLITED, 3—-(2, 38,4, 6T F—O0— XV N— B —D—INaviiv
W) —1—{4—[2— (R VNFHY) R R INR VRPNV =T —AF ) —
1H—AYF—1 (0. 10g) 2872, Tk A% /—)v(2mL) —F hoeRur7Z 2 (2mL
VBB EENIERL . 10% /3700 LRF A (50me) 212, KRIFIAK T EIR
TAR IR LT, REMEIRE L% WA BE FICBE L, BEE IS
NATbra< T T7 14— (BINEEEE ATy /A% ) —N=8,1~5,/1)T
Rl A licky, B AW (42me) 24372,

Kiipl182~184

St 3 DRI Z IV T MG 181 & FARD H 1L TH LT,

EEFI185 3— (B —D—IAarF /v )v) —1—{4—[3— (2—eRu¥i x=hx
THNR=)V) Tae VRV =T = AF ) —1H— AR —)b
3—(2,38,4,6—Th7—0—_vVNV—B—D—rars/in) —1—-[4—((1
E) —3— N ARFL T —1—2= L) RN ] —T—AF N —1H— A F—(
0. 10g) ., 2— (U PNAFY) =H ) —)V (22mg) , 4— TV AF AT IV (Tm
g) X UMb AF L (0. 5mL) DIREWZT T 7a~F L VI NVRYAIN (37mg)
EMNZ., B CREIEIR LU, JUNRAEDEEBES VI TN HT LI NI T7 41—
BRI n—~F Y BB T LV =4,/1~2 /1) TRERIT ALY, 3—(
2,3,4,6—Th7—0—_VNV— B —D—INari/in)—1—(4—{(1E)
—3—[2— (RUVNFFV) ThF L HNRN ] TN —1— 2= LR D)L) —
7T—AF N —1H— AV R—)V (48mg) &fH 7=, ZhE A% /—)/v (1mL) —7 FFeRnu
772 (ImL)IRAVEEHNTEMRL . 10% /3707 ARFEH A (50me) 2Nz, 7K FEFK
P T 1R CARF IR LTz, RIEHE IR E LItk WA E FICE £ L, &
Wa VTN IT DT F7 40— S b ATV AZ ) — =12/
1~8,/1) THRT 22 LI2XY, Fitt &% (14me) 2157,

EHiF186 3— (B —D—Z Va5 /i) —1—{4—[3—((S) —2, 3—Vkku
F T aREHIVIR=)V) e )V ROV —T—AF ) —1H— AV R— )b
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[0153]

[0154]

3—1(2,3,4,6—7Th7—0—_V)N— B —D—FAarF /) —1—[4—((1
E) —3—nNARFy7ruk—1—2=) RV ] —7—AF )L —1H— AR —)1 (
0.30g), R)—(—)—2, 2—VAF N —1, 3—VFFYTF—4— A% /)—N(62m
g) .\ 4— VAFNTI/EIV L (22mg) R U AT LY (ImL) DIRAWICT T 70
~NFUNVINVRVAIN (0. 11g) ZMZ., IR TREHIE LU, JOSRA Y% H
VAT NIT 80T TT7 40— BB n—~F Y HiR=F N =3,/1~
3/2) CRRTAILIZIN. 3—(2, 8,4, 6—TFF—O0—~vVV—B—D—7
Nar'z son) —1—@—{(1E) —3—[((S) =2, 2=V AF )V —1, 3—VFFVT
V= A=AV ARV HNVR= N ] TR =1 =)V R UNL) —T—AF )NV —1H
— A= (0. 23g) #5572, ZNDHLAF L (2mL) — AZ /) —)b (AmL) B&
#KIZAmberlyst15(0. 40g) 2N A, 50°C TARFHIHA LIz, FIRMEIBE LI
AR TS E L, BEE SIS N AT 50w 57 40— (BB n
—~FH S HRTTF N =1,/2~1,/4) THEETDHILIZID,. 3—-(2, 3,4, 6—
ThF—O0—_v VN — B —D—FnAarF /i) —1—{4—[(1E) —3— ((S) —
2, 3—VERuX v uaRF U ANR=N) TR —1 -2 VRV — T — AF
N —=1H—AYR—=1(0. 12g) &#57z, ThaAZ /) —/V (2mL) — T a7 (
2mL) IBEWEHIIIEL . 10% /3707 L RFEBAR (0. 10g) ZINA., KEFIAK,
TEIR CARFEIHIR U, RIS ERE L% WEABE TICH B L, BiEL
YURTNIT LT TT7 40— B ATV S AZ )=V =8,/1~5
/1) TR 281240, it lb a4 (58me) 2157,

F k187

ST DIFEHE 2 AT, G186 LRIERD H L THILIZ,

EWEF188 3— (8 —D—Nar’T/vn) —1—[4—B—{1-[4—AY7uy
NERGVY —1—AN) INVRZNV ] —1— (AF)NV) ZF VAN NEA)V T ae)))
RV NV] =T —AF NV —1H— A F—)b

3—(2,38,4,6—Th7—0—_UVN— B —D—rars/in) —1—-[4—((1
E) —3— WV ARFL TR —1—x2o ) U] —7—AF )V —1TH— AV R—1(
0.10g). 1— (2— T3/ —2—AF LTt FH =)L) —4— AV TR AL RFTTL (3
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1mg), 1—ERuFL YN 7Y=L (18mg), 1 —=F /) —3— (83— VAF LT
W) ANRTAIRERE (35mg) X R =F /LTI (0. 034mL) DN,
N —VAF VRV LT IR (2mL) K2 50°C TREGEIE L2, RISIRAHZ KT
2T BT VTR U, HHIRZ IRIER Y LK SR B O s 3K CIIE
WPEH L, TKARER T RD ATz | IIEAIE TICB E LT, BEE IS
NAZEIa< T T7 40— ESHEEEE - b ATF LV /AR ) — )V =20,1~12,/1)
THRRTHZLICEY. 3—-(2, 3,4, 6—ThF—0—_V VN — B —D—FLar’sy
JUN)—1—[4—((1E) —3—{1—[@— ATt ATy —1—AN\V) )V
A=V —1— RAFNV) ZF NV INNEA)N} TN —1 — =)L) RV ] —7T— A
FN—1H—AF—=1(0. 11g) 57, ThEAZ /—/)\ (3mL) — 7 hFeRurs
> (3mL) IR AW EHTIREL . 10%/ 3707 ARFERA (0. 50g) &A%, KFEFHH
KT EIR CAR IR Uz, REME B WA RBE TICE R, B
BUVIRTNATZ DT T7 40— P e AF VY AZ ) — V=51~
3/1) THREET2ZLIZIY., FEitfbEa ¥ (19me) BT,

[0155] Z&HEH1179~188DILAMDREE K UNMRARIMLT —# %K 10ITRT,

[0156] [F10]
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#10—1

No.

i

"H-NMR (CD,0D) & ppm:

EHEH179

2.43 (3H, s), 3.4-3.55 (3H, m), 3.65-3.8 (2H,
m), 3.85-3.95 (1H, m), 4.51 (1H, d, J=9.7Hz),
5.68 (2H, ), 6.8-6.85 (1H, m), 6.9-7.05 (3H,
m), 7.3 (1H, ), 7.55-7.65 (1H, m), 7.85-7.95
(2H, m)

EHEHI180

Ho
HO

1.8-1.9 (2H, m), 2.23 (2H, t, J=7.3Hz), 2.46
(3H, ), 2.59 (2H, t, J=7.6H2), 3.4-3.55 (3H,
m), 3.65-3.8 (2H, m), 3.85-3.95 (1H, m), 4.5
(1H, d, J=9.8Hz), 5.58 (2H, s), 6.75-6.95 (4H,
m), 7.05-7.15 (2H, m), 7.27 (1H, »), 7.55-7.65
(1H, m)

EHER181

Ho™

2.42 (3H, s), 3.4-3.55 (3H, m), 3.65-3.95 (5H,
m), 4.34 (2H, t, J=4.8H2), 4.51 (1H, 4,
J=9.5H2), 5.7 (2H, s), 6.75-6.85 (1H, m), 6.85-
7.05 (3H, m), 7.31 (1H, s), 7.55-7.65 (1H, m),
7.9-8.0 (2H, m)

EhEH182

1.9-2.0 (2H, m), 2.42 (3H, ), 3.4-3.55 (3H, m),
3.65-3.8 (4H, m), 3.85-3.95 (1H, m), 4.37 (2H,
t, J=6.2Hz), 4.51 (1H, d, J=9.6Hz), 5.69 (2H,
s), 6.75-6.85 (1H, m), 6.9-7.05 (3H, m), 7.3
(1H, s), 7.55-7.65 (1H, m), 7.85-7.95 (2H, m)

EHEHI183

2.46 (3H, s), 2.61 (2H, t, J=7.7Hz), 2.88 (2H, t,
J=7.7THz), 3.4-3.55 (3H, m), 3.6-3.8 (4H, m),
3.85-3.95 (1H, m), 4.05-4.15 (2H, m), 4.5 (1H,
d, J=9.7H2), 5.58 (2H, s), 6.75-6.95 (4H, m),
7.1-1.15 (2H, m), 7.26 (1H, s), 7.55-7.65 (1H,
m

EHEF184

HO
Ho"

1.7-1.8 (2H, m), 2.46 (3H, s), 2.58 (2H, t,
J=7.4Hz), 2.86 (2H, t, J=7.4Hz), 3.4-3.6 (5H,
m), 3.65-3.8 (2H, m), 3.85-3.95 (1H, m), 4.1
(2H, t, J=6.3H2), 4.5 (1H, d, J=9.5H2), 5.58
(2H, ), 6.75-6.95 (4H, m), 7.05-7.15 (2H, m),
7.27 (1H, o), 7.55-7.65 (1H, m)
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#10—2

No.

'"H-NMR (CD,0D) & ppm:

EjEHI185

HO®

1.8-1.95 (2H, m), 2.32 (2H, t, J=7.3Hz), 2.47
(3H, s), 2.6 (2H, t, J=7.5Hz), 3.4-3.55 (3H, m),
3.65-3.8 (4H, m), 3.85-3.95 (1H, m), 4.05-4.15
(2H, m), 4.5 (1H, d, J=9.6Hz), 5.57 (2H, s),
6.75-6.95 (4H, m), 7.05-7.15 (2H, m), 7.27
(1H, s), 7.55-7.65 (1H, m)

EHEHI186

Ho®

1.8-1.95 (2H, m), 2.32 (2H, t, J=7.4H2), 2.47
(3H, s), 2.6 (2H, t, J=7.3Hz), 3.4-3.55 (5H, m),
3.6-3.85 (3H, m), 3.85-3.95 (1H, m), 4.02 (1H,
dd, J=11.4, 6.0Hz), 4.11 (1H, dd, J=11.4,
4.6Hz), 4.5 (1H, d, J=9.8Hz), 5.58 (2H, s),
6.75-6.95 (4H, m), 7.05-7.15 (2H, m), 7.27
(1H, s), 7.55-7.65 (1H, m)

EHER187

1.8-1.95 (2H, m), 2.32 (2H, t, J=7.3Hz), 2.47
(3H, s), 2.6 (2H, t, J=7.6Hz), 3.4-3.55 (5H, m),
3.6-3.85 (3H, m), 3.85-3.95 (1H, m), 4.02 (1H,
dd, J=11.5, 6.0Hz2), 4.11 (1H, dd, J=11.5,
4.0Hz), 4.5 (1H, d, J=10.0H2), 5.58 (2H, s),
6.75-6.95 (4H, m), 7.05-7.15 (2H, m), 7.27
(1H, s), 7.55-7.65 (1H, m)

EREHI188

Ho"

1.02 (6H, d, J=6.9Hz), 1.41 (6H, s), 1.75-1.9

(2H, m), 2.16 (2H, t, J=7.5H2), 2.4-2.7 (10H,
m), 3.4-3.55 (3H, m), 3.55-3.8 (6H, m), 3.85-

3.95 (1H, m), 4.5 (1H, d, J=9.6Hz), 5.57 (2H,
s), 6.75-6.95 (4H, m), 7.05-7.15 (2H, m), 7.26
(1H, ), 7.55-7.65 (1H, m)

[0157] ERU=FIEICHEC T, LLTOILEME/DLIZLENTESD,

[0158] [#11]
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F11—2
¢l o
[ 0
Ho- &0 "\’(:[F o N0 '\/O/ 1o N0 *ma:
o on Ho X L ¢ ] 0 O\
F F ¢l 0
) I‘ﬁt@? BT | e BT
Ho® I “oH Ho r o4 Ho X OH 0 G\I
. cl °
W 0 l\/Q/ W 0 H\/OQTF Ho 0 '\mI
HO r oH F HO T o Ho oH oH ’ OI
E Ct o €l Ci 0
) u\,(jx: w0 D n\/©/ o0 IMI
Ho® X OH HO I oH Ho' X OH ’ G\r
cl | & ]
w0 ° "\/Q/ w0 0 ' nTF Ho 0. "mI
Hov X “oH F Ho® X “oH o' o4 o ° OIJ\
¢l
1o : \“\/O/\/\w Ho Col "\/@0\ HO ¢ "m
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[0159] (FXERHI1)
ENSGLTIE LR EAE A e a5k
1 ERSGLT1D7a—= 7 R OSBRI F—~ D AR
ENMEHEROKRNA (Ori gene) &, AVAdTE T I~ —LL THERE L, PCR
BRI cDNATA 75 —ZER LTz, ZOCDNATA T F)—%E LT, Hedige
rbIZ XV SN 72ERSGLT1 (ACCESSION : M24847) D11 5H2005F £ T
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