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<. RBEEFBRETHILICLY BNLANERS Z LR TE D, ThbDRE
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A (1) KERTZHDOTH>Th XV,

ket (1) 25, 2Rk, SERMEE, CEREE. BRRIEESORiE

hEHT DHBEITIE, b\ﬁ‘i’bb—ji@ﬁﬁﬁi%ﬁ/\%‘bﬂ:/\% (1) @&
%, BlziE, e (1) TRRREESFEETIHACE. FEIfrb0%
éﬂt%iﬂ@@%%é%(l)ﬁ@aéhéo:m&mﬁﬁwm\EW&ﬂw
BREE. DEEFE (BFE. B, Y7 2a7u~ b7 7 40—, BEER
E) ickvZzhEnEzERE LTHELIEBTED,

e (1) X BRThboThb &L, BRENE—Tho TbKERBESY
ThoThikd®w (1) CAEShD, ik, BEAMOREREZENL T,
HRILTAZ LI Lo TRET D Z LR TE D,

et (1) 1, BiEEfy Bz, KfawE) ThoTh, BIFEMH TS

‘or%;<\mfn%mﬁ%<1)m@@éméo

RfrEsE (Fl, *H, **C, 3% S, 2% I1722Y) RETERSNIALE
Wb, {LEW (1) Ta8&shsd,

ARFOED (1) HAIVHMEEw (1 1) EEdzorvn 7y 7 (BT,
ARFLAWERET A LRH D) X, 7 bRV THEERZE L, 22
HICEBOSWENET S, E. B B, SMEEE BERE, BE=
Me, AREERME, DM, SWMEER. BRI L) BMEL. SbIT, AN
B ek, RNBIE ORI, A, REL SRR Y) | BPRBEOBETH
BRTNAHDT, EERLLTERATHD,

ARALAWIT. WREY @, &b, P, BYV, TV, TR, X, X
g, X, Ty b, vURE) TBWT, MRS (Bl BEE. FIFERA
FLRITK B ERE, FoRBEE. UE RS, AT uA RRASIEAICE
E42EB%) ;5 UEAeER  REAEFDRVHRESRE (Sym
ptomatic Gastroesophageal Reflux Dis
ease(Symﬁtomatic GERD) ) ;NUD (Non Ulce
r Dyspepsia) ;BE (fr¥—ufxr—10REFLHEEICLDLA
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Lr—mg % —1 B OEEECHS BEEZET)  AMALTY VRIE; Y
JyPry—-xYVy (Zollinger—E11ison) JERE ; FEEE
% . BB LA ERBSR LS ; WL, A b
VAEE., HIEEAEZRIREX LR (RIFBRICETEFRESBELTIRF
OB LB L+ BRI E S, WM. SWMBTA. EEERMEN D
Wz RN LR) S0 kB EEHELE NS OWBES L O, BT, ~
Yoy s— - vu ) RESICERTHS,

- T, EEUREAEAR LUREAREPRVEREIIE (Symp t
omatic Gastroesophageal Reflux Disea
se (Symptomatic GERD))%%@&T%KGERD&%T%
BAENRDH DB, _

KIEH O ERMBEWF O, ARFLAMOEE RIL, MRWEKOWO. 01

POL100EEB%THD, HBREEIT. BENE, BEL—T, BKBEITL-

THERAMN, FlIE, HEEAE LT, BA (60kg) TN LRBRAMIZRE
+384. BYPRHELTHO. 5~81500mg /B, HELIIETNE~H
150mg/BHThb, AEAMAYIZ. 1B LEELZT2~3EICST TS
LTH &V,

AP, BEMEL, TOEEHIVIIBELAMOFEICIEST, X
BRI A SN HEZBA LLERERY. flT, 65 (R, 740
ha—F 4 v 7 EEET) | BH. BRA. »7EAR (Y7 A TRAVES
Te) . ORERBEESE. A, EEHEL. ARFl, REEL. MAAISORME LT, B
A E 721 gER ey (Bl R, B, BIREES) CRECRETHILNT
x5, Lbif. &EXl. ERAlL, v SEAFISE LTROFE LTHBIZRES
nd,

ARFOEFMERDOBECHOLN TS LWEBRZWICHFAShIHEELE L
T, WA & LCIEAOSERRD 5\ IMEBHE M T S, il 2 1.
BEANIC I 1T AREH, IBIRAL. BAH. BEEA. KBRS T EEEER
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H IRRENC BT B YAA. BRAEEA. BRELE. FRIA. BEAL SRl
RERFTFONDB, Fho, REICELT, @EOEAL, FERLA. FaHl, #
sRAl, ERORA. FAH. BRSEORMMERNS 2L bTE B,
B TRIBH L LTix. fliX. B BB, D—~v=h—, TAEA,
a—V A —F, fEREAT—R, BEEKSAB, BT CERET NG,
% T|RA L LTk, flxid, A7FT7T Y VB IRV A Va BElRER T
2T, RYzFLr ) a—i, Ly, A7T Y VBERET LD,

= [EEAH LTk, fizid, e Faxy7ueikiro—A ERaefy
FU L RAFAELR—R, FERERELO—R, Ty, RIE=AERY R,
7§ETﬁA$\€§?V\7W§V\ﬁ§@§tFD#97HEW?WD~R
ERETbND,

=2 [BEXR) LTk, (1) ZrARE Ry, (2) ZJrXiriu—RF

\FDWA(FMC—mmﬁ)\ﬁwxu~2ﬂWVﬁA(iﬁﬁ%)%@z~ﬂ

— BRI L BRI NBEBAER, (3) INEXVRAFAREZ—FF I UL (Bl
M () &) . (4) KBHEEL FuxvTovilrein—X (fl, Gl
L (%) &) . (5) a—YRF—FERETOLND, % [7rAFRE V]
LT, Ry r=aABYruy Fv (PVPP) | 1—F=p—2—-—Frlv
) URERIw—EHRENTVEHDOLED, 1—T7=4—2—-FErl P/ v
RERY v —EWVWILELEZE LEBENTVAIEENOWT R TH o Th &<,
Bl LTiE, 2V FvCL (BASF##E) | RV FFRXARFU/XL (ISP
#Ha) RYFFSRARYXL—10 (ISP#HE) | RUFIFXRF/INF—1
0 (ISPHH) HFThHD, |

Z REEEST] L LTR, Bz, =F ) —AaEEkEERSF B
3. B Ry roerkin—X (BT, HPCLEBTIILAH D) 0O
TAn—2RFEEK R E=arnl) FU%)] | =¥ ) — VREMEKEER ST
Bz, € FaxyFresiFreia—2 (UF, HPMC ER#T 52
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¥ i~y asyy—- - CelEERE] L LT, fIRE, =V R
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RREAEME (], =YV Rufy, 750 AuvA V%)  TEIVA7
Y LRHAEWME Bl TRIHA 2V, I9FA 7V APV T hwA VY
&) 7)YV av RRVAEWE B, Fri~Avy TIAVUE) A
SNRLERBTEND, FTH, =V URALEWE, ~7 w74 FRAL
WEEPIFE LW,

2 (4IFY— AR W] & LT, flziE, A bhr=FY—n, I3V
—VERETOND,

2 Tvx<Rf] & LT, flxE, CACAEBRE, AT VRES
W BB, |

% %/ nrRbdt) L LT fixE, Avexdvr, ¥y
ENRFETOoND,

Ly biF. ~YanyF—-EnBREOZDICE, ZEHAOLEY (1) £

EEOEE, =V Y URTIERE B, TEXFVVIVE) BLUY AR
74?V%ﬁi%g(ﬂ\7792m?4VV%)&ﬁﬂiL<EW5héoA
Jasyy—. el REZEME LT, ARAOLEMER VI HE. &%
@Mé%ﬁ%AUZN&?~-EDU%K%TB%%E@%ﬁﬁéﬁ\m@%ﬁ
Ay & BT A BT IEARH LAY B EFIC X BHEEERICMA T, BNp H
DREGHEAEIC L > THOFIAENEOTHEERAZERTE, AT IAENED
TERIC B < BREROMBIIZERBELT 5.

= [OTEMRS] LARHOLEY (1) $RIZZTOEL 2 BHEAMOGE
T TIRA L, DL 20EIMEEM (Bl iE, seAl. BFl. BhAl, 17 en

94



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

Fl (Y7 NHFeAEEte) | WAL EREL SH, ®EHE) PICEAELT
BEALTH XL, TRENER 2 CBAEIL L, R— IR U TRRICE 2 ide
Rl E BN CRE LTS R0,

(M)

DUTIicBE., Effls L ORRAZ 32T, ARALEICEENICHAT S
AR, ZHIC X o TARBIBEE SIS bOTIER, |

UTosEf, EEpho T=R] K, BEH10CRVLK3 5CERTR,
%Kﬁ%ﬂﬁﬁéhé%@?@&momeﬁémmwﬁm%%ﬁoT%Jﬂ%
SBLUARVEY EESA—FY FEFRT, AL, NEEmo 1 /mo 1 %&RT, ¥
Y HEAD T AIaw 57 4—ik, MERCRK##L I H 5160 (0. 0
63—0. 200mm) HANVEIEELVITT{FE (]K) Chromatore

x (ER4) NH GEEMT VIV AT hru~ N5 74— LRE#) ZHV

TER L7, ' H-NMRAXZ ik, WEEEL LTT P I ATFAVV T %
v, Varian Gemini—200 (200MHz) B, Mercur
y—300 (300MHz) MR~y prA—%—, Bruker AVANC
E AV300 (300MHz) BARY pAA—F—KBIUPJNM—-AL40
0 (40 O0MHz) BESLBEE (JEOL DATUM (RAEFT—4
A ) ) BAVTHRE LE, MEERORTICIU FOREZ2ERT 5,

s :vv vy h(singlet)., d:#7byb (doublet) . d
d:#7Ax71ryhk (double doublet) ., ddd:¥FTNFT
AZFLwh (double double doublet) ., t: 7V
yh(triplet).,. dt: &7V 7Ly b (double trip
let) . q: A7y h (quartet) , m:<VF7Lyh (mult
iplet) . br:7m—F(broad).brs:7r—Fyr7byh
(broad singlet).brd:7e—FF7VLyh(broad
double‘t)\ brt:7u—FRr)J vy (broad triple

t) L\ J Ay TV I EH (coupling constant) ., Hz:
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~NVY (Hertz)o

(B3&HI1)

92—V T ) —A—FF)—A—T == NTEUBREF I

7 JEEEE=F N (3 TmL) WCREHI Y YA (13. 82g) ZMZ, 40
~45CT455MBHRLE, Bky=Fv (10. 0g) OT & P EHK
(100mL) %3 0AMMTTHT L, WFKTHEETL 8RR L,
ﬁﬁ%%%ﬁb\5W%ﬁﬁﬁﬁb\ﬁ%%m*%%k\%@l?WTmmbto
TR 2 AT B K TR L, EAKRER T b Y U ATHRBRE, BERELL, &
BN HRDPICEENZBROYT ) BB F L EBETEERLER, YU D
FAhshrue 57 4— (BREBE: ~F ¥ —BR-FL=8 : 1
1:1) ORBL, RELAYEREABRRE LTHLZ (INE10. 41 g,

XL 9 0%) .

1H—NMR(CD01;)6:1.35(3H,t,J=7.2Hz),3.
55 (1H, dd, J=16. OHz, 5. 6Hz) , 3. 80 (1H, dd,
j=16. OHz, 7. OHz) , 4. 16 (1H, dd, J=7. OHz, 5.
6Hz), 4. 31 (2H, q, J=7. 2Hz), 7. 40—7. 70 (3H,
m), 7. 90—8. 00 (2H, m) .

(BEH2) |
2—&mu—5—7I:&—1H—Em~w—3—ﬁwﬁyﬁm?w

0P )—A—FFV—A—T == VT EUEBFL (5. 0g) DT +7
L RE7 5 Wik (6 0mL) kA THILASR (28g) 2KRERL, BRT
SR L, ERFREAA CHIABZRE L, FREERERL
i, BEMELVIIFNIG A NS T T 40— (REREHE  ~F Vv —FF
BrFil=6: 1) CCTHEL, RELEDEREBCEEL LTHL (NE4.
2ag, T I%) . |
1H—NMR(CDCIS)6:1.37(3H,t,]=6.8Hz),4
33 (2H, q, J=6. 8Hz), 6. 87 (1H, d, J=3. 2Hz) ,
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7. 20—7. 60 (5H, m) , 8. 79 (1H, br) .

(B%E513)

5—TJx=j—1H—¥a—)L— 3 —TNVRVEBEFIL
2—/nuu—5—7z=)—1H-—¥Er—1—3 O NVRBFNL (8. 5
g) =¥ ) —AIK (50mL) 121 0% TV ARE (50%FKdh, 0.
5g) Mz, AERFAKTERT2 4ARMBHLE, RINKEZ BL. 2%
BIERE L, BEWEY VSN I T A< b T 57 41— (BRBE : ~%
YU —ERTF =9 : 1—1: 1) ICTHEUL, RELEWZEAEGEKL LT
B (NE&4. 50¢g, INFE6 2%) ,
'!H-NMR (CDC1,) §:1. 36 (3H, t, J=7. 2Hz) , 4.
31 (2H, q, J=7. 2Hz), 6. 91 (1H, m) , 7. 20—7. 7
0 (6H, m) , 8. 77 (1H, br) .

(BEH4)
1— [ (4A—RAFNTz=)V) ANEF=)] —5—T=z=—1H—Fr—)V—
3 —ANKRUEBEZTF )V

KEMTFI UL (60%MHE. 408meg) ZAFH U THRIFLER, N,
N—AFARNALATIR (5mL) Iz, OCIKHHEAI LR, 5—T==/V
—1H—Fr—N—3—HINRVEBEBFNL (2. 0g) ON, N—IAF KRN
A7 I FEIKE (5mL) ZMx/, 0°CT3OmMBEELEE, EiLkrin (1.
94g) ON, N—=VUAFARLVAT I FEK (10mL) Mz, RINKEZE
BT 1R L%, KEML, B U CHIE L7, fhHTE 2 fafn sk
T L, KRBT D UL CHBER, BERELL, REVWEVIITVD
Shru<w 57 4— (BERBE : ~F¥ V2 —FB-FNL=6:1—1:1)
L TR, RELADEEAaMRDE LTHALE (RE2. 90¢g, IXES8
4 %) .
1H—NMR (CDC1l,) 8 :1. 36 (3H, t, J=7. 2Hz) , 2.
36 (3H, s), 4. 31 (2H, q, J=7. 2Hz), 6. 52 (1H,
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d, J=1. 8Hz), 7. 05—7. 40 (9H, m) , 8. 07 (1H, d,
J=1. 8Hz) . |
(3%E615)
(1i— [ (4A—AFNT==) ANE=V] —5—T=z=/y—1H-Er—)V
~3—AN} AZ /=) |
1—[(4—%%»7;:w)xwﬁ:w]—5—7m:w—1H—Bm—m
—3—HARVEBZFNL (2. 85g) DT FFEFr7F K (30mL)
2— 7 8SCIBH L%, KEMIA Y TFATAVI=YALDL., 5mol/1
Bwiy%m(lz.8mL)%30%@#&(%TL\—78%F36K1%
R L7, FURIKIC 1mo 1,/ 18 (20mL) &Mi, EEE=F /L ThiH
U7, HIHHWE % Safn Ak Coeid L. BKRERT MY v A CHEREK, BUERML
o BEMEVIIFADG AT n VT T T 4 — (BRGE : ~%¥ 2 —BR

EFA=6: 1—-1: 1) CTHEL, RELADERGHRNE LTRE (I

B2, 29g, WEI1%) .
1 H—NMR (CDC1l,) 6:2. 35 (3H, s), 4. 55 (2H, d,
j=4. 8Hz), 6. 19 (1LH, d, J=2. 2Hz), 7. 09 (2H,
d, J=8. 4Hz), 7. 15—7. 40 (8H, m) . |
(BEHI6) |
1— [ (4—RAFNTxz=N) ANE=)V] —5—T==—1H-Er—/L—
3—HNAN/NLTE R

(1— [ (4—RAFNTz=A) ANEF=N] —5—T=z=—1H—ERr—
N—B—g ) AH )= (1. 50g) OFEF=FUAEHK (1 0mL) I

F RS —n—FUEATE=TL AT F—F (150mg)  N—AF

NEARY Y N—FFLVF (932mg) BIUOELFaF—V—TRX4AH
® (1. 5g) #Mx., BRTIMMER L, RISKZBERNER, ZE0Z
B KRB L, £ 74 M THB LI, SHEBERMEL, RENEY DA
FABohra<w T 7 44— (BRBE : ~F¥ o —BBRTFNV=6: 1—
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1 1) RTRBL, EELANERENRNE LTEE &1, 23g, IX

8 2%) .

1 H—NMR (CDC1l,) 8:2. 37 (3H, s), 6. 55 (1H, d,
j=2. 2Hz) , 7. 05—7. 50 (9H, m) ,.8. 10 (1H, d, J

=2, 2Hz), 9. 87 (1H, s) .

(BEHIT)

(1= [ (4—orFuTd==)b) ANFE=)L] —5——7:::111/—11—1—.1:“1:1»—

N—38—AN} AEZ )=V
5—7xz=A—1H—Fa—nA—3—IVRyBoFL (500mg) DN,

N—UAFARALT I REKR (5mL) 20CIKHRA LR, KRLT IV

A (60%MHME, 139mg) EAFYP U THREHEMEZ, 0OCTELIZ3 0

B L%, Hibd —TAFdu_rPrAns=L (642mg) MR, =

HT3 0 SRR L, RISHORMIE R Ls, BRIk RN, BT

A CHIH UTe, HIHITK 2 Sk Coeg L. KRBT b Y U A TRERE. B
R L, BEWET P Rr75y (10mL) KEMFEL, —78Clth
HLE, KBIA Y TFATAI=TADL. 5mo 1 /1 M=K (3.
86mL) ZETFTL., —78CTaLIC 1EHHEHRLE, RKIGKIC1Imo 1,/1
W (20mL) 2Mx. BT L CHIH L, MK E SmAiK T L,
AT N Y U A TERE, BRERELE. REWZVINTNVIT AT BT
KIS 74— (BEEHE  ~FY U —FEgRTFL=9 : 11 : 1) ICTERL,
EE(LAMERERRME LTEL (&4 10meg., XEE53%) .
1H—NMR(CDC13)5:4 57(2H,d,J=5.0Hz),6.
21 (1H, d, J=1. 8Hz), 6. 97 (2H, t, J=9. 2Hz) ,
7. 15—7. 45 (8H, m) .

(B3%618)

1— [ (4a—TInFuT==)) ANVE=V] —5—T==/b—1H-Er—)V

—3—HIANNLTE R

99



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

(1— [ 4—grFurdz==t) AAE=A] —5—-—7==/y—1H—-Fn

——3—f N} AZ )= (405mg) \ FFrI—n—TRELT U E=Y

b5 RAAFF—k (42mg) N=AFALEAKRY Y N-—FFVF (24
Tmg) BIOELFaTF7—V—TR4AHK (1. 0g) ZAVWTSBHl6 &
REDEBIEL TV, BEADERGMRDE LTELZ (NE3 2 1mg, XF
8 0%) .

! H—NMR (cDC1l,) 6 :6. 57 (1H, d, J=1. 8Hz) , 6.
98(2H,t,J=8.8Hz),7.10—7.45(7H,m),8.1
0 (1H, d, J=1. 8Hz), 9. 89 (1H, s) .

BEH9)

[1— (AFNLANLKF=N) —5—Tz=/—1H—-ERrR—NV—3—A/V] X%

J—J

5—7m:w—1H—Em~»—3—ﬁ»ﬁy%:%w(500mg)@N,
N—UAFAFALT I R (5mL) % 0CIKAK LR, KELT I Y
A (60%MHE. 140mg) 2AFH U CHREBEMLEZ, BIR T3 00MBER
L7, OCIZiBHEL, LAY (0. 269mL) 2xlk, KISKEZER
CORFEIBIE L%, 1mol /1M (5mL) #Mx. AAMEEATHML
7%, WUERE L, BEWCAEMA, BB T Ol L, Hilikz s
AR L. SAREET N D A CERE, WERE L, BENEL YL
PABGEruw ST 40— (BEREE : ~¥) v —HB-=FL=6: 1—
1:1) CCHBLE, BohizEaBfE27 o7 Frr7 Y (10mL) L
GREL. — 7 8°CICBHEI Lie, KELIA Y TFATAI=UADL. 5mo ]
J 1M 8K (3. 5mL) 2FTFL. —78CTEHIZ 1IRMEHR L.
RISHIcimo 1,/ 1B (20mL) &z, BEE=F A CHiI L7, K
P EITARK O L. SKRERT b Y ¥ A CERG, BERE L, BEDE
SV HFART B u b I T T 4 — (EMUEHE  ~% Yy BRI FA=0 ;
1-1: 1) KCOFRL, RELAWEEAERKL LTEL (INE230me.
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%3 9%) ,

! 1-NMR (CDC1l,) 6§:2. 85 (3H, s), 4. 60 (2H, d,
J=4. 4Hz), 6. 36 (1H, d, J=2. 2Hz) , 7. 20—7. 6
0 (6H, m) .

(2%EH110)

1— (AFNLARAF=L) —5—T==/—1H—Er—V—3 IV LTE
ke

[1— (AFAARNK=N) —5—Tz=/b—1H—FEr——3—AN] A

2 )— (220mg) . T RhIF—n—TREATVE=TU L )T F— ]

(31mg) « N—=AFAEARYY N—-—FFVF (177mg) BLIU=EV
FaF——TRA4AHK (500meg) ZAVTSEH 6 LEROBIEZITV,
REAMEPERAHRME LTEE (NE16 5mg., INET6%) ,

‘1H—NMR(CD013)6:2.88(3H,s),6.30(1H,d,

J=1. 6Hz), 7. 20—7. 60 (6H, m), 9. 98 (1H, s) .
(&&EHIL 1)

1—[ (4—APF¥Tz=) AE=r] —5—T==/—1H-Er—/V

— 3 —AWNAR BTNV
5—7z=A—1H—Fo——3—WARVBETFIL (250meg) . KK

fbFFU oA (60%MHMEE, 60mg) BIOHE4L — A FFIRIBELANMR

=N (264mg) BAVTEEH 4 LRAKORIELITV., RELGYZEAMN

Rl LCHEB- (NE433meg., INEI7%) .

!H—NMR (CDC1,;) & :1. A37 (3H, t, =7. 4Hz) , 3.

82 (3H, s), 4. 30 (2H, q, J=7. 4Hz), 6. 51 (1H,

d, J=1. SH‘Z) , 6. 74 (2H, d, J=9. OHz) , 7. 15—7.

40 (7H, m), 8. 07 (1H, 4, J=1. 8Hz) .

&BH1L2)

1— [ (4—APF VT z=) AVE=V] —65—-T7==/b—1H—-Er—V
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—3—ANAATER

1— [(4—AFFVTz=)) RANF=)] —5—T==—1H—-tu—
N—8—HNRYBZFNL (430mg) 275 Fr772 (10mL) I
BfEL., — 7 8CITHALE, KBV A Y TFATHVI=VADL. 5mo
1 MoK (3. 36mL) 2 TFL, —78CTEHIT LIFFBF LT,
RSz 1mo 1 /13 (20mL) Mk, BTV CHIH L, HitHE
BRI A K CHRE L, KRS N U U A TERE, BERE LT, REWZ
FEhr=hUN (LOmL) TBEML, T7hTF—n—=7vbEATrE=UL X

ANFF—F (39meg) . N—AFAEARIY N—FFTF (227m

@) BLOELF2F—3—TFZR4AMWEK (500meg) M, RT3 04

gL, RISKEZBRERGESR, REVEERFVICREL, 74 FTS

WL, AHEPBEEEL. BEWEY VWSV TAIuw N7 74— (B

BAVAHL : ~F ¥ —FE—FL=9:1—1: 1) KTHEL, RELAYZH
Ry LBz (NE249meg. INE65%) ,
1 H—NMR (CDC1,) 8§:3. 82 (3H, s), 6. 55 (1H, d,
j=1. 8Hz), 6. 74 (2H, d, J=8. 8Hz), 7. 15—7. 4
5 (7H, m) , 8. 10 (1H, d, J=1. 8Hz), 9. 87 (1H,
s) . /
(BEHI13)
Q—TEHFN—A—FFY—4—T == VT X BTN
3—F%VTHxUEBzFL (6. 37TmL) ON, N=VRAFNAHRNVALT I F
B (20mL) ROTIAML, AT FY vAa (6 0%k, 2. 4g)
BAF YL THREBMN T, bR EEER TS 0 Mk LE%E, OCITmAL,
BT =Fn (10. 0g) ON, N—JAFAFLVAT I FEIKR (10m
L) B F Lk, RNEEEETS3 00MER L%, BERWE L, REYIC
m&mz\%&I?»T%&LkoHMW%%ﬂﬁﬁmT%ﬁb\%m%%%F
Uy ATERE, MERET 22Xy, RELEGDERACHRDE LTE
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72 IM&11. 52g. WEKI3%) ,
1H—NMR (CDC1,) 6:1. 20—1. 35 (3H, m), 2. 45
(3H, s), 3. 40—3. 80 (2H, m), 3. 90—4. 10 (1H,
m), 4. 15—4. 30 (2H, m) , 7. 40—7. 60 (3H, m), 7.
90—8. 00 (2H, m) .
(BEHIL 4)
Q—AF)N—5—TFz=)b—1H—-Er—)L—3 =WV RPETF IV
Q—TFTHFN—A4A—FF/)—4—Tz= VT EZ BTN (3. 0g) LHER
FrE=wA (1. 39¢g) ZE# (20mL) &Mz, 80°CTI1 8HFMHEEH
Lz, RISHRERBERMG L-®B, BEREV I SN TI A0 T T7T 4—
(BEAEHL : ~F Vv —FER=FA=9:1—1 : 1) TTHEL, RELEY

PREEELE LTEE (IRE1. 25¢g. ILE4A5%) ,

1 H—NMR (CDC1l,) 6:1. 37 (3, t, J=7. 4Hz), 2. 5
9 (3H, s), 4. 30 (2H, q, J=7. 4Hz), 6. 83 (1H, d,
j=3. OHz), 7. 20—7. 50 (5H, m) , 8. 40 (1H, br) .
(B3%%115)

1— [ (4A—nrFuaTdz=)v) ANEF=)N] —2—AF)N—5—-—T=x=/b—1
H—Er—L—3—HLRVBTFL

9 AFN—F—Tz=A—1H—Fu— =3 —HNRVBTFIL (500
meg) . KFETFFI A (60%MME, 1 75mg) BIOEH4L —T AR
Ry¥yRUE=L (848mg) AVTEEH 4 LRAROBRIELZTV, KE
EaMEBEIRY & L TR (&2 70me. [E32%)

1 H—NMR (CDC1,) 6:1. 35 (3H, t, J=8. 8Hz), 2.

89 (3H, s), 4. 26 (2H, q, J=8. 8Hz), 6. 48 (1H,

s), 7. 05 (2H, t, J=8. OHz), 7. 20—7. 50 (7H,

m) .

(%611 6)
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1— [ (4a—orFuedz==) ApR=] —2—AFNV—06—-T==/b—1
H—tvu—nA—3—AA VT e R

1— [ (4A—orduardz==)) ANE=)N] —2—AFN—=5—T==)v—
1H—¥Fo—nN—3—bARVEEZFL (380meg) 27 7 Fknrsy
(15mL) ICEML. — 7 8CRAHLE, KRLVA I TFNVTIVI=T A
D1. 5mol,/1 M VEK (1. 96mL) 2FFL., —78CTEHLHIK
1B LE, SKIC1lmo 1/ 1#EE (20ml) M2, BET15%
M Ui . FERe L CHitH Uie, AHE SRRk CUES L, SRS
F Y Y ACERE., BEEELL, BEWEVIIFNVITAIu< T T7
4 — (BRI : ~3 Vv —EcFL=9:1—-2:1) TTHHLE, &b
nNEEamRkYE7E h=rI (5mL) AL, OCIZWmALEZE, 7

S5S—n—ubENTUE=TA R_ANTF—F (34mg)  N—AFIENV

KUY NeA%TF (172meg) BEOELFaF—y—T R4 ABE (5
00meg) ZMz., FETIEMEBELLZ, RISKEZBERER. ZBEWEERE
TFAIEB L., A NTAHBLE, ABERTERGL. REWEZL I TV
BorIuw 57 4— (BRABE: ~F VB~ FNL=9: 12 :
1) T TR L, REAMEPEAHRRDE LTHEE (RE210meg., IXEE
2%) . | |

1 H—NMR (CDC1l,) §:2. 90 (3H, s), 6. 48 (1H, s),
7. 05 (2H, t, J=9. 4Hz), 7. 15—7. 45 (7TH, m) , 1
0. 01 (1H, s) .

(BEHF17)

5— (4—7AFu7z=) —1— [ (4—AFNVT =) ANE=)N] —
lH—¥u—n— 33— VTE R

BT = F o NDORPVICEA —TNF T =2 F VA ERVTESER L LF
&@@k%ﬁw\2—v7/—4—(4—7wju7;:w)—4—¢#yf5
VEBTZFARARL. BT, 3EFI2, 3. 4. 5B L6 LRAKOBRERTT
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5z LT, RELADERARGL LTHEL,

! H—NMR (CDC1l,) 8§:2. 39 (3H, s), 6. 54 (1H, d,
j=2. 1Hz), 7. 00 (2H, t, J=8. 4Hz), 7. 09—7. 2
7 (6H, m) , 8. 10 (1H, d, J=1. 8Hz), 9. 87 (1H,
s) .

(3EH1 8)

5— (3—AFANT7xz=A) —1— [ (4—AFNT =) AAHR=] —1
H—trn—L—3—hL \VTE R |

BT =2F IV AORDVICELS —AFAT =2 F UV ERNTSES 1 &Rk
DEBIEZITV., 2—V T /) —4— (3—AFATxz=)V) —4A—FXRITF U
m?w%%ﬁLVwa\ﬁ%mz\3\4\5%iw6kﬁ%®ﬁ¢%ﬁ5:

- T, RELEEERAERY L LTRE,

15

20

25

I H—NMR (CDC1,) :2. 29 (3H, s), 2. 38 (3H, s),
6. 52 (1H, d, J=2. 1Hz), 6. 85 (1LH, s), 6. 95—7.
00 (1H, m), 7. 10—7. 22 (6H, m), 8. 08 (1H, d, J
=2. 1Hz), 9. 86 (1H, s).

BEH19) |
5—(3—7&%m71:w)—14[(4—%%W7::N)XW$:w]—
lH—tr—nA—3—OA \LTE R

BT =2 F o AoRbVICEIS —Tdu 7o v v ERCTEER L LT
REOBIERFTV., 2—VT /) —4— (3—=TAFuTz=)N) —4—FFVTH
BT FABARL. BNT, BEFI2, 3. 4. 5BLU6 L AEOBIELT
5z LT, RELEWEEREARRY & L TR

1 H—-NMR (CDC1l,;) :2. 39 (3H, s), 6. 57 (1H, d, ]
=1. 8Hz), 6. 79—6. 85 (LH, m), 6. 98—7. 34 (7H,
m),8.11(1H,d,J=1.8Hz),9.88(1H,s).
(BEHI20)
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1— [(2=RAFNTxz=)V) ANEF=)N] —5—T==/b—1H—-ER—)b—
S—HANLTE R

HL P A DORDYICHEL2 = AFARVEY ARV ERNTEER 4 &
FEOEBIEZITVD. 1— [ (2—AFATxz=) ANE=N] —5—-—T==)b
—1H—F¥o—n—3 —IAVRVB=FLEERL, VT, ZZH5K8LV6
kﬁ%@ﬁﬁ%ﬁﬁzkﬁ\%%m%%%%@%ﬁ%kbfﬁtc

1 - NMR (CDC1l,) :62. 25 (3H, s), 6. 58 (1H, d,
Jj=2. OHz), 6. 88—6. 92 (1H, m), 7. 00—7. 02 (2
H, m), 7. 13—7. 18 (4H, m) , 7. 26—7. 30 (1H, m),
7. 34—7. 38 (1H, m), 8. 22 (1H, d, J=1. 7THz) , 9.
91 (1H, s).

(BEH 2 1)

5—7z:»—1—{[4—(%97»iﬂ%?»)7;:wJZW$:w}—
1H-¥u——3—F A\ LTE R 4 |

HAL R ORDb Y ICHLA— R TAF R AFARCEBRANVE= V2 Y
THEH 4 LREOBRERITV., 5—T==t—1— { [4— (FITFu R

FN) Tz=n] Ak=) —1H-Er—/v— 3 —INRUVBTFLVERRK

L. $EWT, 256585006 LAFEOBRIERITH 2 & T, RELEWEREAE
B LTHE,

1 H—NMR (CDC1,) :66. 60 (1H, d, J=1. 7THz), 7.
13—7.16(2H,m),7.29—7.33(2H,m),7.41—r
45 (3H, m), 7. 58 (2H, d, J=8. 6Hz), 8. 12 (1H,
d, J=2. OHz), 9. 90 (1H, s) .

(&BEH22)

1— [(4—TNFr—2—RAFATz=)l) ANE=N] =5 —-T==/v—1
H—Em—wa—ﬁWNW?EF

WL A DRBYICHEA —TAF e — 2 = AFAREB U ALF =2 A
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WTEER 4 L AEOBREZITY, 1—- [ (W—TrFu—2—-RAFNVT7==
N Andm=] —5—T==—1H—tu—)—3—AINVKVBRZFNVESR
RL. $ENT, 2EFI5BLV6 LRBEOBRIERIT Z LT, KELEWERRA
Gk & LThk.

1 H—NMR (CDC1l,) :62. 24 (3H, s), 6. 53—6. 59
(2H, m), 6. 88 (1H, dd, J=9. 2Hz, 2. 6Hz), 7. 0
3—7. 05 (2H, m) , 7. 16—7. 21 (83H, m) , 7. 27—7.
33 (1H, m), 8. 20—8. 22 (1H, m), 9. 91—9. 92 (1
H, m) .

(&EH2 3)

2—LF ) —4— (2—RAFNTz=)V) —4—FXVTZVBREFV

9 —AFAFE Ty (13, 42¢g) #2¥xFLz—7/ (100m

L) WHEMEL. RISREN2 5CEHIRVEYICEEK (16. 0g) ZWTL

. WTF#%. 3050RETHERL, RISKIZKENL TY=F LT —F NV ThilH
L7, HIHE 2 afn Ak Ol L. BKME~ 7 RV U ATRBRE, BETIC
EHEL OH1-—TrE—1— (2—AFATz=V) =F /)0 (21, 3g) Z
WM E LCEBE, V7 /BB FL (79. 20g) KRBV VLA (27.
64g) BMZ, 43~45CT4545MERLEL, H1-TRrE—1— (2—
%%»7m:w):&/y(21.3gf®7thyﬁﬁ(150mL)%3o
ﬁ%mHT%TL\%T%T&iﬂ?laﬁﬁﬁﬁbtoﬁmﬁ%éﬁb\EW
PRERE L. BEBICKEMNL, Bz Ol Lk, HBEZafmaiEkK
P L. SOKRIEEY 7 % LU A CHMRE, BE TICEA Lz, 8 bRtk
HiEENEBROYT ) BRI FAVERETICEE LR, YIWTVDT A
ruw bS5 7 40— (BEGE  ~3V 2 —H#E-FL=10:1-8:1) I
TR, REAMEREAHRDE LTHEEL (RE46. 44¢g, WML
00%) o .

1H—-NMR (CDC1,) 8§:1. 835 (3H, t, J=7. 9Hz) , 2.
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53 (3H, s), 3. 50 (1H, dd, J=5. 2, 18. THz), 3.
71 (1H, dd, J=7. 1, 17. 9Hz) , 4. 11—4. 20 (1H,
m) , 4. 31 (2H, q, J=7. 9Hz), 7. 25—7. 34 (2H,
m), 7. 41—7. 49 (1H, m) , 7. 72 (1H, d, J=7. 7TH
z) .

(BEBH 2 4)

Q=T )—4— (A—ANFVT2z)V) —4—FF )T EVBIF L

4° — A FVTEIN T2/ (15, 0g) ZZ7unkis (70mLl) &
BV FAz—FL (50mL) KEML, KIGREN 2 5 CEBIRVEIIT
B% (16. 0g) ozuniis (20mL) BWREM T L, WTHR, 28
BB CER L, BRIRICKEZMEZTZ e rd ATl Lz, fhiliEz e
ﬁm?%@b\%m%@vf*vﬁA%%@&\EE%%L\ﬁl—fu%—1

- (4—)( ]‘#‘7‘/73‘_:/1/) & )V (m%z 2. 05 g) %;"f‘_il:l:ElEBk 1/.(1%7»:0

7 BT FL (79, 20g) KKRMBIVTA (27. 65¢g) ZMX, 4
5CT1HEBRELE Hl—Tne—1— (4—A MKV Tz=) =FZ )V
(22. 0g) OTEFVEK (LOO0mL) 22 00MTTHTL, WTH
THEERETL SEHEERLL, RISKZABL, AREBERMEL. ZEWITK
%, BT THE Ui, Ml Smafik kL, SRR 7 X
S ACHEE, BEEELL, SoNZBRDPICEENIEROTT /B
A EBETICHE LR, VYWD T A uw NI T T 4 — (BB
B ~FY L —FHRTFL=9 : 1—>3: 1) ICTHEL, RELEWEZHKRY
LR (&30, 25g. IEMNL00%) ,

1 H—NMR (CDC1l,) 8:1. 35 (3H, t, J=7. 2Hz) , 3.

45—3. 56 (1H, m), 3. 68—3. 79 (1H, m), 3. 89 (3
H, s), 4. 08—4. 20 (1H, m), 4. 31 (2H, q, J=7. 2
Hz), 6. 96 (2H, d, J=8. 9Hz), 7. 95 (2H, d, J=8.

9H z) .
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(zEH25)

0T ) —A—FFYV—4— (2= RV TIAFRAFALT ==)V) T2 BT
F v

27 — (FNYTAFRAFN) TEF 7=/ (10. 0g) ZZRrBHRIVA
(30mL)&@9I?wI~?»(30mL)K%%L\Emﬁgﬁz5@%
Bz2nWkoIcEE (8. 50g) orunFis (20ml) WREZHT LT
WTH. 1RFFSRCHEEL, RISKICAKEZMA T raf) A THiH L,
i BT A TR L. SRR 7% o0 MO, MR L, H1
—7u%—1—(2—%97wﬁm}%w7x:w)15/V%%toVT/%
BT (44. 44g) CREHV YA (13. 82g) #MX, 45CTL
BRREER L7z, Hl1—TrE—1— (2= M) TINFARAFAT==)0) 25 )
vOT7E FUEIK (100mL) 2T L, W FRTHERERET1IRHR, =ET

i Ui, RUSTRE A8 L. AIEWERE L. BEMIC AR, Bk

F A CHIH UTe, HIHIK & A K O L. SKREE~ 7 3 v U b CHRRE,
WA L, BbhlkphicEsns @R 0T T ) B F LV ERETIC
BELEE, YIIFAITEru~ T T 7 10— (BREIEE : ~F 0 — B
TFL=9:1—7: 1) CTHEL, RELEDEZWRME LTELZ (RE1
0.43g\2’-(bU7w#nx%w)7?%7;)Vm6W$66%)0
1 H—NMR (CDC1l,) 6:1. 36 (3H, t, J=7. 2Hz) , 3.
34—3. 46 (1H, m), 3. 59—3. 70 (1H, m) , 4. 08—4.
292 (1H, m), 4. 32 (2H, q, J=7. 2Hz), 7. 57—7. 8
0 (4H, m) .

(B5EHI26)

5— (4—A FF¥Txz=N) —1H—Eu—L—3 - IR UBF)V

20— F ) —4— (A=A XV Tz=)) —4—FFYTEZVBzFLER
mf%%%2$iw3kﬁﬁwﬁ¢%ﬁ5:k?\%%mé%%%éﬁ%kbr

B,

109



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

I HLNMR (CDC1,) 8:1. 86 (8H, t, J=7. 1Hz) , 3,
83 (3H, s), 4. 31 (2H, q, J=7. 1Hz), 6. 79 (1H,
d. J=1. 2Hz), 6. 93 (2H, d, J=8. 9Hz) , 7. 38—7.
46 (3H, m), 8. 60 (1H, brs) .

(BEH27T)
5— (2— I~‘ YA FuAF LT o=L) —1H—Fa—v—3—INR BT
FIv

Q=T )—A—FFY—4— (2= PV TAFRAFNT==N) TF VR
TFAEAVTERER 2B LV 3 LRAKOEBERITH 2 & T, RELAVZERE
fEe e LB,
1 H—NMR (CDC1l,) 6:1. 36 (83H, t, J=7. 2Hz) , 4.
31 (2H, q, J=7. 2Hz), 6. 81 (1H, s), 7. 42—7. 6

1 (6H, m), 8. 69 (1H, br) .

(3%EH12 8)

5— (4—TnFudz=n) —1— (Fz=VAAKR=N) —1H-ER—/L
— 3 —HNRVBTT IV

BT = F U AORLVICEL4—TNFR T = F VAV ERNTRERL LT
BOBERTV, 2—VT /) —4— (A—Trdur==n) —4—FFYTH
VBT FAESRL. BOTEER 2K L 03 L ABEORERITV. 5— (4—
It Tz=N) —1H-—F¥r—L—3—IANRVBTFLVERK L, KFK
fkFrU A (60%MME, 0. 32g) ZKBTS— (4—TnAdrT7==
w)—1H—En~w—3—ﬁwﬁ?@I?w(1.56g)@N,N-9%?
ARVLT I FEIE (20mL) iMx, RIRETL 5 oMLK, ik
RyVBrRm= (1. 41¢g) 2%, BRT1 3WEERLL, RKISKIC
AKEMZ, PoFALT—F AT Uk, MEHIKE EAEEK TR L. K
MV7*VﬁA?%@%\ﬁE%%bto%%%%VUWEWﬁiA&nvFﬁ
5o (BB : ~% % —FER=F =4 17 : 2) CTRBL, &
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HELAWmERERLE LTRE (REL. 70g. INE6 8%) .
IH—NMR(CD913)6:1.36(3H,t,J=7.2Hz),4
31 (2H, q, J=7. 2Hz), 6. 52 (1H, d, J=1. 9Hz) ,
6. 98 (2H, t, J=8. 7THz), 7. 12 (2H, dd, J=5. 5H
z, 8. 7THz), 7. 33—7. 35 (4H, m), 7. 50—7. 60 (1
H, m), 8. 09 (1H, d, J=1. 9Hz) .

&EHI29)

5— (4—InaFdnrz=n) —1— [ (4—TFuT7z=)v) RANE=)V]
—1H—¥Yua—)— 3 — IRV BTFIV

BT =2 F o oRbYICE4—TATu T =2 F VA ERVTEER 1 L H
%@&w%ﬁm\2—97/—4—(4—7»ju7;:w)—4—¢#y75

VBIFAERER L. BNTEEF 2B L 03 LRBOBEZITV. 5— (4—

TrFuT==N) —1H—ERr—L—3—INRUBETFLVERR LI, KK
ftF Y vA (6 0%MME, 0. 58¢g) BKMTSE— (4—INFRT==
L) —1H—Fu—i—3—bWLRVBzFL (2. 85g) ON, N—VXAF
AFRALT I REK (20mL) M2k, FREBETL 5 oM@ERLZE, &k
A—TInFduaReBrAik=aL (2. 92g) 2z, ZET3RHEGH L,
RIS AEME., VoF o —F L Chil Uk, HiHIK % SRk T L.
HEKRER~ 7 RV LTS, BERWE L. REWZYI W TNVAT7 70
< 5T 4 — (BRI . ~FH v —FBoF =4 : 1) CUERL, RE
amEiERE LTB (&4, 66¢g, MEIT%) .

1H—NMR (CDC1,) 6:1. 36 (3H, t, J=7. 2Hz) , 4.

31 (2H, q, J=7. 2Hz), 6. 53 (1H, d, J=1. 9Hz) ,

6. 96—7. 06 (4H, m)., 7. 16—7. 24 (2H, m) , 7. 36
—7. 45 (2H, m), 8. 06 (1H, d, J=1. 9Hz) .

(Z%5H30)

5— (4—7aFudz=L) —1—{ [4— (NI TAFRAFN) T==
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N A=) —1H—¥u—N— 3 —hhrBFiv

BT 2 F o ADORPVICEM4L —TNF T = F VN ERNWTEERS 1 LFH
BOBERITFV., 2—YT7 /) —4— (4—TrFurdz=)V) —4—FFITH
VBB FAEER L. BOWTEEF 2B L3 L RBOBERZITV, 5— (4—
IAFRT =) —1H—F¥E—NA—3 —HILRVBzFAEZER L, KE
IbFRY oA (60%ME, 0. 28¢g) ZXkMT5— (4—7rFurz=
) —1H—tr—N—3—WNARVBFL (1. 49¢g) ON, N=UXF
ARNAT I FEIK (20mL) k7, FIRETL 5 oM@ L&, ik
A—FYIAFRAFARVPUAAF=)V (1. 85¢g) Mz, BRTIE
g Lz, RISKICAKEMZ, Y=FLn—F/VCHIl Lz, MRz
KGR L. EAREE~ 7 X7 A THEE, BERWE L, ZEWEVID

Ewﬁ5A7vaf§74~(E%@ﬁ:«#%y—%ﬁi?w=732)K

CHBL. EEADEIERE LTAE (E1. 80g. INE64%) .

1 H—NMR (CDC1,) §:1. 36 (3H, t, J=7. 1Hz) , 4.
32 (2H, q, J=7. 1Hz), 6. 55 (1H, d, J=1. 9Hz) ,
7. 01 (2H, t, J=8. 8Hz), 7. 11=7. 18 (2H, m) , 7.

47 (2H, d, J=8. 83Hz), 7. 62 (2H, d, J=8. 83Hz) ,

8. 07 (1H, d. J=1. 9Hz) .

(2EH3 1)

5— (4—7hFudz=N) —1— (Fz=/VANE=)V) —1H-ERr—V

— 3 —HANNFE R '
5—(4—7”%&7;:»)—i—(71:wxw$:w)—1H—En—

N—3—HARVBZFAERANTEEF S BLV6 LRAKOBRIEZIT) Z LT,

EBLADEMRM E LR

I H—NMR (CDC1l,) 6 :6. 55 (1H, d, J=1. 9Hz) , 6.
98(2H,t,J=8.8Hz),7.08—7.18(2H,m),7.3
3—7. 40 (4H, m), 7. 51—7. 63 (1H, m), 8. 12 (1H,

112



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

d, J=1. 9Hz), 9. 88 (1H, s) .

(%413 2)

5— (2—AFNTz=n) —1— [[(A—RAFNT =) ANE=)0] —1
H—-tu—pn—3—HNVA ATE R

2—3F)—4— (2—AFNTz=)V) —4—FFITZ BT LERD
THEF 2 LRFEOBREEZTY., 2—27rr—5— (2—AF)VT7==)1) —1
H—tFu—n1—3—ANRVBIFLEZARL, RNTEEH3, 4, 5RBLT
6 & FIEDEBIEERITH = & T, KBLAWERMmE LTHEL,
1 H—NMR (CDC1,) 6:1. 80 (3H, s), 2. 41 (3H, s),
6. 50 (1H, s), 6. 90 (1H, d, J=6. 2Hz) , 7. 07—7.
35 (7H, m) , 8. 12 (1H, s), 9. 89 (1H, s) .

(%5413 3)

1— [ (4—TgrFudz=n) AAK=N] —5— (A=A ¥V T ==)0)

—1H—-¥r—A—3—hA LTk R

5— (4—A FF¥T7xz=) —1H—ER—V—3—INARVBEFNLLIE

ta—7rtuaxeEr ARV ERNTEER 4 LRBROBIEZITV, 1—
[ (4—ThFuTdz=p) ANE=LV] —5— (A—AMFVT7==1) —1
H—tu—Ll—3—OLRVBZFLEER L, BVWTSEH 5B L06 &Rk
DEMEERITH Z & T, RELEWEZmRm L L TR,
I H—NMR (CDC1l,) 8 :3. 86 (3H, s), 6. 52 (1H, d,
j=1. 9Hz), 6. 84 (2H, d, J=8. 7THz), 7. 01 (2H,
t,J=8.7Hzf,7.09(2H,d\J=8.7Hz)‘7.34(2
H,dd\J=8.9Hz,4.9Hz),8.0S(1H,d\J=1.9H
z), 9. 87 (1H, s) .

(BEH13 4)
5—(4—7&%u7::»)—1—[(4—7Wﬁn7;:w)XW$:W]

—1H—-Fr—l—3 = )L5E R
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5— (4—iFudz=n) —1— [ (4—T7rFuTz==) RNE=
V] —1H—-F¥r——3—ILVRVBZFLERANTEEH 5 BIV6 LRk
DEMEERSTH 2 & T, RELEWEERY & LTHEL.

I H—NMR (CDC1,) 6:6. 57 (1H, d, J=1. 8Hz) , 6.
97—7. 08 (4H, m) , 7. 12—7. 18 (2H, m) , 7. 32—7.
39 (2H, m), 8. 10 (1H, d, J=1. 8Hz), 9. 88 (1H,
s) .

(%418 5)

5— (4—7nFu7z=n) —1— { [4— (FITAFBAFN) T==
N Zuk=r) —1H—FEra—1L—3 =L ATE R

5— (4—ndudz=n) —1— {[4— (R TAFRRAFN) T==

Nl AnFk=L) —1H—F¥u—A—3 —INVAVBZFLERANTEEM5E

FUR6 L RROBIERTT > = LT, RELAMERS L LTRE,

1 H—NMR (CDC1l,) 6:6. 59 (1H, d. J=1. 7THz) , 7.
02 (2H, t, J=8. 7THz), 7. 11—7. 17 (2H, m), 7. 4
7 (2H, d. J=8. 5Hz), 7. 63 (2H, 4, J=8. 5Hz) , 8.
11 (1H, 4, J=1. 9Hz), 9. 89 (1H, s) .

(B3%E4136)

1— [ (4—TInrFue7z=n) AnF=V] —5— [2— (P TAFRATF

w)7::»]—1H—Em—w—3—ﬁ»ﬂw?tk
5—(2—}D7wimﬂ?w7$:w)—1H—Hu—w—3—wwﬁy@

TFLLH A — T RN YA RS AN TEER 4 & FEORIEY

T, 1— [ (4—7rFudz==n) ZuE=L] —5— [2— (b TNA

DAFNL) Tz=] —1H-F¥ar—N—3—INVARVBzFLEZERKL, it

TREH 5B L6 LRBEOBRERITY Z LT, KELEMERRL L TR
6.

! H—NMR (CDC1l,;) ¢ : 65 (1H, s), 7. 00—7. 09

(2H, m) , 7. 33—7. 46 (3H, m) , 7. 57—7. 67 (3H,
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m), 8. 13 (1H, d, J=1. 9Hz), 9. 89 (1H, s).
(5613 7)
1— [ (4=AFNT==)) Auk=n] —5— [2— (R TFurF
L) T==i4] —1H—Er—A—3—HA Tk K '
0T )—A—FFY—4— (2=F NI TNFRAFNT ==)\) TF B
l?»%mw15%%2éﬁ%®ﬁ¢%ﬁm\2—&mm—5—(2—bu7w
FrRAFALTz=N) —1H-—Fu—NL—3—ILVRVBFALEZEKL, it
THEF3. 4, 5BIV6 LRAKOBRIEEITH Z LT, RELEGWERmL L
TR
1 H—NMR (CDC1,) 8§ :2. 40 (3H, s), 6. 63 (1H, d.
j=1. 7Hz), 7. 16 (2H, d, J=8. 3Hz), 7. 25 (2H,

d, J=8. 3Hz), 7. 36—7. 42 (1H, m), 7. 53—7. 64

(3H,m),8.12K1H,d,J=1.9Hz),9.88(1H,s).
(B5M3 8) |

O —RAFN—5—Tz=—1— (Fz==VAAKR=)) —1H-Er—L—3
— ANV TE R

92— XAFN—5—Tz=b—1H—Er—— 3 —WNVRyETTF NV EEELS
VBV ANKR=AERNTEER 4 LRFEOBRIEZTV, 2—AFNV—5-T=
=n=1— (Fz=ARA k=) —1H-¥r—)b—3 —WNVEBF %
AL, BNTBEF S BLO6 LRABOBRIEERITY Z & T, RELAMEZRE
JHRH & LTHT,
1 H—NMR (CDC1,) §:2. 88 (3H, s), 6. 47 (1H, s),
7 18—7. 23 (2H, m) , 7. 48—-7. 61 (1H, m), 10. O
0 (1H, s) .

(Z2%E413 9)

1H—t°m—/y—3—ﬁ/vzl§“/@”%%9‘/v

p— FVZVAVKRZARAFAAL YV T=FK (15. 0g) &T7INVBAT
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(6. 92mL) OF FFE RrT7I UK (250mL) 2V VA
tert—7FFVEFOTF IR I U BEKR (100mL) IZ3 0MH»
FCET L, RISEERIE T 1RRBRE, VI VSVEREDLT T AT 4V
H— (ERSELVFA—IL, BXA4®LFRA— V) TAHRBL, AEEZRER
WL, BEMELIIFNITAIuY NI T T 40— (BEBE : ~¥9—
B F =09 : 1—2 : 1) T THBRL, RELEWERRAEFL LTEL
(XE&4. 69g. INE4L9%) ,

1 H—NMR (CDC1,) 6:3. 82 (3H, s), 6. 15 (1H, m),
6. 75 (14, m) , 7. 43 (1H, m), 8. 50 (1H, brs) .
(3EH140)

5—7meE—1H—¥Ya—/—3—/RAEAFIV

1H—Ye—n—3—WNLRUVEBEAFN (4. 48g) DT +Jebknr7T7v

WK (70mL) 2—78CIZHHAL, N—TuEans/BAIF (6. 30

g) ZMzl®. €Uy (53 2T, BEE (—20%C) F3 AHKE
L7, RISHEZBUERNE L%, BEWICKEM L CEBF A CHIl L, i
MR % BTN A K Ot L, SEKFERT 1 U U A TRRE, BUERNE L. &H
MEVY DA TAIa NS T T 4 — (BREBE : ~FV BT =
9:1—1:1) KUBML, ZELAYEREAEKE LTRL (ILES. 5
9g. ILE4LI%) . | |
1 H—NMR (CDC1,) §:3. 81 (3H, s), 6. 58 (1H, m),
7. 36 (1H, m), 8. 60 (1H, brs).

BEF41) |

5—SmgE—1— [(4—AFTTz=)V) ANF=)N] —1H—-ERr—/V—
S—HNERBERATF I

KEF FU A (6 0%k 68 1mg) ZAFFUCHRFLIEE, N,
N—V%?WﬁWA7iF(10mL)KMi\—78@K%ﬂbt%\5—7
nE—1H—Fr—V—3—HARVEAFIL (2. 90g) ON, N—VXAF
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VBV ET I FEKR (1 0mL) 21 55M»FCHFLE. KISiK® 0CT3
OXM. 25CT30NMBBM LB, BUO—78CICARL, Hkd—x b
VRVBUANF=L (3. 283 g) ON, N—UAFLURLAT I REK (5
mL) Z#HTFL, KSKEZO0CTL 54, 25CT3 0MBRLE, KiSK
ZRUERMG LB, BREWTKEMZ, BB F L ORIl L, fHHIKZ tafe
BT L, BAKRET MY U A CRRE, BERKE L, BEDEELES
VYAGNAZ R vT57 04— (BREBE : ~$¥ > —FBzFL=9 : 1
—1:1) CTHRL, RELEVWEZECEGKEL LTEBE IWE3. 02¢. I
E57%) .

'"H—NMR (CDC1l,) 6§:3. 82 (3H, s), 3. 88 (3H, s),
6. 65 (1H, d, J=2. OHz), 7. 00 (2H, d, J=9. 2H

z) , 7. 92 (2H, d, J=9. 2Hz), 8. 05 (1H, d, J=2.

OHz) .

(BEf4 2)
5—7RE—1—[(4—APF¥Tz=) Zk=1] —1H-Fa—L—
33— FEe R

5—7mE—1— [ (4—AMFvT7xz=) AAK=L] —1H—Fa—1
—3—AARVBAFAL (3. 00g) DF PS5 FRZ7S5 %K (30mL)
T— 7 8CITMALIEE, KRS Y TFATAI=YADL. 5mol /1
Mo BB (11, OmL) 2150 THTL, —78CTIbIC 1M

BRE#E L, KBS Y TFATAI=TADL. 5mo 1,/ 1 FTUEK

(5. 0mL) ZBML, —78CTL55M. 25CT2RmERELL KIS
WiZ1mo 1,/ 14/ (40mL) %M. 25CT1 5MEE A%, B
TFTHIM Uiz, IR 2 Ak TR L, BARER T | U ¥ A CHIRE.
BERE L, BEYWOTE =PI LVEK (30mL) 20CIKAHL. T F
7—n—=7REATUE=TL SNALTF—F (281mg) \ N—RAFLE

WARY Y N—AFRVEF (1. 41g) BEUOELVFaF—v—TR4AHK
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(1. 5¢g) #Mx, LRETL. S5FMERLL, RNREBERGR. REY
REEBF VB L, ¥4 P TABLE, AREBEREL, ZEBWETY
HEANTG R R N TT 4 — (RERAGE : ~%9 L —FB=FL=9: 1-
1:1) T CRRL, RELEEFRAHRYE LTERL (KE2. 07¢, IX
LT75%) .

I H—NMR (CDC1,) §:3. 90 (3H, s), 6. 71 (1H, d,
j=2. 2Hz), 7. 02 (2H, d, J=9. 2Hz), 7. 94 (2H,
d, J=9. 2Hz), 8. 07 (1H, d, J=2. 2Hz), 9. 75 (1
H, s) .

(B5EpH4 3)

({5—=7mE—1—[ (4—APFVT7z=b) ANF=] —1H—-EE—

N—83—AN} AFN) AFNVIANIVEEter t —TFN

5—7mE—1— [ (A—AbFVTz=V) ANF=)4] —1H—Ea—/)b
—3—HNANLFER (3. 0g) OAFJ—NEKR (90mL) ZHEEAFv
TUoE=UA (5. 88¢g) Mz, BRTLS5MBEBHRLELEY T/ PV EFR
oARUEF R TA (1. 64g) M, BRTIDOIC2HHEBE L, KIS
R EBIEREWE L%, BEDCHTMEEKEML., BT Tl L, #ib
R BTN TR L, EARERT N U ATHER, Al LE, AIRICTR
B—tert—7FN (2. 28¢g) ZMATREREL. BEWET Tt
Fe75y (10mL) AL, REAKEFII UL (1. 10g) &k (1
OmL) #M%x. |ET1 5B LL, RISKIZKEML, BiEETF L Th
U 7e, i B SR AR O Ly SKBRER T | U o A CRaMRE . BUEMRAS
Lo BEWMEL I NFNT T LI~ NI TT7 40— (BERBE : ~% 3 —F
BrFi=9:1—1:1) CTHEL, RELEVEEAGHMRY L LTRE
(ng&2. 25g., WE56%)
1H—NMR(CD013)5:1.47(9H,s),2.78(3H,s),
3. 87 (3H, s), 4. 16 (2H, s), 6. 22 (1H, s), 6. 9
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7 (2H, d, J=9. 2Hz), 7. 33 (1H, s), 7. 86 (2H, d,
J=9. 2Hz) .

(BEH14 4)

A— (TPFRAFNLV) —1— [ (A—AFNTz=)b) ANVE=)N] —2—T =
=N—1H—-¥tYu—

1— [ (4—AFATz=) AAH=A] —5—Fz=A— 1H-Er—1
—3—ANRVBTFIL (500mg) PT 7 7 I BK (10mL)
— 7 8CICHH L%, KB A Y TFATALI=UALDL. 5mol /1
MV (2. 70mL) ZH T L. 2 5CT3 00MERLE, RNEIC
lmo l /1% (6mL) £Mx, 25°CT1 5MBBRLEE, BT
THIH U7, MM Z MRk ClgE L. SKRET Y U A THREE, BIE
BiELE-, BEYOY/ouAX BK (2ml) 2, 3—Y7rr—5, 6

—OvTI)—1, 4—_vVF /) (612mg) . NI T==ViRAT 4V

(532mg) BEOF FS—n—TFFATLVE=UATTR (768mg) @
SRSt TS UMK (5mL) (i, 25°CT1RREE Lk, KSikE
BERGL, BEWEL Y AFVEIT A u~ T T 7 40— (BRABE :: ~xV
VBB FA=9 :1—1: 1) KUFRL, RELEWERERABRGEFL LT
B (INE233meg., IWEL9%) o
1 H—NMR (CDC1,) 6:2. 36 (3H, s), 4. 48 (2H, s),
6. 19 (1H, d, J=2. 2Hz) , 7. 09 (2H, d, J=8. 6H
z) , 7. 15—7. 40 (8H, m) .

(BEpI45) |

4—AFNL—1H—Er—)L— 3 —HIVRVEBZTF IV

p— MVZVAAB=ZARAFNMA I VT =K (8. 565¢g) . 7u brEBg=F
NV (5. 0g) BEXUOAIIUAtert—7 b FTF (5. 90¢g) ZAVWT,
%%W39kﬁ%®ﬁ¢%ﬁw\%%m%%%%%@EWELT%t(W%4.
77g. WET7T1%) ,
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1 H—NMR (CDC1,;) 8:1. 34 (3H, t, J=6. 8Hz) , 2.
29 (3H, s), 4. 27 (2H, q, J=6. 8Hz), 6. 53 (1H,

m), 7. 38 (1H, m), 8. 30 (LH, brs) .

(%614 6)

5—7nE—4—AFN—1H—Fu—N—3 - VRVBZTFIV
A—RAFA—1H—Fr——3—HLRVBZFL (4. 50g) EN—F

nEany@BAIN (5. 2¢g) ZAVT, 25614 0 L AROBIEZITV, R

BEAmEYEREE LTHL (NE&5. 20g, IXET76%) .

I H—NMR (CDC1l,) 6:1. 34 (3H, t, J=7. 4Hz) , 2.
23(3ﬁ,s),4.27(2H,q,J=7.4Hz),7.38(1H,
d, J=3. OHz), 8. 30 (1H, brs) .

(B3EHI47)

5—7mE—4—RAFN—1— [ (4—AFNVTxz=)) ANFE=/] —1H—

ro—/L— 33— NRBFI

KEWFFI DA (60%JHME, 620mg) . 5—7BE—4—AFN1—1
H—¥re—L—3—bARVEZFIL (3. 0g) BIOE{LILV (2. 95
g) BENT, 2EHA 1 L ABOBMIERT. RELAWERERSRL LTE
o (@4, 27g. WES6%) .
1H—NMR(CDQl3)6:1.35(3H,t,J=7.0Hz),2.
15 (3H, s), 2. 44 (3H, s), 4. 29 (2H, q, J=7. OH
z), 7. 34 (2H, d, J=7. 6Hz), 7. 84 (2H, d, J=7.
6Hz), 8. 09 (1H, s).

(BEH14 8)
4—AFn—1— [ (A—AFNTxz=)Vv) ANE=)V] —5—T==/Vy—1H
—ru—)— 3 —HNRVEBTTF IV
5—fu%f4—}%w—1~[(4~%?W7I:w)xw$:w]—1H
—tr——3—HARVEBZFN (1. O0g) . Z=z=AAhu B (47 3m
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g) REEFRNUDA (823mg) BIXUOF 53R (M) T7==VFRT 4
V) RSP A (299mg) 1, 2—TVARFTVTZFL (10mLl) LEE
K (10mL) DERAKICEEBEL., EREHEKT. 1 6RHEERLL. RISKE
AL, AKCAEMZ CHBRF N CHE L, MEKZEMEEKTHRE L,
MAKFREET N U v A CERE, BIERE L, BEWELIVITANT A n<
NS5 74— (BERE : ~F VU Bz FA=9:1—1:1) ITTHREL,
FEEME YK EMRME LTHE (RE430mg. K4 2%) .

1 H—NMR (CDC1,) 6 :1. 37 (3H, t, J=7. 0Hz) , 1.

98 (3H, s), 2. 37 (3H, s), 4. 31 (2H, q, J=7. OH
z), 6. 95—7. 40 (9H, m) , 8. 06 (1H, s) .

(%554 9)

A—2AFN—1— [ (4—AFNTxz=)V) ANF=)N] —5—T=z=V—1H

—¥r——3—=HIANNVTE R

4—AFN—1— [ (A—AFNTxz=)l) ANHR=)V] —5—T=z=/b—1
H—tRr——3—bIARVBZFNL (420mg) OFT Tt Fe7 7 B
(10mL) #2—78CILHA L, KBILVA Y TFATNVI=YLDL.
5m51/1bw1y%W(2.1mL)%ﬁTb\—78%féBu3oﬁ%
B L, RISHIC 1mo 1 /148 (10mL) &M, EECHEELLE,
B L CHA Ui, R SRRk O L SEARERT 1 U & A TR
Wi, BUERMH L, BEWOTEF=FIVEIK (15mL) £—7 8CIKh
HL,. FrS—n—7rEATVE=UA AT F—hF (37Tmg) . N—
AFAEARY Y N—AFUF (185mg) BERELFaF——T R4
AWE (1. 0g) #Mi, BRTLIFEERLE, RNREZBERER., K&
WEBBIFACEEL, ¥54 FTHELE, AREBEREL. BEWZY
YhFNTS A< NS T7T7 40— (BRAGBE : ~F 3 —BFR-FIL=9 : 1
—1:1) KCHRL, REEMERAIMRY L LTHRE (&332 0me,
INZE9 0 %) .
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1 H—NMR (CDC1l,) 6§:2. 02 (3H, s), 2. 38 (3H, s),

6. 99—7. 40 (9H, m) ,

s) .
(%15 0)

8. 04 (1H,

s) ,

9. 95 (14,

({5—7vE—1— [ (4—AFNTz=)V) ANEF=)] —1H-Er—/)1

—8—AN) AFN) AFAIANNAI VBt er t —TFN

5—7uFE—1H-—Fa—i—3—ALRSEAFNVEEL N AVERNTS
264 1L RAEOBRIERITVN., 5—7uE—1— [ (4—AFLT7==) A
K=n] —1H—-ER—A—3—HARVBEAFLEARL, VW TSEH 4 2
BLU4 3 LAFEOBIEERITY Z LT, RELEMEEARKLE LTREL.

I H—NMR (CDC1,) §:
o. 78 (3H, s), 4. 17 (2H, s), 6.

(BEH15 1)

1.

47 (9H,

s) ,

2.

43 (3H, s),

23 (1H, s), 7. 2

5—7. 35 (3H, m) , 7. 80 (2H, d, J=8. 4Hz) .

5—onmne—1— (Zz=/LAE=/) —1H—Er—L—3—H/LREEEA

F v

AKEMNFFY TA (6 0%HME, 1.

1g) ZBAFVUCHRIFLER, N, N

CUAFARALT IR (50mL) KKMi, OCIKARLER, 5—FnE—

1H—Fur—A—3—bBARVBEAFIV (5. 0g) AN, N—TVAFI)LFEILA
>3 FUSIE (1 0mL) ZMZ7, 0°CT3 04 M Lk, ¥y
Adk=, (3. 3mL) ON, N=VAFARLVAT I FEK (5mL) &M,
R A S e 1 BRI L7efs, KB, BRTF VTR Ui, MHEE
SRIEE A, k. BRI CIE L. SEAKREET b U v ATHMRE, BUERE
L. BEWMEVYIFNIT A< T T7 40— (BRBE : ~%9 B
BrF=5: 1) L THML, RELAWEZECRAEKL LTHAL (INES. 5

g\ FE99%) .

1 H—NMR (CDC1,) 6:

3.

83 (3H,

122

s) ,

6.

68 (1H, d,
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J=2. 1Hz), 7. 55—7. 60 (2H, m) , 7. 6 7—7. 72 (1
H, m), 7. 96—7. 99 (2H, m) , 8. 08 (1H, d, J=2. 1
Hz) .

(B%EHI5 2)

[6—7rE—1— (F==VRANE=)) —1H—ER—AV—3—A)] A&
)= ‘

5—7nE—1— (F==o/VANF=)V) —1H—r—/L—3 =T /NHK B
AFN (7. 1g) DT+ Fur7 7 8K (80mL) 2—78CIiZmAIL
g, KBIUDOA YT FATAVI=TUADL. 5mo 1,/ 1 MUK (4 2
mL) #30L5MEMTTHTL, —7 8 CTEbIZ 1R LL, RISKIZ1
mo 1/ 1 (20mL) &Nz, B=F N CThil Lk, MRz EMEE

AR, K. BEFIAEK TS L, BAKREET MY U A THERER, BERWEL, RE

bEMERamRpLE LTRE (IRE7. 1g. IREEN)
1H—NMR (CDC1,) §:1. 62 (1H, brs), 4. 51 (2H,
s), 6. 33—6. 34 (1H, m), 7. 44—7. 45 (1H, m) , 7.
51—7. 57 (2H, m) , 7. 62—7. 68 (1H, m), 7. 93—7.
97 (2H, m) .

(3Z615 3)
5—7oE—1— (Fo=AANEA=N) —1H—Fa—)L—3 - L5tk
e

[5—TrE—1— (Fz=AANE=)L) —1H-Er—/L—3—A] A

B )= (7. 1g) OFEF=FI AWK (80mL) KF FF—n—FHE

NTFrE=A A FF—F (0. 63 g) . N=AFALEARIY N-—

FEURATIS (4. 28) BEGELF25—L—FRA4AHK (3. 5g)

ENz. BECT2EEEBE L., RISKEBERER. BEDITKEZMA, B
if”fmmpto%mﬁ%%ﬁﬁﬁ*?%ﬁb\%m%@%%u&bﬁﬁﬁﬁ\
BEBGE L, BEWMEVIIFNIS bou<w T 7 40— (BRBE . ~F
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Yr—FBzFA=4 : 1) ZTRHERL, RELAMEZEAERKL LTHEL (X
B4, 6g, NWET7T1%) .
' H—NMR (‘CDC13) 6:6. 73 (1H, d, J=2. 1Hz), 7.
57—7. 63 (2H, m) , 7. 70—7. 75 (1H, m) , 7. 98—38.
02 (2H, m) , 8‘. 10 (1H, d, J=2. 1Hz), 9. 77 (1H,
s) .

(%615 4)

1— [56—7mrE—1— (Fz==VA)FE=)V) —1H—Fu—1L—3—A1]
~N—=AFNVAFT IV

5— nE—1— (Fz=/LALKR=L) —1H—Fa—1—3 =L LT
R (3. 5g) OAF/—NVEIK (6 0mL) KHLAFATE=U L (7.
5g) LvT /e FuRvBFRIUA (2. 4g) Zhx. EETI1RHER

L RIS BEEG L, BEWCAMETKEMNL, BR=F L Ol L

7. WM E T EE K, K, AR THE L, EARET Y U A TEE
%, BEEKELT, RELAYERAHBRDE LTELE (N&E4. 4 ¢, INRE
B
1H—NMR(CD013)6:2.47(3Hfs),2.98(1H,br
s),3.66<2H,s),6.35(1H,d,J=2.4Hz),7.5
1—7.57(3H,m),7.61—7.68(1H,m),7.93—r
97 (2H, m) .
(2Z6155)
([5—Fu®E—1— (F==ARAK=L) —1H-—Fa—A—3—AL] 2
FNY AFNIANVARIVEEter t —TF
1—[5—fu%—1—(7m:wxw$:W)—1H—Em~»—3—4
W] = N—RAFARZUTIV (4. 4g) OFfE=F/NL (6 0mL) BWRIZZ
RS —ter t—7FN (2. 8mL) Mz, BIRTL4ARFMBEHRLEZ, K
B AU Rk A% . EEE L CHI L, HRHGRE BT 1 Y
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v AKYEIR, SATIAMEAK TR L, EARMEET MU U A TRERE., BERE L,
BEWEV YIS T NI T T 4 — (BB  ~XV 2 —BiR-F
=4 :1) KTHERL, RELAYEZEGHRMLE LTRL IRE&3. 4 ¢,
NE7 3%) .

1H—NMR (CDC1l,) 6 :1. 48 (9H, s), 2. 79 (3H, br
s), 4. 17 (2H, brs), 6. 24 (LH, brs), 7. 35 (LH,
brs), 7. 51—7. 57 (2H, m) , 7. 62—7. 68 (1H, m) ,
7. 90—7. 94 (2H, m) .

(%415 6)

AFL{[1— (Fz=VANFE=)V) —5— (3—Fxz=)l) —1H—Fu—
N—3—AN] AFNY IANIVEEter t —TFN

([6—7mrE—1— (Fz=ARANFE=L) —1H—ERr—)L—3—A /]

AFN} AFAAANRIVEEter t —TFN (1. 02¢g) , 3—FT=/LAR

oy (0. 61g) . ThIFR (M) T==ARRT4V) ATV U A (0.
41g) . REEFFU YA (0. 75¢g) M1, 2—VALFTYTHY (25m
L) —7/& (25mL) 8K %L 1 0 5°CT 7R L, MARKGESWIC
fAMEE A S ME, BEEETFLCHIH L, MR EfMER K, A, gl
KCBEE L. EAREE~ 7 X7 A CHRE%, MERGELE, BEMWEL Y DY
NAShrra<w NS5 T7 40— (BEREEE : ~F P —FR-F =4 :1) IZT
BRL, REAYEEAEE L LTHEE (RE&0. 90 g, INE88%) .
1H—NMR (CDC1,) 6:1. 47 (9H, s), 2. 81 (3H, br
s),4.21(2H,brs),6;13(1H,brs),7.04(1H,
dd, J=1. 2, 3. OHz), 7. 11 (1H, dd, J=1. 2, 3. 0
Hz), 7. 24 (1H, dd, J=3. 0, 5. 1Hz), 7. 30—7. 3
9 (H, m), 7. 48—7. 54 (1H, m) .

(BEHI57)

A2FN {[6—Tz=r—1— (Fz=VANK=)NV) —1H—Fa—)'—3 —
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AN AFNY IANIVBEter t —TFN |
{[6—FuE—1— (Fz=/VANE=/V) —1H-Er—/— 3~ )]
AFN} RAFNINNRIVEEter t—TF (1. 04g) . 7= Rrv
B (0. 45¢g) . 7 RIFRXA (N Tz ViR AT40) XTVUA (0. 4
2g) . REEFTFU DL (0. 77¢g) ®1, 2—VAIFYTFr (25m
L) =/ (25mL) BEIKZ105CTL 2RHBHE L, HHEBKISEAY
CEMEE KT ML, B LTI Lz, WlRE ., SafmEEAk, K. g
AR CEEE L. EAHBE~ 7 XYY A THEE, BERE L, BEYWZTY
BENBTETuw T TT7 40— (BEGBE : ~% V) —FRoF =4 : 1)
ORI, RELAWEECEGL LTHEZ (NEO0. 97 ¢, MFEI4%) .
LH—NMR (CDC1l,) 6§:1. 46 (9H, s), 2. 80 (3H, br
s), 4. 22 (2H, brs), 6. 09 (1H, brs), 7. 19-7.
23 (2H, m), 7. 26—7. 38 (8H, m), 7. 47—7. 53 (1
H, m) .
(B3%H15 8)
([{5=FmE—1— [ 4—TrFuardz==)) AAK=)] —1H—-VEa—
N—3—A N} AFNY AFVAVNSI VBt er t —TFN
5—7mE—1H—ta—n—3—bARVEBAFALLE4 —TAFa Y
PURALVKR=AZRNTEERS 5 LRAKOBIEEZITIZ LT, 65— rE—1
— [ (4—7rFuTdz=)V) ANEF=L] —1H-—Er—1—3 —ILRE
AFAEEBR L, BOTEEH52, 53, 54BK05 5 LRBROBIEZITV,
 RELAMEEARRYE L TR,
' H—NMR (CDC1l,) 6:1. 47 (9H, s), 2. 79 (3H, br
s), 4. 17 (2H, brs), 6. 25 (1H, brs), 7. 19—7.
25 (2H, m), 7. 33 (1H, brs), 7. 93—7. 98 (2H,
m) .

BEH59)
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({1— [ (4—TNnFuTdz=) ANEF=)] —5— (3—Fx=)l) —1
H—¥tua—p—3—AL} AFN} AFAAANNIVEEt e r t —TFIV
({5—FwuE—1— [ (4—TInrFrnr==)l) RANF=/V] —1H—-¥E®R
— =83 —A N} AFN} AFAINNRIVEEter t—TFA (0. 60g) .
3—Fz=nrRor@ (0. 35g) ThIFRA (NI T==ViRRT 4 V)
RSP A (0. 24¢g) , RET NI DA (0. 43g) ZAVWTEEHI5 6
REBOBRERZITV., REAYEEAEGL LTHEL (KRB0, 42¢g, INF
6 9%) 4
1H~NMR(CDC13)5:1.47(9H,s),2.81(3H;br
s), 4. 22 (2H, brs), 6. 14 (1H, brs), 6. 97—7.
06 (3H, m), 7. 14—7. 15 (1H, m), 7. 25—7. 31 (2

H, m), 7. 34—7. 39 (2H, m) .

(3%EH16 0)
({B—7mrE—1—[(83—Zunr==t) ANHKE=)V] —1H—¥Er—)V
—3—AN} AFN}Y AFNVIVNRIVEEt et t —TF N
5—7mE—1H-—tu—nL—3—ANVRVBAFLVEEE3 - rrE
VANKRE=NERNTEER 5 5 L AROBRIEZITVY, 5-TrE—1— [ (3
—ruudz=)) Ak=A] —1H—¥a——3—INVRVBAFLVES
L. BEVWTEEH 52, 53, 54BLU5 5 ERKOBELTV, RELE
Yo% YR ARG & L TR
1H—NMR (CDC1l,) 8§ :1. 47 (9H, s), 2. 80 (3H, br
s),4.18(2H,brS),6;26(1H,brs),7.33(1H,
brs), 7. 46—7. 51 (1H, m) , 7. 60—7. 63 (1H, m) ,
7. 80—7. 82 (1H, m) , 7. 89—7. 90 (1H, m) .
(BEHI6 1) '
({1-[ (B=mrr7==N) ANHE=V] —5—T==/—1H-EB—

=3 =g} AFNY AFAIANIVEEter t —TFN
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{{5—?m%—1—[(3—&mu7x:w)xw%:w]—lﬂ—Em;
N—3—A N} AFNY AFAINVAIVBEter t—7FN (1g) , Z==
AR g (526mg)  REBFT I VA (68 7Tmg) BLXUT FIF X
(FY 722V RRT 4 ) RIVTA (374meg) ZRAVT, 256157 &
REEOBREZITV., RELEMEREAHRYBLE LR (IRE726mg, IX
£T73%) , |
! H—NMR (CDC1,;) 8§:1. 47 (9H, s), 2. 81 (3H, br
s), 4. 81 (2H, brs), 6. 11 (1H, brs), 7. 19—7.
49 (10H, m) .

(BEHI6 2)
({1—=[(83—Zumur==/) AK=)V] —5— (3—Fx=) —1H

—br——3—AN} RAFN} AFNVINNRIVEEter t —TFN

({5—7m%—1—f(3—7um7m:w)XW$:WJ—1H—EH—
N—3—A N} AFN) AFAIANIVEEter t —TFN (1g) . 3—F
z=ARursiE (553mg)  RKBETPITUA (68 7mg) BIXOT M7
AN T 2= VBRI 4V) XTIV TUA (374mg) ZAVWTSERS6 &
FEOEBIERITV., BEMAYEZREAHMRYBLE LTHEZ (RE712meg., X
ET1%) . |
!1H—-NMR (CDC1,) 6:1. 47 (9H, s), 2. 82 (3H, br
s), 4. 22 (2H, brs), 6. 16 (1H, brs), 7. 03—7.
05 (1H, m) , 7. 14—7. 16 (1H, m), 7. 23—7. 31 (5
H,m),7.45—7.49(1H;m).

(%616 3)

{({1—=[(83=Zwmuvz=pN) ANEF=N] —5— (4—T7rFur=z=
N —1H—Er—L—3—AN} AFN} AFAVIAVNRIVEEter t—TF
v

{{s—7mwE—1—[(83=ZurT=z=)l) AAH=)V] —1H-EBr—

128



10

15

20

25

WO 2006/036024

PCT/JP2005/018572

JLN—3—AN} AFNY AFAIANIVEEter t—TFN (1g) . (4—
InFurz=L) AuriE (628mg)  REETFIUA (708mg) B
EOT FIFR (P T==ARRT 42) RV A (8388mg) ZHWVT
BEH 5 6 LFEBEOBREEZITV., RELAVEEACHRYLE LTHL (IXN&9

30mg., NES 7%) .

I1H—NMR (CDC1,;) 6§:1. 47 (9H,

s), 2. 80 (3H, s),

4. 22 (2H, brs), 6. 09 (1H, brs), 6. 91—7. 50

(9H, m) .
(B2%EpH6 4)

(56— z=p—1H—Fr—L—3—A)) XAF)—)L

5—7x=)—1H—Fua——3—bVRrygBFi (2.

16g) 7 b

StFu7I %K (100mL) #—7 8CITHALEE, KBV AYTF

AFAI=UADL. 5mol /L MUK (24mL) %1 045MMTT

WFLE, —78CTEBIZ1EHEBHRLLEE,. K (2mL) Z24BTHTL.
gﬁfﬁmlﬁﬁﬁﬁbtoﬁmﬁmt?4F&Wﬁmm%vﬁ*va%m2
TAHBL. BIEEETA - LIk, EELEWEBREHEKLE LTHELZ (KE

1. 51g., NEB87%) .
I H—NMR (DMSO—d,) 0 : 4.
4. 60 (1H, t, J=5. 4Hz) ,

34 (2H, 4, J=5.

4Hz) ,

6. 45—6. 46 (1H, m), 6.

74 (1H, br), 7. 11—7. 15 (1H, m) , 7. 31—7. 35

(2H, m) , 7. 57—7. 59 (2H, m) , 11. 05 (1H, s) .

(&%EH16 5)

5—7x=)L—1H—F¥Rr——3 -1 LTk R

(5—7::w—1H—Ene»—3—4w)%&/~w(1.51g)®7

R PIARK (45mL) T M7 —n—7BEALT U E=UL ~)WIVT
F—k (0. 46g) . N—=AFLEARIY N—FFVFK (2. 36g) B

JOELVHFa25——T R4 AHK (4.

129
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5 Frf



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

L. RiSiEZEET A4 FTAHBLER, AREBERMG Lz, ZEWZ I 05

NAZATuw NI TT7 40— (BRBE : ~FVV—BfR=FT =4 :1->1:
1) THETBZZLICkY, RELEDERECHRE LTHEL (REO0. 92
g, INE62%) ,

! H—NMR (CDC1,) 6§ :6. 95 (1H, m) , 7. 29—7. 32
(1H, m) , 7. 40—7. 44 (2H, m) , 7. 50—7. 52 (3H,

m), 9. 02 (1H, br), 9. 84 (1H, s) .

(2%EH16 6)

AFN [ (5—Txz=V—1H—Fra—yL—3—AN) AFNV] NIV
ter t—7FN
5—7xz=)—1H-—Fu—L—3—=AA )Tt R (0. 92g) ODAF)/

—NVERIE (9 2mL) ICERTL40%AFATIVEKR (1. 26¢g) 2zMxT

3 04MEE L, FISHICERCARIAYEFFY YA (305me) 2N

2 TCT1 OB LAEE, K (200mL) ZMXTEIC LREHEERLEZ, £
Bk (50mL) ZMZTERM-F L CHE L, MHKZEfaEEK TlEL
., EAMEBET NI UATHBREL, BERMELZ, BEWzZz7E2=1F IV
(48mL) ITHML., BERTIRBY —tert—7FA (1. 41g) %
TLT1. SEEEEERLEE. AROEB=FAEMATHR Lic, k=T
B E A K T L. EKREEET N U U ATHRE, BIEREL, BEY
BV ASNTTEIuY ST 74— (BEBE  ~F V) —FRR=F L=
9:1—4:1) CRETIZ LY., RELAVEEARKS L L TEL (I
BO. 99¢, IIR64%) . |

1H—NMR (CDC1l,) 8 :1. 50 (9H, s), 2. 84 (3H, s),
4. 30 (2H, s), 6. 45 (1H, s), 6. 75 (1H, s), 7. 1
8—7. 22 (1H, m) , 7. 34—7. 38 (2H, m) , 7. 44—7.
46 (2H, m), 8. 37 (1H, br) .

(&EH16 7)
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o—Jue—1— (2—IrFur7==)) FuXr—1—-Fv

2’ —IaFurutFr=/v (25. 0g) OFEE (250mL) BRIC
B% (8. 4mL) #WwoL Wilxk, BAEWEERT3IMEREE L. BERNE
L, BEWIZAK (200mL) 2z, ¥4 Y7rEAT—T IV THB L,
mm%%\%Eﬁ@#%%bvﬁAm%ﬁ\m\@ﬁﬁﬁ*?%@b\ﬁmmw
< SR U ATERE, A8, BEREL., RELEMEEAHRBLE LTREL
(E36. 8g., K 7%) ,
!1H—NMR (CDC1,) §:1. 89—1. 91 (3H, m), 5. 27—
5. 34 (1H, m) , 7. 12—7. 19 (1H, m), 7. 24—7. 30
(1H, m) , 7. 52—7. 59 (1H, m) , 7. 88—7. 93 (1H,
m) .

(%416 8)

2—JuE—1— (3—Fx=N) =F )V

S—Tt%w%ﬁ7xy(3.73g)®v1?»1~?w(60mL)ﬁw
HET I =T A (386mg) ZMi., 5HMERLEZ, ZORAMIZER
(1. 55mL) 2ERETO-L YV EME, SHIC2MKEHERLE, KISERY
CHREET R U Y AKEREMZ, YZFA—F VTR Lz, MK Z EK
@TFU&A?%@%\5ﬁ\ﬁEﬁ%Lto%%%%94?7u8wi—?w
DOERERTAILIcky, REBELAYEAGRER L L TR (INE3. 93 g,

INE6 5%) o

!1H—NMR (CDC1,) 6:4. 34 (2H, s), 7. 35—7. 38
(1H, m), 7. 57—7. 60 (1H, m) , 8. 17—8. 19 (1LH,

m) .

(25616 9)

Q—VTF)—4— (2—TINFuZxz=)V) —A—FXITEZUVBRTF IV
2’—7wjm7?F7I/V(28.6g)@%MI?W(4OOmL)%

Wic, BIedA (1 1) (92. 6¢g) #Mx., 4RFMNEAERRK L, RIGBEEY
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PEREEICTAALEBIC, FEMEAB L, AEEBERBEL, H1 -7t
—1— (2—TnrFurz=z=)) =¥y (RE90. 5¢g) ZWMRMWELTH
7o VT JEE=FI (168¢g) ICREMIY VAL (88¢g) ZMAX, 45CT
BB L, 1 -7 RE—1— (2—7AdRT7==)0) =8/ (90.
5g) O7E MWK (360mL) 22045 THTL, BTHRTERIE
ECLERBHR L, RISKIZAK (300mL) BLUOF#E—FL (300m
L) iz, BB F L CHEHLEZ, HEEZ1 0%V YBRTKET MY U AK
Vi, BURIANUKCUE L. MOKRGERT b U ¥ A CHRGE . WERRG Lk, B
NEMRDPICEENZ2BROTT )R FAZRETICER LR, YD
FrhShruwe b 7T7 40— (BREBE: ~FV o —FkR=F1=20:1-—
40 1) ETRBL, RELADERRTE LCBE E6 4. 0g. IFM
100%)

1 H—NMR (CDC1,) 6§ :1. 835 (3H, t, J=7. 2Hz) , 3.

55—3. 80 (2H, m), 4. 11 (1H, t, J=6. OHz) , 4. 2
4—4. 34 (2H, m) , 7. 15—7. 29 (2H, m) , 7. 55—7.
62 (LH, m) , 7. 94 (1H, dt, J=1. 8, 7. 5Hz) .
(BEHI70)

90— LF)—A— (2—TAFuTz=N) —3—RAFL—4—FXVTE VB
AFN

ST JEEBAFNAL (15. 5mL) 94 7urFAT Iy (64m
L) ®F S5t Fr75y (110mL) WKic2—7oE—1— (2—7F
m7;:w)7mﬂy—1—ﬁy(36.8g)@?b?th7?V(160
ml) WREMZ, BAYWE70CT2 OKMERLL, KGBEEWZEREET
BHLUERICAREDE A B L, SBERERGE L. BREWEL IV TNVAET b
raw 57 4— (BRBE : ~XP v -—FB=FLr=5:1) THEL, &
Bk eBamine LT IRE31. 9g. T8 0%) .

l1H—NMR (CDC1l,) 6 :1. 42—1. 46 (3H, m), 3. 82—
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3. 85 (4H, m) , 3. 99—4. 17 (1H, m) , 7. 14—7. 22
(tH, m) , 7. 25—7. 31 (1H, m), 7. 565—7. 63 (1H,
m), 7. 85—7. 91 (1H, m) .
(BEFT1)
2—TFEFN—3—RAFN—A4—FF)—4—T == VT F R F IV
3—FXxYTEUEBzFNL (12, 2g) . KRELFT I UL (60 %HHE,
4. 24¢g) ., 2—7uEruvFr7=/r (22. 0g) ZAVTSEH13
LREOBERZITY, KELADEBEMRBE LTEL (RBE22. 1g. IL
£90%) .
1H—NMR (CDC1,) §:1. 13—1. 21 (3H, m), 1. 31—
1. 36 (3H, m), 2. 31—2. 41 (3H, m) , 4. 04—4. 31
(4H, m) , 7. 45—7. 51 (2H, m) , 7. 55—7. 61 (1H,

m), 7. 98—8. 03 (2H, m) .

BEHI7 2)

2 —FEFN—3—AFN—4—FFY—4— (3—Fx==)N) TEVBTFIV
3—AXYTH BTN (2. 40g) . KFELTFTFY T L (6 0%IHE,.

803mg) . 2—7uE—1— (3—Fx=) =&/ (3. 80¢g) ZH

wt%%%13&@%@&¢%ﬁw{%%mé%%%é%%%&Lfﬁt(Wi
1. 87g., IXE40%) .

1H—NMR (CDC1,) 6§:1. 27—1. 32 (3H, m), 2. 43
(3H, s), 3. 39—3. 48 (1H, m), 3. 59—3. 68 (1H,

m), 4. 18—4. 26 (3H, m), 7. 31—7. 34 (1H, m), 7.
53—7. 55 (1H, m) , 8. 12—8. 14 (1H, m) .

(BBH 7 3)

o—uu—5— (2—7AFn7=z=/V) —1H-—Er—L—3 —HNVKRVE

TF )V

0 —3F )—d— (2—TNFuTxz=)V) —4—FFITFVEBFL (1
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9. 3g) t4mo | /LEMKRE-ER-=FLEK (100mL) DREYE
EEC1 SHRERE L, RINKREBERMG L E, BEWEY I TNI T A
ru<w NS5 7 40— (BEBE : ~F¥ o —BiBcFL=10:1—-3:1)
TEHML, XEEWERBEEEE LTHEE (RE&S. 76 g, WES53%) .
1 H—NMR (CDC1l,) 6§:1. 36—1. 41 (3H, m), 4. 33
(2H, q, J=7. 2Hz), 6. 99—7. 00 (1H, m), 7. 09—
7. 26 (3H, m) , 7. 55—7. 61 (1H, m) , 9. 08 (1H, b
rs). ‘

(BEHIT 4)
2—&umf5—(2—7wim7m:w)—4—}?»—1H—Bm—w—3
—HIVIR VEEAF v

20— F ) —4— (2—=TNFRTz=N) —3—AFN—A4A—FHITEZ
WAFA (31. 0g) OEMIFL (30mL) HKIC4Amo 1/ LEkAS
—ErBE T F AR (150mL) Mz, BEWEERRT2 ARRELL, K
BAWIZA (200mL) ZMx, B CHItH L7, flEZKT2[E,
BAFNIREEAKRE T P U U AKEIE TS L. BAKREET Y U A TRERE, 5.,
BWEEGELE, BEWEER-FLILEERTIZLICLY, RELLEMZA
frfEm e LB (NR19. 3g. INE58%) . |
1 H—NMR (CDC1l,) §:2. 33 (3H, s), 3. 86 (3H, s),
7. 12—7. 42 (4H, m) , 8. 53 (1H, brs) .

(BEHI7 5)
2,4—9%?»—5—7::»—1H—Em~w—3—ﬁwﬁy@m%w

O FHFN—B—AFN—A—FFY—A—T 2= AT HVBTFL (20,
3g) . BEETvE=UAL (6..61¢g) ZAVTSEH L4 LRARORIIFET
VW, RECEWEBABRDE LTHEE (INEL 7. 1g, WRI1%)
1H—NMR(CD013)5:1.36(3H,t,J=7.2Hz),2.
38 (3H, s), 2. 54 (3H, s), 4. 29 (2H, q, J=7. 2H
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z), 7. 24—7. 30 (1H, m) , 7. 35—7. 43 (4H, m) , 8.
13 (1H, brs) .
(BEHI7 6)
20— RAFNL—5— (3—Fx=1) —1H—-Er—)L—3—INR/BTFNL
2—TEFN—3—RAFN—4—FF)—4— (3—Fx=)) TH VBT
V(1. 86¢g) ., FFE7vE=UA (626mg) ZAWVWTSER1 4 LFE
DBREZRITV., RELADEBEMRBE LTRHE (NE1. 57 g, IIFI
1%)
1H—NMR(CDC13)6:1.36(3H,t,J=7.2Hz),2.
57 (3H, s), 4. 29 (2H, q, J=7. 2Hz), 6. 69—6. 7
0 (lH, m), 7. 17—7. 18 (1H, m) , 7. 22—7. 24 (1H,

m), 7. 33—7. 36 (1H, m), 8. 38 (1H, brs).

BEHTT7)

5— (4—7nFarz=n) —2—AFL—1H—ER—A—3—UAVRVE
TFI)v |

4° —IAFurEe 7=/ (13, 8g) #Zuuk/lh (6 0mL) Kk
OPxFrxz—FN (6 0mL) CHEML, RNREN 2 5C2HIRVEIIC
B% (16. 0g) OZuuhsis (10mL) WKEHTLE, BTRTHE.
KBS WERE T3 0B L, BB F A CHl L, fhHEZ KRG MK
e~ 7 27 ACHERE, WEEBETICEELT M2-TrE—-1— (4
—onFuTz=N) =X )y (23, 2g) ERABELTEE, 3—FFY7
ZUBTFA (11. Tg) ON, N—UAFARLLT I FEHK (20mL)
BKEER T, AELTF P VA (60%MHiE, 4. 00g) ON, N=—UXF
LARNALT I RBEK (6 0mL) P T Lz, KINKEZRIEET1 5 0MiR
BLE#®, FRCEEH2—TrE—1— (4—TNFur=z=)N) =mF )V
(23.2g)®N,N—Vﬂ%»$»A7iP%W(1OmL)%ﬁ?bko
RIGHE 2 RE T 2REBEE L%, KEML, YoFlo—F A THE L,

135 !



10

156

20

25

WO 2006/036024 PCT/JP2005/018572

HE 2 Bafn A K CUEH L, EKREE~ 7 2 v A CHRBRE, BETIRET S
“lizky  H2—TEFNLN—4— (4—TNFuTd==)v) —4—FFITH
VBB F AR MRME LTE (NE23. 20g) . AmEREERTSZ L

B BT YE=%A (11. 56g. 0. 15mo 1) RUWHE (100m

L) &&Hiz8 0°CT2 ORFRMIMEERME Lic, RUSKRZBETICHANGE L7c®, B
BT VML, KL, KRB~ /2y ATHE UL, WEZBETIC
HEL, BEWEY I IINVIT A u~x bT57 40— (BREABE : ~F¥ 22—
B =7 :2) CTHRELEL, ~FHrIo@EHL, RELEDZRE®L
LB (IRf13. 6g, 3—AFYTFVBMEFANPLINESE 1%) .

IH—NMR (CDC1l,) 6:1. 36 (3H, t, J=7. 1Hz) , 2.
58 (3H, s), 4. 29 (2H, q, J=7. 1Hz), 6. 76 (1H,
s), 7. 06 (2H, t, J=8. 7THz), 7. 41 (2H, dd, J=8.

9, 5. 1Hz), 8. 39 (1H, s) .

(BZH17 8)

29—snu—5— (FUPr—2—AN) —1H-Er—L— 3 —HIIVARVERT
F R

2 TFmE—1— (EYVr—2—AN) =&/ BAkEEE (20¢g)
ROBREmAU YA (14, 8g) #7% by (100mL) KEEL, BETIL.
5EFRIEBER L, V7 BRI FIL (60. 4¢g) 7P (100mL) I
R, REEL U A (29. 6g) ZMAT45CTLREBRERE, KICFDL
NI-BE A FIRECH LSO T Lz, RIGEAWE 4 5°CT 3 ReRBI#HE,
AU R Bl L. AUEEWRERE L, BREYE BB F U L OKR O
FIREK CLEEE., EARRR~ 2T ATHEL, BERELLZ, BDhHl
K¥icdmo 1 /LEAE —BE-FAEIK (250mL) ZMATE0CT
3RERIEEE U RBUE R L, SATRERKET MY U AKERZ M A CTER=F
ATHIN U, SHK & fafn Ak TBRE L. SOKRRRR~ 7% VY A TR,
BTG Lz, BEWEL I WAV TAIa~w NI T 74— (BRREBE : ~F
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&y—%@I?w=4:l)?ﬁﬂb\4mol/Lﬁmm$—M@i?w@m
(20mL) Mz CHRERE LB ICERoF LI ORERIETDIEITED,

FELAMEEEER L LTE~L (@3, 08¢, IE15%) .

1 H—-NMR (DMSO—dg) 6:1. 30 (3H, t, J=7. 0Hz) ,
4. 25 (2H, ¢, J=7. OHz), 7. 48—7. 54 (2H, m), 8.
13—8. 19 (2H, m), 8. 61—8. 63 (1H, m), 13. 47
(1H, br) .

(BEHIT9)

5— (2—7AFdn7=z=A) —1H—-¥ua—I—3—ONVARETF IV
29—r7uu—5— (2—7AFur==/l) —1H-¥u—NLr—3—-A/VK

BerF (8. 6g) OTF /) — /LK (80mL) i1 0%T7 VYV ARER
(50%&K. 0. 86¢g) #Mx, KRFEKXTEIET3 6 FFHEHF L, K

SR A L. AU BEEGE L. BEWETY ) —0 (70mL) ICHEAEL,

10% TV hKE (50%8EK, 0. 90¢g) Mz, KRFEKTERET
6 OFFRIBH L7, RISKZSB L. PREBERE L. BREVWEZL Y DTV
BRI uw ST T7 44— (BEBE: ~F) BB FNA=10:1—5:
1) KTRBL, RELADERBEaEAKL LTHEL (REL. 37 g, IWFE1
8 %) .
1 H—NMR (CDC1l1,) 6§:1. 67 (3H, t, J=7. 2Hz) , 4.
31 (2H, q, J=7. 2Hz), 7. 03—7. 05 (1H, m), 7. O
8—7. 25 (8H, m) , 7. 49—7. 50 (1H, m) , 7. 58—7.
66 (1H, m), 9. 22 (1H, Brs).
(BEHI8 0)
5— (2—IAFu7z=)N) —4—AFAL—1H—-Eu—iL—3 - NH R
AFIv
2—&nmf5—(2—7wiu7;:w)—4—}?»—1H—Em~w—
S—HLRVEEAFAL (10, 2g) ®AF/—)L (200mL) BWIKIZ10%
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NRSUUARE (50%8EK, 1. 28¢g) #Mx. KEFHEKTHRIET2 OFF
Rl L, RIGHZ A8 L. AIREBERE L, REWICamRIRAKSET b
U AKEE (100mL) &k, F@—F A CHil L, RitHiKZ R
kEF B U T AKEIK, K, SBIEEAKTEE L, EARET MY UL TRER,
5@, WEEE L, BEMEHBRF L -~ P oBHER T LITLY,
FRELEMEEAERKREE LTEL (WE6. 70g, INET6%)

1H—NMR (CDC1,) 8§:2. 40 (3H, s), 3. 82 (3H, s),
7. 12—7. 33 (3H, m), 7. 42—7. 49 (2H, m) , 8. 67
(1H, brs) .

(BEH18 1)

5— (PYYPr—2—AN) —1H-FEr—/—3—-HARVBTFIL

o—spupu—5— (FYYPr—2—AN) —1H—¥r—)L—3—UNVHEVEE

‘I%W ﬁ@ﬁ(z.7ég)&I&/—w(ZOOmL)Kﬁ%L\E%%@

EFTLO% RV LRE (B0%EK, 2. 73g) ZBMAk, KRFHEK
F. 50CT1 5EMBHRE, RISKEZA BL. AREBERE L, ZREDIC
SIFREEAE T FY T aKEMA, BT LT L, MK Z K
TR L. MAREE< 7 32U ATHRE, BERET LIk, RELE
WEEARERL LTEL (INEL. 73 g, INK84%)
! H—NMR (DMSO-—d,) 6:1. 28 (3H, t, J=7. 2Hz) ,
4. 20 (24, q, J=7. 2Hz), 7. 13—7. 15 (1H, m), 7.
19—7.23(1H,m),7.43—7.44(1H,m),7.75—T
83(2H,m),8.51—8.54(1H,m),12.11(1H,br
s) .
(BEH18 2)
5— (2—AFNT7xz=)) —1H-—Er—L—3—HNVRSPERAFIV
2’—%%&7?%7m/y(16.0g)%ﬁmm$WA(50mL)&w
JxFLz—F (50mL) CEML, RINRER 25 CEZEARNE I TR
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£ (16. 0g) ®Zuurits (15mL) BWEEHBETFLEZ, WTRTER. K
SEAEWEER T3 ONER L, FE=F /Gl Lz, MHIKRZ/KTE, 8K
B~ 7 3Ly A CHRE, BWEZBETCEELT, H2-7eE—-1— (2—
AFNTz=h) TF )y (21, 4g) BWRBDELTRL V7 /ERAT
L (10. 9g) By FuerzFrriy (31, 0g) D7 Ik

Fersvwk (700ml) KR TE-H2 - nEe—1— (2—AFN7

=) =X )y (21, 4g) OF P Fu77 08K (100mL) ZiH
TLi, RISKEERTL 68H, RIZ7 0°CT2REEERLE. RIBEEMZ
ABLITH%, AEEBRETICERE L. BEMEV I IV T LIn< bT T
74— (BRWE : ~¥v—FBoFL=4: 1) THETDIZLITED, 2
—T ) —4A— (2—=RAFNTz=)V) —4—FFX VT X VBATFVEZHIRY &
LCEE (RE16. 0g) . ShEE#E=FL (16mL) ZHEMEL, 4mo

|/ Lk BB F K (8 OmL) ZMA. SET1 6 RS LE,

RIS 2 BTG L-%., BEMKEZNLZ, Bis=F VOl L, fhl®zE
K. 6%RERAET R U ¥ AKERK. SBAEKCHEEL, EBARET R U A
CERE. BEEELE, BEWEL VISV T A uw NI T T 4 — (BH

W . ~3 Vv —FifF =4 :

1) TR+ AZLIicky, 2—Zunr—

5—(2—%?»7::»)—1H¥Hu~w—3—ﬁwﬁ7@%?w&mﬁ%
LLCHEE (NE2. 7Tg), 2hEAZ/— (15mL) CHEMHEL, 10%
RIDTARE (50%8K, 1. 0g) Mz, BEWEKRFEKT. Zi
<1 8RB L, KICEAMESBL., AREBERE L. BEBEV)
BEART AT NS 5T 4~ (BREE : ~%9 —EB=FA=4: 1)
TRz ik, RELLADETEAEEL LTHEELZ (REO0. 66 g,
K3 %)
1H—NMR (CDC1l,) 6:2. 44 (3H, s), 3. 84 (3H, s),

6.

-7.

79—6. 73 (1H, m) , 7. 22—7. 34 (4H, m) ,
50 (1H, m), 8. 50 (1H, brs).
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(B3%E518 3)
A—rpppR—2—AFN—5—Tz=A—1H—-¥Fr—)L—3 - W /NVRERTF
v
Q—RAFN—5—Txz=)—1H—Fa—j—3 - RrBFL (1. 0
g) ON, N—=VAFNAHENVLT I FEKR (20mL) I, 0OCTN—7rR=
NIBAIR (87 4mg) BN, KINREAWEER T4 R LR,
6 %REEAE T U U AKEIREM, BTV CHiIH L, fhiiEzEame
AT L. EKRMEET MY U ATHRE, BIERELZ, REWZV IS
WHShruw S TT7 40— (BEABE : ~F ¥ —HR=FNL=9: 1—4 :
1) KT L, RELAYEEARERLE L THAL (INB509mg., NFE4
4%) .

1H—NMR (CDC1,) 6§ :1. 39 (3H, t, J=7. 2Hz) , 2.

56 (3H, s), 4. 34 (2H, q, J=7. 2Hz), 7. 28—7. 3
4(1H,m),7.39—7.45(2H,m),7.59—7.63(2H,
m), 8. 22 (1H, br) .
(BEH8 4)
9—INFu—5—T=z=L—1H—-¥ua—nN—3—INRBETFN
5—7xz=A—1H—Fu——3—HLRVEBZFL (1. 0g) OF FF
ERrZSVEE (70mL) RERFEKT TR/ VVINETAF (94
Amg) FiNz, B|ET7 2BEMEHELEZ, BONRICKEMAL, BTV TH
H L7z, MIHUK & eafnaliAk O L, BKiEE~ 7 R vy A Tk, BIER
L, BEMELYAFADT I aw NI T T 4 — (BB : ~%¥ > —
B FL=9:1—-4: 1) THETIZLI2kY., RELEDZHRERH
LB (INE350me, IXE32%) ,
1 H—NMR (CDC1l,) 6:1. 36 (3H, t, J=7. 1Hz), 4.
32(2H,q,J=7.1Hz),6.66—6.68(1H,m),7.2
3—7. 29 (1H, m), 7. 35—7. 45 (4H, m), 8. 51 (1H,
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brs).
(3EHI8 5)
2—/pun—4—IpFu—5—7x=A—1H-—Er——3 -HINLRVEBET
FIv
9—snu—5—7z=A—1H—Fa—n—3—OLVRVEBEZFNL (2. 0
g) DFFSeFur7I0RE (100mL) KERFHKAT TR/ V70
F54F (1. 85¢g) ik, BIRT7 2RFEER L, FUNEZBERMEL
%, BEWEV I ISV T A aw NI TT 4 — (BERE  ~FV 2 —B
@I?W=9:1H4:1)f%@f%:&ﬂin\iﬁmé%%%@ﬁ%kb
TH- (RE350mg., NE15%) ,
I H—NMR (CDC1,) 6:1. 37—1. 42 (3H, m), 4. 33—
4. 41 (2H, m) , 7. 28—7. 62 (5H, m) .

 (BEHIS 6)

4—TINnFu—5—TJz=—1H—-Eu—— 3 —HNVHEVBTTF )V
9—fun—4—7AFn—5—7z=—1H—-¥r—)L—3—H /LR VE

TFN (300mg) OTF ) —LEHK (30mL) 121 0%NNF7VUALREK
(5 0%&/KM. 0. 3g) ZMx, KEFEKTF. BET2 4RHRE LI

Kz A8 L, 2EERERE L, BEWEYIVINVAT D0 T T

74— (BERARE: ~3Vr—FB-FL=4:1) THRRETIZLICLY, R

kA E EAHRYE LTHEL NE100mg., NE38%) .

1H—NMR (CDC1,) 6§ :1. 837 (3H, t, J=7. 2Hz) , 4.

34(2H,q,J=7.2Hz),7.22—7.54(6H,m),8.4

2 (LH, br) .

(BEH8 7)

(2E) —~FP—2—VBAFNL
(2E)—§##—2—xy@(5.Og)@%bitﬁm7ﬁyﬁﬁ(lo

OmL) IZK&ET., HLAFHV /N (3. 76mL) RN, N—I A F)VHENV
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A7IF (1mL) 2T Lk, MBETS3 OSMEE LR, RIGEIIAZ /)
—W(EOmL)%%ﬁmmz\iﬁﬁzﬁﬁﬁﬁbto%ﬁ%ﬁEﬁfbt&\
6 %REEAKET P U ARBIKRCRAEL, Y=Fo—TF THIM L, filHK
FEaFI AR TS L, KB M) U A THRE%E, BERMEL (50Tor
r. KB 10C) . RELAYWEEAHRKLL LTHL (NES. 67 g, IF
K100%) ,

!H—NMR (CDC1l,) §:0. 94 (3H, t, J=7. 5Hz) , 1.

43—1. 53 (2H, m), 2. 14—2. 21 (2H, m), 3. 73 (3
H, s), 5. 82 (1H, dt, J=1. 8, 15. 6Hz) , 6. 97 (1
H,dt,J=6.9;15.6Hz).

(%518 8)

A—RAF—1H—Er—)L— 3 —IIVRARAF N

p— MVZVAVRZNVAFNA IV T =R (94, 6g) . 7 bVBRAF
L (48. 5g) BEUOAI YA ter t—FFFTF (76. 7Tg) ZAVT
BEH 3 9 L ABOBELZITV, RELAWEZRECEREL LTHE (&L 6.
8g. IME25%) .
1H—NMR (CDC1l,) 8§ :2. 29 (3H, s), 3. 80 (3H, s),
6. 53—6. 54 (1H, m) , 7. 36—7. 38 (1H, m), 8. 25
(1H, brs) . |
(%518 9)
4—xFN—1H—-V¥u—)b— 3 —HIVRVEBATF NV

p— FAEYAABEARFAAYLTEE (10, 1g) | 2= 7 Vi
AFN (6. 01lg) BIXUO®AIVUAter t—7FFT R (7. 01g) ZH
WTEEH 3 9 L ABOBREZITV., REILEWERAGARES L LTHRL (INE
5. 05g., INE64%) ,
1H—NMR(CD013)6:1.21(3H,t,J=7.5Hz),z.
73—2. 81 (2H, m), 3. 80 (3H, s), 6. 55—6. 56 (1
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H, m) , 7. 837—7.,39 (1H, m), 8. 36 (1H, brs).
(BEHI9 0) '

4 —SunL—1H—Fr—i—3 —h)ILRVEEAF I

p— FVZLVANEZVAFNAL IV T=F (8. 6g). (2E) —~F¥
—2—xTVEAFIL (5. 67g) BEO®HIUAter t—7FFT I (5.
9g) ZAVWTEEF 3 9 LAKOBIELZITY., KREBLEVWZEEKRELTHE
72 (X&E2. 8¢g. INE38%)
! H—NMR (CDC1,) 6:0. 96 (3H, t, J=7. 5Hz) , 1.
57—1. 66 (2H, m), 2. 68—2. 73 (2H, m), 3. 79 (3
H, m), 6. 53—6. 55 (1H, m) , 7. 36—7. 38 (1H, m) ,
8. 40 (1H, br).

(&5H19 1)

4—AV7Tubtr—1H—Er—b— 3 —HILVRVEATI

p— MV ZVANVK= NV AFVA IV T=FK (7. 6g) ., (2E) —4—A
FAURyH—2—TUBAFNL (5. 0g) BEXO®AIITUAter t—7 FFY
K (5. 25¢g) ZAVTEEH3 9 LAKOBIELITV, KELEWERRE
HRYE LB (NE3. 5g. WE54%) ,
1H—-NMR (CDC1,) 6§:1. 22 (6H, d, J=6. 9Hz) , 3.
35—3. 45 (1H, m) , 3. 79 (3H, s), 6. 55—6. 57 (1
H, m), 7. 36—7. 38 (1H, m), 8. 30 (1H, br).
(BEH9 2)
4—7;:w—1H—Hm~»—3—ﬁwﬁVM}?w

p— MVEVANLNKRZNVAFAL IV T=R (10. 1g) ., YT IR
FNL (8. 33g) BXUOWYTYAter t—TrFTF (6. 97¢g) ZHL
THEH 3 9 L AKOBRIELITV., RELEWEZHREARKRL LTHEL (RES.
40g\W$52%)o
1 H—NMR (CDC1,) 6 :3. 74 (83H, s), 6. 77—6. 79

143



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

(1H, m), 7. 25—7. 38 (3H, m), 7. 47—7. 51 (3H,

m), 8. 54 (1H, brs) .

(BEH 9 3)

1— [ (1= ITYTIRVFN) AVE=A] —4d —AFARBY
p—bw:yxw$:w%?w4V77:F(9.75g);50m?F37

FAFvE=wA (3. 69g) . 1—3P{FFA (11. 3mL) , ¥ru

mAZY (100mL) . 30%KET I VAKER (LOOmL) DREE

WEEETL 2BRER L, KtWEK (200mL) THRL, Y7

5 CHI Ue, S % SRRk OOkl L, SEKRE < 7 3 20 A CHERE,
WERSE L, BbNnEY AROBERVZFALT—FL (100mL) CT3H
M U7, BN Z BUERE L, RELAYEBemRY L LTHEL (RELO.
8Sg. INELS6%) ,

IH—NMR (CDC1,) §:0. 92—0. 97 (3H, m) , 1. 40—

1. 60 (4H, m) , 1. 80—1. 90 (1H, m) , 2. 10—2. 25
(1H, m), 2. 49 (3H, s), 4. 41—4. 48 (1H, m) , 7.
41—7. 51 (2H, m) , 7. 85—7. 89 (2H, m) .

(BEH 9 4)
5 —-7Fn—1H—-tr—L—3—bARBTF L

1— [(1—=AIVTIRFN) ZANE=N] —4—=RAFA_E (10.
8g) L7 7 UNEBEZFN (4. 7T8mL) T FFEFrT7JUEK (120
mL) . AU YAhtert—7FFVF (5. 79g) OF I FRrITTV
W (8 0mL) ICHiH: L7 bEET LRI T F Lit, MBETEBIC
3 0SSR BRE. FISWEAKTHRL, BT /LCHE Lk, filkztans
Wk THRE L, SRR 722U A THER, BERE L, REBHEZV I N
Frahsrra< s o7 — (BRBE: ~F)r—FR-FL=19: 1
8:2)KT%@L\%%E%%%ﬁ@Mﬁ%&LT%t(W%G.56g\ﬂ
T78%) ,
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IH—NMR (CDC1l,) 6:0. 89—0. 95 (3H, m) , 1. 24—
1. 45 (5H, m) , 1. 55—1. 65 (2H, m), 2. 55—2. 60
(2H, m), 4. 23—4. 30 (2H, m), 6. 33 (1H, s), 7.
30 (1H, s), 8. 11 (1H, br) .

(35419 5)

55—y A g—1H—¥Eu—/L— 3 — VR F

TAIVERE T, lH-Fue—L—3 - L RU@BFL (2. 09¢g) B
KO TAVI=UA (IT1) (4. 0g) OZhifbikE (30mL) BWKIC
KET. LR TuEYZ7u~dyPr (1. 84mL) Mz, RT3
ORI LTz, 5 0CIMEL, 2WMBHELE, KEhE =R E CHEIE,
AT b1), BE=F A ORI Uiz, HhHIRE S Ak O L. BoKHiER
< 7Ry hCEHMRE, WERE L, BEWEYIASADT A0 N ST

S 4 (REEE . ~F ¥ —FETFL=19: 1-8 : 2) [CTHRL, ~

FYUPLEBRTIZ LAY, RELEMEZEAEKL LTHL (INES 3
Omg., INE16%) ,

IH—NMR (CDC1,) 6:1. 20—1. 99 (13H, m), 2. 52
(1H,m),4.23—4.30(2H,m),6.33(1ﬂ,s),7.

30 (1H, s), 8. 15 (1H, br) .

(ZEH19 6)

2 —AFN—1H—¥r—)L— 3 — IR TF N

HE (25 ¢g) IOKAT., EERLRAASEBY = (13. 4g) % 2FM»
FTHT L, FEETS b LR LY, 3—4%Y 75 BT (18.
5g) #Mx, 25%7 VE=TKEIKR (44mL) Z LRI TR T L,

FRSRAME R TS bIC 3 0 ARIHHE Licth, KEM % THEM= 71 THIl L
7. HIHWEZATAEAK CHE L. BARE~ XYY A TRER, BERGEL
toﬁ%%%?vﬁﬁWﬁiA&mvbf§74~(E%%ﬁ:ﬂ%#V—%@
TFA=19:1—3: 1) CTHEBL, ~FHUPOEBRTDIILICLY,
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RELAYEEEEKE LTRIZ (RE7. 56 g, INFE3 5%)
'H—NMR (CDC1l;) &

(3 H,

m) , 8.

s), 4. 24—4.
13 (1H, br).

(&EZH19 7)
5—70%F—4—AFA—1H—-VYa——3—UNVRAEAFV

: 1.

31 (2H, m), 6. 55—6

o

32—1. 37 (3H, m) , 2. 53

. 58 (2H,

4—AFN—1H—Fr——3—bNLRVsEBAFILV (1. 0g) EN—T &
FanTBAIFN (1. 28¢g) ZHWVWT, 2EH#14 0 L FEOBIELZITV, K
B AWM REEEE LTEAE (NB489meg. INE31%) ,

1 H—NMR (CDC1,;) 6 : 2.
7. 37 (1H, d,

(%619 8)

A—xF)—1H—Er—NL—3—HILVRVEBAFIV (2.

5—SRE—4—TF N —1H—-Er—L—3—HLRUEBEAFIL

8. 40 (1H, brs).

23 (3H, s), 3. 80 (3H, s),
J=8. 0Hz) ,

32g) &EN—7

QEaANTBAIR (2. T4g) ZHRVT, BEH 4 0 LREOBRIEZITVL,
RENAWEPAGERE LTEE (RE2. 96 g, ILE84%) ,

1H—NMR (CDC1,) 6:1.
70 (2H, q, J=4. 5Hz), 3. 81 (3H, s), 7.
d, J=3. 0Hz), 8.

(BEH9 9)
5—7wuE—4—7utV—1H—-Er—1L—3 =WV RVEBEATF NV

13 (3H, t, J=4.

30 (1H, brs).

5Hz) , 2.

37 (1H,

4—7BEAL—1H-—ER—L—3—FVRVBAFL (2. 8g) . N=7

nEansBEAIFN (3. 0g) ROEITYY (0.

0 L AEDOBIEERITV., RELEWEZEEHKRE LTHRL INE2.

2%) o

1 H—NMR (CDC1,) & :0.

50—1.

60 (2H, m) ,

2.

93 (3H, t, J=T17.
62—2. 68 (2H, m) ,

146
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H, s), 7. 38 (1H, d, J=3. OHz), 8. 41 (1H, br) .
(3%&%1100)

5—7mE—4—AAY7uEN—1H-¥Yr—L— 3 —I/NVRVBAFIV

A—A4 Y Fur—1H-¥Ya—1L—3—hLVRVEBEAFL (3. 5g) . N
~Faeany@A Ik (3. 74¢g) RUEY VY (0. 5mLl) 2ANTS
14 0 L AREOEIERIT, RELAWE BEMHEL LTBL (E3. 29
g, NE64%) ,

' H—NMR (CDC1l,) 86:1. 32 (6H, d, J=7. 2Hz) , 3.
45—3. 55 (1H, m), 3. 79 (3H, s), 7. 36 (1H, d, J
—=3. 3Hz), 8. 27 (1H, br) . |
(Z&H1101)

5—7nf—4—Txz=—1H—-YYa—L— 3 —HIVRVEBAF IV

4—7m:w—1H—ED~»—3—%W%V@}?W(2.0lg)kN—
TuEant@BAIR (1. 85¢g) ZAWVWT, 2&414 0 L AROBRIEZITV,
RELAY T EERERE LTAL R, 97 . IET0%) ,
1 H—NMR (CDC1,) 6:3. 69 (3H, s), 7. 30—7. 43
(5H, m) , 7. 48 (1H, d, J=3. OHz), 8. 54 (1H, br
s) . |

(BEH1102)
5—7nE—2—AFN—1H—Fua—)L—3—BNVRyEBTFIV

2 —AFN—1H—Fa—N—3—h)NVRVEBxFNV (1. 53g) OFT 7
EFR75Y (20mL) BEIC—78CTN—7REINIEAIF (1. 7
8 g) #ix. FIRE T3 0NME#RLE, FUNBEWIIKEMZ, YV=FiL=
—F U CHI LTz, IR 2 fafn &k Tl L, BB~ 7 XY U A TR
#%. 5SCUTCHERMLE, BELZ~ZV U THEL. RELEDE EARE
LLTEE (WE2. 26g, INEIT%) , |
1H—NMRKCD013)6:1.30—1.35(3H,m),2.51
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(83H, s), 4. 22—4. 29 (2H, m), 6. 50 (1H, s), 8.
01 (1H, br).

(&1 0 3)
5 -7 —1— (Fz=VANFE=)V) —4—etr—-—1H—-Fu——3
— HIVIR B A F v

5—7nE—4—7utl—1H-—¥a—)L—3 —ONLRVBAFIL (2. 9
6g) . KFEFrITA (60%ME 634mg) BIOER B RN
A=/ (2. 33¢g) ZAVTSEMA4 L LRAKOBREEZITV., RELAEYEE
it e LTHEEZ (RE3. 96g. 85%) .
! H—NMR (CDC1,;) 6§:0. 87 (3H, t, J=7. 5Hz) , 1.
43—1. 60 (2H, m), 2. 54—2. 60 (2H, m), 3. 83 (3
H, s), 7. 53—7. 59 (2H, m), 7. 65—7. 71 (1H, m) ,

7. 93—7. 97 (2H, m) , 8. 11 (1H, s) .

(%611 04)
5—7mE—4—Txz=—1— (=)L AVFE=)) —1H—FEr—)L—3
— WK VATV

KFILF P TA (60%HE, 281mg) , 5—7RE—4—T==/b—
1H—Fr——3—hARVBZFNL (1. 70g) BLROHEESV B 2L
A=/ (0. 9mL) ZAVT, 2EH#l4 1 LRAKROBIEZITV. RELEMZ
HEfRE LTHRE (&2, 51g, IWEI3%) ,

!H—NMR (CDC1,) 6:3. 71 (3H, s), 7. 23—7. 26
(3H, m) , 7, 31—7. 40 (3H, m), 7. 57—7. 62 (2H,
m), 7. 68—7. 74 (1H, m), 8. 01—8. 05 (2H, m) , 8.

24 (1H, s) .

(2%EH105)
5E—TJxz=)—4—7atN—1H—Ea—)L—3 —H/ILREERATF I

5—7mE—1— (Fz=VANFR=)L) —4—7ebr—1H—-Ero—)v—
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3—HNVRUEBEAFN (3. 96g) . Z==ARur8 (2. 5g) . T

FRA(P)T2mVBRAT 4V) NPT A (1. 79g) BIOKET N v

5 (3. 28¢g) EAVWTEEMIS 6 LAKOBRIERZITTY, RELEMERAR

WRBE LTEL (RE2. 0g. IXEB80%) ,

! H—NMR (CDC1,;) 6:0. 95 (3H, t, J=7. 5Hz) , 1.
60—1. 68 (2H, m) , 2. 76—2. 81 (2H, m), 3. 82 (3

H, s), 7. 31—7. 46 (6H, m), 8. 37 (1H, br) .
(&%E%106)

4, 5—VT7=z=—1H—¥r——3 —HNWKRVBEAF NV
5—7RE-4—Tz=/—1— (Fz=VAVHF=)) —1H-Er—V—

S—HNRVEEAFNL (1. 01g)  Zx==ARua i (439mg) | KEE

FRUBA (771meg) BEOF FI5%X (FY T2m kKR T 4 V) RS

A (420mg) ZAVWTEEF S 6 L RKOBIELZITY., RELEWEHRE
fAfERE LB (INEB506mg. INET76%) .
' H—-NMR (CDC1l,) 6:3. 69 (3H, s), 7. 12—7. 32
(10H, m), 7. 55 (1H, d, J=3. 3Hz), 8. 54 (1H, b
rs) .

(BEHI107)

[6— (2—7nhFrT7z=) —4—AFL—1H-¥r—L—3 -] X
&)=

5— (2—7nAFur==)V) —4—AFN—1H-Eo——3 —HNLR
BAFNL (1. 63g) :BJ:UV}(%{E*/W VTFNTNI=TgADND]. 5mol
LM K (15mL) ZHAVWTSER 6 4 L RFROBIEZITV., RE(L
AMEAeRKREE LTHEL (&L, 18g, INE82%) ,
l1H—NMR (CDC1,) 6:1. 30 (1H, t, J=4. 8Hz) , 2.
25 (3H, s), 4. 61 (2H, d, J=4. 8Hz), 6. 87 (1H,
d, J=3. 83Hz), 7. 10—7.28 (3H, m), 7. 44—7. 50
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[(B—FYPr—2—AN) —1H—VERr—L—3—Af)L] AF¥/)—)

5— (PUPr—2—fN) —1H—-Fr—L—3—ILRBMoFL (1.
62g) PFFSE RIS VK (30mL) #—50CITHA L, kKLY
S5mol /LM K (15mL) Z24L7
ST Lz, 0O CTEHIZ LR L%, RISKIZAK (3mL) 2MATE
BT LREEBE L, E7A4 PROEKRB~ 7 XY A2MATEICL 5 5H
BHESBL, BONEARERERE L. BEWEZV I ITNVIT AT 0=

AIVTFALTAI=ZTADL.

NS 74— (BERBE : ~xV v —EBFL=1 :

1—1:3) THHET3

Tlizky, BEEDEPEAKERLELTEE (INE1. 15g., INEL88%) ,

I H—NMR (CDC1,) &

4. 61 (24,

s), 6. 73—6. 74

(l1H, m) , 6. 88—6. 89 (1H, m) , 7. 02—7. 07 (1H,

m), 7. 50—7. 54 (1H, m), 7.

43—8. 45 (1H, m) ,
(&2EH109)

9.

61—7. 66 (1H, m) , 8.
71 (1H, br) .

5— (2—7nrFur7z=)N) —4—AFNL—1H—Fa—y—3 = A\)LT

=N

[6— (2—TAFuTdz=)l) —4—AFV—1H—-¥r—V—3—A/V]

AR)—n (1. 17g) . ThrI7—n—7ubnATUVE=TL NN TF—

F(101mg) . N—RAFALEALEFYY N—FFVFK (1. 01g) BELY
%V#;5~V~7Z4A%X(572mg)%ﬁwfﬁ%%65kﬁﬁ@&¢
TV, EEILAYEHEREER S LTEL

!H—NMR (CDC1l,) 6.:2.

(83H, m) , 7. 44—17.
9.92(1H,s).
(BZH110)

50 (2H,

150

(NEO0. 67 g. INE58%) ,

m) ,

8.
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5— (I:°Ui}"/—2—/f')l/) —1H-¥u—n—3 =AW\ ATE R
[(5—PUPVry—2—(N) —1H—Fu—b—3—A)V] X&) —) (0.
96¢g) DT F=RFINEK (50mL) KF+F—n—7BEALTVE=Y
A _ANFF—F (194mg) . N=AFALEAKRI Y N-FFTF (2.
98¢g) RELFaTF—v—T7X4AHK (5¢g) Mz, =|iET 3 FMEHF
Lz, RIGEZHBR=FLCHERLTE T A FAB L%k, SEEZBERELZ,
BEWMEVI TN T A T TT 04— (BRBE : ~%¥ v —EgzF
=4 :1—-1:1) TRETZIZLICXY, RELEWEEERFRE L LTHEEL
(&2 70mg. K2 9%) .
1 H—NMR (CDC1,) §:7. 14—7. 18 (2H, m), 7. 52
(1H, br) 7. 61—7. 64 (1H, m) , 7. 69—7. 74 (1H,

m), 8. 49—8. 51 (1H, m), 9. 85 (1H, s), 10. 28

(1H, br).

(BEZH111)

5— (2—7nrFdurz=A) —1H—-¥r—L—3—=F1 VLTt R

5— (2—=7A4u7xz=) —1H—FEr—L—3—HNARBFNL (1
1. 6g) OFFSEFRTSVEEK (220mL) &— 7 8 CRRAH LI,
KEMSA VT FATAI=VADL, 5mol /LUK (100m
L) #1.04B»FCHTLE, —78CTLREBIHLAEEZ, K (10mL)
ZOSBITHETL, BREFCRLTEIC 2EMERLE, KNKIZES A FED
W|AREB~ 7 XV L EMATABL, BERHETSZ LICkY, KEAOHRK
WEBE (NRES. 30g) , BONEEREEOWRY (8. 30g) OTE R
=PFIARIK (220mL) FrI—n—7vEATUE=TLA VT T
—F (1. 75¢g) N—AFAEAKY Y N—ZFFTF (13. 5g) RO
FLFaF—V—TR4AHK (5g) Mz, BIRTL. 5KHERHFLE K
EW%t§4}ﬁ5@Lt%\6%%&E%%Lto%%%%VUWEwﬁ7A
ruw 57 40— (BERWE : ~3¥ > —Eig=FL=7:3—->1:1) TH
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ByprZlicky, RELEWZHEAKERL L THEL (RES5. 6g, NFG6
0%) .
! H—NMR (CDC1,;) §:7. 07—7. 28 (4H, m), 7. 52—
7. 54 (1H, m) , 7. 61—=7. 67 (1H, m), 9. 49 (1H, b
5 rs), 9. 86 (1H, s).
BBHI112)
5— [2— (FYTAFBVAFN) Tz=)V] —1H—-¥r—L—3 - \)V
A=l
5— [2— (FRUTAFRAFN) TJz=N] —1H—-FEur—)L—3 —H LR
10 YEBx=FN (1. 38g) T 7 78K (28mL) —78CIZ
BAHLER, KBLEOAY TFATAI=ULDL. 5mo 1 /L MUK
(13mL) Z100BTTH FLAEZ, —78CTS HIT 1 RFMEHH LK,
Kk (3mL) %2 AR THT L. SEECTRLCER 1R LE, KSR
BIA4 FROEKRE~ 7 XYY AEMATAB L, AREBERETSZ LIC
15 &b, EamkwEEr (NE1. 14¢g) . BohizlmRkYy (1. 14 ¢)
7 br=1FUN (50mL) ZEML., ZOBWKIZT FF—n—TRrELT Y
ET=Uh WA TF—1 (0. 26g) N=AFAEAFY Y N—-FF¥
R (1. 32g) RUBELF2F—V—7R4AKK (5¢) 2Mx, BRTL.
5RRIBE: Lz, RISKZET A M THB LR, AREBERE L, REY
20 BVIAFAITAIuw T TT7 40— (BRBE : ~F V0 —FR-F L=
4:1—>1:1) TRETRZLICEY, RELAWEEGRFR L LTEL (X
EO0. 71lg. K6 1%) |
!H—NMR (CDC1l,) 6§ :6. 79—6. 81 (1H, m), 7. 46—
7. 78 (5H, m), 9. 13.(1H, br), 9. 82 (1H, s).
25 (B&HI113)
5— (2—=AFAT7xz=)V) —1H-Er—L—3—FIA\LTENR

FE— (2—RAFNTxz=)) —1H—-Fa—L—3—UWNVR/EBFNL (65
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9mg) ZAVWTEEH L1 1 LAKORIERZTV., RELAWERAERL L

TH7- NE&309mg. INES5 5%)

! H—NMR (CDC1l,) 6:2. 44 (3H, s), 6. 756—6. 76
(1H, m) , 7. 24—7. 35 (4H, m), 7. 49—7. 51 (1H,

m), 8. 80 (H, brs), 9. 84 (1H, s) .

&BH114)

A—TI)—2—IrFuXry=rI N
2—TInFn—4—=raRY=RrINV (2. 51g) OAF/)—) (12
5mL) WIRICLO%RT VU ARKRE (50%EK, 23 7mg) ZMA, EA

WMEABFEBERKTICBWTSHRERLE, INREWEAB L, AIREBIER

WL, BEDEEEMS VAN AT 2 u< N5 74— (RBEWE : ~F

Yr—EBIFL=1:1) TCTHHEL, KRELaWEzREAREKL LTRHRE

(W§1.43g\W$7b%)o .
1H—NMR (CDC1l,) 6 :4. 31 (2H, brs), 6. 37—6. 4
5 (2H, m) , 7. 31—7. 36 (1H, m) .
(3%Hi115)
ik (4—37 ) —3—IArFuaXr¥y) AR=
4—T3I)—2—IrFuarY=rJN (433mg) LEERE (4mL)
DRAWICEMET VUL (658mg) OKEIK (2mL) 20CTWY -
DMz, FHRETL 50 L, FUSNESWICIRER (2mL) | HRbkHE
(I1) (53. 1lmg) #ZMx, RICEHEKREFFI UL (3. 58g) D
A (6mL) WilEOCTME, FEETS 0NMEILE, RISRAWITK
(50mL) &Mz, Bif—F /L CHIH L7z, #IHREZ K, fafn Bk clei L.
AR~ 73U ATHRE, 5B, BERESTSZ2ICkY, RELEYE
BHEEHEE LTEE (NE&713meg. IWRH100%) .
1 H—NMR (CDC1l,) 6§:7. 91—8. 00 (3H, m) .
(3EH1116)
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Wik (3—Zum—4—3T7)REY) RER=)V
4—7i/—2—5wim&VY:FDW(461mg)\ﬁﬁ%TFU?A

" (626mg) .\ B (11) (54. 6mg) BLXOHRBAETI NI U A

(3. 41g) ZAVTEEHL 15 LRAFOERIELTY., REMLEYZBEAE

e LTHBZ (INE679mg., WEIS5%) ,

1H—NMR (CDC1,) 6§:7. 96 (1H, d, J=8. 1Hz) , 8.

06 (1H, dd, J=8. 1, 2. 1Hz), 8. 19 (1H, t, J=2.
1Hz) .

(BEHI117)

1—R_RYFFT7=2r 1, 1—=—VFFVR
1—_yYFF7zy (11, 2g) OFFFERFT7IV%KE (120m

L) Zm—27uu@REER (T0%EA. 43. 1g) Z0CTMA, REE

LB, TETE b 1 BREEBE LA, KRR FARES LY Y AKER

(50mL) &Mz, B F LTl Lz, #ilK%E 1lmo 1 /LKERIET b
U 7 AKYETR, BEFIREEAKET MY U AKIEIKR, K, fAfEEAK CHEE, EAK
W~ 73T ATHBRL, BERGELL, REDEFHR=FLVNPLEREYT D
Tllizky, REAYWEACGBEKRLE LTHAL (RE10. 3g. WET74%) .
1 H—NMR (CDC1,) 6§:6. 72 (1H, d, J=7. 0Hz) , 7.

20—7. 24 (1H, m), 7. 34—7. 38 (1H, m) , 7. 52—7.
60 (2H, m), 7. 70—7. 74 (1H, m) .

(&B%EHI118)

6—=tn—1—RSFFT7=V 1,1—9%%VF

it (10mL) [Zf# (10mL) 20CTwW-oL< V&M, RIEETLO
SREBERLE, TOBRKICL - Y FFE 7=y 1, 1—VFFTF (3. 9
9g) 20CTW-L Y &Mz, FIRETIHIZ3 0oMBER L, RIGREY
KK B, B LT e, HIRIREA T 2 B, ARREART b
U AKESIR, SEFARK TSR, EKMEB /XU ATREL. BERE
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Lz BEMEFBITFNL—~XIYUPoBERERETH I LICLD, RELAEYE

wEEAEKE LTHEE (NE4. 26 g, L8 4%) .

! H—NMR (CDC1,) 6:7. 00 (1H, d, J=6. 9Hz) , 7.
33 (1H, dd, J=1. 2, 6. 9Hz), 7. 58 (1H, d, J=38.
4Hz), 8. 47 (1H, dd, J=1. 8, 8. 4Hz), 8. 55—8.
57 (1H, m) .

(BEHI119)

2, 3—VrFu—1—-_RUYFFI7=r—6—T73IV 1, 1=VUFFVF
6—=tu—1-_VYVFF7=r 1, 1—-TFFTF (2. 02g) O

%)—) (200mL) BLXOAF /) —/L (6 0mL) OBEBIKIZL 0%XF7Y

TARE (50%&K, 265mg) i, BAVEKZRERKTTL 2 K[

B LE, RISEBAYEABLEER. AIREBIERE L. REDEFR-TF

SLEEETAILICLY. RELAMEAGEKE LTEE (&L, 31¢g.

NE75%) .
!H—NMR (CDC1,) 6:3. 25 (2H, t, J=6. 9Hz) , 3.
44—3. 49 (2H, m), 3. 93 (2H, brs), 6. 84—6. 87
(1H, m) , 6. 94—6. 95 (1H, m), 7. 12 (1H, d, J=38.
1Hz) . ‘

(B&HI120)
Wike— (2, 3—YPeFu—1—-RUIFFT72V) AnF=L 1, 1 -9
FFTER

2, 3—VERE—1-—-R_UYFFTzr—6-TIv 1, 1-UFFT K
(L. 06¢g) . HMEEATFY UL (L. 21g) | FiBBEA (1 1) (96. 9
meg) BLOTHREBART FU s (6. 48g) ZAVTSEML 15 L A%
DEMEERITV., RELAEVERAGEAFL LTHEL (KE0. 92 ¢, INFE6
0%) .
1H—NMR(CDCIB)6:3.51—3.56(2H,m),3.6o—
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3. 65 (2H, m), 7. 66—7. 69 (1H, m) , 8. 22—8. 26
(1H, m) , 8. 41—8. 42 (1H, m) .

(BEfl121)
Bk, 3—R_RUYFTVS——6—fNVALF=)L

6—T I )RV FTY—) (1. 55¢g) . BEETPITUA (2. 19
g) . WiERdR (1 1) (173mg) BIOHMEBARTFI VA (10, 2
g) BAVTEER 1 15 LAHORELT, EELANEAREAKL LTE
7z NZO. 30g. IER12%) .
! H—NMR (CDC1,) 6§ :8. 17—8. 21 (1H, m), 8. 35—
8. 38 (1H, m), 8. 73—8. 74 (1H, m) , 9. 33 (1H,
s) .

(BEH122)

3— (ZuruALR=N) REEBRATFIV

IS — (FruAAR=)) ROVALV (2. 4g) OV r7un ¥ U BIR
(20mL) 20CIZHAL, IV (791mg) RUAF/)—1 (320
mg) ZMil, GKE 2MHABRCTEE LLE, BEZBEEER L, &HE
%%5@L\%Ml%wk4yfuﬁw:—?wewﬁ%%ﬁ?%#b\éW%
WEREE LT, BEWE VI FNIT A< NP5 70— (BRBIEEL : ~%
Yo —ERmFL=9 : 1—4: 1) CTHERL, RELahzEAHRRBLE L
THE INE&2. 17g, 92%) .

! H—NMR (CDC1l,) §:8. 99 (83H, s), 7. 74 (1H, t,
1:8.1Hz),8.21—8.24(1H,m),8.39—8.43(1
H, m), 8. 69—8. 70 (1H, m) .

(&BH1 2 3)

83— (=FATFF) T=D ¥

KFEHLFTPY DA (60%ME 2. 3g) 27 F7EFRTFY (36m
L) &N, N=UAFARNVALATIF (15mL) OREHEEICEEL, 3—7
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IIRVEBYF A= (5. 0g) B CHTLE. RBETSOMEBE®RLE
%, a—Fx=X> (6. 86 ¢g) Mz, 3 0LMBHLL, FISKIZKZMZ
THE L, BT/ Tl L7z, Mg % safn ik T L, SRR b
YU LATEHBELEE BERE L. BEWELVININVIT AIu<x NI T
4— (BEBE : ~FV—FBFL=9:1—4:1) KTHERL, RE
EERamRpE LTHRZ (N&5. 0g, INFEZ2%) ,

1H—NMR (CDC1,) §:1. 31 (3H, t, J=7. 5Hz) , 2.
92 (2H, q, J=7. 5Hz), 3. 69 (2H, br), 6. 47—86.
51 (1H, m), 6. 65—6. 66 (1H, m), 6. 70—6. 73 (1
H, m), 7. 04—7. 09 (1H, m) .

(BEfHl124)

83— (ZmFNARNE=N) T=U

3—(I?W%i)7$DV(5.0g)®%5/~W@W(75mL)K\
OXONE® (30g) OKWEK (150mL) 20 CTH FL&, BRT2H
BB L%, A%/ —VERETCTEELL, BREDEAMKBART NI Y
KK CHEME U, Bi@g T/ TR Uk, MK ek T L,
HARRERT Y VLA TR LS, BERWELZ, BEWEVIDITNIT LY
ne h 57— (BEEE : ~FV L —FBoFL=9:1-4:1) TTH
B, RECAVEHEAHRDE LTEL (NE4. 6g, T 7T%) .
1 H—NMR (CDC1l,) 6:1. 28 (3H, t, J=7. 5Hz) , 3.
10 (2H, ¢, J=7. 5Hz), 3. 95 (2H, br), 6. 88—6.
92 (1H, m), 7. 16—7. 18 (LH, m) , 7. 22—7. 35 (2
H, m) .
(&&H1125)
B3 — (ZmFNARNVE=N) RUBVANVR=)V
3—(I?&XN$:W)7:UV(1.Og)%ﬁ%fﬁ%ﬂ115kﬁ%
DEEEZITY., RELEVEZEGHMRBLE L THEL (NE594mg, NFE4
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1%)

! H—NMR (CDC1l,) §:1. 835 (3H, t, J=7. 5Hz) , 3.
21 (2H, q, J=7. 5Hz) , 7. 87—7. 92 (1H, m), 8. 2
7—8. 35 (2H, m), 8. 57—8. 58 (1H, m) .

(%611 26)
Hika— [ (FYTZNFaRAF)) ZNHE=N] ROBVANVR=)V

kBT, & (16mL) HftFA=1 (2. 7TmL) 23 OZE»ITTHT
L7, BAMEZ=RETL 2BRERL. —BRASAFRIKRE B/, KET. &
% (9mL) 1o (4— [ (FUZAFBAFA) A=Al T==a) 73
v (2. 0g) ZMATHEBLEZ, HFEBET I vA (0. 67 g) DKER
(3mL) ZHENSCTEBARVWEICHTL, b2l 5oMEHLE, &K
BaWmE., LR BRIMESERERIC—EH (1 0mg) ZMxBEMWIC

5CCRA %, KATE b0 3 0 SRERE. FHBE SR, KTl

%, EB{LY U FEET, BIET5 0 CTHBESEI LIk, RikawesE
7 (2. 3g. WS A%) .

lH—NMR (CDC1,) 6:8. 35 (4H, s) .

(&EHI1L27)
i3 — [ (FY T7AdurFL) k=] RUB U RLFR=L

KAT. K (24mL) CEEFA=/1 (4mL) 23 04T THF LA
BAWEERTI 2HRMERL. —BMESHERRES . KET. RER
(6mL) IZ (3= [ (FYTAFRRAFN) AAKF=N] Tz=V} TIV
(1. 0g) BMATHEALL, BEH#ET M)A (0. 34g) OAEE (2
mL) #RERSCEBLIRVEIICHEHTL, b1 5 oM LE, KRS
WE, RO _BEMESERKRIC—HELE (10mg) 2MABEMIZST
THREIWCMZ Tz, KBTS HIZ3 0 MHEBR%E., BTV Tl L, HhHK
ZIOKREE < 7 3 U A CHRE, BERME L, REVEVI I TADT "
< " 74— (BEBE: ~¥ v —EB-FL=9: 1—-7: 3) THEY
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prlizky, RELEDEREAERME LTREL (INEL. 08¢g, INRT
9 %) .

IH—NMR (CDC1ly,) 6:8. 02 (1H, t, J=8. 1Hz) , 8.

40 (1H, d, J=7. 8Hz), 8. 50 (1H, d, J=8. 1Hz) ,

8. 69 (1H, s) .

(%611 2 8)

2—t RuFy—5—EU IR UE

R (2 5% _M{LRESA, 100mL) Z20CIKH®AL, 2—73/
EYUIVYy (25¢g) Z1LEMMTTHRLAICMAT, BEWEZ 18 0°CITMEL,
4 OBSRIBEHR Lz, BB ECHAZ., K (1 kg) THETAR, THHZLEIL,
m%%ﬁ%%?%:&wib\ﬁﬁm%%%%t(W%25.Qg\W$5
5%) o

'H—NMR (DMSO—d,) §:6. 20—7. 20 (2H, m), 8. 7

1 (2H, s) .

(BEHI129)
2 —Znr—5—EU IDVURALE=V

2—b FuFy—5—FIIVUVALFUVEE (12, 8g) RUOEERY &~
(37. 8¢g) DEAWE180CTAMEMAER L, BRETHAHE, b
Lz (200mLl) ZMEZ, REMEHE L, AIREKKTHEREL, KR
B 7 XY ATEHEL, BHEZBETICEELE, REYWEHEETL AFE
L. EEAWESEAREL LTHZ (IRE14. 8g. IXEI6%) .
1H—NMR(CD013)6:9.19(2H,s).

(3%E#1 30)
6—rnrub)FYr—3—FAF—N

WifbAkEF RV UL (3. 78¢g) O=¥ /) —VEEIK (8 8mL) i3, 6
—V&uuf?ﬁ?V(S.Og)%Mi\lﬁ%m%%%bkoﬁﬁ%ﬁET
BEEL, Kk (12. 5mL) #Mxi, 2mo 1 /LAKELT NI U LKEKZ

159



WO 2006/036024 PCT/JP2005/018572

BT p HE 9 ICTEE L, Wil 5% L, 6mo |/ LEBEANT, 5

O PHER2ICHAEL, THYZ AWML, RELEWEREEEKE LTHE
(4. 74¢g, IWEI6%) ,

1H—NMR (CDC1l,) §:6. 99 (1H, d, J=9. 6Hz) , 7.
60 (1H, d, J=9. 6Hz) .

(BEHI131)

7ot —sunb ) XY — 3 -ANE=N
—20CIZHHLIEAFZ /= (10mL) &K (1L 0mL) OEAIKIZ, 7
ym*iﬁUﬁA(16g)k6fﬂnmEU§9V—3—%i~»(2.37
g) EMil, FIRET2 0 oME#R%E, HEE 3 0oMKRERAATL, KKk (2
OmL) #Mx, HHH%EAEB L, FTHBICKEML, BTN THIH L7,

MK 2 g Ak Chis %, BB~ /XU A TR L, BEZBET

R AL TRESE, ~FFL TS LT, RELAMEREEK: LTE

7~ (N&E1. 68 g, PES53%) .

1 H—NMR (CDC1l,) 6:7. 86—7. 89 (1H, m), 8. 17—
8. 19 (1H, m) .

(BEHI1 3 2)

WKLY O —3 —A VAR =L R
3—EUPURLKRVE (50. 0g) IV (80. 0g) BLUA

FUHY Y (100mL) DEAWE 12 0°CTRHIER L, ERFHR

T, BEEITHAE, Zuekivs (Bik, 330mL) 2z, HbkFz

3Rz, ATHLERRESEL, Zradis (BA) THEELT, RELE

WraeaBEe LTRE RES54. 7g. XE81%) .

IH—NMR (DMSO—d,) 6:8. 03—8. 07 (1H, m), 8. 6
8 (1H, d, J=8. 1Hz), 8. 87 (1H, d, J=5. THz), 9.
01 (1H, s‘).

(&%EHI1 3 3)
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Bib6 —A LYV —3—ANVAAKR=IV
5—73I)—2—AMFTEUVr (1. 24¢) B8 (8. 3mL) 1T
L, XKETHEHRLE, BEBR (8. 3mL) 2MxE,. BT M T A
(6 89mg) OAEIK (5mL) ZNEMN10CEBLRVEIIT1 540D
T T Lz, RIGEAYE 1 OB L%, 0L BLMET R T
L CRWAEE (1 7mL) &—H{ki (280mg) DEA/IKIZSETCT
ez lz, BAHRE, VADORENIEESLET, BRETYWSVERLK,
FIGMERET, I5mLIZR5ETREL, THWZAMTHILI2EY, &
BibaY INE1. 0g. 51%) THERE L THRL, MAWIBRTDZ
&R S RDOFUSIT Nz,

(&1 34)
Wik —rZurEY P —3—A VA LFE=)V

KA. A (70mL) \CHifbFA= (12mL) & LERM»IF Tl T L7,
BAWERETL 2RMBEHR L. “BRUMESHFERREE L, XKnT. RER
(40mL) IZ5—73I/—2—7nrubyvr (5. 0g) ZMATHERHELL,
BT FY A (2. 88¢g) OKEIK (12, 5mL) ZRENSCTEZEX
RNEIICHETL, b2l 5oMBERLE, KEEWE. EROTRAMES
BYIRIC—HAL (7 0mg) EMRIBAWIT 5 CTHRAIMATZ, KT
B 3 0.5 MBERE., WHBEAM L, K =F /= THEEFTLHILITLD,
*KEBLEMEEL NE&4. 79 g, IE58%) ,

!H—NMR (CDC1,) §:7. 60—7. 63 (1H, m), 8. 24—
8. 27 (1H, m) , 9. 03—9. 04 (1H, m) .

(3%E%]135)
Bik2e—2un—3—¥EY VU RNF=NV

KEAETF. K (140mL) CfkFA=1 (24mL) Z1REHEMNTITHTL
o BAWERRTL 2MMAR L, RIMESARRZRL, KRT, Rl
B (80mL) IZ5—7I/—2—7unbiyr (10g) ZMATHERLL,
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TAET R U v (5. 75g) OARIE (25mL) ERNEAR5CTEBEZRN
EOKHETFL, &bt soMRELE, REAWE, LROTBILREERFE
W8 (140mg) ZMAEBEMICS CTHRAICMRTZ, XKBETEH
12 3 0 IR E,. FTHMEAEmL, K. =&/ —ATHETIZLICLY, R
EiLEheB- NE6. 99¢g., INFE4L2%) ,

1H—NMR (CDC1,) §:7. 54—7. 56 (1H, m), 8. 46—
8. 48 (1H, m), 8. 71—8. 73 (1H, m) .

(3%H1136)

6—7nm—5—%%weuvy—3—fiy

W7 v E=U A (1. 27¢g) OKEK (25mL) 12, Bx# (79 3m
g) Mz, BRC50BEBHE, 2—/rn—3—AXAFAL—5—-—=1tr¥Ey ¥
v (81 6mg) MAFX)—/VIEK (10mL) 21 05BN TR TFLE, K

SR 4 0CT2 ORI L, 50°CTL. 5HMEEL. &bz 1B

MEGBR Lz, RISWEEIA F2HAWVWTABL, E24 M2 AXA¥ ) — L TlE
L, RKEADAZ ) —NEBEBRMEIC L VBRELLE., BRREBAET NI Y
SKAEE M A, BEE T/ CHiE L7, MR Z fafn &k Coed L. BEKAR
B~ XU ACHRE, BERBWE L. BREWEY ISV T A< NI
S74— (BEREE: ~FV—F#zFL=19:1—7:3) THEITEZ
Licky, READEERDE LTEE (NE280me., INFE4L2%) ,

! H—NMR (CDC1l,) 6:2. 29 (3H, s), 3. 62 (2H, b
r), 6. 88—6. 89 (1H, m), 7. 70—7. 71 (1H, m) .
(BEH137) |
Wik —rmru—5—RAFNLEY P —3—R)NFE=

KET. & (3. 4mL) WKELFA=1 (0. 6mL) %3 0BT TH
Tl BAWZRETL 2RKEERL, “RIERESFBREZ /. XKET.
BEEE (6mL) IK6—/RR—5—AFAEYPr—3-TI (278m
g) ZMxCHELE, HEBT I UL (148mg) OKEK (2mL) %
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NBRECEBLRNELSICHETL, DIl 5oMERLE, XEEDE, L
HO_BLMESARIRIC—HLE (5meg) ZMALBEAYIC5CTHRX M
AT, KB TEDIT3 05MERE, THMEAIL, KTHERETDIZ LiTkY,
FRNAWERHECEGEL LB (INE&27 1mg., INFE62%) .

! H—-NMR (CDC1,) 6 : 2.

8. 86 (1H, s) .
(&%EH]1 3 8)

b2 - DU AB=V

KET2—ANITREIDY (2.

AW REERRT M) U AKEKE (EEESES %.
NFTHTL, SHIZCFABET3 OSEERLE, Kie¥WE/K (100mL) T
FR%B, Prun X2 CHHL, KR EZETFEEK TS L, BAKE~ S

45g, WRT77%) .

!'H—NMR (CDC1,;) §

8. 14 (2H, m) ,
(234113 9)

7.

54 (3H, s),

8.

15 (1H, s),

0g) W (50mL) Iz, B

126mL) 1. 5B

69—7. 71 (1H, m) ,

8. 83—8. 85 (1H, m) .

8.

LW ATEES. WERELT. EELAMEEARRY L LB (INE2.

06—

2Q—RAFN—1—T =R R =)— 1 H—ra—)L— 3 —H LRSI

2—RAF)N—1H—Fo—1L—3—bAREBF L (8.
FRUTA (6 0%MHWHE, 2.

81g) . K&Kk
58 g) BXO{ERVForrHm= (7. 8

mL) ZHAWTEERFI 4 1 LEHFEOEBIELZITV., RE(LLEYEHAKESRLE L TH
 (E14. 3g. IWES5%) ,
!'H—NMR (CDC1l,) §:

62 (3H, s), 4.
d, J=38. 3Hz) ,
57 (2H, m) , 7.
H, m) .

24 (2H, q, J=7. 2Hz) ,

1.

31 (3H, t,

7. 30 (1H, 4, J=3.

62—7.

68 (1H, m) ,

163

J=7. 2Hz) , 2.

6. 63 (1H,
3Hz), 7. 51—7.
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(BEHI140)
5—70E—4—RAFN—1— (Fz=VANE=)) —1H—-Fr—)—3—

HIVIR A F IV

N=DAFAENVLETIF (10mL) ZEEL,

PCT/JP2005/018572

KBTI TL (60%HE 202meg) ZFH I THRIFLER, N,

5—7B2%F—4—AF)L—

1H-¥Yu—nA—3—bINLRVEBAFIL (1. 0g) N, N—I XA F LKA
FIFEE (10mL) #—78CTHT L, MTRTH, RISKEERTS
OMBH L, X LBV B2 vk=1 (0.
AFNBRNVET I FEKR (1 0mL) T Lk, M TFRTRER, LONKZERT
L RERIEER L. BUERNE L, BREMEZHRZTFNV—~F T PoERKHEL. &

BitezeRaElrs LTRZ (INEL.

!H—NMR (CDC1;) 6:2. 11

(1H, s) .
(BEFI141)
5—7neE—1— [ (83—/mrp7Z=z=)) AAFK=L] —4—AF)NL—1H—

7. 45—7. 70 (83H, m) , 7. 8

Pu—)— 3 =R EEATF I
AKFEHF R TA (60%MHME. 202meg) ZAFH U CHELEE, N,
N—AFUREMAT S RRE (10mL) mz, —78CT5—7uE—4

(3H, s) ,
5—7. 95

—RAFN—1H—-Yr——3—HVRVBAFL (1.
FNABRNET I FEIR (10mL) Z#H T Lz, IR THR, RGEZ=ERTS3
OSRIBIR L, KA LEEL3 - ur_u¥raLh=A (0. 78mL) ®
N, N=VPRAFNAHRALLT I FEK (L0mL) IHTFLE, WTKRTHE. Kb
HEEET1IERERL, BERELLZ, BEMEEFBR-TF L —~FT P 0H
L, RELAYEBAEARE LTRZ (IRE&1. 00g., INE56%) .

'H—NMR (CDC1,) 6

7.

50 (1H,

t,

J=38.

2. 17

OHz) ,

164

(3H, s),
7. 6 0—7.

71mL) ®ON, N—¥

13¢g. INFEG69I%) ,

3. 79 (3H,

s) ,

(2H, m) , 8. 06

O0g) DN, N—T A

3. 84 (3H,
70 (1H, m) ,

S),
7.
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80—7. 90 (1H, m) , 7. 94 (1H, m) , 8. 08 (1H, s).
(BEFI1 4 2) |
5—7RE—4—R2FN—1— [ (3—RAFNT==)V) ANF=N] —1H—-
ve—— 3 —ANARVBTFIN

THIFRRAT, KBTIV UL (6 0%HME, 452mg) ZN, N—
CAFNRENVATIF (10mL) ZEEL, —78CT5—7BE—4—2F
N—1H—Fu—/L—3—IILVRVEBoFNL (2. 20g) ON, N—TVAFN
BAALET I REIKR (10mL) Z3 00T TR TLE, BEWEZEET3O
SEBEHR LB, KELEEE (3—AFARUEY) AAF=/L (1. 64m
L) ®ON, N=PAFAFVALET IFEKR (10mL) i1 05M»TTHTL
oo RIGEZEIRTLRERE L%, KENA, BT CHitH L, il
EK, BEFIAEKCUHIE L., BB~ 7RV A THER, BIERELE,

BEMEL YD FADT AT aw N5 T 4 — (BRI ~F 9 —FERTF

V=9 :1—=1:1) TTRHRHL, P=FALz—FTA00HHER LT, KELE
WEEaEEE LB &3, 02¢g, INE83%) ,

'H—-NMR (CDC1,) 6:1. 36 (3H, t, J=7. 2Hz) , 2.
16 (3H, s), 2. 44 (3H, s), 4. 29 (2H, dd, J=7. 2
Hz, 14. 4Hz) , 7. 43—7. 37 (2H, m) , 7. 57—7. 78
(2H, m) , 8. 10 (1H, s) .

(3EHI143) .

5—7ut—1— [ (4—TINFueTz=)v) AE=)V] —4—AF—1H
—¥a—N—3—HNVRVBAFNV |

TNAIAFRRT. KBTIV UL (6 0%HE 405mg) ON, N—
PAFNENMAT IR (LO0mL) BBIRIC, —78CTH—TRE—4—RAF
NV—1H—-Er—l—3—HAVRVBAFNVL (1. 84g) ON, N=VRAFN
AVAT I FEIKR (1 0mL) 23 0MATTHT Lz, REWEZERTSIO
SEBERLER, KA LEEEL (4—TgnrFuxvEy) k=) (1. 97
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g)@N,N—Vf%ﬂﬁ»ATiF%W(lOmL)KlO%ﬁﬂHT%TL
oo RISHRZERTLRFEREBL®, KENx, BB F L CHlMBLE, HhiH
HaK, BEMAEAKTHREF L, BB~ 730 ATEHRE, BIEBRELE,
BBWMEVIATNAT AT N T5T7 40— (BREBE : ~%% v —EigxF
=9 :1-3:2) TTHEL, Boh@EE2~FFr—VzFro—Fn1
(1:1) THHFTDIILICXY, RELEDEERAEEKLE LTHZ (RE2.
21g. IET70%) ,

'H-NMR (CDC1;) 6:2. 16 (3H, s), 3. 83 (3H, s),
7. 20-7. 26 (2H, m), 7. 97—8. 02 (2H, m), 8. 08
(1LH, s).

(BEHI1 4 4)

5—7uE—4—xF)—1— (Fz=VAAF=N) —1H—-Fao—jL—3 —

CHARUEBEA T

KFEHMFT I UL (60%HE, 393mg) \ 57 rE—4—TFL—1
H-ta—/—3—TNVR AT (2. 00g) BIUHEERVBU R R
=/n (1. 25mL) ZAWVWT, 2EHl4 1 LRABOBRIELZITV., ZELEWE
Hefme LTHRE (R&2. 93 g, INELI1%) ,

'!H—NMR (CDC1,) 6:1. 05 (3H, t, J=7. 5Hz) , 2.

62 (2H, q, J=7. 5Hz), 3. 83 (3H, s), 7. 54—7. 5
9 (2H, m) , 7, 65—7. 71 (1H, m), 7. 95—7. 98 (1H,
m), 8. 11 (1H, s) . |
(3EH1145)
5—7mE—4—A4Y7FubN—1— (Fz=/VAAKR=L) —1H—Fr—
— 3 —HNRUVEBEAF IV

5—7RrE—4—A4 Y70 —1H-VYa—L—3—HIARSEAFNL (3.
29g) KR{ETFIDVAL (60%ME, 708mg) | RO EL A
W= (2. 60g) ZHVWTSEH 41 LRABKOBIEZITV., RELAYE
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BEEAMRDE LTHEL (&4, 8g. 93%) ,

'H—NMR (CDC1,) §:1. 25 (6H, d, J=7. 2Hz), 3.

26—3. 36 (1H, m), 3. 82 (3H, s), 7. 54—7. 60 (2
H,m), 7. 66—7. 72 (1H, m), 7. 94—7. 98 (2H, m) ,
8. 13 (1H, s) .

(5611 46)

5—7eE—1— (FIPr—3—ANAAK=L) —1H—F¥r——3—%
VIR VBEA TV

KFFT PV UL (6 0%iHE. 1. 60g) AP C2EGEELERI
7h7eFr7Z7Y (20mL) ZHEBLE, kKR TF5—7u®E—1H—Fn—
W=B3—HINKRUVBAFNL (2. 67g) DF PS5 Fr75 %K (10m

L) ZTL, RIBETLOSMBRLE, RISBAWIZ15—257—5

(8. 83g) BEGHILEY VU3 —AARAB=L K (4. 21 g)
ZMx, SHICERTL 2REBRLL, KINEAWICKENLZ, FEBRTF LT
fhH Ue, M E SaMREEKR T MU ¥ AKEEIK, K. BAFAHE K TUEE L.
BKBEBR~ 7 RV U A CHoRE, BEBRE L, BEDEZEFBR-FL—~FH
POEBRTHIEICRY, RELEMEAGRKRL LA (KB4, 21 g,
RO 3%) . | |
'!H-NMR (CDC1,;) 6§ :3. 84 (3H, s), 6. 72 (1H, d,
J=1. 8Hz), 7. 51—7. 56 (1H, m), 8. 08 (1H, d, ]
=1. 8Hz), 8. 22—8. 26 (1H, m), 8. 90—8. 92 (1H,
m), 9: 20—9. 21 (1H, m) .
BEH14T)
5—7BE—1— { [3— (AFARAK=N) Tz=L] XK=} —1H
—¥u—)— 3 —DINVREEATFI
5—7RE—1H-ER——3-—ANRVBAFIL (2. 89g) . kFEik
THhIDAL (60%HME, 850mg) . 15—2757>—5 (4. 69g) B
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FUHIS —AFNANVBF=ARB U ZINEK=N (4. 38¢g) 2HWTESE
Bl1 46 &FAFOBIEZITV., REMEWZAGKR L LTHEE (RE&5. 50

g, FE9 2%) ,

'H—-NMR (CDC1,) §:3.
6. 72 (1H, d, J=2. 1Hz), 7.
z), 8. 07 (1H, d, J=2.

m), 8. 59 (1H, t, J=1.
(%6114 8)

11 (3H,

SHz) .

s), 3. 84 (3H, s),

83 (1H, t, J=7. 8H

1Hz) , 8. 22—8. 28 (2H,

5—T7RE—-2—AF)L—1— (FIPr—3—ANLAAF=L) —1H—Fno -

— =3 —INRUBEF L

5—70F—2—RAF)NL—1H-—F¥r—N—3—BARVBFIL (2. 26
g) 7 7P ur7 (100mL) IZBMEL. KE{LTFIITA (60%

M. 1. 16g) BMATEECTL SAMBRLE 15-259—5 (5.

90mL) ZMATREETELIZL 54HBLLIEE, HIELS—ECU VA%
= R (3. 13g) #Mxlk, KIGKZSRE T1RREEE L%, fafm
RERAKERT + U U LKERE M, Bt it Uiz, RhHE % safnaiik
TUF L, KRR~ 7 RV U A THRE, BIERGLZ. BEYWES YV 5L
AIGRIRTNITT 40— (BRI ~F) L —BER=FAL=19: 157 :

3) WWTHRHEL, REMSWZRAMR®ME LTHE (RE&2.

4%) .

'!'H—-NMR (CDC1,;) 6 :1.

24—1.

(3H, s), 4. 23—4. 30 (2H, m), 6. 69 (1H,

51—7. 55 (1H, m), 8.
91 (1H, m), 9. 14 (1H,
(Z2%EH1149)

17—8.

m) .

21 (1H, m) ,

34 (3H, m) ,

3.

31g, IXNFEe6

2. 94
s), 7.
8 8 —8.

1— [ (3—Zunrz=)) ANF=N] —2—RF ) —5—Tx=)—1H

—ER——= 3 AN VBTTFNL
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2—RAFN—5—Tx=—1H—Fu—A—3 —HLRVBIFL (1. 5
3g) . KRILF YA (60%MiE, 303meg) BIVHS —Zrn~
VEVANEKF=N (848mg) EHVWTEEF 4 1 L RFEOERIEEZITV. RE
ItEWEBEBEIYE LTEZ (RES00mg., INEL30%) ,

! H—NMR (CDC1,) 6§:1. 832 (3H, t, J=7. 2Hz) , 2.
90 (3H, s), 4. 29 (2H, ¢, J=7. 2Hz), 6. 50 (1H,
s), 7. 13—=7. 56 (9H, m) . |

(5EH1150)

2—AFn—1— [ (83— %?W7:wW)XWT~W]—5 Jx=/)b—1H

'—tu—w—3 ﬁwﬁ/ﬁz%w

2 — }?w 5—7xz=)l—1H=— tm—w 3 HNREBETF L (6 30
mg) 7 M7 Fu7J %K (L0mL) kKT MY DA (6 0%,

73mg) EAFHLUCHELEENL. BRETL5ARBERLE, KISKICHE
BB = RAFARBU AT (0. 47 9mL) BMX, W|ET1 8K

B L, BUSTKICARZMA ., BER=F /L TRl Uic, MR 2 tafn &k <k
HR, EARET NI VLATHEBL, BEZBETHEELE, BEWEVI LS
ww5A9m7b7374~(E%%%-A#%y B =F/L=9:1—>2 :
1) (TR, %%mA%%%ém&%kbfet(m§254mg\W$2
4%) . : ' .
!'H—NMR (CDC1,) 6:1. 20—1. 40 (3H, m), 2. 31
(83H, s), 2. 89 (3H, s), 4. 20—4. 40 (2H, m), 6.
47 (1H, s), 7. 10—7. 50 (9H, m) .

(B5%EpHI151)

F—Txz=nA—1— {[4— (R TNFBRRAFY) Tz=A] RANK=)
—1H-¥ue—1r—3 —INVKRV BTN

KFMF B Y 9B (6 0%, 0. 20g) BKATF. 5—7==A—1H
fEQ~W—éfﬁﬁﬁywi?W(Oh71g)@?F§EFﬂ77V%W
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(20mL) WMz, FHRECTL s oM@ LR, ik [4— (MY Tz
A REY) RUBV] Ad=r (1. 00g) A, EET4RHEERL
7o FUSRI\ZAKZMAZ, BiBE—F L CHi Ui, HhHIR 2 i Sk T L.
WK~ 7 3 VU A THESR, BIERE L. RBWZY I AT NVIT 578
< 57 4 — (BRBE : ~% V) —E@BcF =7 2) TTHEHRL, K&
ke (NE1. 36¢g. IWEI4%) WKL LTHL,
1H—NMR(CDC1Q §:1. 36 (3H, t, J=7. 1Hz) , 4.
32 (2H, q, J=7. 1Hz), 6: 56 (1H, s), 7. 13 (4H,
dd, J=13. OHz), 7. 28—7. 42 (5H, m) , 8. 08 (1H,
d, J=1. 9Hz) . |

(3EHI15 2)

5—Taxz=—1— (2—FT=ARARNVEA=/N) —1H—Fr—— 3 —HILR

~V@I%W

5—7xz=N—1H-tar—NV—3—HNLRVETFNL (440mg) OF b
StRe75 0Bk (20mL) ICERTKRETFT NI UL (6 0%, 12
Smg) #MX T3 OLM@EHELE, 15—2F7U—5 (675mg) ZRT
LT3 OSMBRLEER, 2—FF 7= AnF=r7ul N (485mg) %
M. T 1B L, RSRCEMEEKEM 2 /2%, BT CThil
Ui, MR 28 EEA Tl L, BAREB~ 7 2V U A CHRE, BIERE
Lz, BEMEL YA A0 T T7 04— (BREE : ~% % —8F
BRrFn=19:1—>7:3) THRELEE, DAY vbrz—TFT /N  ~FY
b ERT AT LI LY, RELAYEBEERL LTHEL (RET710m
g, ML 6%) ,

1 H—NMR (CDC1,) 8:1. 36 (3H, t, J=7. 2Hz), 4.
31 (2H, q, J=7. 2Hz), 6. 56 (1H, d, J=1. 8Hz) ,
6. 89 (1H, dd, J=3. 9, 4. 9Hz) , 7. 07 (1H, dd, ]
—1.3, 8. 9Hz), 7. 24—7. 43 (5H, m), 7. 58 (LH,
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dd, J=1. 3, 4. 9Hz), 8. 04 (1H, 4, J=1. 8Hz) .
(&1 5 3)
1— [(2—=27un—5—FYIVy) A)pr=)] —5—T7==/b—1H—VF
a—)L— 3 —HIVR BTV
5—7zxz=—1H—Fu—1L—3—hLRv@gcFi (1. 60g) 7 b
St Fursy (50mL) IKHEML. ABEHLFT I T L (6 0%MHME 446
mg) ¥MZTEETL 5 oME®RLE, 156—2770U—5 (2. 24mL)
EMZCREETESLIZL 5o LR, k2 —2Znr—-5—-EJIVIUR
JR=L (2. 06 g) ZMAT, KNEE=RET1IREABR LR, KZMA,
BEEE— T LTI U7e, iRz K, SEfEEK Clid L. EARB~ 73XV D
L CHRS, BERWE L, BEWEVIWISANT bu< b7 74— (B
BIYALE : ~F Y —FER=FA=19:1—7:3) CTHHEL, XELLaVz

e R e LCREE (NE2. 03¢, LT 0%) ,

1H—NMR(CDC13)6:1.35—1.39(5H,m),4.30-
4. 37 (2H, m), 6. 64 (1H, s), 7. 22—7. 26 (2H,
m), 7. 37—7. 51 (3H, m), 8. 04 (1H, s), 8. 37 (2
H, s) .

(515 4)

1— [ (2=AFA—5—FUYIPV) AF=)N] —5—T=z=b—1H—-F ~
n—)L— 3 —HNVR VBTV

EEFEEKF. 1—- [ (2—2ru—-—5—-F¥IIYV) AAF=V] —5-7
o —1H-F¥Rr—L—3—HARVBTFA (588mg) OF Tk Rnm
75y (20mL) WIREEBLEBS, T IXRX (M) T==0b) BRI A
VRSP Y A (87Tmg) «» 2mo 1 /LEIAFATAI=TA—~FYUHE
% (1. 5mL) #Mx7/, BRTL5HHEERE. 2mo 1 /LI AFAT
L= A—~FHUEIK (1mL) 2BMUL7E, FIRET?2 0 0MERE, X
Kk (100mL) LT E=v A (2. 0g) BME, WERTF A CHIHL
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2o HHHE 2 S A K TR L, KRB~ 7 R VU A THRE, BUERME L
oo BEWMEVIYWSNVIT AT a NI T T 40— (BRBE : ~F ¥ — Bl
TFA=19:1—1:1) KCTHEL, KEBLLEWERFREHRY L LTHEL
(XE3 50mg. NFE6 3%) .
1H—NMR(CDCI3)6:1.34—1.39(3H,m),2.77
(3H, s), 4. 29—4. 36 (2H, m), 6. 61 (1H, s), 7.
21—7. 26 (2H, m) , 7. 37—7. 49 (3H, m), 8. 06 (1
H, s), 8. 41 (2H, s) .

(3%H1155)

1— [ (2=73/)—5—-FUIYV) ApF=r] —5—T=z=—1H-F
a—)b— 3 —ANR BTN

1— [ (2—=2vu—5—FUIPV) AKE=] —5—T=z=/b)—1H—

P a—— 3 —HARVEBIFL (392meg) DF FSEFRTTY (10m

L) WRERELARRDL, Tmo 1 /L7 VE=T —AF/—/VEHKR (1. Om
L) Mz, T|ET205MBEHRE, MMREAKRT MY 7 AKEREZMA.
B = F L CHIH L7z, R E Ak COeie L. MoKk~ 7 2 VU AT
W%, BITEEL, RELADEEABERE LTHEE (RE3 73mg, F
£100%) . | |
! H—NMR (CDC1,) §:1. 34—1. 39 (3H, m), 4. 28—
4. 36 (2H, m), 5. 60 (2H, br), 6. 59 (1H, s), 7.
26—7. 46 (5H, m) , 8. 02—8. 03 (3H, m) .

(BEHI156) |

1— (fIFY [1, 2—a] EVIPV—6—ANVALVFE=)N) —5—T==
NV—1H—-Er—L—3—WNRARTF IV

1- [ (2=73/-5—-FEU3IVV) AVKE=N] —6-T==/b—1H—
¥o—np—3—bLRyBExFL (373mg) , 2—7uE—-1, 1—-Y=xh

#v:&y(394mg)%iw%M(ZOmL)@ﬁé%%\v4&n71~
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TRIGEBEZANTL 30 CT3 05 L, ERE THAR, BEZBE
TICEE L, BECATMREART M) v 2KEREML, BT L chil
UTe, HHE & fafn Ak Coed L, KRB~ 7 2V U ATEHRE., BUERNE
L. BEWMZE L VSN T Aru~w N5 7 40— (BB : ~F 9 —Ee#
TFN=19 : 1-FEcFN) CHETLIZLICLY, RELEWZRBAE
ke LTHE7 (INB157meg., [XE4L0%) ,

l!H—NMR (CDC1,) 6§:1. 35—1. 40 (3H, m) , 4. 30—
4. 37 (2H, m), 6. 61 (1H, s), 7. 17—7. 49 (2H,
m), 7. 26—7. 49 (4H, m) , 7. 94 (1H, s), 7. 99 (1
H, s), 8. 11 (1H, s), 8. 38 (1H, s) .

(BEHI157)

1— (PUFDYy—3—ANVAAFAR=V) —5—Tz=—1H—FEr—1—3

—HIWVIR VU BRF )L

5—7::::11/—1I—I—1:°1:1v—11/—3—7:111/zﬁ“/ﬁ3‘%:!:9"11/ (L. 06¢g) Z7 b
JeFurr7y (30mL) TEMAEL, KFELTFI UL (60%HME, 300
mg) ZMEZTRETLSHMERLEZ, 15—2F0U—5 (1. 52mL)
PMZCRAEBETEOIZISNEHBLEE, 7y —Junb ) FP— 3 —
AZNE= (1. 28¢g) #Mxl, KSKREZZER T3 OoHBEHLELE, B R
SYr (1. 60g) i, RIGKREZERT1 5 0MEHE, GMREKE
FRY Y AKBEEEMEZ, FETFCHE Lz, fhikEK, fEfmak ck
L., BB~ XY U ATHEE, BERELZ, BREWEZT FJ7e a7z
52 (30mL) ICEML, “Bib=rHy (75%LF0EK, 5. 0g) %
Mz, BET1OMEERLE, RIEMEESA FERAWTAEBL, 74 b2
HEER = F L CReiE Lz, ARERERWER. REWEL I WS NVAT A7 < b
757 4— (BEREE: ~FVV—FR=FLr=19:1-1:1) THRETD
iicky, REAWERL (NE613mg, WEK24%) .

I H—-NMR (CDC1,) 6:1. 34—1. 39 (3H, m) , 4. 29—
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4. 36 (2H, m) , 6. 61 (1H, s), 7. 11—7. 22 (2H,
m), 7. 24—7. 51 (5H, m) , 8. 20 (1H, s), 9. 28—9.
30 (1H, s).

(B%EH]1 5 8)

2, A—VCAFN—5—Txz=)—1— (Fz=VAAR=N) —1H—-Fr—
V=3 = NREBETZF IV

2, A—VAFN—5—Tz=V—1H-FEr— V-3 - INARVBTF I
(3. 0g) . AKFEMFTFITUA (60%HHE 596meg) BROHELE
VANER=N (1. 92mL) ZAVTEER 4 LRFROBIEZITV. KELE
WEBEIRY & LTEE RS0 6meg. K3 7%) . |
1 H—NMR (CDC1,) §:1. 35 (3H, t, J=7. 2Hz) , 1.
89 (3H, s), 2. 85 (3H, s), 4. 30 (2H, q, J=7. 2H

z), 7. 07—7. 46 (9H, m) , 7. 51—7. 58 (1H, m) .

(BEHFIL59) .

Q—AFN—1— (Fz=)VARVHE=)) —5— (3—Fx=) —1H—-Fn
—)V— 3 — IR VEETTF IV

29 —AF)N—5— (83—Fx=)) —1H—-V¥Ya—)—3—INVRyiEBTFINL
(1. 25¢g) . AKFLF P A (60%Mik, 255mg) BLUHEEN
PrANFR=/L (1. 22mL) 2ZHANTSEH 4 L RKROBREZITH., KREL
AmE AR e LTREZ (RE&O0. 80 g, INE40%) ,
I H—NMR (CDC1,) 6:1. 29—1. 57 (3H, m), 2. 87—
2. 90 (3H, m) , 4. 22—4. 37 (2H, m) , 6. 50—6. 95
(1H, m) , 7. 06—7. 19 (1H, m), 7. 24—7. 29 (2H,
m), 7. 36—7. 46 (4H, m) , 7. 52—7. 58 (1H, m) .
(%4116 0)
5—(4—7»%u7;:»)—2¥x%w—1—(7;:wzw$:w)—1
H—t'®m »—/I/Q 3—INKUBETF IV
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5— (4—gpFuez=)V) —2—AF—1H-¥r—)/L—3 - )RV
BrF)L (4. 95¢g) 2EKT o Furdy (50mL) WML, XE
TAELT YU (6 0%MiE, 1. 20g) Mk, FRTIL 5 SHEE,
LR By RAE=L (5. 30g) 2T LE, KIGRENERRTL 85
BB U7 6. ook 200 2 CHRBRE L CHiM Lic, MR KT L, AR
T TRV LATERL, BETICEEPEE L, BEWEV VI TNNT LY
nw bS5 7 44— (BERBE : ~FV LV —EB=FL=7:2) THEIDLZ L
iz kY, RELAY (NE2. 75g, NE35%) ZEEL LTRL
IH—-NMR (CDC1,) §:1. 34 (8H, t, J=7. 1Hz) , 2.
88 (3H, s), 4. 26 (2H, q, J=7. 1Hz), 6. 46 (1H,
s), 6. 96—7. 27 (83H, m)., 7. 33—7. 47 (5H, m) , 7.
51—7. 66 (1H, m) .

(B5H161) |
5§—Jxz=l—1— (Fz=VAAKR=N) —4—Tul—1H-Er—/L—
3—HNVRUEBEATF NV

5—T7xz=—4—7utN— 1H-ER—NL—3—HINRVBAFNL (2.
0g) . KRBT FU UL (60%HiE, 434mg) BRUGHEER B AL
Rz (1. 60g) ZANTEEF 4 LRBRORIEELZTH., RELLEWZER
fER L LB (NE&2. 73g. 69%) .

! H—NMR (CDC1,) §:0. 72 (3H, t, J=7. 5Hz) , 1.
32—1. 41 (2H, m), 2. 31—2. 36 (2H, m), 3. 85 (3
H, s), 6. 94—6. 97 (2H, m) , 7. 24—7. 40 (7H, m) ,
7. 51—7. 56 (1H, m), 8. 09 (1H, s).

(BEHIL62)

4, 5—V7z=N—1— (F==)VANLKE=)) —1H-¥Er—)L—3—-F/)V
RNEERAF I
4, 5—*‘/“5‘:::1»—1H—I:°12-/I/—3—7’J/I/ﬂf‘/@%5“/lx (428mg) .
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BT PY A (60%HIE. 74meg) BIUEENEXALF=4 (0.
24mL) ZAVWTSEH 4 LEROBIELTV, RELEMZAGKSEL LT

Bz (NE506mg, INET79%) ,

!H—NMR (CDC1,) §:3. 74 (83H, s), 6. 87—6. 92
(2H, m) , 7. 00—7. 15 (7H, m) , 7. 20—7. 36 (5H,

m), 7. 49—7. 58 (1H, m), 8. 21 (1H, s) .

(ZEH1 6 3)

44— —2—RAFN—5—Txz=)—1— (Fz=)VAVE=/) —1H—

vrue—nL— 3 —HIARVEBETTF IV |
4—r7pa—2—AFL—5—Tz=)—1H—-¥o——3—-HARVEBET

FN (509meg) . AKFRHFTFITA (6 0%k, 139meg) BITIE(L

NyBrANE=)N (51 1mg) ZAVWTSER 4 L RROBIEZITV., KE

LA EREARRME LTEE (&6 10me. 7 8%) .

! H=NMR (CDC1,) §:1. 36 (3H, t, J=7. 2Hz) , 2.
85 (3H, s), 4. 34 (2H, q, J=7. 2Hz), 7. 15—7. 1
9 (2H, m) , 7. 32—7. 45 (7TH, m) , 7. 56—7. 61 (1H,
m) .
(&EpHI164)
2—spnun—5—Jzxz=—1— (Fz=)VANEKE=)V) —1H—¥Er—/L—3
— NIRRTV
o9—r/nu—5—7xz=/—1H—-tu——3—HNLRVEBEZFL (1. 0
g) OFFFERRTI UK (A0mL) ICEETAELT P U A (60%
Wik, 488mg) ZMX T3 ONMMEHLL, 15—-2777—5 (2. 65
g) PETFLTC30ONEBHLEEBE, RVEBEVyAAF=Ars7u) F (1. 84
g) ZMi, BT 2 AR Lz, RIGKICBAMEEKZMR B, BT
VTHIH U7e, B 2 safn ik TR L. BRI~ 732 VU A TEERE,
WIS L, BEBEL ) DFANT A aw b I 57— (BB : ~%
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o —EETFNL=85:15) TRHRELEE, VATV —FAIbiE

kT3 itk RECAVETEARERLLTHEL (NEL. 27 g, IXF
81%) .

'H—NMR (CDC1,) 6:1. 31 (3H, t, J=7. 2Hz) , 4.
27(2H,q,J=7.2Hz),é.55(1H,s),7.38—7.5

0 (TH, m) , 7. 60—7. 71 (3H, m) .

(2%%1165)

Q—TINFnun—5—TJJxz=)—1— (Fz=)VANF=)) —1H—Er—)L—
3 —HNR BTV
Q—INFu—5—Tz=p—1H-Er——3—INVRVBFNL (30

Omg) AT FF7 Fur77 KK (20ml) IZERTKRELTFI UL (6

0%ME, 155mg) ZMX T3 onMBEELE, 15—77U—5 (85

~0mg)%ﬁTLTBO%@%ﬁLt%\NV%VZWﬁ:W&HUF(591

mg) Mz, B2 4RMER LE, RISRICEMEEAKZ M &, Biik~=
FACHIE L7, MHEZfMAREK Tl L. Bk~ 2V 0 5 THRERE.
BERWE L. BEWEL VISV ITAIavx N7 74— (BREABE : ~F
Y —EigTFL=85:15) THETIZ LX), KELEYZREMR
WELTHAE (IRE390me, K8 1%) .,
LH—NMR (CDC1,) 6§:1. 32 (3H, t, J=7. 2Hz) , 4.
28 (2H, q, J=7. 2Hz), 6. 31 (1H, d, J=5. 1Hz) ,
7. 30—7. 51 (TH, m) , 7. 61—7. 67 (3H, m) .
(BEHI166) |
9—run—4—InFn—5—T7=z=)—1— (F=z=)VA)LKE=/)V) —1H
—r—V— 3 —HNR BTNV
9—snu—4—7hFu—5—TJxz=L—1H—-¥ur—/L—3 =W VR VE
TFN (330mg) AT FTFEFRT7 I UK (6 0mL) IZEETAREST
FUWA(66%%%\296mg)%wif30%@%#Lto15—&7?
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v—5 (1. 63g) ZHETLT3ONEBHRLEE, RVEVALEF=1In
UK (1. 13¢g) Mz, FiZ1 2 0ERE L, RSKRIZETAEKEZM
Z 7%, B CHIE L, HIHRZ Safn Rk T L. AR~ 7%
VU ATHERE, BEBE L, BEWEL I SINITAIR~ T TT 4—
(BB . ~F Y v —FioF =9 : 1—-8 : 2) THUITIZLIZLY,
FEAMEREABRDE LTH/E (NE&26 0mg, INE52%) ,

! H—NMR (CDC1l,) §:1. 30—1. 38 (3H, m), 4. 27—
4. 38 (2H, m), 7. 31—7. 54 (TH, m) , 7. 63—7. 73
(3H, m) .

(BEHI1L67)

4—IJnFue—5—TJz=)—1— (Fz=VANLFR=)V) —1H—Fa—)L—

3—HNRUVBZF I

4—7win—5—7;:m—1H—Hn—w—3—ﬁwﬁywl%w(10
Omg) PF P Fur7J @K (10mL) ZERTARIELT NI UL (6
0%k, 52mg) ZMXT30ONMBEEHLE, 15—-2777—5 (284
mg) ETFLT3ONMBHRLEEZE, RVEVAAF=AZ2) F (151m
g) ZMi. BT 1FREEBE L, BJSRICEMEREKEZMA R, BFR-F IV
CHI L7z, SR & fafn ik e L, SRR~ 7 XV U A THRIRE., B
JEEME LT, BEWEL YIS T A u~ NI T T 40— (BREE . ~%V
v—EER=FA=9 : 1) THEETIZ LIk, RELAEDEZEAGRRKRY L L
TH7%= NE60meg., L3 8%) .
I H—NMR (CDC1,) 6:1. 37 (3H, t, J=7. 2Hz) , 4.
44 (2H, q, J=7. 2Hz), 7. 14—7. 16 (2H, m), 7. 2
8—7. 59 (8H, m), 7. 94 (1H, d, J=5. 1Hz) .
(255116 8)

5—TFFN—1— (Fz=/VA)NEF=)V) —1H—Eu—nA—3—-HINVEVET

F )V
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TAIUVERRT. 5—7FNV—1H—Er—/—3 —WNVARVBZFNL (9
76mg) 27 5 Fur7y (50mL) KHEML, KFLTFI v A (6
0%, 240mg) ZMATEETSI 0PI L, WL ErRR
=& (0. 77mL) ZMx, BET1IEHEELL, KINEREWITKENZ,
HER— F L CHIM L7e, fHIKZE K, SRAHK TR L, BARB~ 7RV Y
ATERE, BERE L, BEWES VISV TAus T TFT7 40— (B
BEVALE : ~¥ Py —EfcF =19 :1-8:2) ICTHREL, BbhEF
ME~FYF L THELT, RECAYEEAEKRLE LTHEL (RE780mg.
K4 7%) .
lH—NMR (CDC1,) §:0. 84—0. 89 (3H, m), 1. 26—
1. 37 (6H, m) , 1. 47—1. 55 (2H, m) , 2. 59—2. 64
(2H, m) , 4. 25—4. 32 (2H, m), 6. 37 (1H, m), 7.

52—7. 66 (3H, m) , 7. 79—7. 82 (2H, m) , 7. 92 (1

H, s).

(&2EH1169)
5—yr7u~dFiA—1— (Zz=VANE=)N) —1H-¥r—)L—3 -4/
ATV

5—v /A~ A—1H-—Fa——3—HINR BzFIL (530mg)
ZRAVWTEER 1 6 8 L RROEBIEEZITV., REEYWZEAHMRYD L LTHEL
(IXE&651mg, K7 5%) .
'H-NMR (CDC1,;) §:1. 15—1. 76 (13H, m), 2. 83
(1H, m), 4. 25—4., 32 (ZH, m), 6. 40 (1H, s), 7.
52—7. 56 (2H, m) , 7. 60—7..66 (1H, m), 7. 77—7.
81 (2H, m), 7. 88 (1H, s) .

(BEHI1L70)
4 —2AFN—5—Tz=)—1— (Faz=/VANEKR=)V) —1H-Er—/1—3

— HIWVRVERAF IV
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5—7BE—4—AFN—1— (Fxz=VANLEF=)V) —1H—-¥r—1—3
—HANRUEBAFA (1. 1g) . J==AAu (48 7mg) | KRET b
Uk (488mg) BIOTFFIFRA (MY T2=VRRAT 4) RITVUL
(355mg) #1, 2—YARFY=F 2 (10mL) LHEEK (10mL)
DBEARIZEE L, ~A 7 2 ERGERE (N—YF A IA M) —HDOZ AT R
FFF4<wALF—, 140°C, 45H) ZRNTRIEET>7. RISEZE T A
kA LE®, ARICKEML CEBTF T U, fiHiRz safeRiK T
Phide L. SEOKRRERT 1Y A CHARE, WERE L, BENES ) I SAN S
rruw 757 4— (BEBE : ~¥9 0 —BR=FAL=9:1—-2:1) I
TRHEL, RELAWESREEAHRYE LTHBL (RE94 7Tmg. INES
7%) .
!1H—NMR (CDC1,) 6:1. 98 (3H, s), 3. 85 (3H, s),

6. 98 (2H, d, J=8. 4Hz), 7. 20—7. 60 (8H, m) , 8.

08 (1H, s).

(BEHILT71)

1— [ (83—Zun7==/V) ANF=)V] —4—AFN—5—-—T=z=/—1H
—¥r—/— 3 —HINAREBATFIV

5—7mnE—1— [ (3—Zuuvz=N) ANK=N] —4—AFNL—1H
—bFr——3—HNARVEAFNL (1. 0g) . Zz=AherE (403m
g) . REEFTFUTA (405mg) BERTFIFR (P T=z=VEHART 4
V) RSUTA (295meg) Bl, 2—VArFTTHY (10mL) LHEE
A (10mL) OBRAKCEEL, 12 R ERGER (=Y FAr Izt
—HDT AV RFTFTF 44—, 140°C, 4450 ZRVTREZEZITo 7%,
RiSiEEE 54 M58 L%, ARCKkEML, BEE=F A CHM Lz, HhHE
ZEATI A K THEE L. KRBT Y U A THREE, BERELL, REDZ
YYIFNIT A uw NI TT 44— (BREBE : ~F VR F V=09 :
1 -2 ;1) EORBL, RELANERAGRKI L LTAE (&7 2 4m
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g, WE73%) ,

I1H—NMR (CDC1,) 6:1. 99 (3H, s), 3. 86 (3H, s),
7. 00 (2H, d, J=8. OHz), 7. 15—7. 60 (7TH, m) , 8.
05 (1H, s).

(BEH1LT2)

4—R2AFN—1— [ (83— AFNTxz=)V) ANF=)V] —5—T==/t—1H
—¥u—)— 3 —HIVRVBTFI
FTNVIVEBRRT. 56— 7 rE—4—AFN—1— [ (3—AFNTz=))

ANHB=)V] —1H—-Fa——3—WNVAVBF L (2. 80g) . 7==

AR @ (1. 84g) . TRIFR (M T2=ViRRT 4 V) RIVTA
(0. 84g) . REEFTFIUL (2. 31g) D1, 2—VAIFTTHFY
(12mL) —/ (12mL) BHKLZ 7 0°CTL 2RFMBE L, WmERKS

BAMEETA FABL. BIA FEEBRIFACHEE L, A0 EHREE

SYBEL. K. SEFIEHEAK THRE L, KRB~ 7 RV U A TR, BUERNE L
o BEWMEVIAIADT AT T T 40— (BERGE : ~5%V > —BEE
TFA=9: 17 :3) KTHBL, EELAWEHEMRY L LTHE (X
2. 67g, WEI6%) ,
'H—NMR (CDC1,) §:1. 38 (3H, t, J=7. OHz) , 1.
98 (3H, s), 2. 25 (3H, s), 4. 31 (2H, dd, J=7. 0,
14. OHz), 6. 99—7. 39 (9H, m) , 8. 07 (1H, s) .
(BEHIL 7 3)
1—[(4—7»jn7::w)xm$:w]—4—%?w—5—7m;w—1
H—voa—/— 3 —HNVREBEAF IV
TAITUERKT. 5—7nE—1— [ (4—T7Furz=)l) ANVE=
N] —4—AFAL—1H-VEr—AV—3—IARVBAFNV (2. 10g) . 7
= AR VEE (1. 42g) TFFFR (RN T2 VKRR T 4 V) RIY

A (0. 65¢g) . REFTIIDUA (1. 77g) DL, 2—-VRApFV=SH
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> (11mL) =/ (1 1mL) B&EKE 7 0°CTL 2RFMEEHLL, MHARK
JSRAMEE A FABL, T4 FEEBETF LTS Lic, 50 bEKE
ZOBEL. K, BEFIAEK THRIE L. BARE~Z XV U A TERRER. BERE
Lico BEWMEY VW TA DT A u~ b7 40— (BRBE : ~F 90 —F
BRoFN=19:1—7:3) CTHEREL, RELEVZEGHRYE L THEL
(&E1. 75¢g, NEK84%) ,

IH—NMR (CDC1,) §: 1.

99 (3H, s),

6. 95—7. 42 (9H, m) , 8. 06 (1H, s).

(BEHF174)

3.

85 (3H, s),

29— RAFN—5—Tzxz=)L—1— (Y r—3—ANVALE=)V) —1H—VF

o—yL— 3 =B IR EETTF IV

5 -7 e —2—RAFNL—1— (PITPLr—3—A VA )FKA=)V) —1H—F

O—L—3—HNRUVBEZFNL (2. 26¢g) . Zz=LRu v (1. 54

g) . ¥zunr [EX (M) T7x=ARRT4) ] NFPTA (21 1mg) |
TP DA (1.

F100%) .

! H—NMR (CDC1l;) 6

(83H, s), 4.

23—4.

91g) D

23—7. 39 (4H, m), 7.

25 (1H, m) ,
H, m) . |
(BZH175)

8.

6 1—8.

1, 2—PAMFvxzH#y (20mL) —K
(10mL) BMEKZ8 0CT4 0L, MARRKISEEMZET A b
AL, BEIA FEEBRFILCHRE Lz, ARIOPOEMBEZSBEL. K. &M
BHEAKTHEE L., BAREB~ 72V LA THBRE. BIERELZ, ZEYWEZVY
BFENI TR T TT7 40— (BREBE: ~F 9 —FR=FL=9: 1>
6:4) KTHHEL, RELEWEZERMRMLE LTHEL (KE2.

30 (2H, m), 6.

59 (1H,

50—7. 68 (2H, m) , 8.
8.

62 (1H, m) ,

182

75—8.

39g. IIX

:1. 30—1. 34 (3H, m), 2. 92

s), 7.
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5—vs/unrper—1— (Fz=VAAKR=L) —1H—¥Yae—1L—3—h)
RBAF I

TAIVERKT, 5—702E—1— (F==VANE=/) —1H—Enr—
N—3—ANARV/BAFNL (2. 11g) ., yYru7otrAuarE (68 3m
g) \ BEEE RS VUL (I1) (69mg) . NIV IEAFUNLRRAT 4V
(174mg) BEQRUUVBB=HIVTUA (4. 55g) Oz (27mL)
—& (1. 3mL) BEKEZ 1 0 0 CTARMBREE L, MARRIGEESWZX
(50mL) THRNL., Ble—F VCTHIH U7z, HhHRZ fafn &K T L.
WABEEE~ 72U ACHER, BEREL, BEWEY VI TN T L0
< 57 40— (BEBEE : ~F YV —FBoFL=19:1-8:2) ITTH
ML, ZECADEBEARMRYE LR (E406mg, [NE22%) ,
'H—NMR (CDC1,) §:0. 30—0. 36 (2H, m), 0. 71—

0. 77 (2H, m), 2. 00—2. 08 (1H, m), 3. 79 (3H,

s), 6. 19 (LH, s), 7. 51—7. 56 (2H, m) , 7. 63—7.
66(1H,m){7.85—7.88(2H,m),7.94(1H,s).
(BEHI1L76)

[2—RAFN—1— (Fzm=VANVE=)V) —1H—F¥u——3—A)] XAF
J = )

2—RAFN—1— (Fxz= NV ANFR=)V) —1H—r—)L— 3 — R EE
TFN (8. 05.8) BIOKTFLSA VY TFALTAI=ULND1. 5mol/
L MoK (55mL) ZAVWTSER S5 L AKROBIELITV., RELEY
FHEERSL LTHE (E6. 61g, IEIE6%) ,
! H—NMR (CDC1l,) §:1. 37 (1H, brs), 2. 29 (3H,
s), 4. 42 (2H, brs), 6. 29 (1H, d, J=3. 6Hz) , 7.
30(1HJd,J=3.6Hz),7.49—7.55(2H,m),7.5
8—7. 64 (1H, m) , 7. 78—7. 81 (2H, m) .

(BEHLTT)
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(s—fm%—l—{[B—(%?wxwﬁzw)7£:w]xw$:w}—1
H—Eﬁ~»—3—4w)%ﬁ/~w

5—7mE—1— {8— (AFAARLK=N) Txz=/V] ANFE=} —1H
—Em—w—s—wwﬁy@%%w(S.41g5£iwm$mv4y7?w7
NI=UADL., 5mol /LIAVZUVEK (26mL) ZHWTEEF S L
BOBEZITV, REAWEAGRER L LTHL (IKE&E4. 83 g, INF9
6 %) .
! H—NMR (CDCl,) §:1. 66 (1H, t, J=8. 1Hz) , 3.
11 (3H, s), 4. 52 (2H, d, J=8. 1Hz), 6. 38 (1H,
d, J=2. 1Hz), 7. 33—7. 45 (1H, m) , 7. 79 (1H, t,
J=8. 1Hz), 8. 20—8. 24 (2H, m), 8. 53 (1H, t, J
=1. 8Hz) .

(BEFILT8)

[6—TuE—4—xF)l—1— (F=z=VAAKR=)V) —1H—¥ra—)L—3
—AN] AZ ) —Iv

5—FBuE—4-—FL—1— (F==VRVE=N) —1H-ERr—/L—3
—HARVEEAFL (1. 35g) BEOKREISA Y TFATALI=U LD,
5mo 1 /L M=K (7. 5mL) ZRVWTEEH 5 L RROBIELZITO,
EREL AN EBETIRD L LA (&1, 10g, VRS 8%) ,
I H—NMR (CDC1,) §:1. 05 (3H, t, J=7. 6Hz) , 2.
39 (2H, q, J=7. 6Hz), 4. 53 (2H, s), 7. 47—7. 6
4(4H,m),7.9o—7.95(2H,m),1H SRR,
(BBHI179)
{(1—[(83=mu7=z=)N) ANK=)V] —2—AFNV—5—-T==)L—1
H—tnrn—1—3—AN} AZ /=)

1— [ (3—Zmur==)V) ANEK=N] —2—AF)N—5—-T==)b—1
H—ro—L—3—bLRryEocFi (0. 80¢g) BEUOKFRLYA Y TFN

184



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

FAI=ADL., 5mo l /LI V&K (4. OmL) ZHWTSER 5
ERkOBEZITY., RELEMEZBEMRYE LTHEL (NE345mg, IX
F48%) .
!H~NMR (CD€C1,) 6:1. 36 (1H, t, J=5. 4Hz) , 2.
53 (3H, s), 4. 49 (2H, d, J=5. 4Hz), 6. 20 (1H,
s), 7. 26—7. 38 (8H, m) , 7. 47—7. 51 (1H, m) .
(3%E%]180)

(56— xz=n—1—{[4— (PN TAFABRAIFY) Tz=/V] RANVF=
N —1H—-¥r—)L—3—A)L) AZJ)—)L

5—7xz=A—1—{[4— (FITNFBRRAIFY) Tz=)b] RKR=
N} —1H—-Yu——3—WNVARVEgExFn (1. 33g) OF 7 Ru”
SUBIK (30mL) 2—7 8CIKHHLEER, KBRS A Y TFATAI=Y

AD1. 5mol /LI ik (8. OmL) ZHTFL., —78CTEBIZ

SRR L7, FRSIEIC 1mo 1 /LEE (20mL) ®Mx, BERTF AT
FRUE, FHEMEETA FERANTAHH L, SikEEm=F L cHith L, Hi
i B K CHEH L. KRR 7 % 0 B TR, WUE T I L7,
REMES ) DIANT A a<w N IS T 1 — (BB : ~%9 > —FR=F
=3 :2) KTRRL, ZELAWERRYLE LTEL (N&O0. 71g. X

E59%) ,

IH—NMR (CDC1,) 6:1. 56 (1H, s), 4. 58 (2H, s) ,
6. 22 (1H, s), 7. 11 (2H, dd, J=0. 85, 8. 95Hz) ,
7.17—7. 22 (2H, m) , 7. 27—7. 39 (5H, m), 7. 42
—7. 43 (1H, m) .

(&EfH1181)

[6—Txz=t—1— (2—FZ=VANVE=)) —1H—-Far—/—3—A
N AE )=

5—7z=)—1— (2—FZ=)LA)VFER=/)V) —1H—-¥ua——3—H/V

185



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

RUBTFNL (650mg) DT 7 a7 08K (20mL) 2—-707C
WZHEIL, KBS VY TFATAI=ULD1. 5mo 1 /L MV UBEIR
(5mL) 2D LTOW T LA, —70CTEHIC 1 HFHERLEE. RISKIC
lmo 1 /LiE#E (20mL) ZMz, FFR=F A THIM Lz, MK ZETE
WK THIE L, AR~ 7RV Y A TRER, BIERMELZ, ZEWZY I D
FNBTERra<w b T77 40— (BRABE : ~FV 2 —FR-FNL=7: 3—>
1:1) TRETRZLIZLY., RELEVERFRAHRRDE LTEL (KR4
80mg, IXE84%)

1H—NMR (CDC1;) 6:4. 57 (2H, d, J=5. 6Hz) , 6.
23 (1H, d, J=1. 8Hz), 6. 89 (1H, dd, J=3. 9, 4.
9Hz), 7. 09 (1H, dd, J=1. 4, 3. 9Hz), 7. 28—7.

41 (H, m) , 7. 53 (1H, dd, J=1, 4, 4. 9Hz) .

(B3%E%)1 8 2)

[2—AFN—1— (== VAAF=)N) —5— (3—FxT=)) —1H-F
o—)L—3—AN] AF¥J)—)

2—AFN—1— (Fz==)VANVE=)V) —5~ (3—Fx=) —1H—VF
n——3—HNVRUBEAFNL (0. 75g) BIXOKRMLYSA Y TFAT AR
=UADLl. 5mol /L M=VEK (4. OmL) ZAWVWTEEH5 &Rk
DREEZITV, RELLEDZBAMRMLE LTHAE (RE0. 42¢g, XEK6
3%) . |
!H-NMR (CDC1,) 6§:1. 85 (3H, t, J=5. 4Hz) , 2.
53 (3H, s), 4. 48 (2H, d, J=5. 4Hz), 6. 19 (1H,
s), 7. 06—7. 10 (2H, m), 7. 22—7. 26 (1H, m) , 7.
35—7. 44 (4H, m) , 7. 49—7. 54 (1H, m) .

(%611 8 3)

[6— (4—TrFrTz=)V) —2—RAFA—1— (Fz= VALBZ=)V) —
1H—¥ua—b—3—A)N] A& ) —)v
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5— (4—7NFuaTdxz=i) —2—RAFN—1— (Fz=)VARLVE=)LV) —
1H-—¥r—L—3—ANVARCBxFL (2. 70g) Z7 e Rurysv
(30mL) KEML. —7 8CIKAR LI, ABLIAVYTFATALI=Y A
D1. 5mol /LMK (13. 1mL) 2 TL, —78CTIXBIC
2B Lz, RIGRIC1mo 1 /LiEEE (15mL) 2z, FEBR=F LT
FRUEZ, REWMEETA FTARL, AREEBRTF LV THE Lz, HhibEz
BRI AR K CEE L. EKREE~ 7 XV U AT, BETICRE L., &Y
WEVY D EADT B BT N ST T 4 — (BB . ~F Y — BB F L=
2:3) CURHRL, RELeWEZHRBE LTEL (NE1. 09 ¢, KR4
5%) o
'H—NMR (CDC1,) 6:2. 51 (3H, s), 4. 47 (2H, s) ,
6. 15 (1H, s), 7. 00 (2H, t, J=8. 7THz) , 7. 14—7.

27 (2H, m) , 7. 35—7. 43 (4H, m) ., 7. 48—7. 61 (1

H, m) .

(BEpI1L84)

[2, 4—VAFNL—5—Txz=)b—1— (Fz=VAAKR=L) —1H—¥EnH
—)V—=3—AN] AF ) —I

2, A—VAFN—5—Tz=p—1— (F==VALK=N) —1H—FHO
— =3 —HARVEBETFIL (1. 01 g) BEOKFESA Y TFATALI=
TADL. 5mol /L IFVEVEK (6. OmL) ZHWVWTSEH 5 LFEED
BEZTV, BELLADEBAEBRM L LTEEZ (IREO0. 84 g, INEI
4 %) |
' H—NMR (CDC1,) 8§ :1. 22 (3H, t, J=4. 8Hz), 1.
83 (3H, s), 2. 56 (3H, s), 4. 49 (2H, d, J=4. 8H
z), 7. 11—7. 483 (9H, m) , 7. 49—7. 55 (1H, m) .
(25611 85)

[8§—Txz=—1— (Zz=)VA)KR=)V) —4—rEA—1H—Er—/L
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—3—AN] AF )=V

5—TJxz=—1— (Fz=VANEK=V) —4—ut/N—1H—-Fa—i
—3—HNVRUVBATFN (3. 0g) \ ROKRILIA VY TFATAI=T LD
1. 5mol /LUK (16. 1mL) ZHVTEEH 5 & RBEOBRIE
BT, RECADZYFREMRYE LT/ &2, 73g. 95%) .
!H—NMR (CDC1,;) 6§ :0. 71 (83H, t, J=7. 5Hz) , 1.
26—1. 50 (3H, m) , 2. 05—2. 19 (2H, m), 4. 59 (2
H, d, J=4. 8Hz), 6. 99—7. 02 (2H, m) , 7. 24—7.
36 (7H, m), 7. 43 (1H, s), 7. 48—7. 52 (1H, m) .
(B3EH1186)

[4, 5=V T z=r—1— (Fz=)VAAEKR=)V) —1H—-—Fr—L—3—4

V] AF)—)

4, 5—V T z=)— 1'— (== VANVER=)V) —1H—Fr—1—3—7%
WRVEBAFIV (439mg) BEOKFRIA Y TFATALI=ULDL. 5
mol /L VK (3. 2mL) ZHAVTSEH 5 LRROBIELZITV.
EELAWERERRY L LTEL (WE36 1me. INES8%) ,
!1H—NMR (CDC1,) 6:1. 50 (1H, t, J=5. THz) , 4.
49 (24, d, J=5. 7THz), 6. 96—6. 99 (2H, m) , 7. O
4—7.Q7(2H,m),7.11—7.18(5H,m),7.23—f
37 (5H, m) , 7. 48—7. 53 (1H, m), 7. 60 (1H, s) .
(BEHI1L87)
[2—7mn—5—7m:w—1—(?::wzw$:w)—1H—Eu~w—
3—AN] AZ /) —)v

2 —rpr—5—TJ=z=—1— (F==)VAK=/V) —1H—-Fr—)V—
3—HNLRVBZFNL (1. 27g) DT I 778K (30mL) %
—70@m%ﬂb\m$m94yf%w7wi:7A@1.5m01/L}w1
VIRIE (7. 6mL) ZHLTOTLE, —70CTIHIC LFHBERLERE.
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FISHEIZ 1mo 1,/ 138 (20mL) &M%, FEE=F/VTHH L, #HK
R B K TR L, KRB~ 7 X0 ACHIRRER. BIERWELL, BEY
BEVIAGNI T A NI T T 4 — (BRABE : ~F VU —FiRR-F =
7:3—>1:1) THRETRZLICKY, RELAMERFERKERE LTEL
(NE882mg, WFET78%) ,
! H—NMR (CDC1l,) 6 :4. 47 (2H, s), 6. 27 (1H, s),
7. 39—7. 47 (7TH, m) , 7. 57—7. 65 (3H, m) .
(zEHI1 8 8)

[2—rFu—5—Tz=)—1— (Fz=VANLEKE=/) —1H—-Fu— .
—3—AN] AZ )=

2—InFnun—5—TJz=—1— (Zz=/VANFR=)V) —1H—-¥Er—L

—3—BARBUBzFN (390mg) PFFFE RIS 08K (20mlL)

BT OCIEBRHL. ABELIAYTFATAI=OADL. 5mol /L 1L

TUWIK (3. 5mL) 2D LTOWF L, —70CTEHIZ LEFHBERLE
%, Rz 1mo 1 /LiERE (20mL) &Mz, BTV CHIH L7z, #h
Hik Z fafn A Tl L. BARRE~ /XU A THREBR. BUERE L, &
BWaE Y WFNVATArav 57 40— (BEABE . ~39 2 —Blk—F v
=7:3->1:1) THETIZLICLY, KELEWERFAHRDL LTHE
72 (&3 30mg. WEI5%) ,
1H—-NMR (CDC1,) 6§ :4. 43 (2H, s), 6. 06 (1H, d,
J=5. 5Hz), 7. 31—7. 62 (10H, m) .
(BEHI189) |
[2—/vnu—A4—TNFu—5—Tz=b—1— (F=z=VANLEKR=)V) —1
H—btua—/N—3—AN] AZ /)=
2—Jun—4—I7n0Fua—5—TJz=/—1— (Fz=/VANFE=) —1
H—to—nL—3—AIARVEBTFN (250mg) OFT Ik Fe7J KK
(20mL)é—?O%K%HL\m$m94yf%w7wi:¢A@1.5m
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ol /LI K (6mL) 2HLFOWTFLE, —70CTEHIT 1M
B LB, RSKIC1Imo 1 /LEEE (50mL) Z&Mx., BT L THH
L7z, M Zaaf Bk CHtgE L, SKRB~ 7 XV U A TRRR, BERE
L, BEME VIS NI T A uw 757 40— (BREHE : ~%9 —F
MrFL=7:3—1:1) CRETIZLickY, RELEVWZERCHMRY L
LT (NE210meg, WK 4%) ,

!1H—NMR (CDC1l,) 6§ :4. 49 (2H, s), 7. 31—7. 51
(7H, m) , 7. 60—7. 68 (3H, m) .

(BEHI190)

[A—TInrFu—5—Tz=)—1— (FJz=VALFR=)) —1H—¥Er—)
—3—AN] AFZ =)

A—TINFu—5—Txz=)—1— (Foz=AAAFR=)) —1H—Fr—)L

—3—HARVEEIFIL (60mg) OF RS Fu7S5 %HE (10mL) %

—70CIKEBHL, KBUSAYTFATAI=TADL. 5mol /L bz
VK (0. 5mL) ZALTOWMTFLE, —70CTEHICLRFREIEBH L.
R 1mo 1l /L¥E# (20mL) 2Mi, BT VTR L7z, B
ZEAFIREK THIE L, BB~ /XU ATHRE, BERELZ. RED
EVVIFNITAIuw v T T 40— (BRRABE : ~F V0 —FR-F V=
7:3) THETAIZLICIY, RELADEEAHRRY L LTHZ (KE40
mg. KT 5%) , -
! H-NMR (CDC1l,) 6:4. 60 (2H, br), 7. 20—7. 23
(2H, m) , 7. 31—7. 56 (9H, m) .

(BEHI191)
2—RAFN—1— (FTz=VRUE=L) —1H—Fo—A—3—H L LFE
r

[2—AFN—1— (TN A)WE=)V) —1H—FEr—/L—3 -] A
5)n (6. 35g) . AFARLEFVE (50mL) BEOFY=FN
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73V (25mL) ODREMIZBLHE - YU VUK (4. 57¢g) 2k,
EET 1 2BREER L, RISEAYCHETREAKET M ULAKEREZMZ,

BeEe=F /L CHiH L7c, HHHNRZ SaMREKRT b U U AKEIR, K, SRl
KCUREE L2t SKMREET MY v ACHEEL, 5B L. BIERE L, ZREY
BEVIAITFNAT I T 5T 40— (BEBE : ~FV > —HR-FL=
2:1) CHRETIZLICLY, KEeWEAGBLLTELZ (NES. 27 g,

IR 4%) ,
! H—-NMR (CDC1,) §:

2. 62

J=3. 6Hz), 7. 35 (1H, d,

(8H, s), 6. 65 (1H, d,

J=3. 6Hz), 7.

55—7. 6

1 (2H, m) , 7. 66—=7. 71 (1LH, m) , 7. 85—7. 88 (2H,

m), 9. 89 (1H, s).
(BZEH19 2)

BT R

5—7nEr—4—xFN—1— (ZJz=VA)E=)V) —1H—Fa—Lr—3—

[5—7RrE—4—xFN—1— (Fz=VANVE=)V) —1H—Fr—jL—

3—AN] A&% )= (1. 05g) . T h7—n—7uatAT U E=UL N

ALVFF—hk (54, 3mg) . N—=AFAEALFI Y N—FFTF (543
meg) BIOELF 25—V —TR4AHK (522mg) ZAVWTEEH 6 L

9%) .

FROBEZITV. RELAMEAGRKRL LTRL (&O.

5

1 g, NFE4

!H—NMR (CDC1,) §:1. 06 (3H, t, J=7. 8Hz) , 2.

62 (2H, q, J=7. 8Hz) , 7.

7—7. 75 (1H, m), 7.
s), 9. 81 (1H, s).
(zEH]1 9 3)

96—8.

55—7. 63 (2H, m) , 7. 6

00 (2H, m) ,

8.

09 (1H,

5—7mE—1— { [3— (AFNRNVFE=N) Tz=)V] ANVE=)V —1H

—¥rae——3 =Tk R
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{6—7uE—-1— { [8— (AFANALF=N) T==4] Ak=4) —
IH—tRr——3—AN} AF¥/)—) (4. 88 g) BIU=ZELHH -V
DU (2. 19g) EAVWTEEHRL 9 1 LRAKROEBIEZITV., RELED
PAGEGEE LTHEE &2, 80g, INE58%) .

!H—NMR (CDC1,) 6§ :3. 12 (3H, s), 6. 77 (1H, 4,
J=1. 8Hz), 7. 86 (1H, t, J=7. 8Hz), 8. 10 (1H,
d,J=1.8Hz),8.26—8.30(2H,m),8.61—8.62
(1H, m) , 9. 79 (1H, s) .

(BEHF194)
2—sun—5—Jz=A—1—{ [4— (FITZAFRRAFN) T==] R
AR=/L) —1H—-FYue—n—3 -5 e R

F—Fxz=i—1— {[4— (FYVTNFORAFI) Tz=)V] RA)NE=)V}

—1H—¥Yu—n1—3—1 VTR (300mg) #ZN, N—TY AFNHEN

A73IF (6mL) ICHEML, BRETN—Zonan/@BAIF (116mg)
A, 2 4RERMEE L, ROSKICKEMZ, B L Child L7, S
% 3%MBAKELD U U ARIER OSEFIAEK CHlRE L. KRB~ 7 XYY AT
WARiE ., WERW L, BEWEY I ISV AT A< T 7 40— (BRAR
B ANFY R TFL=19: 1—4: 1) THEETZ-LICkY, REL
YR EAKEL L THE (RE200mg, XFE6 1%) .
1! H—NMR (CDC1l,) 6§:6. 55 (1H, s), 7. 31—7. 385
(2H, m) , 7. 38—7. 50 (3H, m) 7. 74—7. 80 (4H,
m), 9. 94 (LH, s). |

(%611 95)
1— [ (8—ZumZ=z=) AVE=N] —2—AF)N—5—TJ==)V—1H
—Fa—)—3 I \NVTe R

(1— [ (83—Zmurvz==)N) ANFE=N] —2—AFNV—5—-Tz=)V—

iH—trro—1—83—AN} A&%/)—) (340mg) . ThTF—n—"uatn
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FroE=uh ~NANAVTF—F (17. Tmg) « N=AFLEALEFI Y N-—
FFTF (1 79meg) BIOELVF25—3—TZA4AHMK (189mg) %
AWTEEH 6 L RROBIELITV., RELAVEREHMIYE LTEL (K&
237mg. NET70%) ,
! H—NMR (CDC1,) 6§:2. 90 (3H, s), 6. 50 (1H, s),
7. 17—7. 21 (2H, m) , 7. 28—7. 43 (6H, m) , 7. 51
—7.55 (1H, m), 10. 03 (1H, s) .

(2EHI196)
5—Fxz=nA—1— {[4— (FITAFRAPFTT==)V) ANHB=)] —
1H—Er—1—3 =L\ ATkt FR

(6—T=z=p—1—{[4— (FITAFBRAIFY) Tz=b] ANHE=
NV} —1H—-—¥Yuo—n—3—AN) AZ /=N (0. 70g) OTEI=FINV

Wi (15mL) WF ho—n—7BEATVE=TL 2AATFF—F (55

mg) . N—=XFLELFRY Y N—FFVEF (0. 69g) BICELVHF=T
——T 24 AK (0. 45¢) Mz, BRTIMRHBERLEL, RNKZHE
EEER., BEWCEBFAEMEZ, BT74 FTAHB L, AIRERBERMEL.
BEMELYIINITAIa NI T T 40— (BEBE . ~F9 0 —FR-F
A=3:1) TTBRL, RELEWERERE LTHEL (NE&O0. 42¢g, IXE
6 0%) .
l'H—NMR (CDC1,) 6:6. 59 (1H, s), 7. 09—7. 17
(4H, m) , 7. 27—7. 44 (5H, m) , 8. 12 (1H, d, J=1.
9Hz), 9. 90 (1H, s).

(BEH197)
5—Tx=of—1— (2—FZ=/VRANVEKE=L) —1H—-Er—/—3—F/LA
LFEe R

[6—Tz=—1— (2—FZ=NRANAF=)) —1H-Fr—)L—3—A

Nl AZ )= (480mg) OFEM=FIAEIK (20mL) FF7—n
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— IR EATVvE=UL NAULTF—h (80mg)  N—AFAEALRY

N—FFYF (407mg) ROELVHF 25— —TR4AHK (500mg)
Bz, BETL. 5EEMEERLE, RINREEB=FLTHRLTES A M5
B Lk, PREBERWE L. BEWMELIAINITAIux NI TT 4—
(BB : ~3¥ v —ERF =4 : 13 : 2) THEUITIZLITLY,
FEAVEEARKRL LA (NE&272meg, L5 T7%) .
8Hz) , 6.

!H—NMR (CDC1,;) 8 :6.
90 (1H, dd, J=4. 9H z,
=3. 9Hz, 1. 4Hz) , 7.

H, dd, J=4. 9Hz, 1. 4Hz) ,

z), 9. 88 (1H, s) .
(%6119 8)

— =3 —HN )5 R

59
3.

(1H, 4, J=1.

9Hz) , 7. 05 (1H, dd, J

24—7. 45 (5H, m) ,

8. 07 (1H,

d,

7. 62 (1
J=1. 8H

2—AFN—1— (FJz=)VALVE=)) —5— (3—Fx==)t) —1H—Vn&m

[2—AFn—1— (TFz=NVANFE=)V) —5— (3—F=x==)l) —1H—

ro—n—3—AN] AZ)—) (307Tmg) . T7hF7—n—7wbNLT%E

=k T F—F (26. 4mg) . N—AFALEAFI Y N—FF¥V

K (216mg) BAONELHFaTF——TR4AHK (21 5mg) ZHNVT
H2EZH] 6 L RFEORIELZITV. REbLEYWEZBEHMRKYE LTEL (E3 09

g, [WE76%) ,
1H—NMR(CDCIQ,) 0 : 2.
7. 02—7. 06 (2H, m) ,

7.

90
2

—7. 43 (4H, m) , 7. 54—7.

s) .
(2%ZH)199)

(3H, s), 6.

50

(1H, s),

3—7. 26 (1H, m), 7. 37

60 (1LH, m) ,

10.

01 (1H,

5— (4—nFuz=)V) —2—XAFN—1— (Fz=VANLFE=)) —1

H—te—nL—3—1 Tk R
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[6— (4—TAARTz=A) —2—RAF)—1— (F== VR )LE=N)
—1H—FE—A—3—AN] AF )= (1. 08g) Z7Er=FUA (2
OmL) WML, ThI7—n—7uv A7 rE=Ub AT F—F (10
Omg) . N=AFLEALERIY N—-FFVEF (0. 52g) BIUOELVFa
F—y—TR4AHK (1. 00g) iz, BRT2RKHEBRH L, HSKE
BERWEE., REVEER-TFVICREBL, BS54 N TABLL, AREBIER
ML, BEWEI VATV T LI u~ N7 40— (BEBE : ~F¥ o —FE
BRrFA=3:1) TTHEUL, KBLEWEEEKERE LTELZ (REO0. 7
1g., INE66%) ,

IH—NMR (CDC1l,) 6:2. 89 (3H, s), 6. 46 (1H, s),
6. 99 (2H, t, J=8. 7Hz), 7. 11—7. 21 (2H, m) , 7.
37—7. 46 (4H, m) , 7. 56—7. 62 (1H, m), 10. 01
(1H, s) .

(%5612 00)

2, 4—VCAFN—5—Tz=—1— (Fz=/VANKR=)) —1H—ERr—
JV—3 —HNSNTEe R

[2, 4—VAFNV—5—Tz=n—1— (Fz=VALVEKR=)V) —1H-VF
n—n—3—A)N] AF/)—N (0. 84g) . ThrF—n—ubtATrE=
JA NANTF—h (7. 83mg)  N=AFALENRI Y N—-FFVF
(437mg) BIUOELVHFaF—V—TR4AHMK (422mg) ZANVTS
EZFl6 L RABEOBIEEZITV., REMEMEBERRMLE LTHELZ (KE&0. 59
g. IE71%) ,

! H—~NMR (CDC1,) 6:1. 95 (3H, s), 2. 88 (3H, s),
7. 08—7. 06 (2H, m) , 7. 26—7. 42 (7TH, m) , 7. 54
—7. 60 (1H, m), 10. 13 (1H, s).

(&E#H201)

5—Fxz=)—1— (FJz=)VA)VE=)V) —4—Tue’r—1H—rr—1—
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33— NVFe R ‘_

[6—Txz=t—1— (Fz=)VALR=)N) —4—TrELV—1H—-ER—
NW—3—AN] AF /=N (2. 73g) TFF7—n—7RELTE=TA
~pANFF—h (142mg) . N=AFLEAFYIY N—FFTFK (1. 0
4g) BOUELFaF5—Y—TFRAAMK (1. 5g) 2AVTEEH 6 LMK
DEIERITV, RECAVERRAHRLE LA (XE&L1. 33 g, IXR4
7%) .

! H-NMR (CDC1l,) 6:0. 72 (8H, t, J=7. 5Hz), 1.

30—1. 43 (2H, m), 2. 31—2. 37 (2H, m), 6. 94—6.
97 (2H, m), 7. 24—7. 40 (7H, m) , 7. 52—7. 58 (1
H, m), 8. 08 (1H, s), 9. 94 (1H, s) .

(&EHF202)

4, 5—-VT7z=p—1— (Fz=)VAAKR=)N) —1H—-ERrR—)L—3 -V

VaY %2l =N

[4, 5—VTz=A—1— (Fz=VANEKE=)V) —1H—¥r—)L—3 —
AN] A% )—N (8352mg) . T FF7—n—7BbEATVE=TLA WV
FF —F (13. 8mg) \ N=XAFALEARY Y N—AFTF (159m
g) BEOWELFaF—V—TR4AMK (17 7mg) ZANTSEH 6 LF
BOBEELITV., RELLAWZEGKRELLTHELE (RE250mg., IWER7
2%) .
! H—NMR (CDC1l,) §:6. 93—6. 96 (2H, m) , 7. 04—
7.09(2H,m),7.13—7.18(5H,m),7.26—7.35
(5H, m) , 7. 52—7. 58 (1H, m) , 8. 25 (1H, s), 9.
86 (1H, s) .

(&&#H2 0 3)
2 —spup—5—Jxz=)—1— (Fz=)VA)VK=/V) —1H—Fra—;r—3

— BT R
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[2—7/ru—5—T=z=—1— (Fo=/VRANVE=V) —1H—-Er—L
—8—AN] AF/)—N (830mg) OFTEF=FINVEK (50mL) &7
RS —n—7REATVE=TL RALFF—b (84mg) \ N—XFILE
WERYY N—F%¥YF (484mg) ROELVFaTf—Y—T R4 AWK (2,
0g) #iMx, BET5REFBERELEZ, KGR EZFRFLVTHFRLTETIA b
LB LT, PHBERBERGE L, BEBWE VW TND T D70 T T7 4
— (BRBE . ~FV o —FB-FIL=19:1—4: 1) THESTDZLIZL
v, HELAYEECHRDE LTRZ (HE&E440mg, NEK53%) .
!H—NMR (CDC1,;) §:6. 52 (1H, s), 7. 32—7. 52
(7TH, m) , 7. 62—7. 69 (3H, m), 9. 93 (1H, s) .
(BEHI204)

I FR—5—Tr=—1— (T ANK=L) —1H—Er—L—

3= FTEe R

[2—TnrFr—5—T=z=p—1— (T==/VRANVE=)V) —1H-ERr—
N—3—AN] AZ)—) (8330mg) OTEF=FIAEK (20mL) I
FRFG—n—TBRBEATUVE=TL ~ULLTF—F (53mg) . N—AFN
EFARYY N—FFVF (270mg) ROELVHRaTF7—v—T X4 AKK
(500mg) Mz, BRTL. 5MBHRLEZ, RNKEFBRTF L THR
LTEIA4 BB LE®R., PREBIERELL, REVMEVIITNDT L7 0
< 5T 4— (BRI ~FV U —EB=FL=19:1-4:1) THRE
THZLiCkY, RELADEZEAHRRKDHLE LTHAL (RE110mg, XFES3
4%) , |
1 H—NMR (CDC1,) 6§ :6. 32 (1H, d, J=5. 1Hz), 7.
27—7. 31 (2H, m) , 7. 35—7. 52 (5H, m) 7. 62—7.
69 (3H, m) , 9. 87 (1H, s) .

(3%E#)205)

o—rspn—4—INFr—5—Txz=)—1— (FJ=z=)VALVEF=/) —1H
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—ra—N—3 =N LFEe R
[2—Zunm—4—TnFu—5—Tz=p—1— (Fz=)VRA)VER=)V) —
lH—-tu—n—3—A4n] A% /=N (21 0mg) O7&F=1FIJNVEK
(15mL) €FbF—n—uvbArT7rE=vAs XAALTT—hF (31m
g) N—=AFNLELRYY N-—FFTFK (156mg) KBEVHF2T—¥
—TZAAWK (500mg) #Mi, BIRTL. SKHMBEHRLL, RIGKEZHE
BzFALTHRLTETA MAB LR, AIREBERE L, REWZI DD
FENIThrua<e v TT7 40— (BRABE : ~F P —HR-=FL=90:10
—85:15) THETAIZLIZLY, RELEWZEGHRYE L TREL (X
BE140mg., INFE6 7%) .
!H—NMR (CDC1l,;) 6§ :7. 28—7. 36 (2H, m), 7. 42—
7. 55 (6H, m) 7. 66—7. 71 (3H, m) , 9. 92 (1H, s) .

(BEHI206)

4—IpFuae—5—TJz=—1— (F==)VANLR=)V) —1H-—¥Er—/L—
3—HANFEe R
[4—7Wﬁm—5—7m:w—1—(71:wzw$:ﬁ)—1H—Em~
N—3—AN] AZJ)—) (40mg) OTEI=FIAEK (LOmL) 7
FS—n—FabEATrE=UA ~AATFF—b (21mg) . N—AFLE
ARTY. N=FFYF (82mg) ROELHF 27— —T R4 AHR (1.
0g) #Mx, BETL. 5ERHEBHRLE, ICKRZHBR-FLVTHRLTET
4 NABLEHR, AHBREBIERG L, BEWEV VI INNT b uw T T
T4 — (BREBWE : ~%9 L —B=F =7 : 3) CHETBZ LY., &
BEbEWErEARRYE LTHEL (NEB1O0mg., INE25%) ,
1 H—NMR (CDC1l,) 6 :7. 14—7. 17 (2H, m) , 7. 33—
7. 61 (8H, m) 7. 95 (1H, d, J=5. OHz), 9. 91 (1H,
s) .
(55512 07)
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5—70F—~4—AFN—1— (Fz=)VANHE=)) —1H—¥r—1—3 —
BNV TE R
5—70E—4—RAFnN—1— (F=z=VANFKE=)V) —1H—¥Er—/—3
—~ANBUBAFLVERNT, 23564 9 LRBOBIEZITY., RELEYEE
aEke LTHz (1. 78¢g. WE54%) ,
IH—NMR (CDC1l,) §:2. 14 (3H, s), 7. 50—7. 62
(3H, m) , 7. 91—7. 96 (2H, m) , 8. 04 (1H, s), 9.
77 (1H, s) .
(%612 0 8)
4—AFN—5—Tz=Ar—1H-¥Rr—)L—3—IANTER
5—7rE—4—AFNL—1— (F==/VALEKE=)V) —1H—-¥r—/L—3

—HANALTE R (1. 78¢g) . Zo=ARursf (1. 37g) . ¥Y7un

IR (R TamARRT4Y) 1 AT VUA (0. 19g) BIUHRET

Uwa (1. 72g) @1, 2—=VAMFv=H (30mL) —/K (10m
L) K% 1 00°CT1REEE L, 8mo | /LAKEET Y v LKEK
(15mL) Mz, 90 CT3KMERLAL, WHE, FrR-F L THHLZ,
R & S fn Ak TRl L, BB~ 7 R VU A TR, BERNE L
BEWMEV I I FAI T T T 40— (BRBE : ~F ¥ —BiR-TF
=9 :1—1:1) CTTHHL, BOnEEEYE~FY O THRETDHIEIC
LY., BEAMEPREAERKL LTEL INE815meg, L6 9%) .
1 H—NMR (CDC1,) 6 :2. 47 (3H, s), 7. 34—7. 48
(6H, m) , 8. 58 (1H, br), 9. 91 (1H, s) .

(B3E#209)

5—7uE—1H-—¥u—nL—3—IA A ATE R

5—7nE—1— (PIYPVy—3—ANVANK=)V) —1H—¥r—)L—3 —
ANVRVBEAFL (4. 16g) DF T RFurJy (40mL) WKIZKE
m94y7%&7wi:7A@1.5mol/wa:y%W(26mL)%—
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78CTMA., 0CT3 OB LE, RISRAWIZAK (L0OOmL) &z,
0CTE DI LEHER L, BEVEEBR-F L CHhH L, Mgz, fafm
BHKCHEE, BB NI UATEHREL, B L. BEREL. EEY.
PRAFAANLEFRFYVE (25mL) BEOMI=F A7V (13mL) OEA
WICSERLRRE - Y DU R (2. 20¢g) Bz, BAWE LERBEHE UL,
RiGEAWIZAK (100mL) 2z, BT - ChHild L7, & 28R
BRAKRET b U U AKEEE, K, BTIREK CURSE., AT M) U A THRE
L. AL, BIERBWE L, BEWELIITAVITIAIu~ T 77 4— (B
BAVALE : ~FH v —EERRFA=1: 1) THERETIZLICLY., RELEDE
HEREL LTEE (NEL. 24¢, [WES59%) ,

l1H—NMR (CDC1l,) §:6. 65—6. 67 (1H, m), 7. 38—

7. 40 (1H, m), 8. 80 (1H, brs), 9. 71 (1H, s) .

(B%4#1210)
2—RAFN—1— [ (8=RAFNTz==)l) AVAE=V] —5—T=z=/b—1H
—¥r——3—ANA AT R

2—RAFN—1— [ (83=AFNTz=)V) AHE=)}V] —5—-—T=z=/—1
H—tr—L—3—WLRV/BzFNL (588meg) OF FF b FurJ K
(10mL) #—7 8CIRAKLEE, KBLISA Y TFATAI=TADL.
5mol /L Mz K (3. 00mL) #HTF LA, MTKRTH, —78%C
T304, RIBET3OLMEEL., 1mol /1¥EEE (10mL) ZMA, B
B CHIH L7e, M Zaafn Rk CoiE L. BRI Y U A THEER
%. BERE L7, BRENOT % L= Y%K (10mL) Z0TIKRHL,
FRF—n—FREALTVE=TA RAUATF—F (53mg) . N—AFN
FAKRIY N—FFVF (358mg) BLOELFaT——T X4 AHK
(1. 0g) Mz, BRT2. S5KMEBELE, RNKEBRERER, REBEY
BT (30mL) ICHBL, €74 MBIl LK, SR L.
BEME LY BFAN TR ae NI 5T 4 — (RIS ~% 3> — BB F
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=9 :1—2: 1) KTHEL, RELADEREAHRYE LTEL (IR
250mg. NE48%) .

1 H—NMR (CDC1l,) 6:2. 30 (3H, s), 2. 89 (3H, s),
6.47(1H,s),7.10—7.40(9H,m),10,01(1H,
s) .

(BEH21 1) .

1— [(2—AFNL—5—FUIVY) AAF=V] —5—T==/b—1H—-V
a—)L—3 =N LT R

ZHEEEEF. 1— [ (2—AFA—5—-FYIVV) ANVFE=)V] —65—-7
c=A—1H—-—F¥r—L—3—WLR/EBZFNL (280mg) DT F7E R
75y (20mL) WiKE—78CITHAL, HBRLENRDL, 1. 5mol /L
DA VTFATAI=AD M UER (3. OmL) 2Mxic, RIRETI

5 SREIBEE. 3 0MNTT—4 0 CIKRESEE, K (50mL) M,

FIEEE T 5 A EE%. 1 0AM» T COTIKFREEL, HE=F/L (30m
L) Mz, FEETL 5 0EERE, BRET200MERLE. FVREBEDE
BS54 FEAVTAHEL, BIA FEFHBRTFALTHRE L, SBPoAHREE
ASEEL. BaTna ik TG L. EARER< 73V U A THRER, BIERNEL
BEWEF RS Frr5y (50mL) WML, Z@BkwrHY (75 %1k
BmIEE. 3. O0g) Wi, BRTIBMERLE, KWz E7A4 h2AV
THEL, BS54 MR- FNCHRE L, AREBERER, REZ2VID
Frsishrzuw g7 44— (BREE: ~F¥r—HR-FL=19: 1—
1:1) L ORESEL, RELADERERERE LTHE (RE150me., ¥
F61%) o

1 H—NMR (CDC1,) 6:2. 78 (3H, s), 6. 64 (1H, s),
7. 21—7. 26 (2H, m), 7. 36—7. 51 (3H, m), 8. 10
(1H, s), 8. 40 (2H, s), 9. 90 (1H, s) .

(BEF212)
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4—AFN—1— [ (3—AFATz=)) AAFE=)N] —6—T==r—1H
—vr—nN—3 =N LTER

EEFEEIATF. 4 —AFA—1— [ (8 —AFNT=z=)v) ANVE=)V] —5
-7;:»—1H—HH~N—8—ﬁWﬁ7%i?W(2.48g)®?%7t
Kr7 5 K (60mL) #—7 8CIKHALIE, KRLVA Y TFAT IV

' I=vAD1l. 5mol /LMK (13mL) %=1 545 M™T T T L.

—78CTEBIZ3 0SMMBEELE, FIGKIC1Imo 1 /LM (6 0mL) %
Mz, BT CHIM Ui, MliREK, ek ol L, MRmR~ 7
Ry A TEHEE, BEERELE, BEZ7EF=1FIAEK (100mL) I
BRL, S hF—n—7RBEATVE=UL AT F—F (0. 21g) .
N—RXAFNLENLRY N—ﬁ%??*ﬁ%(l.31g)ﬁi@%V#13—

T2 AAWE (6. 0g) Mz, BRT2HEMEBELL, SR EBER

e, BEICEEETFL (300mL) BMi. BWEEEEIA LABL, BT

A FEERTF AT L, ARERERER, REBWEY VI TNAT AT
nw NS5 74— (BERE : ~¥Yr—FB=FL=19:1-3:1) T
BERLL, EELADEEERRYE LA (REL. 76¢, INE80%) .
IH—NMR (CDC1,) §:2. 02 (3H, s), 2. 25 (3H, s),
6. 99—7. 43 (9H, m), 8 05 (1H, s), 9. 96 (1H,
s) .

(&EH 21 3)

1— [ (4A—TnrFur==)) AK=N] —4—AFNV—5—T==/b—1
HebEno—l—3—hA LT R

EHEFBAKT. 1— [ (4—T7AFRT2=)V) ANVE=N] —4—AF N —
5—7xz=l—1H—Fu—L—3—IVRVEBAFN (1. 48g) DT 7
L RS RE (40ml) 22— 78 CIKHHAILEER, KRV Y TFAT
AI=UADL. 5mo 1l /L MK (7. 9mL) %1 55H 0 TH
FL. —78CTEbIc3 0 WIS LA, RISHIC1mo 1 /LEE (40m
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L) &Mk, EEBR=F L CHIE Uiz, MR A K, SMEHEAK TS L, Bk
B~ 73y ACHME%, WERKLEZ, BEE7E =TI VK (6 0m
L) &ML, T hI—n—7ur7re=us A7 F—hF (0. 14
g) . N=RFNLEARY Y N-—FFT FAkfil (0. 80g) BIUELH
25—V —TFRAAAKME (4. 0g) EMx, BET2RERELL, 5Kz
WEEE . REICHREFL (20 0mL) M. WERELT 1 k5L,
54 P EFBRIFLCEE L, AREBERER, BEVWEY I TV T
rruw NS5 7 40— (BEBE: ~FP—FBcFL=19:1->3:1)

TR L, RELCAYEEAHRDLE L THEE (NE721meg., IXES5
3%)

l1H—-NMR (CDC1l,) 6:2. 03 (3H, s), 6. 96—7. 04
(4H, m) , 7. 26—7. 42 (5H, m) , 8. 04 (1H, s), 9.

96 (1H, s) .

(BEHI214) |
Q—AFN—5—Txz=r—1— (PYPr—3—ANVANE=)N) —1H-F
g—)L—3—HANLTE R

Q—AFN—5—-—T=z=—1— (Y *)V—B—/(/I/X/I/ﬂiilw —1H-—
e——3—AARVEBZFNL (980mg) OF T Fury I @K (1
5mL) &— 7 8CIHA L, KRILVAYTFATAHI=VALDOL. 5m
ol /LMy (5. 3mL) 21 05MMTTHTL, 2KEMTT
OCIKHE LA, A (100mL) | BEE=F/L (20mL) &Mz, VRT3
0 BBE Le, KISMEETA M5l L, BB E 5B L, SRk Tk
L. EXFEEET FY 7 A CHBRE, BIEBELE, BEEZT7 & M= U VREK
(25mL) KWHEML, 77— n—7REALTVE=V A SV TF— |
(93mg) . N=RAFAEALRYY N—FFVRNKf¥ (466mg) B&X
VELF 2T~ —TRA4AHE (500mg) #MZ, BB T2REHEERL
RIS A WE % . RECERIF L (30mL) EMA. 54 5L,

203



10

15

20

25

WO 2006/036024

PCT/JP2005/018572

¥ T4 NEEBTFUTURE L, AREBERGR., REVEY I I IND T

rrua<w /ST 40— (BREBE: ~FV 0 —FBFNL=19 :1—-1 :

1)

TR L, REEWERAaHRDE LR (N&235mg., XFE2

7%) o
!H—NMR (CDC1;) &

2.

7. 18—7. 42 (6H, m) ,

(1H, s), 8. 77—8. 79 (1H, m), 10. 03 (1H, s) .

(%612 15)

7.

93 (3H, s), 6. 51 (1H, s),

59—7.

64 (1H, m) ,

8.

60

A4—70a—2—RAFNL—5—Tz=)l—1— (Fz=)LANLF=A) —1H—

Po—p—3—FANLTF e R

A—7nn—2—RAFNL—5—Txz=)b—1— (Fxz=VA)E=/) —1H

—¥r—A—3—HIARVBTZFNL (61 0mg) . KRLIPA Y TFATAI

=Y AD1l. 5mol /LI VEK (6. OmL) . 7 —n—7uwt®Nn

TrvE=UA NAATF—F (63mg) . N=AFLENALRY Y N—-FF

YF(195mg) ROBELFaTF7—V—T7TR4A¥HK (300mg) ZANT
BER 49 LRBEOBREZITV., RELLEDEZYRRAEELE LTHE (&30

lmg., NE55%) ,

! H—NMR (CDC1,) 6:2.

(2H, m) , 7. 33—7. 46 (7TH, m) , 7. 57—7.

m), 10. 1 (1H, s) .
(&2 16)

94 (3H, s), 7. 13—7.

16

62 (1H,

5—7%»—1—(7;:wxw$iw)—1H—Em—w—3—ﬁwﬂw?t

K

5—T7FN—1— (F==VANVE=V) —1H-ERr——3 -V RER
TF)N (780meg) ZAVWTREF 2 1 2 LRAKEOEBRELZITV., ZELAYE
maEEE LTE (INE553me., INES82%) .

'H—NMR (CDC1,) 6

: 0.

84—0.

204

89 (3H, m) ,

1.
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1. 50 (2H, m) , 1. 48—1. 57 (2H, m), 2. 59—2. 65
(2H, m) , 6. 43 (1H, m) , 7. 55—7. 60 (2H, m), 7.
66—7. 71 (1H, m) , 7. 82—7. 84 (2H, m) , 7. 95 (1
H, s), 9. 81 (1H, s) .

(BEF217)

5—v7u~ndin—1— (ZJz==1VA)KR=)) —1H—-¥ua—n1—3 -}t
T e R

5—yr7u~dFn—1— (Zz=)VA)VER=)) —1H—F¥ra—L—3—7
NARVBTFN (640meg) ZRWTEEH 2 1 2 LRKROEBIEZITV., KE
v zERme LBk (IN&424meg, NEBT75%) .
'H—NMR (CDC1,) 6§:1. 14—1. 28 (6H, m), 1. 60—
1. 72 (4H, m) , 2. 82 (1H, m), 6. 44 (1H, s), 7. 5

'4—7. 59 (2H, m), 7. 64—7. 67 (1H, m), 7. 80—7.

83 (2H, m), 7. 91 (1H, s), 9. 81 (1H, s) .
(BEpH218)
5—Yy7u7util—1— (Jz= VA E=/V) —1H-—VF¥r—/L—3 -0V
NVTF e R

5—ysuubir—1— (Fz=ARANEF=)) —1H—F¥u—1L—3—7
WRVBEAFIV (406mg) ZAVWTSERI2 1 2 LAKROBIEZITV., RKE
bEWEMRBE LTHEE (NE24 Tmg., IXFE68%) ,
IH—NMR (CDC1l,) 6§ :0. 32—0. 38 (2H, m), 0. 73—
0. 79 (2H, m), 2. 01—2. 06 (1H, m), 6. 24 (1H,
s), 7. 54—7. 59 (2H, m) , 7. 66—7. 71 (1H, m) , 7.
88—7. 90 (2H, m) , 7. 96 (1H, s), 9. 79 (1H, s) .
(BEHI219)

1— { [8— (AFNARIAKE=N) Tx=V] ANVFE=)) —5—-Tz=/b—1

H—-tva—n—3—4r5e R
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5—7z=)L—1H—¥Fae—1—3 -2\t K (100mg) OF T
EFr77 U@ (10mL) IZERTAELLTFITUA (6 0%MHE, 4 7Tm
g) ZMxT30OmME®HLE, 15—2F0—5 (257mg) ZHWFLT
30nREEBHLEE, HIL [8— (AFARAF=N) RUOBV] AVE=)L
(223mg) Wi, FiC1 5RFMBEHE L, RNKICEMBEKZMZ &,
Eife— F - CHIE L7s, MR E AR Tl L, EXRB~ 7 R U AT
FEIRE, BERE L, BEDEV IV T A~ 57 04— (REE
. ~FY R FA=7:3—>1: 1) THERETI LI, KELLE
WERERARRYE LTHEZ (N&160meg, K7 0%)

! H—NMR (CDC1,) §:2. 98 (3H, s) 6. 61 (1H, d, J
=1. 8Hz), 7. 16—7. 20 (2H, m), 7. 30—7. 36 (2H,
m), 7. 41—7. 47 (1H, m) , 7. 57—7. 59 (2H, m) , 7.

92—7. 94 (1H, m), 8. 10—8. 13 (2H, m) 9. 90 (LH,

s) .

(BBH220)

1— {[8— (=ZFNVANF=N) Tz V] ANE=N}) —5—Tz=—1

H—to—/L—3 - ATk R
5—7xz=/—1H—-¥a—L—3—AA"ATE R (17 1mg) . K&K

FRU A (60%MHME, 58mg) , 15—75y—5 (264meg) BL

VML [3— (ZFARNF=N) RUyBY] AE=)l (322mg) ZHV

TBEH 2 1 9 LRBOBIELZITY., KREMEWEZREGHRY L LTEL (X

B348mg, INEB6%) . |

! H—NMR (CDC1,;) 6§ :1. 23 (3H, t, J=7. 5Hz) , 3.

03 (2H, q, J=7. 5Hz), 6. 61 (1H, d, J=2. 1Hz),

‘7.15—7.18(2H,m),7.30—7.36(2H,m),7.41

—7. 44 (1H, m) , 7. 55—7. 57 (2H, m) , 7. 91—7. 9
2 (1H, m), 8. 05—8. 09 (1H, m), 8. 13 (1H, d, J=
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2. 1Hz), 9. 91 (1H, s) .

&EBH221)

1— (2, 3=Vt Fur—1, 4—RUYIFHFIU—6—ANVA)F=/) —
5—7;:»—1H¥Em—w—3—ﬁWNW?EP .
5—7z=/—1H—Fr—A—3—HA AFER (171mg) . K&ElL

FrUTA (60%MHME. 72mg) . 15—277U—5 (330mg) BE

Vb2, 3—YeRr—1, 4—RUYVFFT I —6—RVFE=/V (352

mg) ZAVWTSEH 2 1 9 LRKOBIEZITV., RELEMEZHRACHRY &

LTE~- (IRE258mg., MET70%) ,

!H—NMR (CDC1,) 6§ :4. 22—4. 30 (4H, m), 6. 56
(1H,d,J=2.le);6.71—6.85(3H,m),7.18—

7. 22 (2H, m) , 7. 30—7. 44 (3H, m), 8. 06 (1H, d,

j=2. 1Hz), 9. 87 (1H, s) .

(BEH222) ,
29— [(4A—FAAIN—2—Tzxz=—1H—Fu—Lr—1—A)) R)LEKE=
N Ry =FU
5—7xz=)V—1H—tr——3—-bA LTt R (171mg) . KFKfk
FRUTA (60%HEE, 72mg) . 15—2F7Y—5 (330mg) B&
VYT (2= T/ R_RUBY) AE=L (302mg) ZAVTSEH2 19
LRBROBIEZ TV, RELEWERARAHRW L LTHE (NE253meg,
KT 5%) .
1 H—NMR (CDC1,) 6:6. 62 (1H, d, J=1. 8Hz) , 7.
04—7. 09 (2H, m), 7. 18—7. 26 (3H, m) , 7. 32—7.
42 (2H, m) , 7. 60—7. 68 (1H, m), 7. 75—7. 79 (1
H, m), 8. 35 (1H, d, J=1. 8Hz), 9. 93 (1H, s) .
(BEfHI2 2 3)

4— [ (4—FRNIN—2—Tz=)—1H—Fr—b—1—A)V) RALFE=
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A] RV =R

5—7z=—1H—VEa—nL—3—A VTR (171mg) . KFElL
FhRIDUA (60%ME. 72mg) . 15—770U—5 (330mg) BX
VL (44— 7/ R_RUEBY) AuF=/L (302mg) ZHVTSER219
ERROBIEZITV, RELEVEREARRHL LTHL (RE303mg,
N9 0%) |

!H—-NMR (CDC1l;) 6§:6. 60 (1H, d, J=2. 1Hz) , 7.

13-—7.16 (2H, m) , 7. 30—7. 46 (5H, m), 7. 58—7.

62 (2H, m), 8. 10 (1H, d, J=2. 1Hz), 9. 90 (1H,
s) .
(BEFI2 2 4)

2— [ (A4—FNIN—2—Tz=)l—1H-VFYr—l—1—A)V) ANFE=

] REFBATFIL

5—7xz=)V—1H-—Fr——3—HA V7Tt R (513mg) . KFEL
FrITA (60%HME, 21 6mg) . 15—277U—5 (990mg) B
JO2— (oA iR=)) ZEEFEBRAFIL (1. 06g) ZRVNTEREH 2
1 9 L RFROEBIERITV., RELAYEHREAHRYE L TR (NE664m
g, XE60%) .
! H—NMR (CDC1,) 6 :3. 88 (3H, s), 6. 59 (1H, 4,
J=1. 8Hz), 7. 07 (1H, d, J=7. 2Hz), 7. 14—7. 2
6 (5H, m), 7. 33—7. 36 (1H, m), 7. 56—7. 58 (2H,
m), 8 11 (1H, d, J=1. 8Hz), 9. 92 (1H, s) .
(&2 25)
3— [ (4—FNIN—2—T=z=)b—1H—-F¥R—JL—1—A)) A)FE=
W] BREBATF IV
5F—T7z=A—1H—¥F¥u—n—3—FL\VFTEe R (1. 32¢g) ., K&k
%FU&A(GO%%ﬁ\444mg)\15—?37V—5(2.04g)%
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iUB—(ymmxwﬁzw)fﬁﬁﬁi?ﬁ(z.17g)%ﬁmfﬁﬁﬂz
19 & FEOBRELIT., RELAWEREEIRYE LTEZ (INE1. 96
g. L6 9%) ,

!H-NMR (CDC1,;) 6§ :83. 92 (3H, s), 6. 57 (1H, d,
J=2. 1Hz), 7. 12—7. 15 (2H, m) , 7. 26—7. 32 (2
H, m), 7. 37—7. 49 (3H, m), 7. 96—7. 97 (1H, m) ,
8. 13—8. 14 (1H, m), 8. 18—8. 22 (1H, m), 9. 90
(1H, s).

(BEHI226)

2—InAe—4— [ (4—FKNVIN—2—Tz=V—1H—-VFua—)—1—A
W) ANR=N] Ry =R

5—7xz=)l—1H—Fue—n—3—A\)L5FEe R (172mg) . AFEl

FRUPDA (60%HME, 61. 4mg) . 15—257>—5 (0. 30m

L) BXOME (4—v 7/ —3—7rFuxrBy) Ark=/ (433m
g) FRAVWTEEF2 19 LRROBIEZITV., RELEWEZAERKRL LTHE
7o (INE283mg. K7 9%) .
!H-NMR (CDC1,;) §:6. 35 (d, 1H, J=1. 8Hz) , 7.
06—7. 09 (1H, m) , 7. 16—7. 25 (3H, m) , 7. 34—7.
39 (2H, m) , 7. 45—7. 50 (1H, m) , 7. 60—7. 64 (1
H, m), 8. 08 (1H, d, J=1. 8Hz), 9. 91 (1H, s) .
BEpI227)
o—sun—4— [ (4—FAIN—2—Tz=A—1H—Fu——1—4
W) ANE=] Ry =R I
5—TJxz=/—1H—ER—L—3—F \ATER (175mg) . KFk
FThRIUA (60%WMHE 63. 6mg) . 15—2779>—5 (0. 831m
L) BXOH (3—2ue—4 -7 )R_REY) AVE=/V (67 5mg)
FROCTEEN 2 19 L AKORERT, BELANE ARMERL LTRE
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(R&310mg, IXE8 2%) ,

!H—NMR (CDC1,) 6§ :6. 63 (1H, d, J=1. 8Hz) , 7.
16—7. 20 (2H, m) , 7. 30—7. 40 (4H, m) , 7. 46—7.
52 (1H, m) , 7. 63—7. 66 (1H, m), 8. 08 (1H, d, ]

=1. 8Hz), 9. 91 (1H, s) .

(2EHI228)

1— [ (1, 1-PFFVF—2, 3—PeFrp—-1-_RVFzr—6—A

V) AKR=)] —5—Tz=)l—1H—Fua—)L—3 -5k R
5—7xz=)L—1H—-¥F¥a—nA—3—HARNAFEF (172mg) . KEL

FTRUTAL (60%MWE, 61. 6mg) . 15—2777—5 (0. 30m

L) BLWEMG6— (2, 38—V RFa—1—-RUYFFT7=V) RVER=)V
1, 1—-9FFVF (8394mg) ZRAVTEER 2 1 9 LRBROBIEEZITV,

 RELAMEEEARERL LTEE (NE&116meg. K2 9%) .

'H—NMR (CDC1;) 6:3. 39—38. 44 (2H, m), 3. 50—
3. 55 (2H, m) , 6. 60 (1H, d, J=1. 8Hz), 7. 17—7.
20 (2H, m) , 7. 34—7. 39 (83H, m), 7. 45—7. 54 (2
H, m), 7. 62 (1H, d, J=2. 1Hz), 8. 09 (1H, 4, J=
1. 8Hz), 9. 89 (1H, s) .

(BEH229)

1— (1, 3— RV IFTFTYV—N—6—ANANVE=)) —5—T7=z=/L—1H
—bEr——3—=HNANATE R

B—T7xz=)l—1H—-Fa—L—3—AA LTt K (135mg) . KkFEfL
FTrIUA (60%ME, 38. 3mg) , 15—77U—5 (0. 18m
L) BLXOWELG6 — Ry F TS —NANF=) (206mg) ZRANTHES
219 LRAKOBIEEZTTV., KRBTz EARKHRE L THELZ (RE248mg,
K8 5%) ,
1H—NMRKCDCI3)6:6.56(1H,d,J=1.8Hz),7.
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08—7. 11 (2H, m) , 7. 23—7. 28 (2H, m) , 7. 38—7.
43 (1H, m) , 7. 49—7. 52 (1H, m), 7. 80 (1H, d, J
=1. 8Hz), 8 08 (1H, d, J=9. OHz), 8. 17 (1H, d,
J=1. 8Hz), 9. 23 (1H, s), 9. 90 (1H, s) .
(B%EH12 30)
1— (1 R FZ—2—ANVANVK=)N) =5 —Tz=/—1H—-—FEa—
V=3 = FEe R
5—7=z=)l—1H—¥a—nLr—3—h 1 L5t (100mg) OF
ERer S Bk (10mL) CERBTAELF FY 7A (6 0%k, 4 7m
g) EMZT3 OB LE, 15—275v—5 (257mg) 2 FLT
SO LB, HIL2 — RV FF T2 A HE= (204mg) &0

. ET 1R L, RISTRIC AT Ak B 2 7. BERE LRI L
o R R BRI CEEE L. SEAKTRER~ 7 RS A TERE . B L

Tro BEWMEV I I TN T AIu~ NI T T 40— (BRBE : ~%9 0 — Bl
TFN=4:1—-3:2) THRETHIZLIZLY, RELEDEEAMRD L L
THEZ (NE180mg., IXES84%) ,
'H—NMR (CDC1,;) 6:6. 59 (1H, d, J=1. 8Hz), 7.
18—7. 32 (6H, m), 7. 40—7. 54 (3H, m) , 7. 6 7—7.
80 (2H, m) , 8. 10 (1H, d, J=1. 8Hz) 9. 89 (1H,
s) .
(BEH231)
14{[4—(X%wxwm:w)7¢:w]xw$:w}—5—7;:»—1
H-—¥¥ae——3 - \)LFE R
5—J7xz=V—1H—Fr—b—3 -V VTR (140mg) OFT+F
ERe77 08K (14mL) KERTKRELT FI UL (6 0%HiE. 6 6m
g) ZMx T3 0mMELE, 156—275U—5 (361mg) ZWFLT
30%%%#Lt%\ﬁm[4—(%?wxw$:w)&y€ijwm:w
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(313mg) ZMx. BT LREFBERLE, RINRICETIEEKZMZ 2%,
BEBR T TV CHIH L7z, MK Z SRk ootid L. BB~ XS 7 AT
IR, WERME L, BEVEVI A FANT A u~ N5 T 4 — (BB
it ~NFY U —EEFA=T7 : 31 : 1) THHEL, Big=F1L . -4 VS
rEAT—F AR (1 : 1) PofERbTszsicky., RBELEWEHARE
e LCHBE NE6 Tmeg., NE21%) .

! H—NMR (CDC1,) 6§:3. 05 (3H, s), 6. 61 (1H, d,
J=1. 8Hz), 7. 14—7. 17 (2H, m) , 7. 30—7. 35 (2
H, m), 7. 41—7. 52 (3H, m) , 7. 87—7. 91 (2H, m) ,
8. 12 (1H, d, J=1. 8Hz), 9. 90 (1H, s) .

(&%EHI2 3 2)

1— [ (3—T7EFALTz=)V) A)NEF=)NV] —5—Txz=)L—1H—Fr—

— 33— NFEe R

5—7xz=N—1H—¥Er—NV—3—IA ATER (200mg) OF 7
ERe7I UK (20mL) IZERTKFELTFI UL (6 0%HHE, 94m
g) ZMx T304 LE, 15—270U—5 (514mg) W FLT
3O0LMBHLEE, HIL (3—TEFARVEY) ANVEKF=V (384mg)
FME, FiC 2 BRI L, RISHRICARREAZIZ 2%, BB 1 O
H L7, g2 famafik comd L, EKmEg~ 72U A CTREBE, BER
WELT, BEMEL VBTN TAIu N5 T 40— (BEBE : ~39 v —
BT F =7 : 3) THEEMTE-LICLD, EELLAWESEREYLE LTE
72 (RE200meg, IWEL8%) ,

!H—-NMR (CDC1,) §:2. 46 (3H, s), 6. 58 (1H, d,
J=1. 8Hz), 7. 14—~7. 17 (2H, m) , 7. 26—7. 33 (2
H, m), 7. 38—7. 56 (3H, m), 7. 78—7. 78 (1H, m) ,
8. 11—8. 14 (2H, m), 9. 90 (1H, s) .

(B5bI2 3 3)
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1— [ (8—=}turd=z=) AAK=N] —5—Tz=t—1H—-F¥r—)—
3—HNALFE R

5—7z=A—1H—FB—A—3—HA LFE K (520mg) OF +F
ERRT7I WK (40mL) ([ZERTKELRTFI UL (6 0%MHE 364
mg) M2 T3 OLNMBERLL, 15—V —5 (2. 0g) ZHFLT
SOLNREEELEE, HIL (3—=Fta_U¥Y) 2AFK=/4 (1. 35g) %
Mz, BT 1REER L, RONRICEMEEKE MR 2%, Filk=F L Thill
L7z, iR Z &K TR L, BB~ 722U A TRBRE., BUERNE
Uiz, BEWEY Y ATANIT A a<w NI T7 40— (BREE  ~%9% > —E
BRrF)l=4:1—2:3) THEL, /1Yot r—FrrbiER{bT 5
Zlicky, REMEWERAGAKRL LTHEL (RE810mg, KT
5%) ‘

I H—NMR (CDC1,) §:6. 61 (1H, d, J=1. 8Hz) , 7.

13—7. 16 (2H, m) , 7. 29—7. 34 (2H, m), 7. 40—7.
46 (1H, m), 7. 55—7. 60 (1H, m), 7. 64—7. 68 (1
H, m), 8. 06—8. 07 (1H, m), 8. 13 (1H, d, J=1. 8
Hz), 8 37—8. 41 (1H, m), 9. 91 (1H, s) .

(&Ep12 3 4) |

F—Zxz=A—1— (FPYPr—3—ANVANE=)) —1H—-Fa—L—3—
VN ZaY %l N

THIUVERKT, 5—7=z=V—1H-Er—A—3—-FA"\LFTEFR (3
42mg) PEATF FSE RIS (20mL) WCHEML, SETEE LR
BAFILTPI UL (6 0%, 240mg) ZMA7, FIEETL 50k
BLE®B, 15—2759>—5 (1. 21mL) Mz, SHIZRABETL S
Rl Lz, LYV Oy — 83— AR AA=L HEEE (642mg) X,
EHIZFBET3 0B Lz, FNREEBR T F NV CHINE., SAFREEKR
F b U Y AKER, BRREACIRIC B L. SOKREE< 7% L 0 A C R,
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BIHZRETICEELE, BEMEL ISV T LI u< 77 40— (B
WL ~F Y —FBRF =19 :1—1:1) TRETZIZLICkY, KE
ftewEBaEifEe LTHE (NE470mg, XFET75%) ,

!H—NMR (CDC1,) 6§:6. 60 (1H, d, J=1. 8Hz), 7.
15—7. 19 (2H, m) , 7. 25—7. 37 (83H, m) , 7. 42—7.
48 (1H, m) , 7. 53—7. 57 (1H, m), 8. 13 (1H, d, J
=1.8Hz),8.4§—8.50(1H,m),8.74—8.76(1H,
m), 9. 90 (1H, s) .

(&EHI235)

1— [ (6—APFFVEYPU—3—AN) ANF=NV] —5—Tx==/V—1H
—bERr——3—INNATE R

FLAIVEBRBK T, 5—7xz=—1H—Fu—nA—3 -1 L7k R (1

71lmg) REKFFFEFRTSY (20mL) CHEMEL, SR CEELAEN

BAFNT NI UL (60%MHE, 200meg) Ak, FIBET1 50ME
BLE®E, 15—27972—5 (1. 01mL) Mz, LICFABETLS
B L7z, HIL6 —A FFVEIDV—3—ANVANLEF=) (623mg) %
Mz, SBHICFABETLREERRE L, RISKZEB— TV CHNE., faf K%
KEF 1 U & BARIK, BRAEA CIEC B L, SARE~ 7% v b TR
%, BEZBETICEELE, BEWEV I I TNIT DI~ NT 53T 4 —
(BB : ~¥ Vv —FiE=FNL=19 :1—1:1) THERIBZLIzLY,
FEAMERRDE L THEE (RES59mg., IFE1 7%) ,

! H—NMR (CDC1l,) 6§ :3. 95 (3H, s), 6. 59—6. 62
(2H, m) , 7. 19—7. 44 (6H, m) , 8. 08—8. 10 (2H,

m), 9. 88 (1H, s) .

(B3%EH#12 36)

1— (6—2Z7unpbYyPr—3—ANVANVFE=)V) —5—T=z=b—1H—-FnR

—)—3 =N TE R
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FAIVERE T, 5—7=z=/V—1H—-¥ta——3 -V VTR (5
l4mg) K77 Fr7J Yy (1 5mL) ICHEMFEL, BETHRELRZN
BAFET FI UL (6 0%, 180meg) ZMATZ, FIRETIL 55ME
PLE#®, 15—2777—5 (0. 90mL) M, SHICFREETL 54
MBH L, #Hik6—27nub P —83—AVAAKR=N (82 7mg) &M
%, SHICFEIRET 1RSSR L, RIGREZ BB F NV CHRE, EfnRERK
£ MY U AKEK, EMEEAKCTIEICHERE L., SRR~ 7RV Y A TREBE,
BHPBRETICEE L, BEWEL YV TN AT Iu< T 77 40— (BRA
W ~F Y~ FA=19:1—-7 :3) TRHRETARZ LT, KE
L& EMRBLE LR (IRE76 2mg., [NE7 3%) .
1H—NMR(CDCI3)5:6.62(1H,s),7.19—7.49
(7H, m) , 8. 09 (1H, s), 8. 24—8. 26 (1H, m), 8.

90 (1H, s).

(ZEH237) |
1— (2—ZuuvbyPr—3—AfINANVEK=N) —5—T=x=/V—1H—-¥ru
—)—3 =N T e R

B—Txz=/—1H—¥Yu—11—3—"Ar\VFTEF (514mg) ., KFEk
FTHrITA (60%HE 180mg) . 15—257—5 (0. 90mL)
BLO2—2un—3—°FYPrAAF=Lrual) R (716mg) ZHAVWTS
ZH 2 3 4 LRKROEHETRIGEITV., REIEEMETENVT 7 RE LTRE
(NEZ716mg. INE6 9%) .
1 H—NMR (CDC1,) 6:6. 64 (1H, s), 6. 70—6. 90
(1H, m) , 7. 05—7. 08 (2H, m) , 7. 15—7. 18 (2H,
m), 7. 26—7. 32 (1H, m), 7. 55—=7. 59 (1H, m) , 8.
26 (1H, s), 8. 44—8. 46 (1H, m), 9. 94 (1H, s) .
(55612 3 8)
1—(2—&ﬁHEUi9V—5—4wRW$:w)—5—7::»—1H—H
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n—y—38 -V VT ER
5—Tz=A—1H-ER—L—3 AN LFEF (342mg) . kEf
FRITUA (60%HE 120mg) , 15—275v—5 (0. 60mL)
BIt2—sun—5—tYIPr2AK=Aprul F (554meg) 2HANT
2EH 2 3 4 LEROFHETRIEZITV., READEHEAEEY L LTEE
(XE&E390g., INE56%) .
! H—NMR (CDC1,) 6 :6. 68 (1H, s), 7. 22—7. 26
(2H, m), 7. 39—7. 52 (3H, m), 8. 09 (1H, s), 8.
35 (2H, s), 9. 91 (1H, s).
(B3Ef239)
1— [ (6—2Zuu—5—RF LYY —3—A)) RANLE=)] —5—T=
=—1H—¥Fua—/1L—3 =L\t R
5—7z=l—1H—EB—A—3—HAALFE R (17 1mg) . kE
ThrUUL (60%HE 60mg) \ 15—2777V—5 (0. 30mL) B
YOIk —Zun—5—RXRF LI —3—ZF=)l (270mg) ZH
WTBEH 2 3 4 LABOKHECTREEZITVY., RELLEDEBERD L LTHEE
(E244mg. VK6 8%) ,
!H—-NMR (CDC1,) 6:2. 27 (3H, s), 6. 62 (1H, s),
7. 20—7. 26 (83H, m), 7. 35—7. 49 (3H, m), 8. 09
(1H, s), 8. 13 (1H, m), 9. 90 (1H, s) .
(B3&H240)
5— (2—7nrFn7z=)) —1—{[38= (RFARNLK=A) T==i]
ANHR=N} —1H—Fr——3 -5k R
F— (2—7rFurdz=)l) —1H-¥r—1L—3 =L ATER (47
Smg) DT+ Fur7Js @K (48mL) IZEETAKELLTFI VA (6
0%, 302mg) ZMAT3OHMEBEHRLE, 15—27F7V—5 (1.
66¢) BWTLT30AMBILER, Mk [3— (AFLRAKRZL) <v

216



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

BU] Ank= (1. 28¢g) ZMA, Bzl s KHAEHE L, RKISKICET
BHAKRZMZ %, BT CHIl L7z, Sl Z8ameEk Tlhg L, &K
MB~ 7 X7 ACHERE, BIERELZ, BEWEL VISV T A < b
7574 — (BB : ~F I —BRT=FNL=7:3—2:3) THELEKE.
VAT uebr—F ) BEB—FVRIK (4 : 1) hofEsfbkTaz tizky,
REAYMPEARKRLELTEL (INB576mg., [NK56%) .

!H-NMR (CDC1,) 6:8. 03 (3H, s), 6. 69 (1LH, d,

J=1. 8Hz), 6. 97—7. 02 (1H, m), 7. 19—-7. 22 (2
H, m), 7. 43—7. 50 (1H, m) , 7. 63—7. 75 (2H, m) ,
7. 99—8. 00 (1H, m), 8. 14 (1H, d, J=1. 8Hz), 8.
16—8. 19 (1H, m), 9. 91 (1H, s).

(&EfFI24 1)

1—{[3—(1?wx»$:w)7::WJXW$:W}—5—(2—7wﬁ

m71:w)—1H—Hm~w—3—ﬁwﬂw?tP

5— (2—7nrFdn7z=)l) —1H—ER—AV—3—HNL\LTE R (14
Tmg) . KR{LFTFI UL (60%HME, 45mg) . L5—7F70—5
(205mg) BXUEL [3— (ZFARAKT=N) RUOPU] ApF=)L
(250mg) ZRAVTEEHI2 19 LRAKROBIEEZITV., RELEVWEREE
WRYE LCBE (INE181mg., WE55%) ,
! H—NMR (CDC1,) 6:1. 25 (3H, t, J=7. 5Hz) , 3.
08 (2H, q, J=7. 5Hz), 6. 68 (1H, d, J=2. 4Hz) ,
6. 95—7. 02 (1H, m) , 7. 18—7. 21 (2H, m) , 7. 43
—7.50 (l1H, m), 7. 62—7. 72 (2H, m) , 7. 16—7. 9
7 (1H, m) , 8. 12—8. 15 (2H, m), 9. 91 (1H, s) .
(2EpHI242)
2—{[2— (2—7nFuTdz=)V) —4—FNVINV—1H-F¥r—)L—1—

AN] ZNE=NE Ry =Y w
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5— (2—7nFnTz=)t) —1H—Fu—»—3—IA VTt R (28
Admg) OFT M7 Fu7 73 0%K (28mL) WKEETKRFLT I DA (6
0%, 181mg) MR T3 OLMBERLEL, 15—277U—5 (99
2mg) M TLT3 0B LK, Hik (237 /XU EY) Ank=
v (606meg) ZMA, BT 1RSSR LA, RINRICEMBEKZMA &,
BEEE— /L CHIH L, fiHiRZ Ak o L, BKRB~ 77X 7L T
WIRE, BERELE, BBREY ISV T2 u< b5 7 40— (BRE
B ATV —EFBRFL=4: 12 : 3) TRHRETRZZLIZLY., RELE
WEEaERE LTHEE (INE&E410mg., INET7 7%) ,

! H—NMR (CDC1,) 6§:6. 70 (1H, d, J=1. 7THz), 6.
83—6.89(1H,m),7.08—7.18(2H,m),7.32—r
52 (8H, m) , 7. 70—7. 75 (1H, m) , 7. 82—7. 85 (1

"H, m), 8. 39 (1H, d, J=1. 7Hz), 9. 94 (1H, s) .

(&EpHI2 4 3) |
4— {[2— (2—7rFuTd=z=)V) —4—FVIV—1H—-Fa—1L—1—
AN] ANVE=)N) Ry = Y

5— (2—7nFur=xz=)l) —1H-ER—NL—3—IA"NVFTEF (238
4mg) OFF7e P77 UK (28mL) IZEIRTAKRLTRNI UL (6
0%, 181mg) ZMAT3ONMHBE#HLL, 15—2777—-5 (99
2mg) WM TFL T3 OMMBEHRLEE, Bl (4 -3 T/ R_RUEY) AnE=
Vv (606mg) ZMx, BIC1RMEHELL, RISKICEMEEKZMAE,
B 5L CHAH L7z, i % S Ak ol L. KRR~ 72 v 7 AT
iR, BERWE Lz, BEVEVI ISV T AIu~ T 57 40— (BRE
B AFY U —EgTFL=4; 1-2: 3) THERILIILICLY, RELE
W EeafkRe LTHEEZ (RE&420meg., INFET7 9%) .
1H—NMR (CDC1,) 6§:6. 69 (1H, d, J=1. 8Hz) , 6.
98—7. 04 (1H, m) , 7. 16—7. 18 (2H, m) , 7. 42—7.
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49 (1H, m), 7. 51—7. 54 (2H, m) , 7. 67—7. 71 (2
H, m), 8. 12 (1H, d, J=1. 8Hz), 9. 90 (1H, s).
(&EfH244)

5— (2—7nrAdudz=)l) —1— [ (2=INFBTz==)V) AAFR=)V]
—1H—¥o——3—H W \L5FEe R

5— (2—7nFrr7=z=)l) —1H—Fr—L—3 =L \LFTEFR (25
Omg) P77 Fu77 V@K (25mL) IZBRTKRIELTFI UL (6
0%, 106mg) ZMAT3ONHBEHRLEL, 15-277U—5 (58
3mg) ZWTLT3OLMBERLLE, Bk (2—TrduxEr) RNUR
=/ (386mg) Mz, FIZ1EFBHLL, FNRIZEMEEKEZMNZ
%, BiB T CHIE U, MR ZEMEEK CHlE L. EBXRBR~ 7 RxV Y
LATHRE, BIEBE L, BEWEV YISV IZA7a~v b7 7 40— (B

BV ~E BRI F =4 : 153 : 2) THEFAILICLD. RE

L&z EefklRHE LR (N&360mg., INET78%) .
!H—-NMR (CDC1,) 6 :6. 67 (1H, d, J=1. 8Hz) , 6.
86—6. 92 (1H, m), 7. 03—7. 23 (bH, m) , 7. 33—7.
41 (1H, m) , 7. 59—7. 66 (1H, m), 8. 21—8. 22 (1
H, m), 9. 91 (1H, s) .
(BEH245)
5— (2—7rFdnrz=)) —1— (BRI P—3—ANVR)E=)V) ~1H
—rr—N—3 =N FTE R
5—(2—7»jm71:w)—IH—EH~»—3—WWNw?EF(47
5mg) OF FSE Fu75 0 BIKR (96mL) Z=RETKERLLT NI DA (6
0%, 503mg) ZMAT3 ONMBEHLEL, 15—-277v—5 (2.
77¢g) ZEFLT3OLRBBERLEE, Bk P —3—-AFk=1 EHEE
W (1. 35g) #Mx, Fic 3RMEHE Lir, FUSIRICSTIAMEA M2 7%,
HEEE= L CHIM L7e, SR SRAK T L, SRR~ 75 0 AT
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AR, BUERME L. BEWMEV I ANV T A a~ N T 7 40— (BREE
ﬁ:“#%y—%@l?W=7:3ﬁ2:3)T%%bk%\V{Vfuﬁ»:
—FAN—E=F (4: 1) PORERETEIck) . RECAN R EeRE
e LTHEE (INE680meg., INES2%) .

'!H—-NMR (CDC1l,) 6 :6. 68 (1H, d, J=1. 8Hz), 6.
99—7. 05 (1H, m) , 7. 16—7. 19 (2H, m), 7. 835—7.
39 (1H, m), 7. 45—7. 51 (1H, m) , 7. 6 9—7. 73 (1
H, m), 8. 14 (1H, d, J=1. 8Hz), 8. 58—8. 59 (1H,
m), 8 81—8. 83 (1H, m), 9. 91 (1H, s) .

(BEfHI246)

1= {[8— (AFNAANK=N) Tz=)V] Apnd=)} —5— [2— (FY

TINFRRAF)N) Zxz=)] —1H—-F¥a—L—3 - \LFEk R

5— [2— (1‘9711/%1:';(‘)&/1/) Tz =] —1H—I:°1:z~—)1/—3—73/p/§
NTER (240mg) OF Mo Fur o 03K (24mL) ITHRRTKEL
ThrIUA (60%MME, 121meg) ZMXT30OLMBBRLE, 15—27
yr—5 (663mg) ZW FLT3OLMEBEHLAEE, HL [3— (AFLR
wm:w)&yﬁy]xwﬁzw(Slzmg)%mz\ﬁmzﬁﬁﬁﬁbto
IS ICafBEEKE M2 2%, BBV Gl Lz, MRz alkc
B L. SOKEREEY 7 R VU ACHRE. WERE L, BEWES ) WD
Shruvw I T77 44— (BRBE : ~FV 2 —F-FL=7:3->1:1)
THET LTI, RELADEZEERERLE L TEE KEB340mg., IX
ET4%) , |
! H—NMR (CDC1,) 6:3. 00 (3H, s), 6. 68—6. 638
(1H, m) , 7. 46—7. 48 (1H, m), 7. 59—7. 70 (5H,
m), 7. 94—7. 94 (1H, m), 8. 14—8. 18 (2H, m), 9.
92 (1H, s) |
(BEHI247)
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1= (BWYPr—383—ANAAE=L) —~5— [2— (M) TAFurFr) o
=] —1H—¥r—Lb—3 —HIALFE R

5—[2— (MUITAFRAFN) TJz=p] —1H—FER—L— 3 —H AN
VTER (240mg) OF PRS0 (36mL) KRB TAEL
FTRIDA (6 0%HME. 201meg) Z2MXT3ONMBHRLE, 1525
vry—5 (1. 11g) ZFLT3ONMBRLESE, HrIdr—3—-x
WA=y EEEE (53 7mg) M, FiC 3B LE, RISKICAe
WKz MA %, BFRTF VTR Uiz, MK &2 M AEAK CoiE L, EAR
B~ XV A THER, BERGLEZ, BEWMEL IV IFAIS A7 a< by
77 4— (REABE : ~F V2 —EEEcF =4 : 152 : 3) CEMLEE.
VAT ENT—FTAPORERETH I LIchy, REAVEPERAER L L
TRz NE380mg., WEH100%) .

'H—NMR (CDC1,) 6:6. 69 (1H, d, J=1. 8Hz) , 7.

34—7. 38 (1H, m) , 7. 44—7. 48 (1H, m) , 7. 61—7.
69 (4H, m) , 8. 16 (1H, d, J=1. 8Hz), 8. 45 (1H,
d, J=2. 4Hz), 8. 81 (1H, m), 9. 91 (1H, s).
(BEHI248)
5— (2=AFnTz=n) —1={[8— (AFAARALK=L) Tz=1] R
W=} —1H—Fr—1L—3—H A5k R

5— (2—AFNT7xz=)l) —1H—FEEB—A—83—HA)LFE R (150
mg) DT M7 RuT77 %K (30mL) ZERTAENLFFY YA (6
0% i, 98meg) #MA T3 ONMBHLE, 15—25Y—5 (540
mg) ZHTLT3 O4MERLEE, L [83— (AFARAK=L) P
Y] AnvE= (413mg) BMA, BIZ1EMBELE, KSKIClmo 1
/S LEBREMA I, BEBT TV CHil Lz, MMEE ek oL, &
KR~ 7 XU A THRE, BEBE L, BEWEFR=FL—V4 Y S
EAT—FL=1: AnbRERkT s LIk D, FELAMEBEER L LT
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Bl (RE309mg. NFEI5%) ,

!H-—NMR (CDC1;) §:1. 85 (3H, s), 3. 03 (3H, s),

6. 56 (1H, d, J=1. 8Hz), 6. 85—6. 88 (LH, m), 7.

09—7.18(2H;m),7.33—7.38(1H,m) 7.57—r

65 (2H, m) , 7. 98—7. 99 (1H, m) , 8. 14—8. 18 (2

H, m), 9. 92 (1H, s) .

(BEHI249)

1— (== VAN F=)V) —5— (KPIPr—2—f)) —1H—Fr—/—

3S—HNAXNVFe R
5—(899V—2—4W)—1H—Em—»—3—ﬁ»ﬂwftﬁ(80m

g) OF b Fur75 8K (1 6mL) ZERETKELFFI VA (60%

Wik, 56mg) M T3 O0OLMBERLE, 156—2779—5 (307m

‘g)%ﬁTLTSOﬁﬁﬁﬁbk%\ﬁm&V€VXW$:w(165mg)%

Mz, Fic 1RSSR L, BOSRICEfaEEKEmzz®, Bk F ol
L, HHIE% Ak Cog L, Bk~ 7 XV 0 ACHEE., BITRG
Lo BEMEL VDT NITAIu~ NI 57 04— (BERBE  ~% ¥ —H
MrFi=4:1—1:1) THEL, P47 vbrz—FAnbfERbT 5
Tiizky, RELAVEREAKERE L THEE (INE&E85mg. INES59%) ,
1H—NMR (CDC1,) 6 :6. 86 (1H, d, J=1. 8Hz), 7.
25—7. 29 (1H, m) , 7. 50—7. 55 (3H, m) , 7. 61—7.
67 (LH, m) , 7. 70—7. 76 (1H, m), 7. 83—7. 87 (2
H, m), 8. 17 (1H, d, J=1. 8Hz), 8. 43—8. 46 (1H,
m), 9. 90 (1H, s) .

(B%EH250)

1— [ (3, 4a—VAFurdz=)V) ANE=)N] —5— (BRI Pr—2—4
JV) —1H—Fr—1L—3—h1 V5 e R

5— (YUY r—2—AN) —~1H—-Fr——3 - "\ATE R (80m
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g) DFF7be Fur7I7 08K (16mL) KRR TKELTFITA (60%
Wik, 56mg) ZMAT3IONHBEHRLEL, 15—27V—5 (307m
g) ZMTFLT3OMMEBEHLLE, k3, 4—Y7rduxvrEBrank=
A (198me) BME, Wi 1 BRI L, RISHICAMAEAZMZ 4,
Hon L CHI Lo, R BRI R A G L. SRR~ 7% o 9 AT
BIRE, BRIEBH L, BEMEL I FNAT 2 uw 57 40— (BRE
B AFY U —FRF =4 : 1—1:1) TRHREL, V1Y e rz—7
U bRERIETEZLIckY), REULEVEZEGHFRLLTHELE (RE114m
g, IWHET0%) . |

Il H—NMR (CDC1,) 6 :6. 88 (1H, d, J=1. 8Hz), 7.

29—~7. 38 (2H, m) , 7. 51—7. 55 (1H, m) , 7. 72—7.
80 (2H, m), 7. 85—7. 92 (1H, m), 8. 13 (1H, d, J

—1. 8Hz), 8. 46—8. 49 (1H, m), 9. 90 (1H, s) .

(BEM251)

1— (2, 3—YeFRe—1, 4—RUYIUFFV—E—ANLALF=N) —
4 —AFN—5—Txz=)b—1H—Y¥a—1L—3—h1)L5TEt R

4 —RAFN—5—Tz=)—1H—-Fua—L—3 - )VFEFR (185m
g) . KEMHLFTIFI UL (60%MME, 116mg) , 15—27Fv—5 (8
81lmg) BXUMEIL2, 3—VERu—1, 4—RVIIFHFVr—5—R
A= (516mg) ZAWVWTESER 2 1 9 LRROBIEEITTV., RELEYE
REETENT 7 AL LTHEE INE295mg., NET7 7%) .
I H—NMR (CDC1,) 8 :2. 03 (3H, s), 4. 22—4. 31
(4H,m),6.75~6.82K3H,m),7.04—7.07(2H,
m), 7. 30—7. 46 (83H, m), 8. 00 (1H, s), 9. 93 (1
H, s) .

(&EHI25 2)
1—[(2,5—9%F#v7m:w)xw$:w]—4—x%w—5—7m:
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J—1H—Fua—/L—3—F L5k R
4—2AFN—5—Tz=)b—1H—-Fa—A—3—-—IA"AFTEFR (185m
g) . KFEHFTHFI UL (60%iMME, 72mg) . 15—27F7V>—5 (33
Omg) BEUOHIL2, 5 VR FFI_UPyALE=L (355mg) 2/
WTBEH 2 1 9 & FEOBIERITV., REILEWERBEHRL LTHE (I
E330mg. NE86%) ,
1H—NMR (CDC1;) 6§:2. 03 (3H, s), 3. 51 (38H, s),
3. 73 (3H, s), 6. 56 (1H, d, J=3. OHz), 6. 83—6.
89 (3H, m), 7. 02—7. 06 (1H, m) , 7. 17—7. 32 (3
H, m), 8. 11 (1H, s), 9. 96 (1H, s) .
(B&EHI2 5 3)

1— (2, 83—V Fu—1, 4—R_RUVIFFT L —6—AIVAER=I) —

\4—%?»—5—7;:»—1H—En~w—3—ﬁWNw?tF

4—%?»—5—7::»—1H—Em—»—3—ﬁ»ﬂw?tF(185m
g) . KENFTFI A (60%MWHE, 72mg) . 15—277V—5 (33
Omg) BLXOM{2, 3—PeFu—1, 4— R VFFVr—6 —RNIR
:w(352mg)%mm<%%ﬂ219&ﬁ%®ﬁ¢%ﬁw\%@Mé%%%
AR E LTEE (WR39 1me, IRM100%) .
1H—NMR (CDC1l,;) 6:2. 03 (3H, s), 4. 22—4. 31
(4H, s), 6. 72—6. 82 (3H, m) , 7. 04—7. 07 (2H,
s), 7. 30—7. 43 (3H, s), 8. 00 (1H, s), 9. 94 (1
H, s) . '
(2EH]2 5 4)
4—2FN—1— { [83— (RFARALK=NA) Tz=A] AAK=N}) —5—
Jxz=l—1H-Fa—L—3 =4V \VTE R
4—AFN—5—Tz=)—1H-F¥r—b—3—HNV "\ VTEFR (185m
g) « KEMLF YA (60%HE, 60me) . 15-277>—5 (0.
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30mL) BXUOYE( [3— (AFAARAFKF=N) RUBV] Aud=/ (33
lmg) ZAVTSEFI2 1 9 LRAFOBIEEZTV., KREILEMZEBHE LT

Bl INE191mg, L4 T%) ,

'H—NMR (CDC1,) 6:2. 03 (3H, s), 3. 01 (3H, s),
7. 01—7. 04 (2H, m) , 7. 31—7. 60 (5H, m), 7. 92
(1H, m) , 8. 06 (1H, s), 8. 12—8. 14 (1H, m), 9.
98 (1H, s) .

(BEH255)

4 —2AFN—5—Tz=—1— (3—FZz=LVRAR)LFE=)V) —1H—-Fu—i

—3—HAANAFE R
4—2AFN—5—Txz=)—1H—-Fu—L—3 -5k R (185m

g) . KEHTFTFI A (60%HME, 60mg) . 1L5—27F7>—5 (0.

30mL) BLOWI (3—Fz=u) ZAk=L (23 7meg) EAVTEE

Bl2 19 LRABOBIELITV., RELEWZEEME LTHLZ IKE290mg,
VK8 8%) .
1H—NMR(CDC13)5:2.O4(3H,s),6.91—6.93
(1H, s), 7. 06—7. 09 (2H, m) , 7. 26—7. 41 (5H,
m), 8 03 (1H, s), 9. 96 (1H, s) .
(&5%EH1256)
4—RAFN—5—Txz=)—1— (EVP—3—A VAN E=)) —1H—E°
aQ—/L—3—=ANNTE R
4—%?»—5—7;:w—1H¥Em~w—3—WWNw$tF(185m
g) 7 b7 Fr7J5y (10mL) ZEML, KFEHLTFI UL (6 0%H
, 60mg) ZMXCHRTLSMHEHLL, 15—V —5 (0. 3
OmL) ZMATRABEECTCILITLSREH LR, 3—YIPUVANVET=NVT
=8N ﬁ@ﬁ(231mg)%Mzkoﬁmﬁéiﬁﬁlﬁﬁﬁﬁbk%\k
Mz, BB LU CHItH L, HHIREK, SafMElik Tl L., EXRER~<
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FRVY LATHER, BERWE L, BEWEL I I TNIT AIu<x T T
4 — (BEAWH  ~F YU —FBEzFL=19:1—1:1) TTFHL, £E
bEmEEaEEE LTHE (IRE&172mg., WE53%) ,
'H—-NMR (CDC1,) 6:2. 03 (3H, s), 7. 01—7. 04
(2H, m) , 7. 26—7. 55 (5H, m) , 8. 07 (1H, s), 8.
47(1H,m),8.75—8.78(1ﬁ,m),9.97(1H,s).
(BBH257)
4—AFN—5—Txz=—1— (¥IPUr—2—AANVANE=)) —1H—F
a—/—3 =N NTEe R
A—AFN—5—Txz=—1H—EB—L—3—FIA LFER (185m
g) . KEEKFTIITA (60%HE, 60mg) . 15—7F70—5 (0.
30mL) BEXO2—bEIPrAAF=A7rl K (231mg) ZANTEE

H12 56 L FAEOEETRERIT., RELAWEZEREL LTEE (NE2 6

2mg., NEB0%) ,
!H—NMR (CDC1;) §:2. 03 (3H, s), 6. 92—6. 95
(2H, m), 7. 21—7. 49 (5H, m), 7. 65—7. 69 (1H,
m), 8. 14 (1H, s), 8. 64—8. 65 (1H, m), 9. 98 (1
H, s). A
(&2 5 8)
1—[(1,2~9}?w~1H—4iﬁf—w—4—4w)x»ﬁ:w]¥4
—AFN—5—Tz=)b—1H—-F¥a——3 =L \LTEk R
4—AFN—5—-Tz=A—1H-Fa—L—3—BALFEF (185m
g) . KFELFTFITA (60%MME, 60mg) . 15—2777>—5 (0.
30mL) BEXO® (1, 2—PAFNL—1H—AIFS——4—A)V) AIVAK
=)7ulY K (253mg) ZAVWTSEH 256 LRAKOFETRIEZITV,
ERELAYME MEEKYL L8, (&2 94me. INES 6%) ,

1H—NMR (CDC1,) 6§:2. 05 (3H, s), 2. 33 (3H, s),
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3. 40 (3H, s), 6. 48 (1H, s), 7. 11—7. 14 (2H,
m), 7. 26—7. 41 (3H, m), 8. 08 (1H, s), 9. 93 (1
H, s) .
(&ZHI259)
1— [ (5—Zmur—1, 3—VPAFAL—1H-EIFYS—b—4—A)V) ALK
=N] —4—-RAFN—5—Tz=L—1H-Fa——3 -1 L5t R
4—AFN—5—T=z=V—1H—Er—L—3—FN " VFTEFR (185m
g) . AKFMFFI UL (60%MHE, 60mg) . 15—27F7Y—5 (0.
30mL) BXW® (5—Zunr—1, 3—VRAFL—-—1H-FEIFS—N—4—A
V) Ank=nrul R (298mg) TAVWTSER 256 LRAKOKMLETK
&IV, REEYWERRYE LTHEZ (INE3 79meg. XFEK100%) ,

!H—-NMR (CDC1;) 6:1. 74 (3H, s), 2. 04 (3H, s),

3. 69 (3H, s), 7. 04—7. 07 (2H, m), 7. 28—17. 38
(3H, m) , 8. 09 (1H, s), 9. 96 (1H, s).

(%6126 0)

1— [ (2, 4—CAFN—1, 3—FFTV—)v—5—A) AEK=)] —4

—RAFN—5—Txz=)p—1H—Fr—)L—3 -/ L5k R
4—RAFN—5—Tz=pA—1H—FER—L—3—FNLAFER (185m
g) . AkFEELFTPITUA (60%HME, 60mg) . 15—2750=5 (0.
30mL) BIXW® (2, 4—PAFN—1, 3—FF7S——5—A)) R)K

=vZ7ul R (275mg) ZAWVWTEEH2 5 6 LRAKOFMHFTRISZITV,

KB AMEMRY L LR (@27, 8me. IES%) ,

!H—NMR (CDC1l,) 6§:2. 05 (3H, s), 2. 10 (3H, s),

2. 59 (3H, s), 7. 07—7. 10 (2H, m) , 7. 31—7. 40
(3H, m) , 8. 02 (1H, s), 9. 96 (1H, s).

(BEHI261)

5— (2—TJNFurdz=)V) —4—AXAF)—1— (VYT —3—AIARIIE
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=)) —1H—Fa—Lr—3 -4/ )5t K

5— (2—7nFurz=) —4—AF)—1H—-V2—)b—3 =)\
SR (801mg) . AKF{FrI VA (60%ME. 179mg) . 15—
779 —5 (0. 88mL) BIUEILEY I V-3 —ANVAVE=V (47
6mg) ZAWVWTEEH 2 5 6 LRAKOBIEZITV, RELEMZAARKRLE L
TH- (INBE440mg, NWEKS 7%) ,
'H—NMR (CDC1l;) §:2. 02 (3H, s), 6. 98—7. 04
(1H, m) , 7. 13—7. 24 (2H, m), 7. 33—7. 38 (1H,
m), 7. 43—7. 51 (1H, m) , 7. 65—7. 69 (1H, m), 8.
09 (1H, s), 8. 54—8. 55 (1H, m), 8. 80—8. 82 (1
H, m) , 9. 98 (1H, s) .

(BEH26 2)

2— [(2—TvuE—4—FNVINW—1H—-Fr—L—1—A)) R)IFE=/)V]

Ry =F U
5—7uE—1H—Fa—L—3—HL LS K (801mg) . AZEF
YDA (60%WMPE, 282meg) . 15—2770—5 (1. 57¢g) BX
VL (2 =37/ RUBY) Adk= (1. 43 ¢g) ZAVWTEEHI146
ERIROBIEERITV., RELEDEZRABEKLE LTHZ (R&1. 09 g, IUE
70%) .
IH—NMR (CDC1,) §:6. 79 (1H, d, J=2. 2Hz), 7.
85—7. 96 (3H, m), 8. 34 (1H, d, J=2. 2Hz), 8. 4
4—8. 49 (1H, m), 9. 81 (1LH, s) .
(BEHI2 6 3)
2—AFNV—1H—-Er—L—3—-HA LTt R
2—AFN—1— (Fz=)VANEKE=)V) —1H—VFEa——3—H i \)LT
ER (4. 59g) OF 7 FrTZ7T7 (20mL) BEXOAFZ/—/ (6m
L) HIKIC8mo 1/ LKELT 1Y ¥ AARIK (2. 5mL) %0CTMX,
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RSk % FIRE C 3 O oMEH Lic, RIGREWITKREZMZ, Big=F v Chitd
L7z, MR Z8afIRBAKRT Y U AKEK. K. SETREAK TS L%,
KRR T M) U ATREL, ABL, BERE L, BREWZVI ST Z
srraw v 57 45— (BEBE : ~F9 0 —FiR-FNL=2 : 1) THERTS
Zlizky, RELEWERAEREE LTHEE (IXE&L1. 06 g, INER54%) ,
1H-NMR (CDC1,) §:2. 56 (3H, s), 6. 58—6. 59
(1H, m) ; 6. 65—6. 67 (1H, m), 8. 52 (1H, brs),
9. 89 (1H, s).

(BEH 26 4)
é—%?w—l—(EUVV—B—JWXW$:w)—1H—Em—w—3—ﬁ
V229 %al < N

2—RAF AL —1H—Fr—L—3— LTk R (1. 10g) . KFlT

RFUTLA (60%MME. 1. 20g) . 15—25>—5 (6. OmL) BE

VLY D —3 —ANVANF=) (3. 22¢g) ZAVWTSERL 46 L[
BOBEZITV., RELADEAGRRLELTHEE (REL. 10g. R4
4 %) .
!H—-NMR (CDC1,;) 6 :2. 66 (3H, s), 6. 68 (1H, d,
J=3. 9Hz), 7. 34 (1H, d, J=38. 9Hz), 7. 51—7. 5
5 (1H, m), 8. 09—8. 13 (1H, m), 8. 89—8. 91 (1H,
m), 9. 10—9. 11 (1H, m), 9. 90 (1H, s) .

(B%E#]265)

5—70F—2—RAFN—1— (Fo=VALE=L) —1H—-Fr—)L—3—
HNRNNTE R

Q—AF)N—1— (Fz=VAAF=N) —1H—-Er—)L— 3 —HIAN\VT
LR (2. 00g) ®ON, N—UAFARNVALAT IR (20mL) BWKIZN—T
nEan@BAIF (1. 56g) 20CTMi2, BET1IRMABRLE, K
BAMICKEM %, Bile=F L CHIE Ui, HIEBE SMRBEART Y ¥ sk
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WK, K. BFIREKCTHE LB, BAMBS P VLATRERL, 2BL. B
FEE L, BEMES VDAL T hra<w I T 74— (RBEIGH . ~%¥
VBT FA=3: 1) THRETIILicky, RELAMEHGEKE LT
Bz &2, 28¢g, INEB6%)
'!H—NMR (CDC1,;) §:2. 86 (3H, s), 6. 68 (1H, s),
7. 57—7. 62 (2H, m) , 7. 68—7. 73 (1H, m) , 7. 94
—7. 97 (2H, m), 9. 90 (1H, s)

(BEpH1266)

5—70E—2—RxAF)—1— (F¥IPUr—3—ANVALVFE=/V) —1H—-FY
—)V—3 =N NTE R

2—RAFN—1— (PYUIPy—3—fNVANFE=)) —1H—F¥ra—)L— 3 —

ANTER (97 4mg) ON, N=VAFALFELVATIF (10mL) #&

T, N—TREa~ZBAIFR (1. 17g) #0CTMNz., SEETI1 KRS

BLE, RISBEAYIZKEML, BB F A THH Lz, fhlE 2z fafmiEaKE
F R U U AKEEIK, K. BEFEEK TS L, EAREB~ 73U 5 TRRE,
5@, BERGELE, BEMEV I SN T2 a< N T 74— (BRE
B AV U—FEBoFL=2 1) THETLIZLIZRY, RELEWEZAE
WRELTEAE (INB675mg, N5 3%) ,

' H—-NMR (CDC1,) §:2. 89 (3H, s), 6. 18 (1H, s),
7. 53—7. 57 (1H, m) , 8. 21—8. 26 (1H, m), 8. 91
—8. 93 (1H, m), 9. 17—9. 18 (1H, m), 9. 92 (1H,
s) . |

(2EHI267)

2—RAFN—1— (Fz=)VANVE=)) —5— (3—FEIYN) —1H—FRH
—N—=3 =N NTER

FLAIVERRT, 65— 7 8E—2—AFN—1— (F==)VRANE=)V) —

1H—Fua—nA—3—IAR_ALFEe R (497mg) . 3S—EIVUAue @
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(376mg) . RKEETFMIUA (481mg) BEORTFFFR (M) T7x==
WRAT 4 V) RSP A (89, 2mg) D1, 2—TVAMF

vz (12

mL) BXOUKk (6mL) OBEIKEZ 8 0 CT1RMBER L, RISEEWEE
BETHALEBICKEML, BB~ F VTl Lz, fhHEZfafmkBeKERE 7
MY U AKEK, K, BFIEEAK TR Lo, KRBT M) VA TREL,
ABL., RERME L, BREWEV I TN I T8 0< T T77 4 — (BEE

B ~FY R TF =1 :

BEE LTEAE (NE353mg. MWR72%) ,
! H—NMR (CDC1,) 6 :2. 89 (3H, s), 6. 5

4) THETA -z, BEILAYE ARG

6 (1H, s),

7. 24—7. 33 (1H, m) , 7. 39—7. 48 (4H, m) , 7. 59

—7. 65 (1H, m) ,

d, J=2. 1Hz), 8.
0. 02 (1LH, s).

(%6126 8)

7.

68—7. 72 (1H, m), 8.
62 (1H, dd, J=1. 5, 4.

32 (1H,
8Hz), 1

2—R2AF—5— (1—AFAL—1H—VFFS—)—4—S)}) —1— (==

NANHR=N) —1H—¥ra—L—3 -5k R

5—7nE—2—RAFN—1— (Fz= VAR E=)) —1H—Fur—/L'—3

— BN AT R (49 7mg) « 1—AFr—4— (4, 4,

5, 5—7F7

AFN—1, 8, 2=—VFFYRT—2—AN) —1H-¥EIFY—N (630
mg) . REET IV UA (480mg) BEORTFIFFRA (M) T==)ViFRT
3mg) ZAVWTEEH26 7 LRAFOFETKIEE
T, EELAWEEEEKE LTEL ([UE46 6me, K9 4%) ,

!H—-NMR (CDC1,) §:2. 90 (3H, s), 3. 9

4V) XT3N (88.

6. 45 (1H, s), 7.
9—7. 46 (4H, m) ,
H, s) .

(BEH2 6 9)

o4 (1H, s), 7. 35 (1H,

7.

56—7. 61 (1H, m) ,

231
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4—AFN—1— (Fz=AAAE= L) —5— (3—FxT=1) —1H—Fn
—NV—=3 =NV TE R

THNIVERRT. 6—7BF—4—2AF—1— (F==VANFK=)L) —
IH-¥r—A—3—AA A NVTER (656mg)  3—FA7=rAn i
(611mg) . VZ7uru [EX (NI Tz2= Vv KRAT4Y) 1 RSVUA (7
Omg) BIORET I UA (636mg) N1, 2—VAFvxFr (1
OmL) —/& (3mL) BEK%E 10 0°CT2RMBILE, HHBRISEAY
T4 FABL, BISA FVEEBTFATHE Lz, APRPOERBEZSBEL .
K. BRI K CUEE L. BRI~ /XU A THERE. BIERELE, K8
WME ) BTN TT AT N7 T 40— (BRABHE  ~FV) 2 —FiRF =
19:1—7:3) ICTHREL, RELEYWETEAIRRBL LTHEL (NES 4
9mg. NFES8 3%) ,

"IH—NMR (CDC1,) 6:2. 06 (3H, s), 6. 85 (1LH, m) ,

6. 97 (1H, m) , 7. 26—7. 37 (5H, m) , 7. 55—7. 59
(1H, m) , 8. 06 (1H, s), 9. 94 (1H, s) .

(BEHI270)

1— [5—7uE—1— (Fz=)VANE=N) —1H—-—Fr—L—3—A )]
—N—=AFNLRAZTIV

5—7uF—1— (FJxz=)VANER=)V) —1H—F¥a—n—3 =G5
tP(s.5g)®%&/~»ﬁ%(60mL)mﬁmx%ﬂ7y%:7A(r
5g) LT /e RubvEFrhIvA (2. 4g) ZMx, FBRT1RHER
Uiz, BUSHEE WEMRM Uicth, BEYCEMRBEART MY U AKEREM X,
Bt — F L CHIH U 7o, IR Z SfREKSET MY U AKEIR, K. Safal
KCHEE L, EAREET Y UL THRBRE, BEREL T, RELGWEZREH
W LB &4, 4g, IEK100%) ,
!H—NMR (CDC1,;) 6 :2. 47 (3H, s), 2. 98 (1H, br
s),3.66(2H,s),6.35(1H,d,J=2.4Hz),7.5
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1—7. 57 (3H, m), 7. 61—7. 68 (1H, m) , 7. 93—7.
97 (2H, m) .
(BEH271)
1— [5—T7ueE—4—AY7FurbN—1— (F==/VANVEK=)) —1H-F
g—)L—3—AN] —N—RAFNAZT IV
5—7mvE—4—AJT7TREN—1— (Fz=VANE=)) —1H—FERr—
NW—3—HNRUVEBEAFN (4. 8g) \ KFEIA I TFATAI=ZTADL.
5mol /LUK (50mL) , 7hF—n—7REATVE=T A
NN TFF—h (218mg) . N=AFILEARIY N—FFVF (1. 6
g) ROEVHF 27—V —T7R4AHK (2. 5g) ZHVTSER 6 LRAEKRD
BIEEZTV, 55— T RE—4—A YT REL—1— (FTz=)LRNVE=)L) —
l1H-Er—1—3—bANLTEe R (3. 83¢g) zWMike LTHEE, EIT,

CAO%AFATIVAN AWK (87 Tme) . AE{LAIEF R I ¥ A

(474mg) BIOWHS—TeE—4—4Y7ubN—1— (Fz= VALK
=) —1H—-¥Fr—A—3—IA_"LFEt R (3. 83¢g) ZAWVWTEEH6
6 L AROBIEEZITY., RELLADERAHMRYE LTHE (HE502mg,
11%) ,
!H—NMR (CDC1,) §:1. 18 (6H, d, J=7. 2Hz), 1.
50 (1H, br), 2. 48 (3H, s), 2. 87—2. 96 (1H, m),
3. 62 (2H, s), 7. 43 (1H, s), 7. 49—7. 54 (2H,
m), 7. 60—7. 64 (1H, m) , 7. 88—7. 92 (2H, m) .
(BEHI27 2) |

{[B—FuEt—1— (Zz=VA)VHE=)V) —1H—-Fra——3—A/] A
FNY AFNVANVASIVEEter t —TFN

1— [5—TwuvEt—1— (Fz=)VRA)F=)) —1H—Fr—L—3 —A
W] = N—=RFURAETIV (4. 4g) OFffB—F/)L (6 0mL) WKRIZZ
BEU—ter t—7FA (2. 8mL) 2Mi, HETL AMMBRLE, K
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JSBA M CETIREEKER T U U AKIRIKE M, FEBE=F L CHIY L7z, Hh
Rw REBAKRT F U U LKEK, AR EATHERL, BARERT N UATH
W%, BERBKLEZ. BEWEL VISV T2 70 b T7 40— (BREB
B ~FFL—EBREFA=4 1) K OREL, RELANEEEIRY L L
TH (RE3. 4g, NET73%) ,

1 H—NMR (CDC1,) 6 :1. 48 (9H, s), 2. 79 (3H, br
s), 4. 17 (2H, brs), 6. 24 (1H, brs), 7. 35 (1H,
brs), 7. 51—7. 57 (2H, m), 7. 62—7. 68 (1H, m) ,

7. 90—7. 94 (2H, m) .

(BEHI27 3)

{[6—FwuE—1— (2—VT /) 7=2=)V) ANF=NV—1H—FEr—1L—3

—AN] AFNY RAFAIANRIVEEter t —TFI

o— [(2—7BE—4—FAIN—1H—Fr——1—A]) ZNK=
Nl ROV =FIA (1. 18g) ®PFr7kRFr7Fy (10mL) BRUXA
Z)—n (10mL) WRIZA0OBAFATIVAZ ) — VK (3mL) &/
Z. KIS ZEETLRERER L, RIGRAKICKRESVETFIvA (1
52mg) #Mi, SbIC1 5oMBHLAKIC, BREMEBERME L, &E
WizAk (50mL) &M%, BEA=F /L CHiItH L7, MK E SfxREBAkET b
U U AKIRIR, K. SEFEHEAK CTUER, BB P U ATEBEL, 58L,
BIEEE L, BEWZEB-F L (10mL) ZHEML, “RBV ter t—
TFN (0. 8mL) #Mx, BAYWZERRT2 BRER L, RISREWITK
(100mL) #Mx, BeEe=F /L CHith L7, MHIKE8MRBART N ¥
LK, K, BAFIRMEAK CHIEH. ABL, BERELL, BEWZ IS
NAShrue ST 7 40— (BREE : ~¥V > —EBFL=2: 1) THK
ByrpZlicky, RELEWEHEAHRWELTELZ (RE296mg, INF
38%) .

I H—NMR (CDC1,) & :1. 48 (9H, s), 2. 81 (3H, br
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s), 4. 21 (2H, brs), 6. 32 (1H, brs), 7. 62 (1H,
s), 7. 76—7. 89 (3H, m), 8. 3—8. 39 (1H, m) .
(BEH274)
[ (5—7rE—1— { [3— (AFNAVE=)N) Tz=A] RAE=u) —
1H-Er—1L—3—AN) AFN] ANNIVEEter t —TFN
5—7uE—1— {3— (AFNRNAE=N) Tz=)V] ANFE=)} —1H
—bEr—N—3—HANNLTE R (4. 88¢g) #HAWVWTSEH 27 3 LEED
BEICEY, RELADERAHRDE LTHE (IREO0. 96 g, IXE2
7%) o
!H—NMR (CDC1,) §:1. 47 (9H, s), 2. 80 (3H, s),
3. 10 (3H, s), 4. 18 (2H, brs), 6. 28 (1H, brs),
7. 35 (1H, d, J=1. 8Hz) , 7. 79 (1H, t, J=7. 8H

'2), 8. 18—8. 24 (2H, m), 8. 51—8. 52 (1H, m) .

(BEHI275)

{[6—7rE—A4—xF)l—1— (Fz=/LAILE=)) —1H—Fu—/—

S3—AN] AFN} RAFNONNIVEEter t —TFN
5—7nE—4—xFN—1— (Fz=)VAVE=)) —1H—Fa—,L—3

—AARNAFTE R (1. 91 g) ZAVTCSEH 2 7 3 LRAKROBIEZITV., &R

BrAwErRamipe LTEL (NE&1. 13¢g, WKR4A4%) ,

I H—NMR (CDC1,) 6:0. 96 (3H, brt, J=7. 5Hz) ,
1. 49 (9H, s), 2. 32 (2H, q, J=7. BHz), 2. 74 (3

H, brs), 4. 26 (2H, brs), 7. 35 (1H, s), 7. 50—
7. 55 (2H, m) , 7. 61—7. 64 (1H, m), 7. 88—7. 91
(2H, m) .

(BEBHI276)

{([5—FuFE—-4—A4Y7rbtN—1— (Fz=/VAE=)) —1H—Fn

— =3 —=AN] AFN} AFVINANI VB ter t —TF
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1— [6—7wvE—4—AY7ub’—1— (Fz=VALEK=)V) —1H—
Er—N—3—AN] = N—RXFNRAEZ7I (502mg) ROZREY—
tert—7FN (442mg) ZRAVWTEEH 55 LRAKOEIELZITV, XE
&% BamRkmE L HBE INE596me. 94%) .

'!'H—-—NMR (CDC1l,) 6:1. 15 (6H, d, J=7. 2Hz) , 1.
47 (9H, brs), 2. 80 (3H, brs), 2. 88—2. 95 (1H,
m), 4. 30 (2H, brs), 7. 30 (1H, s), 7. 49—7. 56

(2H, m) , 7. 61—7. 66 (1H, m) , 7. 87—7. 90 (2H,
m) .

(BEHI277)

([4—=FN—5—T=xz=—1— (F==VAAFKR=)) —1H—Er—L

—3—AN] AFNY AFNIANRIVEEter t —TFN

{[5—7u%—4—i%w—1—(7;:wxw$:w)—1H—Hn~w
—3—AN] RAFN} ARFAINAIVEEter t—TFN (1. 13g) . 7
== AU (46 2meg)  REET RV UL (789mg) BIOTF T %
APV T 2=V BRI 4) XRFPTUA (431mg) EAVWTSERS 6 L
FAEOBRIEEZITV., KELEDEBAMRYE L THEZ (N&E602meg, I
54%) .

IH—NMR (CDC1,) 6 :0. 84 (3H, brt, J=7. 5Hz) ,
1. 49 (9H, s), 2. 15 (2H, q, J=7. 5Hz), 2. 82 (3
H, s), 4. 32 (2H, brs), 7. 01—7. 04 (2H, m), 7.
26—7. 36 (8H, m), 7. 48—7. 52 (1H, m) .

(BEH278)

{[4a—4YTutr—5—T=z=—1— (== VANF=)V) —1H—-F
w—)L—3—AN] AFNY AFNANSIVEEter t —TFN

{[5—FuE—4—gYTFubt’h—1— (Fz=AAAF=L) —1H—F
n—w—3—kaX%w}%%wﬁwﬂsy%tert—f%w(596m
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g) . ZJz=AARXr VB (307Tmg) . TF7F A (M) Tz= kX7 4

V) NFVUA (218mg) BLORESFIUVA (401mg) ZHVTS

ZH15 6 L RROBIEZITV., REMLEMEZHREATRBE LTHE (&2 1
8mg., L3 7%) .

!H—NMR (CDC1,;) §:0. 96 (6H, d, J=7. 2Hz) , 1.
50 (9H, brs), 2. 55—2. 65 (1H, m), 2. 89 (3H,
s), 4. 39 (2H, br), 6. 90—7. 00 (2H, m), 7. 19—
7. 36 (8H, m) , 7. 49—7. 53 (1H, m) .

(BEHI279)

2— [ (A= {[(ter t =T r"FTHINLR=N) (AFN) TI)] AF

N} —2—Txz=A—1H—Fr—L—1—A)) ANF=)V] BEEBRAFI
2— ({4a—= [ RAFATI)) AFN] —2—Txz=t—1H—-VEr—/L—

1A} A=) REEEAFL (36 Tmg) BEOTRBY—

tert—7FN (250mg) ZAVWTERER 5 5 LFEHKOBIEEZITV., £E
{bEmEEamfme LTHE (NE524meg, IFEH100%) ,
1H—NMR (CDC1,) 6:1. 47 (9H, s), 2. 85 (3H, s),
3. 88 (3H, s), 4. 27 (2H, br), 6. 15 (1H, brs),
6. 98—7. 01 (1H, s), 7. 17—7. 32 (7TH, m), 7. 50
—7. 52 (2H, m) .
(3%H280)
3—[(4—({[(tert=T b FVINF=N) (AFN) TIJ] AF
N} —2 =Tz = 1H—Fa——1—AN) ZAR=V] BEEBRAFIL
3— ({4— [ AFATI)) AFN] —2—T=z=—1H-F¥r—IL—
1—A N} ANE=N) BEEFBATFTNV (57 Tmg) BROTREY —
tert—7FN (393mg) ZAVWTEEH S 5 L RAKOEBIERLITV., RE
k& E EamRkpE LTHEE (IE710mg., NFEI8%) ,
1H—NMRKCD013)5:1.46(9H,s),2.80(3H,s),
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3. 91 (3H, s), 4. 22 (2H, brs), 6. 10 (1H, brs),
7. 19—7. 23 (2H, m) , 7. 27—7. 50 (6H, m), 7. 97
—7. 98 (1H, m), 8. 15—8. 18 (1H, m) .

(B%EH1281)

2— [ (4—{[(tert—TbPFTVIAR=N) (AFN) 7I ] AF
W} —2—Tz=—1H—VYu—ib—1—A)V) R)VK=)V] REEE

2— [ (4—{[(tert—=TFFrXTIAR=N) (AFN) TI)] AF
WV} —2—Txz=n—1H—Yra—i—1—AN) ANE=N] BEEBAF I
(524mg) 27 b7 FrT77 (5mL) BEOAFZ/—A (3mL) IZ
YfgL, 0CTlmo 1 /LAKEET PV UAKEK (3mL) &Mz, 0C
TLRRH, ZETL 6FFHBEH LR, BOCOCETHAIL, 1mo 1 /LIERR
EINZCEMEL L, BRI UGl Uiz, #ilk &K, fafn&ik oo L

. AR~ 7R Y ATHBL, WEFBETCEELL, BEMEL D

FNITZhruw  NT57 44— (BRABE : ~FV—EFR=F1r=1:1-—
0:1) CTHHEL, REILAVEEATELT7 7 AL LTHRE (NE256m
g, INE50%) . '

1H—NMR (CDC1;) 86§:1. 53 (9H, brs), 3. 08 (3H,

brs), 4. 27 (2H, brs), 6. 06 (1H, br), 7. 00—7.
52 (1L0H, m) , 1H RiEH.

(BEHI2 8 2)

3— [ (4—{[(tert—F b FTHINR=N) (AFN) TI)] AF
w}—2—7::»—1H—Em—w41—4w)xw$:w]£5§@

3— [(4a—{[(tert—F b FTINAR=N) (AFN) TI)] AF
N} —2—Tz=)—1H—-FEr—L—1—AN) A)NFK=)V] BREFBATF NV
(710mg) #2757, Furzsy (5mL) ROAFZ /— (3mL) IZ&
fel, 0CTlmo | /LAEET MY ULKEHK (3mL) ZMA/, 0CT
1. SIRT 2 BRI L, BO0CETASIL, 1mo 1/ LEMEM
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ZCERMEL L. BHR=FL-CHIH L7, Mok, SRtk Co Lk,
WAMB~ S RX VU LATHEL, BEREZBETCHEELL, BEREEZA Y 70
AT —F N E~F TV OREEHETHEE L, RELLEVEEAKRLE LTEL
(&5 7 Tmg. NE83%) ,

!H—NMR (CDC1,) 6§ :1. 46 (9H, s), 2. 81 (3H, br
s), 4. 22 (2H, br), 6. 11 (1H, br), 7. 16—7. 52
(8H, m) , 8. 03 (1H, br), 8. 19—8. 22 (1H, m), 1
H REH.

(3%Ef12 8 3)

[(1—{[383=— (FIHNE=)N) Txz==)] RANE=)} —5—T==)b
—1H-¥u—1—3—AN) AFN] AFNVIANIVEEter t —TFN

S— [ (44— {[(ter t—T P FTHNR=N) (AFN) TIJ] AF

‘w}—2—7::w—1H—En—w—1—4w)XW$:WJ£E§@(20

5mg) ON, N—VRAFNAHRNVLET I FEK (5mL) i, 1—=F)N—3—
(3—DCAFATI)TREN) — VARV AIRN HEEHE (125mg) BX
N1—eFrFY—1H-RVY NI TY— TUE=UALE (100mg)
ZEBCMZ 7, FHREC1RMEBERLEZE, KEMZ CEER—F L THIE LT,
MR Z K, BTEEKCHRIE L%, EAMBT N U ATHERL, BEEH
ETTEELE, BEWEVIISINIT A NI T 7 40— (BERBE : ~
Iy —FERTFL=4 :1>1:1—1:4) TTHHEL, RELLEVWEER
MR E LTHBE (&L 93mg., INFEI4%) ,

I H—NMR (CDC1,) 6:1. 47 (9H, s), 2. 85 (3H, br
s), 4. 23 (2H, brs), 5. 61 (1H, br), 6. 10 (1H,
d, J=1. 8Hz), 7. 21—7. 51 (9H, m) , 8. 07 (1H, d,
J=7. 5Hz) , 1H RKH.

(B2%Ef2 8 4)
{[1—({é—[(V&umeNTi/)wwﬁ:w]7::w}xwm:
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V) —5—Tz=)p—1H—VEa——3—A V] AFN} AFVIANRI R
ter t—7FNn
S—[(4—{[(tert=FbFFVINR=N) (AFN) TI)] AF
N} —2—Tz=pA—1H—Fu—N—1—A/V) ZAVE=V] BEEFE (15
Omg) ON, N—VRAFAFRNVALAT I FHEK (5mLl) &, 1—=FN—3—
(3—VRAFALTI/)TubnN) —AARPAIF HEBE (92mg) | 1—
EReFy—1H- RV MITY =L (783mg) BLOV7urn 7
v (27Tmg) ZREBTMRE, FIRE T3 045MER LR, KEMNX THER
TFTHIH U, MHIRZK, SafaEK ColE LR, BB NI v A
THBRL, BREZBETCEELE, BEMEL IV ISNVIT I n< b T 5T
4 — (B AV —EBoFAL=9 :1>4 : 1) ITTERL., REL
B EETEA Ty RELTHE (RE16 2mg., NEEEH) ,

1 H-NMR (CDC1,) 6:0. 60—0. 64 (2H, m) , 0. 86—

0. 95 (2H, m) , 1. 46 (9H, s), 2. 81 (3H, s), 2. 8
0—2. 90 (1H, m), 4. 22 (2H, m), 5. 90 (1H, br),
6. 09 (1H, d, J=1. 5Hz) , 7. 21—7. 52 (9H, m) , 8.
03 (1H, d, J=7. 2Hz) .

(&3EH1285)
AFNVA{[1=— ({(3=— [ (AFNATIJ) ANVER=N] Zz=/V} AR =
N —5—Tz=—1H—ta——3—AN] XF)N} NN UER

ter t—7FNV

S— [ (4— {[(tert—TFrEVHAR=A) (AFA) TI)] AF
N} —2—Txz=A—1H—-Fo—A—1—AN) ANH=N] REEER (15
Omg) BEV®2mo 1 /LAFATIV—FT 7 Fu77 %K (5mL)
ZRANWTEEG 2 8 4 L AKOBRIELITV., RELAVWEEAHRYDE LTHEE
(&9 9meg. K6 4%) ,
1H—NMR(CDC13)6:1.47(9H,brs),2.84(3H,
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brs), 2. 97 (3H, d, J=4. 5Hz) , 4. 22 (2H, brs),
6. 09 (1H, d, J=1. 8Hz), 7. 21—7. 44 (10H, m) ,
8. 03 (1H, br) .

(BEH|286)

{[1= ({3= [ (¥AFAT V) INAR=N] T==)v) ANVE=)L) —
5—7xz=)—1H—FEr—1L—3—A)V] AFN} AFAVHINNI iR

ter t—7FN

AKFEMT RV UL (60%MHE, 36mg) OF FF7k FurJ VEREK (3
mL) 2, 2AFAV { [1— ({(83= [ (AFNATI)V) IAFR=N] T==v}
ANK=N) —5—Txz=—1H—VFu—1L—3—AN] AFN} BRI
Btert—7FN (240mg) ON, N=PAFIAENVAT I FEK (2m
L) ZRETMAc, MBETI 5 oMBPH LK, I—FAF (106m

o) BMA. 3 OSMEEE LY. FUSHKICKEN L TR L, BT T T

Lz, R Z fafn ik CliE L, EKRREET MU U A THEBE LR, BER
WL, BEWMELVIFAITAI O N 57 40— (BREBE : ~F90—
HEA—F =4 : 1—1 : 1) ICTHERL, RELEWZEAHKRY L L TR
(XE168mg., INE68%) .
1 H—-NMR (CDC1,) 8 :1. 47 (9H, s), 2. 81 (6H, br
s), 3. 08 (3H, brs), 4. 22 (2H, brs), 6. 11 (1H,
br), 7. 22—7. 39 (9H, m) , 7. 58—7. 61 (1H, m) .
(&EHI287)
AFAL(1— ([8— (BABRIY—4—ANIAR=N) Tz=0] RN
=N} —5—Txz=b—1H—-ER——3—A)V) AFN] AN Vg
ter t—7FN

3— [ (4—{[(tert—7bFVINR=N) (AFN) TIJ)] AF
N} —2—Tx=p—1H—-Fa—nA—1—AN) ANE=L] BEEER (15

Omg) ROEARY V (42mg) RAVCTEEH 2 8 4 L AFEOBRELFTV.
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KENEYEBERERME L THAE RE164me, NFEIS%) ,

!H—NMR (CDC1,;) 6:1. 47 (9H, s), 2. 81 (3H, br
s), 3. 21 (2H, br), 3. 57 (2H, br), 3. 73 (4H, b
r), 4. 22 (2H, br), 6. 12 (1H, br), 7. 23—7. 43
(9H, m) , 7. 58—7. 61 (1H, m) .

(&BH288) -

[(1—={[3= (L—-EFEFV—1—RFLIFIL) Tz=/] )K=

LV} =5 —Tz=)—1H—tr—b—3—A)) RFN] ANV

ter t—7FN
S—[(4—{[(tert=—TFFVHNR=N) (AFN) TI] AF

A} —2—Fz=— 1H—Er——1—A ) AAK=n] REEEBRATF L

(513mg) OF b Fr75y (5mL) WIRICAFAIVFTADOH 1 m

0l /LUTFAI—FAWIE (4. 5ml) #—7 8CTML. FREBEETILH

M L2, SBEEWIZK (20mL) i, BEEE—F AV CHH LA, #H

BEK, BFMEBEK TSR, BARB~ XV ULATHEL, 2B L, BER

WL, BEWMEL VDTN AIuw 57 40— (BEBE : ~F¥ 2 —

BEBR—F =2 : 1) CRETARZ LIy, FELAWEEAGHRDE LTE

7o (INE337mg, NFK66%) ,

!H-NMR (CDC1,) §:1. 46 (9H, s), 1. 58 (6H, s),
1. 89 (1H, brs), 2. 80 (3H, s), 4. 23 (2H, brs),
6. 09 (1H, d, J=2. 1Hz), 7. 22—7. 38 (8H, m) , 7.

42—7. 43 (1H, m), 7. 60—7. 63 (1H, m) .

(2E61289)

({1—[ (4=¥T7)—8—INFrTz=)V) AAKR=LN] —5—TF =)L

—1H—¥Fa—1—3—A)} AFN) IANRIVEEter t —TF)
2—gntu—4— [ (4—FNVIN—2—Tz=—1H—-F¥ua——1—

AN) AF=n] RV =F I (223mg) ZANVWTERER2 7 3 LEE
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DEAEEITV, KELAVWEEAERDE LTHE NES57. 3mg, INFE2
4%) .
'!H—-NMR (CDC1,) 6:1. 47 (9H, s), 2. 83 (3H, s),
4. 23 (2H, brs), 6. 17 (1H, s), 7. 08—7. 11 (1H,
m), 7. 19—7. 23 (3H, m) , 7. 26—7. 27 (1LH, m), 7.
32—7. 42 (3H, m), 7. 57—7. 61 (1H, m) .

(BEH290)

({1 = [ (B3=vT7/)T7z=) ANK=N] —5—T=z=)V—1H—Fu—
W—8—AN} AFN) AFNVIANRIVEEter t —TFN

3— ({ (AFATI)) AFNV—2—-—Tz=)b—1H-F¥r—L—1—4A
W} ANE=) RV =hU (0. 23g) OFFB-FILVIEK (1 6mL)
CZHEEY—ter t—7FA (0. 19g) M, BETIL 6RMBH L,

RISEAMEERTF L CRHR L. MFREAET MU ¥ 2K, $5Y A

B THE L, EAREB~ XYY A TEBRE, BIETICRELZ, BEDE
VIBTNDT AIuw T TT 40— (BB  ~FY U —BigcF =4 :
1—2: 1) ICTHREL, RELEHEHRRBLE LTHE (KEO0. 30g. IX
FH100%) .

'H—NMR (CDC1,) 6:1. 47 (9H, s), 2. 83 (3H, s),
4. 23 .(2H, brs), 6. 14 (1H, s), 7. 16—7. 22 (2H,
m), 7. 29—7. 38 (3H, m) . 7. 40—7. 49 (3H, m), 7.
55 (1H, ddd, J=1. 41, 1. 55, 8. 15Hz), 7. 77 (1
H, dt, J=1. 37, 7. 63Hz) .

(B&EHI29 1)
AFNV[(5=T=z=p—1—{[83= (LH-FT 7Y/ —N—5—AN) T=
=] AAK=N} —1H—Er—/b—3—A)) AFN] FNNI VR

ter t—7FN

({1=[(83=vT7 /) 7==A) AAKE=A] ~5—T==—1H—¥F0u

243



10

15

20

25

WO 2006/036024

PCT/JP2005/018572

— =83 —=AN} AFN) AFAIANIVBEter t—TFNL (0. 29¢g) .

TOHTFTFYI UL (7TO0mg) |

F)zFAT IR (0. 19g) ROK

Ny (10ml) DEEWE 7 AMMARR Lz, RISBEWELRAE, BEA
WICEERR T F A MA, BEMEEK TS L. 8RB~ 7RV Y A THEE,
BETICEE LE, BEMEV ISV T LI T T 7 40— (BREGE
FEBR—FAL— X FZ ) —A=10:1) CTHEL, XELEDWEMRDE LTE
7= IXE&EO0. 052¢g. INE16%) ,

IH—NMR (CDC1l,) 8§:1. 55 (9H,

4., 28 (2H, s),

6.

04 (1H, s), 7.

s) ,

3. 04 (3H, s),

14 (2H, s), 7. 2

3—7. 35 (6H, m) , 7. 44 (1H, t, J=7. 9Hz) , 7. 85

(1H, s) 8. 39 (1H,

(BEHF29 2)

ter t—7F)N

s) .

‘[(5—7D%—1H—Em—w—3—4w)%?w]%?Wﬁwﬂin

{[6—FmE—1— (Fz=AVAAK=/L) —1H—Fr—L—3—A ]

AFNY AFNVINVARI VB ter t—7Fn (1.

Og) 7 h7EFRTS

Y (15mL) &AZ%/—) (bmL) ORAGEBICEML, 10 CLLTFT8m
ol /LAEBRIET Y UAKEKR (1. 5mL) T L, RIEET4REHIE
BLZ%, BEWIIKEZMZ THB=F VT Uz, MK Z Tk Tk
HBL., SEKRET N ULACEHRRE BERBLL. REDEEEES IV
HFrru<w NI T7T7 44— (BEABE: ~FV BB~ FL=9: 14 :
1) CTHBML, EELADEREAHRY L LTHEE (&4 10mg, IUE

61%) ,

!'H-NMR (CDC1,) §:1. 48 (9H,

4. 17 (2H, s) ,
8. 07 (1H, br).
(2EH2 9 3)

6.

09(1H, brs) ’

244
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{[5—FwmvEe—1— (PIDPr—3—AfNLANK=)V) —1H—Fa—1—3
—~AN] AFNY AFNVINNRI VB ter t —TFI

KEILFFU A (60%HME, 204meg) ODF RS FurysS U BERK
(10mL) & [ (B—7uvE—1H—-Fr—L—3—A/)L) AFN] AFLDH
NARIVEEter t—7F N (410mg) ON, N=TYAFAHRNVAT I RE
R (3mL) 20CTWMA7%#%E, 15—275U—5 (938mg) ROELY
VOV — 83— NARIEKE=V ﬁ@ﬁ(456mg)%ﬁﬁ§@%ikoiﬁﬁ
2 RERHEE L%, SUSWEICAKE M %, BB F /L ORIl L7c, fH ik % tfpt
kT N U U AKER, K, SRRRATYRE L. SOKREET MY U A TR
%, BERELE, BEWES VSN A u~w I 57 40— (BEBE :
~FY BT =8 : 13 : 1) ZTHHEL, RELEVERACH R
LLTHEE (NE522meg, INB85%) ,

1 H—NMR (CDC1,) §:1. 47 (9H, s), 2. 80 (3H, br

s), 4. 18 (2H, brs), 6. 28 (1H, brs), 7. 35 (1H,
brs), 7. 48—7. 52 (1H, m), 8. 18—8. 22 (1H, m),
8. 85—8. 88 (1H, m), 9. 12—9. 13 (1H, m) .
(&5EH(2 9 4)
{[(2—97/7m:w)2»$:w—5—(3—899w)—1H—Em~
=3 —AN] AFN}Y AFNVIANRI VB ter t —TFI
{[6—FmrE—1— (2—=VT /) 7xz=)V) ANF=/—1H—-Er—)L—
S—AN] AFN} AFAIANRIVBEtert—7F)N (296mg) . 3—
EUVLRRVEE (162meg) « RBEF U YA (208mg) BIOF 7
FR(PVTz=VHRRAT4Y) RFPTA (38. 2mg) ZRHNWTEER 2
6 7 L RABEOBELITV, RELAWEEGEEL LTEL (RKEBE18 Tmg.
N6 3%) .
1H—NMR (CDC1,) §:1. 47 (9H, s), 2. 86 (3H, s),
4.28(2H,brs),6.25(1H,brs),7.24—7.31
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(2H, m) , 7.45—7. 51 (1H, m) , 7. 62—7. 79 (4H,
m), 8. 15 (1LH, d, J=1. 8hz), 8. 57—8. 59 (1H,
m) .

(2EH1295)
AFNV [ (1= {[83— (AFNAAF=N) Txz=)v] ANF=)V} —5—
(83 —F= =) —1H—I:°r:»—11/—3-¥/(/1/) AFN] IVNRIVEEter t
—TF I

[(5—7uE—1— { [8— (AFAARALFK=N) Tz=V] ZA)FR=)}
—1H-FEa—N—3—AN) AFN] AFAVINAIVBter t —TTFN
(437mg) . 3—FA7=vARu g (223mg) . RKETFITUA (2
75mg) BEIOTFTFIFR (M) T2=VRRAT7 4) RFTVUL (50. 8
mg) EAVWTEEH 2 6 7 LREKROBIEZITY, RELEWZBEGREKFL LT

&7z (RE305mg, NFEE69%) ,

! H—NMR (CDC1,) 6§ :1. 47 (9H, s), 2. 82 (3H, s),
3. 00 (3H, s), 4. 22 (2H, brs), 6. 18 (1H, brs),
7. 05—7. 07 (1H, m), 7. 19—7. 20 (1H, m), 7. 26
—7. 31 (2H, m), 7. 55—7. 61 (2H, m) , 7. 95—7. 9
6 (1H, m) , 8. 06—8. 09 (1H, m) .
(BEHI296)
[(1—{[8— (AFNARNLF=N) Tz=)] AE=)v} —5— (3—F
YPNV) —1H-Er——3—AN) AFNV] AFNVINVASIIVEEter t —
TFN |

[ (5—Tux—1— { [3— (AFNARNFE=)N) Tz=)L] AE=)V}
—1H-¥Yu—N—=3—AN) AFN] AFNVANASIVBter t —TFN
(459mg) . 3—EIVUVAurs@ (222mg)  KETFI DA (28
Tmg) BEAOFFIFRX (PN T2V ERRT7 4 V) RIVTA (53. 1m
g) RFVTSEN 26 7 L ROFECRISEA, RELAWE HEEk L
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LTz INE305mg. INFE6 7%) ,
' H-NMR (CDC1l,) §:1. 47 (9H,

3. 04 (3H, s), 4. 24 (2H, brs) , 6.

7. 36—7. 39 (2H, m), 7. 61—7.
—7. 79 (1H, m) , 7. 86 (1H, s),

s) ,

PCT/JP2005/018572

2. 82 (3H, s),

22 (

1H, brs),

64 (2H, m) , 7. 75

8.

09—38.

13 (1H,

m), 8. 26—8. 27 (1H, m), 8. 62—8. 64 (1H, m) .

(BEZHI297)

([1— (2—2uu—83—FIPUrANFE=)l) —5—Txz=b—1H—n

— =83 —=AN] AFN} AFVINANNRIVEEBter t —TFI

1— (2—27pve—3—FIPrAAFR=)L) —5—Tz=)—1H—Fu—

N—83—FN N )NLFTE R (443mg) ZEAKT FFFrT75y (5mL) T

BWEL, AFATIryD2mo l /LT o Fur77 %K (0. 74mL)

B, RT3 OSMBELE, REKEARILFYEFFI YA (97m

g) DAX—) (2. 5mL) WKIZMZ, FIRE T2 OSME®R L, KIS
REER—F NV CHIR%E, BEFKEBART N v LAKEKR, K, fafa&iEK ClE
CHE L, TARB~ 7RV VLATHEREL, BREZBETICEE L, BREZT
FSeRFrr5y (20mL) ML, ZREBY—ter t—7F) (1. 4
0g). BEEAAEFFI DA (0. 54g) &K (13mL) iM%, HRT2
OB Lz, KISKREZEB—F N THRE., EFRBARET MY U LKEHE.
K. BEFORHEK CIEIC TS L, KB~ 72U ATHEERL, BEZBETIC
BELl, BEWES VIS NIT A< b T7 10— (BEREE : ~F¥ v
—EEEIFA=19: 1—3: 1) THETFZZLIcLY, RELAYEERBY

LLTEE (INE361meg., INEK61%) ,
1H-NMR(CDC13)5L1.47(9H,

s) ,

2. 87 (3H, s),

4. 29 (2H, s), 6. 30—6. 32 (1H, m), 6.

(LH, m) , 7. 06—7. 33 (5H, m) ,
m) , 8 38—8. 41 (1H, m) .

247
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(BEHI2 9 8)
{[1— (6—27uBR—5—RAFNL—3 YD RANKE=N) —5—T=z==)b
—1H—-Eu—n—3—AN] AFNL} AFLVINNIVEEter t —TFN
1— [ (6—7ru—5—RXRFAIPr—83—AN) RF=r] —5—7
= —1H—VFr——3—IANFe R (244mg) 2EXTFFFER
275y (6. 8mL) WKL, AFL7IVD2mo 1l /LT Ik Ruzr
TV (0. 34mL) Mz, FRTARMER L, ONKZARLRY
£FPIUA (51mg) ORAF/)—)v (3mL) WRICMZ, FIRET3 oM
WLz, ZIREBBY—ter t—7FN (654mg) Mz, 35%ITK (5
mL) LREAERETPIUVA (420mg) MR, BRTSHIZ3 05HIE
%, RISRCAkEML, BT Lo Uiz, iR EZ Ak oL,
AP~ 7RV ATHEL, BEZRETICEELL, BBWEL IV TV

‘ﬁﬁAﬁva7?74¥(@ﬁ%ﬁ:«%#y—%@i%w=19:1a3:

1) TRETA ZLIZED, RELEYWEWMRDE LTHZ (RE24 Tme.
INERT7 7%) ,
1H—NMR (CDC1,) §:1. 47 (9H, s), 2. 28 (3H, s),
2. 82 (3H, s), 4. 24—4. 28 (2H, m), 6. 15 (1H,
s), 7. 23—7. 42 (7H, m) , 8. 15 (1H, s) .
(B%EH1299)
({[1— (=BT —3—A)) AAK=N] —5—Txz=b—1
H—tn—y—3—AN} AFN) AFVAAMNIVBter t —TFN
1—[(6—&um€99y—3¥4w)X»$:W]—5—7::W—1H
—Fu—nN—3—IARNAFER (1. 27¢g) 2BKT+7eFunrz7y (2
OmL) WWBML, AFATIVD2mo 1 /LTS5 Rurzs 8k (2.
lmL) ZMx, BRET3 OLMEHRLE, RISEKEZKBLEFIUVET NI U A
(277mg) OAF /=N (10mL) ERICMA, FERET2 0 oHfEHL
oo RIGIEZ BT F L CHRE, SAFRBAKET MY U AKER, K @
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HAKCIEIC R L. BARMBR~ 7 Ay A CHRLE, ZKRBY—tert—7
F (3. 99¢g) ZMATER BREBETICEELEL, BEWET oL F
n75y (30mL) ICHEML. REBAKEFFI VA (1. 53g) Lk (36
mL) Mz, ZRT3 0mMEH L, FUNKEEBRT TV THRE, fafix
BEKET MU U AKEEIR. K. BFIREK CIEICEE L., EAKREB~ 7327 A
THR%., BEEZRETICEE L, BRBWEV I I IV T AIu<w v T 5 7
4 — (BB : ~F YV —B-FL=19:1—-3:1) THUTIZLIC
Xv., REtEWEEREDE LTHE (NE544mg. L3 2%) ,
1H—NMR (CDC1,) 6§:1. 47 (9H, s), 2. 82 (3H, s),
4. 23 (2H, s), 6. 16 (1H, s), 7. 23—7. 49 (8H,
m), 8. 28 (1H, s) .

(2%41300)

‘%?W({[l—(6-3?”599V—3—4W)XW$:W]—5—7m:

W—iH—Eu—»—S—%»}%%w)ﬁWNiV@tert—ffw
TAIVERET. ({[1= (6—Zunb U Pr—3—A/) ALE=
N] —5—Txz=)—1H—¥ua——3—AN} AFN) AFAHANI VR
tert—7F4 (100mg) . AFALRRVE (14nig) . T hTFR
(FRY T2 ABRT4Y) RSVTA (25mg)  REBEIY YA (90m
g) BLOVAHYY (3mL) OEAMWEZ80CT2 4RRMEBERLE, ATV
Aueri (14mg) ETFFIFFA (M) T2=AEmRT4Y) RTPT L (2
S5mg) ZEBML, 90CT2ARMHBHELE, AFALFeE (14meg) |
FRFFRA (M) T==ARRT4Y) NTVTA (25meg) | REED Y 7.4
(90mg) BIXUOVAFV Y (2mL) ZEML, 90CT2 4RFHEHRLL,
RGN % il = F L CRRE. SaFRERKE T MY U KB, K. fEfEEK
THEICBEE L. BARRE~ 72V 0 ATHRE, BEZBETICEE L, BE
WMeETv )W TNATEru NS5 7 44— (BEGBE : ~F Vv —FB=F L=
19:1%1}1)?ﬁ@#é:ktib\%%mé%%%%%&bf%k(W
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B85. 8mg, NE36%) .

!H—NMR (CDC1,;) §:1. 46 (9H, s), 2. 58 (3H, s),
2. 81 (3H, s), 4. 20—4. 23 (2H, m) , 6. 13 (1H,
s), 7. 07—7. 10 (1H, m) , 7. 24—7. 42 (7H, m) , 8.
39 (1H, s).

(BEHI301) _

AFNL {[1— (PIPV—83—ANARLE=L) —5— (3—Fxz=,1) —1
H—t'r—n—3—AN] AFNL} GVSIVEEter t —TFIL
TAISVERSKT. ([6—7uvE—1— (YT —3—AINRIFE=))
—1H—-Er—N—3—AN] AFN} AFAIANRIVEBEter t —TFN
(232mg). ., 3—Fx=AFu s (138mg) . 7FF7FRX (F) 7=
SRR T4V) RSV TA (31, S3mg) BEOREBFIIUA (175m

) D1, 2—VARFYIHEY (10mL) BEOK (5mL) OEEREY 1

05CT1HMBRLEL, RNEAYEERE CHA LR, RISKITKEZMZ,
EiEe— L CHiIH U7z, MR & fafiRMAKR T U U AKEIK, K, SRR
KT L, E|ARREET MU U ATHEREE, BERELL, BEWEL ISV
Bohruw b IT77 40— (BRGBE  ~F P —FB-FL=1:1) ITTH
B, RECEMERBQRRDE LR (NE&189meg, IHE8 1%) .

! H—NMR (CDC1l,) 6:1. 47 (9H, s), 2. 82 (3H, br
s), 4. 22 (2H, brs), 6. 17 (LH, brs), 7. 04—7.

06 (1H, m), 7. 16~7. 17 (1H, m) , 7. 25—7. 32 (3
H, m), 7. 57—7. 61 (1H, m), 8. 56 (1H, d, J=2. 4
Hz), 8 71—8. 73 (1H, m) .

(BE#]30 2)

{[5— (4—TnFurdz=) —1— (BIPV—3—ANVANVEF=N) —
1lH—ta—1—3—ANV] AFN} AFAINNIVEEter t —TFN

{[5—FuEs—1— (KIPr—3—AANVANF=)) —1H-¥a——

250



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

3—AN] AFN} AFNVINNRIVEEter t —7F/V (300mg) . (4
—InFuarzz=n) AuesB (195mg) . TRIFR (P T7z=AkRR
74Y) RV A (40mg) BROKEBIFI VL (222mg) 2HANT
2Z4H]3 0 1 L AROBIEZITV, RELEGWERBAHIME LTHE (&
293mg, INEI4%) ,
I H—NMR (CDC1,) 6:1. 47 (9H, s), 2. 81 (3H, br
s), 4. 22 (2H, brs), 6. 12 (1H, brs), 7. 00—7.
06 (2H, m), 7. 18—7. 31 (4H, m), 7. 56—7. 60 (1
H, m), 8. 54—8. 55 (1H, m) , 8. 73—8. 75 (1H, m) .
(BE#13 0 3) '
AFN {[6— (2—RAFNT=z=)l) —1— (I Pr—3—fINARILF=
V) —1H—FEu—n—3—AN] AFN} IARIVEEter t —TFN
([5—7mE—1— (FUVY—3—ANALK=L) —1H—Ea—/L—
S—AN] AFN} RFAINAIVEEter t—7TFN (300mg) . (2
—AFNTz=N) AU (190mg) . TEFIFRA (M) T7=2=VHRR7
A4Y) RV UAL (40mg) BIUOKRET NI UL (222mg) ZRAVTS
Z63 0 1 LFAHROBIELZITV., RELEWZHRBAMRYWE LTHLE (IXE2
10mg, IXFE68%) .
!H—NMR (CDC1l,) §:1. 47 (9H, s), 1. 92 (3H, s)
2. 84 (3H, brs), 4. 26 (2H, brs), 6. 07 (1H, d,
J=1. 2Hz), 6. 87—6. 89 (1H, m), 7. 09—7. 19 (2
H, m), 7. 26—7. 35 (3H, m), 7. 58—7. 62 (1H, m) ,
8. 54—8. 55 (1H, m) , 8. 75—8. 77 (1H, m) .
(2EHI304)
{[6— (4—7rFu—2—RAFNLT7=z=)) —1— (YUY —3—A)LA
NWER=) —1H—Eu—n—=3—AN] AFN} AFNVINANI VB ter t

—TF)
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{[5—T7wvE—1— (IVVy—8—ANVALFE=/N) —1H—Er—I—
B—AN] AFN} AFNVINVANIVEEter t—7FN (300mg) . (4
—TINFR—2—=RAFNTz=)V) R (215mg) . 7% (MY
Tz VRAT 4V) NTPUA (40mg) BEORETFFNIUA (222m
g) ZHVWTSEH6I3 0 1 LRAKROBIELITV., RE{LEMEZREEHMRD L L
TRz IRE&E216mg. NE67%) ,

!H—NMR (CDC1;) 8§:1. 47 (9H, s), 1. 92 (3H, s),
2. 84 (3H, brs), 4. 25 (2H, brs), 6. 05 (1H, b
r), 6. 79—6. 91 (3H, m) , 7. 30—7. 35 (2H, m), 7.
61—7. 65 (1H, m) , 8. 58—8. 59 (1H, m), 8. 77—8.
79 (1H, m) .
(3E#i305)

RAFN{ [5— (4—AFA—8—Fx=L) —1— (FUTLr—3—ALR]L

A=) —1H-Ee——3—ANV] AFN} IANIVEEter t —TFN
{[6—7mrE—1— (PUPVy—3—ANALFE=L) —1H—FEr——
B=—AN] AFNY AFNANNIVEBEter t —7FN (800mg) . (4
—AFN—3—Fxz=) AulE (198mg) . TFrF5FRX (F) Tz==/L
WAT 4V) RFVY A (40mg) BLORMF MY YA (222mg) &8
WCBER 30 1 L RABEOBRIELTV., RELADEREARRNDE LTEE
(INE200mg., [NEK64%) ,
1H—NMR (CDC1,) 8§:1. 47 (9H, s), 1. 81 (3H, s),
2. 83 (3H, brs), 4. 26 (2H, brs), 6. 10 (1H, b
r), 6. 90 (1H, br), 7. 02—7. 03 (1H, m), 7. 26—
7.35 (2H, m) , 7. 61—7. 65 (1H, m) , 8. 58—8. 59
(1H, m) , 8. 75—8. 77 (1H, m) .
(B%%1306)
{[5—(3497/71:W)—1—(EUVV—B—%WXWﬁ:w)—1
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H—tu—n—3—AN] AFN} AFLVINARIVEEter t —TF
{[5—FuE—1— (FUIYPr—83—ANALEFE=)N) —1H—Fr—71N—
S—AN] AFN} AFNVINASNIVEBEter t—7F N (300mg) . (3
—¥T7 ) 7==)) AuVEE (205mg) . TRIFRA (M) T==VRkRT
A4Y) RNTVTA (40mg) BIOKETFMNITUA (222mg) ZHANWTS
ZHI3 0 1 LFEHROBRIEEZTV, REILEWEHEARACHRBE LTHRL (K& 2
98mg., K 4%) .
! H—NMR (CDC1l,;) 6§:1. 47 (9H, s), 2. 81 (3H, br
s), 4. 22 (2H, brs), 6. 21 (LH, br), 7. 31—7. 3
5 (2H, m) , 7. 46—7. 69 (6H, m) , 8. 56 (1H, d, J=
1.8Hzi,8.76—8.78(1H,m).
(&3EHI307)

{[5— (2—ZunT=z=A) —1— (FYPr—3—ANLALEK=N) —1

H—t'a——3—AN] AFN} AFNVINASIVBter t —TFN
{[5—7mrE—1— (KUY V—3—ANVANLEKE=N) —1H—-Ea—)L—

S3—AN] AFN} AFAINSRIVEEter t—7FN (300mg) . (2

—sunuZ==/V) Ry (218mg) . 7FIFX (P 7==/VHERT

4V) RSV UA (40mg) BIORETFIUA (222mg) ZANVTS

EF 30 1 LFKOBELITV., RELEVWEZRFAMRYME LTHEL (NE1

71mg, IXE53%) , |

!H—NMR (CDC1,;) 6:1. 47 (9H, s), 2. 84 (3H, br

s), 4. 26 (2H, brs), 6. 20 (1H, d, J=1. 8Hz), 7.

26—7. 36 (H, m) , 7. 65—7. 71 (1H, m) , 8. 58—38.

59 (1H, m) , 8. 75—8. 79 (1H, m) .

(2%E#]3 0 8)

{[5— (2, 4—V7rFdnrTz=)V) —1H—Fu—1L—3—A)V] XAF

WY AFAVANARIVEEter t —TFI)
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{[6—7rE—1— (FIPV—3—(fNANE=N) —1H—FRr—)L—
3—AN] AFN}Y AFAVIANRIVBEter t—7F L (300meg) . (2,
4—V7NFuTdz=) A (198meg) . TFI7FR (R T7=z=)1
AT AY) RTPUL (40mg) BIXOREBETII VA (220mg) 28
WTEEHI3 0 1 LRROBIELZITV., RELAVEEAHRDL LTEE N
BEll3mg, [XE50%) ,

'!H—NMR (CDC1,) 6:1. 50 (9H, s), 2. 84 (3H, br
s), 4. 30 (2H, brs), 6. 49 (1H, br), 6. 78—6. 9
2 (3H, m) , 7. 48—7. 58 (1H, m), 8. 78 (1H, br) .
(3E#13009)

{[56— (2, 5—vYIrdnmr=z==)) —1H—Fa—nL—3—A,1] AF
Wy AFNVIANI VRt et t —TF

{[5—7n%—1—(EDVV—S—%WRWﬁ:W)—1H—Hn—w—
S—AN] AFN} AFAINNRIVEEt e j:"fﬁ“/l/ (300mg) . (2,
5—V7nFnunrz=N) Anrig (220mg) . TR IFR (M) T7==n
RAT42) NTPYL (40mg) BLXORETFYUA (220meg) &
WTEEH]3 0 1 LRROBIEELITV., RELAYEZECAHRY L LTEE (X
B135mg. [NE60%) ,
'!'H—NMR (CDC1,) 6 :1. 50 (9H, s), 2. 84 (3H, br
s), 4. 30 (2H, brs), 6. 56 (1H, br), 6. 77—6. 8
5 (2H, m) , 7. 00—7. 08 (1H, m), 7. 20—7. 26 (1H,
m), 8. 90 (1H, br) . |
(&Z#310)
{[5—(4—&mm—2—7wﬁn7z:W)—1H—En~w—8-4w]
AFNY AFNVANNIVEEter t —TFI

{[6—FmE—1— (FUPYy—3—fNLANKE=L) —1H—Fr—)L—

3—4»]%?w}%?wﬁwﬂiyﬁtert—f?W(BOOmg)\(4
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—Jnu—2—IJnFunrz=V) Aa i (243mg) . ThITFX (MY

T2=VRATZ4V) RTVUL (40mg) BEXORETFIUVA (220m
g) ZRAWVWTSEH3 0 1 LRAKOBELZITV. RELEWZEAHRHLE LT
B (NEB127mg, NE54%) ,

!H—NMR (CDC1,) 6:1. 50 (9H, s), 2. 84 (3H, s),

4. 30 (2H,
11—7. 15
H, br) .

(3%EHI31 1)

s), 6. 55 (1H, br), 6. 80 (1H, br), 7.
(2H, m) , 7. 46—7. 52 (1H, m), 8. 82 (1

([5— (2, 4A—PVI7rFudz=l) —1— (EIPr—3—AIVRANFE=

N) —1H—Fr——3—AN] AFN} AFNLIARIVEEter t —TF

%

4—97»%m7;:»)—1H:Euew—3—4w]}?

N}y AFNVIANVAIVEBEEter t —7FN (11 3mg) . KFEETIITA
(6 0%k, 51mg) . 15—2777—5 (0. 21mL) BIUELY
YOy —3—ANANFR= HEEE (113mg) 2HAVTEERF 146 LH
BOBEEZITV, RELAVERACGHRBELTHL (RE110mg, R

6 8%) ,

1H—-NMR (CDC1l,) §:1. 46 (9H, s), 2. 82 (3H, br

s), 4. 24
2 (2H, m) ,
m), 7. 68

(2H, brs), 6. 19 (1H, br), 6. 77—6. 9
7. 11—7. 19 (1H, m), 7. 33—7. 37 (2H,
—7. 72 (1H, m), 8. 62 (1H, d, J=2. 4H

z), 8. 77—8. 79 (1H, m) .

(ZEHI312)

5 —Yoatduda=)t) —1— (PYTPr—38—ANVANLE=

N) —1H—Fu—N—3—AN] AFNL} AFAIANIVEEter t —TF

%
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{[56— (2, 5—VYI7nrFdnrdz=)N) —1H—FR——3—AN] AF
WYy AFNVINNIVEBEter t—7FN (135mg) « KFBLF P T A
(6 0%k, 60meg) . 15—27Fv—5 (0. 25mL) BLUELY
YO —8—ANANE=) HEEEE (135mg) ZAVWTSEFI 146 L[
ROBELZITV., REMEHZEGWRM L LTHRE (REL105mg, IXES5
4%) .

!H—NMR (CDC1l;,;) 6§:1. 50 (9H, s), 2. 82 (3H, s),
4. 23 (2H, brs), 6. 24 (1H, br), 6. 89—7. 13 (4
H, m), 7. 33—7. 39 (2H, m), 7. 71—7. 75 (1H, m) ,
8. 67 (1H, d, J=2. 4Hz), 8. 78—8. 80 (1H, m) .
(B3ZHI3 1 3)

{[5— (4—mu—2—IrFuadJz=z=1) —1— (FKIPr—3—-—A4/LA

R=A) —1H—FER——3—AA] AFA} AFABANIVEte T t

—7F)N

{[6— (4—Zuvue—2—TJrtuard=z=)) —1H—Fe—)L—3—4
W] AFNY RAFAIAUNRIVEEter t—7FN (12 7mg) . KFELT T
Uk (60%ME, 54mg) , 15—27F9>—5 (0. 22mL) BLW
BV Py =3 —ANANF=V HBEE (120mg) ZRAVWTSEH 1 4
6 L ABOBEEITV, BRELADERAHRYLE L THEZ (RE103mg,
K5 7%) ,
IH—NMR (CDC1,) 8§:1. 46 (9H, s), 2. 81 (3H, s),
4. 23 (2H, brs), 6. 21 (1H, brs), 7. 08—7. 15
(4H, m) , 7. 32—7. 38 (2H, m) , 7. 69—7. 73 (1H,
m), 8. 64 (1H, d, J=2. 4Hz), 8. 77—8. 79 (1H,
m) .

(855131 4)
{[5—(3;7wjm7::w)—1—(EU9V—3—4WZN$:W)—
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LH—vua—n—383—AN] AFN} AFNVIANIVBEter t —TFL

{([5—7uE—1— (PIPr—3—ANANVE=)) —1H—Fo——
S—AN] AFN} AFVINARIVEEter t—7FNL (300mg) . (3
—InFuzz=)N) AarE (195mg)  ThI7FA (P T7xz2=LKR
T4Y) RFVUA (40mg) BIXORBTIIUA (222mg) ZHANVT
2EH13 0 1 LRROBRIERZITY., REMLEYZRREMRY & LTHL (&
280mg. INEIO0%) ,

' '!H—NMR (CDC1,) 8§:1. 47 (9H, s), 2. 81 (3H, br

s), 4. 22 (2H, brs), 6. 16 (1H, brs), 6. 93—7.
11 (3H, m), 7. 27—7. 32 (3H, m), 7. 59—7. 63 (1
H, m), 8. 58 (1H, d, J=2. 1Hz), 8. 73—8. 75 (1H,

m) .

(BEHIS15)

{1—[5—7m%—2—x%w—1—(EUVV—3—4wxw$:w)¥1
H—tu—1L—3—AN] AFN} AFVINVAIVEEter t —TFN
5—72EFE—2—AFN—1— (PUPYV—3—ANVALFE=L) —1H—-Y
O—nN—3—HA VTR (565mg) 27 7 RFur7y (2mL) B
FOAZ /= (2mL) IZEMEL, BIRTA0%ATFAT IV RAE ) —VEIR
(1. 5mL) ZMx T3 0RMEBER L, HNKICERTKELFIVET Y
A (130mg) 2MxT150MRAELE, KSEAEWEZBETIZEY TR
M Lz, BREW! %ﬂm%*%%%]?AmF&%mK\%@i?»f%&b
oo MK BAFREAKE T Y 7 AKIIR, K. SRAEAK TS Lk, &
KEEEET MU U ATHRIEREL, WIEEZBET CTEE L, REWEZEHR-FLV (6
mLl) CEML., ZRBEY—ter t—7F/ (0. 45mL) &Mz, EET
LB Lz, RIS lmo 1 /LR (10mL) 2z, EHiC154
MR Lz, SRS ZEfRBARET M) v AKERZBANTHRL, B
T CHIE Ui, IR STREAR T | U Y AKER, k. SmAkC

257



10

15

20

25

WO 2006/036024 PCT/JP2005/018572

e L7cth, MARBT N UATHERL, BEZBETTEERLL, BEDE
VIATNAT AT T TT 40— (BERBE : ~TXY—HR-=FL=4 :
1—-1:1) THREL, RELLAYL—TuE—2—AFL—1— (KD
—3—ANVANE=N) —1H—ER—L—3—AA VTt FOREGWERT,
ZORAMET I FrT7TY (5mL) ML, AFAVTIVD2mo ]
L7 7 RFur7s 03K (4mL) 2z, BRT1 2BEEBRLEZ, K
WICKBIEAYRFTFI UL (1831mg) OAZ /7 —/ (ImL) WREMZ.
1REEBH L, KISEAWEBETICR O TEME L%, BEYICAfMREK
£ MU Y AKEEE ML, BEEETF A CHIE L7, SRS SafnREEKE T F
U U AKERIE, K, BATIRMEAKCHE L%, KM MY OLATHEL, &
WEBETCHEELL, REYWEEBR—F NV (6mL) [ZHMEL., ZRBEY—

tert—7FN (0. 45mL) Mz, VR TLHHERLEZ. RISEEY

CRIFIRERE T MU Y AR RN 2., BB OUCHI L, dhiHIE & 8

REEKRFT B Y U AKEIK, K, EFIEEKCHRE LB, EBKEET ) U A
CTEBL, BEEBETCEE L, REWEV IV SNNT A0~ b T T T
4 — (BERBE : ~FV—FBcFL=2: 1) THREL, KELEAWEHER
Wk E LTHEEZ (RE&384mg. WE50%) ,
I H—NMR (CDC1,) §:1. 46 (9H, s), 2. 49 (3H, s),
2. 71 (3H, brs), 4. 15 (2H, brs), 6. 24 (1H, br
s), 7. 47—7. 52 (1H, m), 8. 13—8. 17 (1H, m), 8.
84—8. 86 (1H, m), 9. 07—9. 08 (1H, m) .

(BZHI316) |
N— ({1—1[ (4—7(7*11/%:':::/1/) ANH=)N] =5 -7 z=)—1H—-VF
O——3—AN} AFN) —1, 1 =—VTz= VAR T IV

1— [ (4—AFNTxz=)V) ANKF=)] —5—T=z=)V—1H—-Ea—/
—3—HNNFE R (1. 2g) . PT==ARAFATIV (1. 35¢g) B
FOMRELF 25— —FR4A (5. 0g) OVrumiZ  IEEE (12
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mL) REETOMBEE LG, 7Y FEURYBT YA (1. 56
g) ZMz, BRTSDHIZIFHBHLE, RINEEZEIA P TABLEE, 5
R E BRIV —BATREEKET R U 7 MK CHIR Lc, AHVE 28l
KT L. EARRERT ) U ACTEEREE, BERE L, RBWEL I 57N
HThru<w b T77 40— (BREE: ~XF > —FB-FL=9:1—1 :
1) WCHE L, Aozl znEmE (RE: —20C) THRETSZ L
T, REAMERBROAEGEKL LA (REB1. 61 g, WES8I%) ,
'H—NMR (CDC1,) 8:2. 34 (3H, s), 3. 58 (2H, s),
4. 82 (1H, s), 6. 15 (1H, d, J=1. 8Hz), 7. 09 (2
H, d, J=8. 8Hz), 7. 15—7. 45 (18H, m) .

(3EH317)

2, 2, 22— U A —-N— ({1— [ (4A—RAFNT=z=)) R)]LE=

Al —5—Tz=A—1H=-Fu——3—A 1} AFN) TEFTIF

N—({1=[ (4—AFNTz=N) X/I/jR::/I/] —5—Jxz=)V—1H-—
Pa—n—3—A)} AFN) —1, 1 =V T7z=VAZTIV (362m
g) ZEEBE=F NV (3mL) KB LHE, AFZ/— (5mL) ZMxi, 1
0% TV ARE (50%EKMH, 200mg) L 1mo 1l /LEEE (0. 7
3mL) M, KEFEKTHERTIHHBRLL, RIGKZABL, 5%
BTG L, BEWICHETREAET N U LAKEKRE ML, BT Tl
L7e, K Z ik oe L, SAKREET MY v A TRRE, BUERMEL
o BEWET P77 Fur7y (3mL) ICEML, OCIKHHAE, NI =F
A7y (0. 203mL) LEAN) 74 R (0. 159mL) &M%
oo BRIGREZRIR T3 ORI LE, BEREL., RBWITKEZMA., B
TFVTHIM L7z, MHIRZ A K g L, BAMRET MY U A CTREE.
BERNE L, BEWEL Y IINVITAr7u~x b T77 40— (BRBE: ~%
o —FEBRTFAL=9 : 12 : 1) CCHRL, READEEGHRRD L L
T (&3 21me. IE100%) .
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'"H—NMR (CDC1,) 4:2. 36 (3H, s), 4. 39 (2H, d,
J=5. 6Hz), 6. 10 (1H, d, J=2. 2Hz), 6. 45 (1H,
br), 7. 05—7. 45 (10H, m) .

(FEhEf] 1)
N—AFN—1—{1—= [ (A—AFNTz=)l) ANE=N] —5—T =)
—1H—-tr—b—3—A)V} AFVT IV

1— [ (4—AFNTz=)V) ANE=)V] —5—Tz=/—1H—Fu—iL
— 3=V FE R (200mg) OAF /) —VRIK (1L 0mL) ZHEEAF
NTrvE=ZUA (207Tmg) &7/ e FuisyBEBrrIvs (39m
g) Mz, BRTIRHER L, SNRICEMEEKRZMA, BFR-FLT
M U7, MR E S ik Tl L, EKREET N D U A TR, BER
MLz, BEWMEEEMT VISV T A u~ N T 70— (BRBE . ~%

PRI FAL=6: 1—1: 1) [ TERL, EELAMERAHRY L L

THRZ IR&E15mg. NET%) ,
1H—NMR (CDC1,) 6:2. 35 (3H, s), 2. 44 (3H, s),
3. 59 (2H, s), 6. 13 (1H, d, J=1. 8Hz), 7. 08 (2
H, d, J=8. OHz), 7. 20—7. 40 (9H, m) .

(SEHtl 2)
1—{1— [ (4—TrFud==) ANKE=V] —5—T7==)b—1H-F
0—)l—3—A)V} = N—AFAVRAEZUT IV

1— [ (4—TnFudz=L) ANVEKE=)V] —5—Tz=b—1H—-Vua—
=3 —AARLFER (160mg) ®F hFE FrT7I V8K (5mL) I
RUPNVAFAT IV (88mg) M, HR T3 0oMEBEH L, BUNKRIZ
FUTZEREVARYERFT FY YA (329mg) #MZ. BET1REEBRLEE.,
PIMEEKZMN X, EEcF U CHIE L, ShHRE Ak coigE L, 8K
WREET M) U A CRIRS., BERE L, REWMEAZ 7 —N (5mL) I[CHRF
L. 10%/S5 U9 AREK (50%EKé, 180meg) L¥@ (0. 027m
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L) Mz, AKBEEEKT., BETL OBBEBRLL, RISKEZABL., AK%
B Lz, REWICAMERKEZML, BilgcF LV CHE Lz, iREa
FEHEAKCHE L, BARET N U ACTHRE, BERELZ, BEDEERE
MDA FNHBTEIus T TT7 40— (BRBE  ~F VL —EiR-F L=
6:1—-2: 1) KUBHL, RELAWEZEEHKYE LTHEL (RE55m
g, IWE33%) .

!H—NMR (CDC1l,;) §:2. 45 (3H, s), 3. 60 (2H, s),
6. 16 (1H, d, J=1. 8Hz), 6. 96 (2H, t, J=8. 8H
z) , 7. 20—7. 40 (9H, m) .

(M 3)

1— [1— (AFNVANVE=N) =5 —Txz=)—1H—Fua—jl—3—A/]

—N—%%w2$y73y

1— (A FAALKR=N) —5—Tz=A—1H—F O —— 3 —73/I//§/p—7‘f
ERN (160mg) OF FF e Fr7IVEIK (5mL) IERUPVAFLT
Y (117mg) ZMWMA, BRWT3OHMEEH L, RIGKRIC I TE FUS
TRV UL (435mg) A, BRTLIREMERLEZEZ, AMEEKE
Mz, B F A CHiH L7z, MR Z T REK Tl L. EBARET NI U
ACHERE, BIERH L, BEYWEAFZ /—A (10mL) IZEML. 1 0%
NRTVULRHF (50%BEKM, 200mg) £1lmol 1HEEE (1mL) %
Mz, KEFEKT. BET1 SKEMER L, RINKEZAB L, AREBER
WLz, BEDICAMEEKEZML, FE—F L CTHl Lz, MBKE el
KCHEE L, JRRERT b YU U A CHRG, BERGE L, BREDEEELES Y
BYENIT R NI T 7 40— (REWE : ~F YV —FigoFLr=6: 1—
R F V) I TRE L, RELADEEARRMLE LTHE (INE6 2mg.
K3 7%)

! H—NMR (CDC1l,) §:2. 50 (3H, s), 2. 82 (3H, s),
3.64(2H,s),6.31(1H,d,J=1.8Hz),7.21(1
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H, d, J=1. 8Hz), 7. 38—7. 40 (3H, m), 7. 45—7.
55 (2H, m) .

(FEHaf 4)

1—{1—- [ (4—APFVTxz=) AAK=L] —5—-—Txz=—1H-—F
0—/A—3—AN} —N—=AFAVAZLTI HEE

1— [ (4=APFTVTz=n) ANF=V] —5—Tz=—1H—-Fr—
N=B3—ANASATE R (240mg) A%/ —/A (5mL) &ML, Bk
AFNTUE=UL (856mg) L7/ e FRuekv@grh I vA (13
Ilmg) Mz, BET1 SKMERLE, RINKEZRERE L%, BEDIC
fAFNEE K Z ML, BER—F A CTHIH L, MiiREZEMAEAK TS L, K
T Y U A CRBRE, BIERWE Lz, REBWEEEES I VTNV 670
< T 74— (BRBE : ~F V9 —FR=FNL=6 : 1 oF=FN) ITT

WMLk, BONEMRYERRTFL (5mL) CHML, 4mo 1/ 1HL

KE—EBR-FAEK (0. 5mL) Wi, BERELE, REDEZER-F
ANOEER L, RELEDEEAKRZRELTALE (RE148mg, INES
4%) .
!H—NMR (CDC1,) §:2. 56 (3H, s), 3. 80 (3H, s),
3. 98 (2H, s), 6. 45 (1H, d, J=2. 2Hz), 6. 74 (2
H, d, J=7. OHz), 7. 10—7. 40 (7H, m) , 7. 64 (1H,
d, J=2. 2Hz), 9. 82 (2H, br) .

(SEHEBl5)

1—{(1— [ (4=—7rFudz==i) ANR=A] —2—AFL—5—T ==
J—1H—-Er——3—A)V} =~ N—RFARXRZT7 I HiEE

1— [ (4A—onFurdz==)) ZANE=)] —2—AF)—5—Tx==)b—
1H-¥r—nA—3—FAR VT R (205mg) OF F5k FrT 5 VEK
(5mL) ERVPALVAFALTIV (108mg) M, T|ETS3 0LHER
U, RISIEIC R Y 7% FEUARYET R 94 (303me) &M%, SET
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1SR L2 R, SaMEEKZNL, BEB=F N Tl Lz, bk tafea
HK TR L, SRR T Y U A CHER, BIERE L. BREWEAX ) —
o (10mL) IZHEMEL, L0%RNTVTLRE (50%EKM. 100mg)
Elmo 1l /13E (0. 6 0mL) #Mx, ARFHEKT. BR T2 MHEHER
L7 10%/7V T ARR (5 0%&EKM, 200meg) ZEML, RIGKE
KREBEFHAR T, BRTL SFHMBER L, KINKZEZAB L., AREBIERE L,
BEDICHATMEEKEML, BB F LV CHM Uk, HHEZ Ak T
L. EARERT M) UV LACTHEBEE, BERHELEL, REVEER-=F L (5m
L) &ML, 4mo 1/ 1 HELKE—EEB=F/L (0. 5mL) Mz, BE
BT B2 LT, REMAWEEATELT 7 AREEL LTEE (NE100
mg., ME4L2%) , ,

!H—NMR (CDC1,) 6§:2. 45 (3H, s), 2. 56 (3H, s),

3. 89 (2H, s), 6. 42 (1H, s), 7. 03 (2H, t, J=8.

1Hz) , 7. 15—7. 45 (7TH, m), 9. 00—10. 00 (2H, b
r) .

(il 6)

1—{6— (4—orFudz=)) —1— [ (4—AFNLTz=)l) R)EKE=
N —1H—-Er—n—3—AN} =N—RAFNVAFT IV

5— (4A—InFudz=)) —1— [ (4A—RAFNT7 =)L) R)E=)l]
—1H—VFa—nL—3—A LTt R (0. 49g) A% /)—) (12m
L) WML, BEAFAT U E=UA (1. 17g) BEXOYT/ Mk Re
RUBRTFY T A (0. 27g) EMLiz, ERTIL SHREBHRLELE, BWET
WG LTz, BEDEKCEMBL, SIMEEHKTTAL VL L, BE=F LT
i L7z, R E afn ik CoieiR, BB~ /7Ry A TR L, BIE
PRETWCEELEL, BEDEL ISV IT A u~w b5 70— (BEE
g SR FL—AF ) —N=5:1) KTRHHL, KRELADEEAREKL L
@7 (WEO. 42g. IS 2%) ,
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'!H—NMR (CDC1l,) 6 :2. 36 (3H, s), 2. 45 (3H, s),
3. 60 (2H, s), 6. 13 (1H, d, J=2. 1Hz), 6. 98 (2
H, t, J=8. 8Hz), 7. 09—7. 13 (2H, m) , 7. 17—7.
27 (5H, m) , 7. 33 (1H, s) .

(sl 7)
N—RAFN—1—{5— (83—RAFNT7==V) —1— [ (4—RAFNT7=x=
) Anuk=n] —1H—Fu—L—3—AfN}) AFUT7I HEE

5— (83—RXAFnT==) —1— [ (A—RAFNTxz=)b) RAVFE=)] —
IH=¥r——3—FIANLTE R (0. 36¢g) . HELAFATVE=D A
(0. 89g) BIOYT/ FIeFuksv@grrIvas (0. 21¢g) ZHV
TEREH 4 & AROBELITH., RELEMEZEGERRE LTAL (NEO0. 2
2g., NE52%) ,

"1 H—NMR (DMSO—d,) 6:2. 26 (3H, s), 2. 36 (3H,

s), 3. 33 (3H, s), 3. 96 (2H, s), 6. 38 (1H, 4, ]
=1. 8Hz), 6. 79 (1H, s), 6. 84—6. 99 (1H, m), 7.
22—7. 34 (6H, m) , 7. 69 (1H, d, J=2. 1Hz), 8. 9
8 (2H, brs) .
(FEhapl8)
N—AFnL—1— {5— (3—InFn7z=)V) —1— [ (4—AFNT7==
M) AAKR=N] —1H—FEFr—A—3—A)N} AFZUT7I0 HEE
5—(3—7win7;:w)—1—[(4—}%»7;:w)xw$:w]
—1H-—Fr——3—bA LFE R (0. 57¢g) ., HIELAFATVE=Y
A (1. 38¢g) BLXO®V 7/ rJeFuisvBgrrYvas (0. 32g) &H
WCEMR 4 & RROBIEEZITY., RELEWZEEKRE L LTEL (REO.
45¢g, INE6 9%) .
I H—NMR (DMSO—dg) 6§:2. 36 (3H, s), 3. 32 (3H,
s), 3. 98 (2H, s), 6. 48 (1H, d, J=1. 8Hz), 6. 9
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4—7. 00 (2H, m) , 7. 25—7. 45 (6H, m), 7. 73 (1H,
d, J=1. 8Hz), 8. 94 (2H, brs) .

(ZEhs19)
N—AFnL—1— (1= [(2—=AFNTz=)) RANVE=)N] —5—T==)b
—1H—-tur——3—AN} AZUT IV EEE

1— [ (2=AFNTz=)V) ANF=)V] —5—Tz=t—1H—Fu—i
—8—HANATER (390mg) A% /—/ (10mL) ICEMEL, 2R
TA0%AFNTIVAZ)—NEKR (280mg) ZMAT1 5B LE,
FOSRICER TKRRESFYET FI VA (7T0mg) ZMATL OLRBEHL.
1mo 1,/ 13 (10mL) M T5HMEHRO%, AMEEKEZMZTT
WA VL L, BEBRT T CHI L7z, SR Z S &Kk CUig Lc e, K
WM P UATHEREL, BEZBETCEE L, BEWEZEEES IV TV

‘ﬁ?A&mvkﬁ774é<@%%ﬁ:«%%v—%%m%w=so:5qa

0:100) IZTHREL, BohicmiRYLER-F/V (5mL) ZEML, 4
mo | /1EE—E#B=F NV (1mL) ZMX THERME Lz, BEYEER
FAPLERETEZLICEY, RELEVEEARKRLE LTHRE (NE34 2
mg., NET76%) .
! H—NMR (DMSO—dgs) §:2. 21 (8H, s), 2. 52—2. 5
4 (3H, m) , 4. 02 (2H, s), 6. 48—6. 50 (1H, m), 6.
99—7. 01 (2H, m) , 7. 07—7. 13 (2H, m), 7. 20—7.
23 (2H, m), 7. 30—7. 37 (2H, m) , 7. 50—7. 54 (1
H, m), 7. 79 (1H, br), 9. 13 (2H, br) .
(ZEfEsl1 0)
N—2AFN—1— (5—T=z=r—1—{[4— (FITAFaXrFN) TJ==
N AR =A} —1H—F¥r—A—3—AN) AZUT IV HEEE
5—Txz=/—1—{[4— (MVTNFBRRAFN) Tz=)v] RANE=)V}
—1H-ER—A—3—HAALFER (65mg) . 4 0%AFAT IV AH
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J—NEKR (50mg) BLOKFIAYEF NI VA (24meg) ZHNVTE
Bl 9 L RROBIELZITY, KREILeWEEAKERL LTHLZ (KE50meg.,
K6 8%)

! H—-NMR (DMSO—dg) 6 :2. 50—2. 51 (3H, m), 3. 9
9 (2H, s), 6. 48 (1H, s), 7. 13—7. 15 (2H, m), 7.
35—7. 38 (2H, m) , 7. 42—7. 46 (1H, m), 7. 61 (2
H, d, J=8. 8Hz), 7. 78—7. 78 (1H, m), 7. 92 (2H,
d, J=8. 5Hz), 9. 03 (2H, br) .

(FEHEFI 1 1)

1— (1= [ (4—TnFur—2—=RF LT z=V) ANE=N] —5—T ==
NV—1H—¥tr—n—3—A N} = N—RAFNRAZT I HEEEE

1— [ (4—TInFa—2—AF )7 xz=)V) A)}KR=)l] —5—T ==)L—

1H—FE—A—3—FARNAFER (165mg) . 40%BAFATIVAF

J—NEK (1 12mg) BLOKREAYVET NI UL (28mg) ZHWT
EHif] 9 & AEEOBRIERZITV, RELAYEZEGOKRL LTEEZ (RE106
mg. NE56%) ,

!H-—NMR (DMSO—dg) 6:2. 19 (3H, s), 2. 53 (3H,

s), 4. 02 (2H, s), 6. 49 (1H, d, J=1. 7THz), 6. 9
0—6. 95 (1H, m) , 7. 00—7. 02 (2H, m), 7. 18 (1H,
dd, J=9. OHz, 5. 6Hz), 7. 23—7. 26 (2H, m), 7.

30 (1H, dd, J=9. 9Hz, 2. 6Hz), 7. 32—7. 36 (1lH,
m), 7. 79 (1H, s), 9. 15 (2H, br) .

(=hEfl 1 2)

N, N=VxAFN—1— (5—T=z=A—1—{ [4— (M) TrFrAFN)

TJxz=)V] ANER=)N) —1H=—Yr——3—A)) AZT7TIV ERE

5—F7xz=)—1— {[4— (FPYTAABAFN) Tz=)V] ANE=)L}

—1H-¥e—nA—3—AA\LTER (80mg) . 2mo 1 /1 VAFAT
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IV~-F I RRT7 T UBR (1mL) BROWKRESVERT NI DA (24
meg) ZRNCEGH O & AROBRELTV., RELAVEEEMKSEL LTEE
(&5 9mg. IFE6 3%) , .
!H-NMR (DMSO—d;) §:2. 67 (6H, s), 4. 12 (2H,
s), 6. 56—6. 56 (1H, m), 7. 15—7. 17 (2H, m) , 7.
34—7. 38 (2H, m) , 7. 42—7. 46 (1H, m), 7. 63 (2
H, d, J=8. 3Hz), 7. 85 (1H, d, J=1. 7THz), 7. 92
(2H, 4, J=8. 3Hz), 10. 68 (1H, br).

(B 1 3) _
1—[56— (4—7nrFudz=) —1— (F==VALFR=)V) —1H-F
0—b—3—AN] —N—RFNLRAZUTIV KRR

1— (4—T=z=)VA)FE=)V) —5b— (4—TFurd=z=) —1H—VF

B —3—FARLFTER (0. 60g) BIELAFATLYE=A (1. 4

8g) BLOWT /e Fuksv@ErrIvh (0. 33g) ZAVWTERKSI4 &
FROBIEZITV., RiMbEWEEEFKES L LTHE (REO0. 35¢g, INES
1%) .
!H—NMR (DMSO—d;) 6 : 2. 52 (83H, s), 3. 98 (2H,
t, J=8. 7THz), 6. 43 (1H, s), 7. 12—7. 23 (4H,
m), 7. 40 (2H, d, J=7. 35Hz), 7. 53 (2H, t, J=7.
9Hz), 7. 68—7. 74 (2H, m) , 8. 96 (2H, br) .
(FEHfl 1 4)
N—AFh—1— [5— (2=AFATxz=) —1— (4—AFALTz=)LR
NE=)) —1H—VFa—n—3—A] AXUT Iy HiEE

E5— (2—2AFnNTz=)V) —1— [ (4A—RAFNTz=)V) ANF=)NV] —
1H—Fu——3—HALFE R (0. 46g) , HIELAFATUVE=D A
(1. 11g) BIOY7 /e Fasv@grrIvs (0. 26¢g) ZAVWTE
Fafl 4 & RO WRIER T\, RELAWEEEERL LTAE (R0, 37¢.
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INES8 0%) ,
! H—NMR (DMSO—dg) 6:1. 79 (3H, s), 2. 38 (3H,
s), 3. 32 (3H, s), 4. 00 (2H, s), 6. 34 (1H, 4, J
=1. 8Hz), 6. 84 (1H, d, J=6. 2Hz) , 7. 11—-7. 21
(2H, m) , 7. 25—7. 36 (6H, m), 7. 72 (1H, s), 9.
02 (1H, brs) .

(EHifl 1 5)

1—{5— (4—TnFurz==)V) —1— [ (4—TNFaT==)V) ALK
=] —1H-FEu—nN—3—A)N} = N—AFANRAFTIV

5— (4—7ntuz=) —1— [ (4—7rFuard==)b) R)VAR=
AN] —1H—FEr—nA—3 - LT R (0. 52¢g)  BIKLAFAT F
=vAh (1. 20g) BEXOVY7T /e FekviErhrIovh (0. 28¢g) 2H

WK 6 & RERORIERT, RELANE BEMRD L LTHBL RO,

39g, INE72%) ,
! H—NMR (CDC1,;) §:1. 55 (1H. brs), 2. 45 (3H,
s), 3. 59 (2H, s), 6. 14 (1H, d, J=1. 9Hz), 6. 9
6—7. 04 (4H, m) , 7. 17—7. 23 (2H, m), 7. 31—7.
38 (3H, m) .
(%1 6)
1— (56— (4—7ngFmn7==N) —1—{ [4— (RYTAFRRAFN) 7
=] AFR=N} —1H—VFa—L—3—A)V) —N—RFNLARZLTIV
5— (4—7nhdurdz=L) —1— { [4— (FYTAFRRAFL) Tx=
W] ANE=) —1H—Er—b—3—=IANNLFEe R (0. 55g) DAH
J=NVEKR (1 2mL) IZEEAFATyE=UA (1. 11g) E¥T/EFR
nRUBT I TUA (0. 26¢g) k., BIRTL 8SRFRHER L., RINKE
BETICEMEL, fafMEE KM, Bt Chhl Lz, iRz eafmais
A THEHE L, SRR~ 2% 0 5 ORI, BT T IR L, BEWE S
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MY Y BTN H TR aw T T7T7 4 — (REAEE : ~FV > —Fl-F L=
1 1) ICTRRL, RTbAmEEeEEL LTRE (IREO0. 39 ¢, IUE

6 8%) .

!H—NMR (CDC1l,) 6§ :1. 49 (1H, brs), 2. 44 (3H,
s), 3. 60 (2H, s), 6. 17 (1H, d, J=1. 7Hz), 7. O
1 (2H, t, J=8. 7THz), 7. 20 (2H, dd, J=8. 8Hz, 5.
4Hz), 7. 34 (1H, d, J=0. 94Hz), 7. 47 (2H, 4, ]
=8. 3Hz), 7. 60 (2H, d, J=8. 3Hz) .

(EhEf 1 7)

1— [1—- [ (4—7nrFdueTd=z==N) AAE=V] —5— (4—A MF¥ 7=
=n) —1H—VFru——3—ANV] —-N—RAFNVAFZTIV

1— (4—INFu T 2=V RANE=N) —5— (4—AMFVT==) —

1H—tFRr——3—BANAFE R (0. 28¢g) . BILAFAT VE=T A

(0. 62g) BIOY 7 /e Fusv@grrIva (0. 15g) ZAVWTE
Wil 6 L FEOBRIERZITV., RRbewEBaHRYLE LTHL (KEO0. 13
g, NE44%) ,
!1H—NMR (CDC1l,) 6:1. 52 (1H, brs), 2. 45 (3H,
s), 3. 59 (2H, s), 3. 85 (3H, s), 6. 10 (1H, s),
6. 84 (2H, d, J=8. 9Hz), 6. 92—7. 02 (2H, m) , 7.
14 (2H, d, J=8. 9Hz), 7. 29—7. 38 (3H, m) .
(FEhEfl 1 8)

1—{1—[ (4—FrFurgz=L) ANk=A] —5— [2— (bYTAF
QAFN) Jx=V] —1H—-F¥R—V—3—A )V} = N—RAFAVRZT IV
A . A

1— [ (4—7rFdrdz=N) ANE=r] —5— [2— (R TNFaR
FN) Tz=N] —1H—FEr—V—3 =B VTER (0. 55¢g) . HEik
AFATUE=TA (1. 17g) BROVT /bt FekvigF ) va (0.
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27g) EAVWCERG 4 LRKROBEZTV., RRLADEECKERL LTS
7z (INE&O0. 33g, NE53%) .,

! H-NMR (DMSO—dgy) 6 :2. 50 (3H, s), 3. 33 (2H,
s), 6. 48 (1H, s), 7. 17 (1H, d, J=8. 3Hz), 7. 4
3 (2H, d, J=8. 9Hz) , 7. 51—7. 59 (2H, m) . 7. 65
—7. 74 (2H, m) , 7. 76—7. 81 (2H, m), 9. 04 (2H,
brs).

(FEHEF 1 9)

N—AFN—1—{1— (4—AFNT7==)V) AAF=)} —5— [2— (}
VINFRAFN) TJz=] —1H—Fr—A—3—A1L} AXLUTIV B

B

1— [ (4—RAFNTxz=)V) RVEF=)V] —5— [2— (FUT)Fnm RF

w)7::»]—1H—€n—w—3—ﬁwﬂw?EF(0.28g)\ﬁm}

FNTE=UL (0. 58¢g) BIOUT /e Fukrvuirry oA (0. 1
4 g) ZRVWTERGS 4 L RROBIELITV., RELCADZEOKERL LTEL
(X&O0. 11g, IK35%) ,
! H—NMR (DMSO—d,) 6§ :2. 39 (3H, s), 2. 50 (3H,
s), 3. 32 (2H, s), 6. 43 (1H, s), 7. 12 (1H, 4, J
=6. 8Hz), 7. 37 (4H, s), 7. 63—7. 79 (4H, m) ., 8.
92 (2H, brs) .
(52 0)
N—%%w—1~[2—%?w—5—7m:w—l—(71:WZW$:W)—
1H-Yo——3—AN] AZUT7Iv HEEE
2—%?»—5—7::»—1—7::wxw$:w¥1H—Em~w—3—
ANVANVTER (0. 27g) BIELAFATUE=UL (0. 68g) BLD
V77 FuARvEEST I oA (0. 28¢g) ZRAWVWTCERG 4L FAEOCRIES
TV, KifkAmzBEa/fRE LTHEL (IREO0. 11g, K3 5%) ,
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1 H—NMR (DMSO—d,) 6:2. 44 (3H, s), 2. 50 (3H,

's), 3. 91 (2H, s), 6. 40 (1H, s), 7. 22—=7. 28 (2
H, m), 7. 34—7. 49 (6H, m) , 7. 57 (2H, t, J=7. 8
Hz), 7. 72 (1H, t, J=6. 8Hz), 8. 84 (2H, brs) .
(EHaf 2 1)
1—{5— (2, 4a—V7rdnurdz=V) —1— [ (4—AFFTTz=))
ANHF=N] —1H—-¥F¥a——3—A)V} —=N—RXAFNAZTI HEERE
({5—7vE—1—[ (4=—APFTT7xz=V) ANEK=] —1H—Fr
—w—a—%w}f%w)%?wﬁwﬂiy@tert—f%w(léomg)
#l, 2—VAMFvxF Yy (5mL) LFEEK (5mL) OREIRICEML.
(2, 4=V Fdnrz=)) Ak (103mg) ERBTRI UL (1
0O4mg) 2Mit, BREHLOB, TFIXR (P Tz=ARRAT 4 0)

" SUYA (57Tmg) Mz, EXEMAIT. 105CT5HERBELL, Kt

W AHE L. AIRICKEMZ CTHBE - F VTl L7z, $IHKZAfaEK Tl
Bl EAMEET Y v A CTHEE, BERELL, REWE N I 4 0 FHR
(5mL) WML, ZRT1OLMEBER LR, BERWEL ., ZEWicaEm
EEAKEMz, BT CHil L, iR ZfaMANEK TOE L. B
F MU U ATERE, BERGELLE, BEMEREES I DTNV T7 A7 n< b
757 4— (BRBE : ~FV—FBFA=9:1->1: 1) ZTTHERL,
Bon-HRYEEEE=F NV (5mL) WML, 4mo 1/ 1 HE{LKE— Bl
TFAEIE (0. 5mL) ZMX, BERM Lz, BEYEEERTF L bR
B L. RELAWRRFREMBEL LTEE (&S5 8me., INE4 1%) ,

1 H—NMR (CDC1,) 6:2. 56 (3H, t, J=5. 2Hz) , 3.
83 (3H, s), 3. 98 (2H, brs), 6. 54 (1H, d, J=1.
6Hz), 6. 70—6. 90 (4H, m) , 7. 00—7. 20 (1H, m) ,
7. 38 (2H, d, J]=9. OHz), 6. 78 (1H, d, J=1. 6H
z), 9. 85 (2H, br) .
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(FEHH 2 2)

1— [1— [ (4—APFTTz=) RAF=N] —5— (4—T = )%V 7
2=)) —1H—Fa——3—A1L] —N—=AFAAZUT IV HEH
({5—-TuE—1—[ (4—A+F¥T7=x=)A) AFE=A] —1H-¥R
—N—=83—=AN} AFN) AFAANNIVEEter t—7F N (150mg) .
(4—7x/)%v7==)V) R (140meg) . KBTI UL (104
mg) BEIORF FIFFR (M) T2V RAT4Y) RIVUAL (57Tmg) %
BWT, EHifl 2 1 & RROBEERZITV., REWAYEHRFARKR L LTHE (X
E88mg. INFE55%) .
1H—NMR(CDCI3)6:2.57(3H,s),3.80(3H,s),
3. 98 (2H, s), 6. 46 (1H, d, J=2. 2Hz), 6. 77 (2
H, d, J=9. 2Hz), 6. 88 (2H, d, J=8. 8Hz), 7. 00

'—7. 20 (5H, m), 7. 25—7. 45 (4H, m), 7. 62 (1H,

d, J=2. 2Hz), 9. 85 (2H, br) .
(FEHafil 2 3)
1—[1—= [ (4—APFTTz=N) ANAR=V] —5— (2—FTF)) —
1H-¥u—1—3—AN] —N—RFARAZTI HBE
({6—7uvEt—1— [ (4—APFTTxz=V) ANF=N] —1H-VH
— =83 —=A )} AFN) AFAVIANRIVEEter t—7F N (150mg) .
2—F7FrRur@B (112meg)  REETFI UL (104mg) BT
FIFR (P Tm=VBRT4Y) NFVTA (5 Tmg) ZAVWT, Ehidl
2 1 L AHOBERTV., BECAWERFRERL LTAL (RE64me, X
F44%) .
! H—NMR (DMSO—dg).8:3. 33 (3H, s), 3. 79 (3H,
s), 4. 00 (2H, s), 6. 52 (1H, s), 6. 95 (2H, d, J
=8. 8Hz), 7. 30—7. 40 (3H, m) , 7. 50—7. 70 (3H,
m), 7. 75 (1H, s), 7. 80—8. 00 (3H, m), 9. 02 (2
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H, br) .

(EfEf 2 4)

3—{1—= [ (A=A F¥Tz=n) 2AF=N] —4— [ (AFATI))

AFN] —1H-—FR—A—2—A L} 7=V Rk
({6—7rE—1— [ (4—APF¥T7==)/V) ANVE=)] —1H—-ER

——=8—AN} AFN) AFNVANNIVEEter t—7F N (150mg) .
(3—73)7==)V) Auevf (122meg) . RETFITA (104m

g) BEOTFIFFR (M) T==VRRT7 4 V) NIV UL (57mg) 28

W, Eiifl 2 1 & RROBEZITV., RELEMEEAKRE LTHEE (&

45mg, IXE31%) ,

!H—NMR (DMSO—dg) 6:2. 51 (3H, s), 3. 83 (3H,

s), 3. 96 (2H, s), 6. 46 (1H, s), 6. 90—7. 15 (4

H, m), 7. 20—7. 30 (1H, m), 7. 30—7. 45 (3H, m) ,

7. 71 (1H, s), 9. 11 (2H, br) .
(FEHapl2 5)
1— {1— [ (A—APFPTz=)) ANF=] —5—YIP—3—A)
—1H—¥Fr——3—AN} —N=RAFARAFTI TIEEE
({5—FuvE—1—[ (4—A+FVT7=xz=)b) AFE=)] —1H—ER
——3—AN} XAFN) AFLVINANIVEEter t—7FN (150mg) .
BYIV—3—ANRuri (96mg) . REETFI UL (104meg) BX
VFFI%R (RN Z2=hAT 4Y) RSV L (57meg) 2ANT, E
2 1 & FREOBRIEE TV, BEEAWERERR L LTEL (NE16me,
NE11%)
! H—NMR (DMSO—d,) 6:2. 51 (3H, s), 3. 82 (3H,
s), 3. 98 (2H, s), 6. 65 (1H, d, J=1. 4Hz), 7. 0
3 (2H, d, J=8. 8Hz), 7. 38 (2H, d, J=8. 8Hz), 7.
68 (1H, m) , 7. 82 (1H, d, J=1. 4Hz), 7. 92 (1H,
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d,J=9.2Hz),8.56(1H,s),é.73(1H,d,J=4
8Hz), 9. 21 (2H, br) .

(EHEfl 2 6)

1—{1— [ (A=AFATz=) RAF=A] —5—T ==L~ 1H—EH
—N—=3—=AN} AFUT I HERE

4— (TPFRAFN) —1— [ (A—AFNTz=)b) A)BE=)V] —2—7
z=)—1H—¥Fur— (230mg) ODAFX/)—LEK (10mL) i1 0%
NRIVULRE (50%EKB. 150mg) Mz, KRFEKITERTL 8
R U, BUSWCHRE (1mL) BMZ. ARBEATEETL 8 M
BLER, Rtz 5BL, ARICHEMEET KkEML, BT L CHELE,
MR 2 S Ak Crei L. BAKEREET MU U A CHBRE. BERWE L2, &
BWMEHEET VAN AT AT u~v NI T T 40— (BERBE . ~% % — 5

TFA=9 : 1 oFBIFL) ICTEML, B EAHRYEERTF L

(5mL) WML, 4mo 1,/ 1EWKE—BB-FAEK (0. 5mL) %
Mz, BERWELEZ, BEDEHBRFLNILEER L. RELEYE EARKE
LLCEE (IRE10mg. INEA%) ,
!H—NMR (DMSO—d;) 6 :2. 35 (3H, s), 3. 89 (2H,
s), 6. 39 (1H, d, J=1. 8Hz), 7. 10—7. 20 (2H,
m), 7. 22—7. 50 (7H, m) , 7. 66 (1H, d, J=1. 8H
z) , 8 20 (3H, br) .
(FEHpl 2 7)
N—AFN—1— {4—AFN—1— [ (4=RAFNT==)) AAK=A] —
E—Tz=A—1H—¥r——3—A} AZT7IV HBE
4—AFn—1— [ (A—AFNTz=)V) ApKF=)V] —5—T=x=)b—1
H—¥Fe—n—3—IA V7T R (31 0mg)  BIEAFATUVE=T A
(61 7mg) BIXOY7 ./ b I FaefRsvlgir rIvus (172mg) ZHAV
TP 4 L AEORELT, BELAMEBEKER L LTEE (&L 7 9
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mg. NE50%) .

!H—NMR (DMSO—dg¢) 6§ :1. 77 (3H, s), 2. 36 (3H,

s), 2. 55 (3H, s), 3. 96 (2H, s), 7. 00 (2H, d4d,

Jj=1. 8Hz, 8. O0Hz), 7. 20—7. 50 (7H, m) , 7. 73

(1H, s), 9. 06 (2H, br) .

(FEHifl 2 8)

3—{4— [ (AFNATI)) AFN] —1— [ (A—AFNVTz==)l) ALK

=A] —1H—-¥Fr——2—A} R = IV HEE
({p—TmrE—1—[ (4—AFNT7xz=) ANF=A] —1H—-Fr—

W—3—X”}%%W)%%wﬂwﬂiyﬁtert—f?w(ZSOmg)\

(3—v7/7==N) Aurli (103mg)  REEFT I VA (83mg)

BIOTFFIFR (M) T2=mVBRRT742) RTPUL (65mg) ZHNVT,

RN 2 1k FEOBRER ., BELAMEREERL LTEE (B9 6m

g. L4 3%) ,
I H—NMR (DMSO—dg) 6:2. 37 (3H, s), 2. 51 (3H,
s), 3. 98 (2H, s), 6. 56 (1H, d, J=1. 8Hz), 7. 2
0—7. 40 (4H, m) , 7. 50—7. 65 (3H, m) , 7. 77 (1H,
d, J=1. 8Hz), 7. 90 (1H, d, J=7. 6Hz), 9. 11 (2
H, br) .
(s 2 9)
4—{a— [ (AFATI) AFA] —1— [ (4—AFNLT==)V) RV
=A] —1H—Fu——2—A 1} RV = IV A
({5—7u%—1—[(4~%?W7::W)xwﬁ:w]—lH—Em—
W—8—A} AFN) AFAINRIVEEter t—7F N (250mg) .
(4—v7 ) 7==) R (103mg) . RKET IV VA (83mg)
BIOFFIHXR (M) T2V WA T 4 2) RNIVTLA (65mg) ZHNVT,
Ehifl 2 1 & RAROBIEEZITY, RELEWZRERFRRE L THAL (RE&75m
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g, INE3 3%) ,

! H—NMR (DMSO—dy) 6§ :2. 36 (3H, s), 2. 51 (3H,
s), 8. 97 (2H, s), 6. 59 (1H, d, J=1. 8Hz), 7. 3
4 (4H, m) , 7. 38 (2H, d, J=8. 4Hz), 7. 79 (1H, d,
J=1. 8Hz), 7. 86 (2H, d, J=8. 4Hz), 9. 11 (2H,
br) .

(M 3 0)
N—AFNV—1— [1— (Fz=VALF=)V) —5— (3—Fx=1) —1H
—¥Rr——3—AN] AFUTIV HEEE

AFA{[1— (Fz=VARNWE=)V) —5— (3—F==)l) —1H—VFnu
— =3 —AN] AFN} AARIVEEter t—TFN (0. 62g) ODRAH
=N (10mL) WKIZ4mo 1/ 1 HIMKR—FR-FLEK (6mL) %

Mz, SETIRERMEE L, RSRAYICEERERMAERICOBL, DK

PRERG L, BEWME=Z ) —ADPbEERTHIZLICEY, RELAYE
WEEAERE LTHEZ (&0, 38g. INET1%) ,

!H—NMR (CDC1,) §:2. 55 (3H, s), 3, 96 (2H, s),
6. 54 (1H, d, J=1. 8Hz), 6, 98 (1H, dd, J=1. 2,
5. 1Hz), 7. 09 (1H, dd, J=1. 2, 3. OHz) , 7. 21
(1H, dd, J=38. 0, 5. 1Hz), 7. 831—7. 42 (4H, m) ,
7. 48—7. 54 (1H, m) , 7. 65 (1H, d, J=1. 8Hz) , 9.
84 (2H, brs) .

(SEHaf 3 1)

N—AFN—1— [5—Tz=p—1— (F==)LA)LFE=)) —1H-tB-—
N—3—AN] AFVT IV REEE

AFL{[6—TF=z=N—1— (FJz=)VRA)FE=)V) —1H—Fr—3L—3
—AN] AFN} DANRIVEEter t—T7FN (0. 64g) 2HAWVWT, £l
B3 0 & AROBIELFV, EELAWEBERKL LTEE (&0, 39¢.
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R 7 3%) ,
'H—NMR (CDC13) 6:2. 55 (3H, s), 3, 98 (2H, 's) ,
6. 47 (1H, d, J=1. 8Hz), 7. 12—7. 15 (2H, m), 7.
23—7. 37 (TH, m) , 7. 47—7. 53 (1H, m) , 7. 65 (1
H, d, J=1. 8Hz), 9. 83 (2H, brs) .

(FEHipl 3 2)
1—{1—-— [ (4—TnrFuiz=)V) ApEF=Lr] —5— (3—Fxz=)) —
1H—¥r—l—3—A/N} —N—RXFNLRAFX LTI HEE

{({1—- [ (4—onFurvz=\) ApAFK=A] —5— (3—Fx==,1) —
IH-Ya2—n—3—AN} AFN} AFAIANRIVELter t —7F (0.
44¢g) ZRAVWTEA 3 0 LRAKOEBIEEZITV., RELEMEEAREEKL LT
B/le INE9 2mg., INFE3 2%) ,

TH—NMR (CDC1,) 6:2. 56—2. 60 (3H, m), 3, 96—

3. 98 (2H, m) , 6. 53 (1H, d, J=2. 1Hz), 6. 98—7.
04 (3H, m) , 7. 12—7. 14 (1H, m) , 7. 23—7. 26 (1
H, m), 7. 38—7. 44 (2H, m) , 7. 66 (1H, d, J=2. 1
Hz), 9. 85 (2H, brs) .
(EHE®l 3 3)
1—{1— [ (83—Zpmuz=z==)) ANVE=V] —5—T=z=)—1H—Fnu
—NV—3—AN} —N—AFNAZUT I EEEE
{{1—[(83—nmnury==V) ANHK=/] —5—T7=xz=)—1H—Fn
—N—3—=AIV} AFN} %?‘/Dﬁ/b)\‘i‘/&*ﬁt ert—7FN (7T26mg)
ZV/nruAFy (3ml) WML, NI TAF OB (2m 1) Z0°CTM
%, BRTL 548 Lz, RINEIKREZ 6 %REKET MY U AKBERICHETL
THEMIZ L%, BiF Lol L, BB 2Tl k omlE L, EX
MR M) VATHBLEE, BERE L, REZEEES I I INVDT LT
ne bS5 7 44— L, BB FN—AZ ) —N (19 : 1) THRELE, &
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bR BEAMRYZHRTFVIZEM L, 4mo 1./ 1 HLKEK —FiE=F v
BREMZ 7=, EERREZENMATEIA FHlE L, AT/ =/ THHMEEL,
AR EBEREM Lz, BEMEER=F N LE~TT U 2AVTHERIEL, B
FA—xy ) -V CEBERTEILICEY, BELODEBAKSL LTHEE
(&3 24mg, INFE52%) ,
1H—NMR(CD013)5:1.64(1H;br),2.57(3H,
s), 3. 99 (1H, s), 6. 50 (1H, s), 7. 12—=7. 49 (9
H, m), 7. 64 (1H, s), 9. 85 (1H, br).

(sl 3 4)
1— [1—[(8—Zmur==)V) ApHK=V] —5— (3—F=x=)l) —1
H—tr—N—3—ANV] —N—RXFARXZUTI HBE

{[1—- [ (83=Zmury==) AE=)] —5— (3—F==) —1

\H—Hm~w—3—4ij?W}f?WWWNiV@tert—f?W(7l

2mg) ZRAWVWTERS 3 3 LRAROBIEZITV, RELEVWEZEAKRELLT
/7 (&3 88me. K6 3%) . |
!H-NMR (CDC1,;) 6:1. 75 (1H, br), 2. 58 (3H,
s), 3. 97 (2H, s), 6. 56 (1H, 4, J=2. 1Hz), 6. 9
7—6. 99 (1H, m) , 7. 12—7. 14 (1H, m) , 7. 24—7.
31 (4H, m), 7. 45—7. 49 (1H, m), 7. 64 (1H, d, ]
=2, 1Hz), 9. 80 (1H, br) .
(Eiafi3 5)
1—[1—[(3—/mrT=z=0) AAK=A] —5— (4—TAFnT ==
AN) —1H—Fr——3 =] = N—RXFNAFX LTI HERE
{[1—[(83=ZumTxz=A) ANK=N] —5— (4—TFur7==
V) —1H—¥¥r——3—AN] AFN} AFNVAINANIVEEter t—T7F
N (930mg) ZAWT, Eiifl3 3 L RAKOBRELRZITV., KELADEEE
fERL LTEAZ (INE50meg. [NE6%) .
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'!H—NMR (CDC1l;) 6 :2. 58 (3H, s), 3. 98 (2H, s),
6. 50 (1H, d, J=1. 8Hz), 6. 96—7. 02 (2H, m) , 7.
10—7. 15 (2H, m) , 7. 22—7. 24 (1H, m), 7. 29—7.
31 (2H, m) , 7. 47—7. 51 (1H, m), 7. 63—7. 64 (1
H, m), 9. 80 (2H, br) .

(Bl 3 6)

1— {1— [ (4—Zmrurdxz=)l) RAE=)] —5—T=z=)t—1H—Fu
—N=3—AN} =N—RAFNVAZT IV HFEE

AFN [ (B—Tz=A—1H—Fr—)L—3—A ) AFN] BN
tert—7F/N (7T0mg) ON, N=VAFAHRNVALT I FEK (7TmL)
IR TAKRBT I UL (6 0%MHME. 1 3meg) MR T3 0oHERELEE,
BRTHEILA— 7 uaR P UrRAR=/ (6 2mg) ZMZT1RMEBHELE,

RIS EML . BEET T CHI L7, S SR eAk ok L, &

KFREET b Y U ATHEE, BERELL. REWEVI W SADT AT a< b
757 4 — (BERBE: ~FV—FB-FNL=19:1—4:1) THELL
%, A% /—n (10mL) ZHML, 4mo 1,/ 1HEKE—EiER~F VBT
(1. 5mL) #MAT65CT3 0oMBEH L, RIGKEZBIERME L. B
IFAPLERETEZLICEY, RECEVERFAORKR L LTHEL (&
39mg. IFE40%) .
! H—NMR (DMSO—dy) 6:2. 51 (3H, s), 3. 98 (2H,
s), 6. 47 (1H, d, J=1. 8Hz), 7. 14—7. 16 (2H,
m), 7. 36—7. 46 (5H, m), 7. 59—7. 63 (2H, m) , 7.
74 (1H, d, J=1. 8Hz), 9. 03 (2H, br) .

(Ehpi3 7)

1—{1—=[ (38, 4—V7rFurz=)) AVHE=V] —5—T=x=)b—1
H—tr—b—3—A)V} —N=—RXAFALREZTIv HEERE

AFN [ (B—=Tz=—1H—F¥a—/L—3—A 1) AFNL] IANIVEE
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tert—7FN (70mg) OF +J7b k77 FK (TmL) [Z2IRT
tert—7FFVAIV YA (42mg) ZMA T3 OB LEE, BRTHE
I3, 4a—IFuRyPBr2ufR=/ (68mg) ZMXT1. 5iFEERE
Lize RISHCHKAZRMZ, BEE=TF A CHit Lic, HHE Sm Ak CLtd
L. EAHEEET M) UL THERE, BERGLE, BEVWES VI TSANT 27
nv 57 4— (BRBE: ~%V > —E@-FL=19:1—-4:1) TH
BB, AF/— (15mL) ICEML, 4mo 1/ 1iE{bKkE—Eit=F
w%ﬁ(l.5mL)&mzfa5%@30%%%#Lt,ﬁﬁﬁ%ﬁ&%%b\
FcF A pbfERIETEEICLY, RELEVERBAORK®RE LTHEL
(NE&3 2mg. NE33%) .

!H—NMR (DMSO—d,) §:2. 53 (3H, s), 3. 99 (2H,
s), 6. 47 (1H, d, J=1. 8Hz), 7. 14—7. 17 (2H,

‘m), 7. 25—7. 30 (1H, m), 7. 36—7. 48 (4H, m) , 7.

60—7. 69 (1H, m) , 7. 74 (1H, d, J=1. 8Hz), 8. 9
8 (2H, br) .

(EHi%l 3 8)

1— [1— (2, 3—YeFRu—1—-_VYVTI7530—5—fNVANE=)) —5
—Jz=V—1H—-¥ae——3—A)N] = N—RXFARXAFZTIV 0. 5¥
= VR

AFN [ (5—Tz=—1H—VYa—L—3—A) AFN] AN VEE
tert—7FN4 (28mg) ON, N—LRAFNUHRNVAT I FEIK (5mL)
CERTAELT FY U A (6 0%, 40meg) 2MAT30NRELIE,
BRTHEL2, 3—VbeFr—1—-XVYI753—5—ANFE=) (65mg)
EMAT1RMER UL, RKISKOKKEMZ, FEER-F A THH Lk, HHE
PEITIREAK CHE L, EAKRRET MY U A THER, BERELL. ZBYE
YYIENI T A aw T T 74— (BEBE  ~F V) —FRFNL=9 :
1—4:1) THRELEZ#E, A¥/— (10mL) ZHEML, 4mo 1 /13
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KRB —EER = F ALK (1. 5mL) 22 T65CT300MBELE, K
IMEEBERMBEL, 7V —FRL LEBIZ0. 5 =aVEREE LTEBR=F LMD
fEmlbTaz bick ), RELEWERREOKHLELTELZ (RE26msg.
N6 3%) ,

! H-NMR (DMSO—d4) §:2. 53 (3H, s), 3. 11 (2H,
d,f=8.8Hz),3.98(2H,s),4.64(2H,d,J=8.
8Hz), 6. 34 (1H, d, J=1. 7THz), 6. 80—6. 83 (1H,
m), 7. 12-7. 15 (4H, m) , 7. 34—7. 46 (3H, m), 7.
64 (1H, d, J=1. 7THz) .

() 3 9)

1— [1— (FFALALMF=N) —5—Tz=—1H—FEr—L—3 —A /]

—N—AFARZLTIL 0. 5=

%%w[(5—7m:ﬂ—1H—Eu—w—3—4w)}?w]ﬁWNiym
tert—7FN (70mg) . KRIETFI UL (60%HE 98meg) B
FOETEr—1—2F=) (230mg) ZRAWVWTEKE 3 8 LRAKEDOHER
2TV, RELAVERERCOKERL L THEE (NE&18mg., NE2
1%) .

!H—NMR (DMSO—d,) 6 :0. 75 (3H, t, J=7. 2Hz) ,
1. 14—1. 38 (4H, m), 2. 56 (3H, s), 3. 21 (2H, t,

=7. 2Hz), 4. 01 (2H, s), 6. 48 (1H, s), 7. 44
(6H, br), 7. 48 (1H, s) .

(EHif 4 0)

1—{1—-[ (4A—AYTuRF¥T7=z=/V) ANFE=)] —5—-Txz=v—1
H—tr—l—3—fN} = N—RAFARAZTIV 0. 5vavBi

AFNV [ (B=Tz=p—1H-Er—L—3—AN) AFN] IANIVE
tert—7FN (70mg) . KFKLFTFITUL (60%WHE 98mg) B
FENA—A YT aRFIRUBVANE= (20 1mg) ZRAVWTEEH
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-3 8 LARDBIEZITV, REMLEWEYREDOTKEREL LTHLE (&4 Tme,
X% 4 5%) ,

! H-~NMR (DMSO—dy) §:1. 26 (6H, d, J=6. 0Hz) ,
2. 52 (3H, s), 3. 98 (2H, s), 4. 66—4. 74 (1H,
m), 6. 35 (1H, d, J=1. 7Hz), 6. 96 (2H, 4, J=9.
OHz), 7. 14—7. 16 (2H, m), 7. 27 (2H, d, J=9. 0
Hz), 7. 32—7. 45 (3H, m) , 7. 66 (1H, d, J=1. 7H
z) .

(Ehafl4 1)

1—{1—=[(3—A XV Txz=) ANF=V] —5—Txz=)L—1H—VF
R——3—AN} —N—AFNAZLT Iy HEE

AFNV [ (5—T=z=—1H—¥ua—L—3—A)) AFN] BN @
tert—7FA (200mg) . AR{LF LY YL (60%MiE, 140m
g) BLUOHMHE3I—A IR R_RUBUAAMF=/N (43833mg) ZRAWVTEHHS
3 6 L FRDOEBIELITY., RELEVWERBEAOKREL LTEL (NE186m
g. L6 8%) ,

!H—NMR (DMSO—d,) 6§ :2. 50 (3H, s), 3. 68 (3H,
s), 3. 97 (2H, s), 6. 44 (1H, d, J=1. 9Hz), 6. 7
6—6. 77 (1H, m) , 7. 00—7. 04 (1H, m), 7. 15—7.
18 (2H, m) , 7. 24—7. 28 (1H, m), 7. 34—7. 47 (4
H, m), 7. 73 (1H, 4, J=1. 9Hz) .

(EHEfl 4 2) |

3—({4a— [ AFATI)) AFNV] —2—Tz=/V—1H-Fuo—2—1
— AN} ANEB=N) R =NV A

AFN [ (B—TFxz=A—1H-—FEr—L—3—A V) AFN] AN VEE
tert—7FN (250mg) . AKFELFTFITA (60%ME, 175m
g) BLOEM3I -7 I RVEVRAFR=I (528meg) ZHAWTEGESF 3
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6 LFAROBIEZITV, REMLEAWEZRBEOKRLLTHLZ &1 95mg.,
INE5 8%) .
!'H—NMR (DMSO—dg¢) 6:2. 52 (3H, s), 3. 98 (2H,
s), 6. 50 (1H, s), 7. 11—7. 13 (2H, m), 7. 35—7.
49 (3H, m) , 7. 68—7. 78 (4H, m) , 8. 17—8. 21 (1
H, m), 9. 16 (2H, br) .

(FEhsl4 3)
N—AFN—1— [6—Txz=—1— (3—FZ=VAAE=/N) —1H—-F
n——3—AN] AFUTIV BEEE

AFN [ (B—Tz=A—1H—¥Fr—L—3—A)) AFN] BANI VB
tert—7FN (250mg) . KFBKLFTFI UL (60%MHE. 140m
g) BXOHILFAT7 2 —3—ANKR=/ (340mg) ZRAVTEEH 3 6

LABEORERTV. REAMEREREAOERE LTEAE (Bl 14me.

&3 5%) ,

!H—-NMR (DMSO—dg) 6:2. 52 (3H, s), 3. 98 (2H,

s), 6. 45 (1H, d, J=1. 8Hz), 6. 99 (1H, dd, J=5.
2Hz, 1. 4Hz), 7. 16—7. 19 (2H, m), 7. 34—7. 45
(83H, m) , 7. 69 (1H, d, J=1. 8Hz), 7. 74 (1H, dd,
J=5. 2Hz, 8. OHz), 7. 98 (1H, dd, J=3. 0OHz, 1.

4Hz) .

SEFCRRE L EMOBEEZR 1 ~KR 1 TITRT,
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1
2
0 R
1D)J\)\
R CO,Et
B R1r R2P
1 Jxz=)V CN
13 T =) TR'FIN
23 2—AFNT =)L CN .
24 4—A MV T ==V CN
25 2—RMNUZNFaAFNT =)V CN
£ 2253,
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&2
R3a R4a
2a / \ ba
R N R
ILH
%% Rla R2a RSa R4a R5a
2 H T =)l H CO,E t cl
3 H T =)V H CO,Et H
4 1% Tz =) H CO,Et H
5 rL T =) H CH,OH H
6 rv T z==)v H CHO H
7 4—TNFaX B RANVE=)N Jz=) H CH,0H H
8 4—7nFaR B R R= T =)V H CHO H
9 AN T xz==)V H CH,0OH H
10 AN 7 xz==) H CHO H
11 4—RA RFIRUERVF=)V Jx=) H CO,Et H
12 4—R RFIRABURANVF=I TJe=)L H CHO H
14 H T xz==)V H CO,Et Me
15 4—TNFaR B RNVERE=I Jx=) H CO,E t Me
16 VR ph = RN I B I = 7 =) H CHO Me
17 ko A—T7NFad =) H CHO H
18 rov 3—AFNT =)V H CHO H
19 b 3—7rFuadxe=)u H CHO H
20 2—AFNRUB VA NVE=)V Jxz=) H CHO H
21 4—RNYTFa A FARE TJx=) H CHO H
AR =)
22 A—T7)Fa—2—XF) JTrz=) H CHO H
RUB U RIVE=)V
26 H 4—RX N Tz=)0 H CO,Et H
27 H 2—hU7NFuAF H CO,E t H
V7 =)y
28 ARyY U RVR =)V A—T)NAa7Zz=)v H CO,E t H
29 4—7NFuaX B RER= )V A—7)Fa7 =)\ H CO,E t H
30 4— MY T7NFaAFARE Y 4—T7prFarz=/v H CO,E t H
ANHE= )b
31 RyB AR =)V 4—INFa7 =)l H CHO H
32 kv 2—AFNT =) H CHO H
33 4—TNFaXyE R R=)v 4—RX N T z=)0 H CHO H
34 4—T7NFuaX PR k= 4—7)NFa =) H CHO H
35 A— RNyt AFLoE s A—7nFadz=)v H CHO H
AR =)V
36 A—7NFaXRP U RAVE=)L 2— MY 7% H CHO H
AFNT =)L
37 rv 2—hFU7NF0R H CHO H
AFNT z=)v
38 RUP AR = )N T =)V H CHO Me
39 H H H CO,Me H
#* 312203,
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#3
40 H ' Br H " CO,Me H
4 1 4—-ArFIRERIVEZN Br H CO,Me H
4 2 4—APFIRIERNVEZI Br H CHO H
43 | 4-AbFIRIEZIRANFZN | Br H CH,NCH, H
Boc
44 20 Jx= ) H CH,N, H
45 H H AF W CO,Et H
46 H Br AFIN | CO,Et H
47 2 Br AFN | CO,Et H
48 2 ZxZ I AF I CO,E t H
49 |21 ZxZ I AF I CHO H
50 L 2 2 Br H CH,NCH, H
Boc
51 RV ANEZI Br H CO,Me H
52 R ANEZN Br H CH,OH H
53 REANEZN Br H CHO H
54 R RNEZI Br H CHI,NCH, H
568 R ANEZI Br H CH;NCH, H
Boc¢
56 RV ANEK=WN 3-FI=J)) H CH_NCH, H
Boc
57 RV ANKZ W 7x=) H CH,NCH, H
Boc
58 4 -7 NFAaRPEANEZN Br H CH,NCH, H
Boc¢
59 4-72)Fa I ANEZN 3—-FxIZ) H CH,NCH, H
. Boc
60 S—ruuarRYELRIFEZN .Br H CH,NCH, H
Boc
61 3-ryunRyELRANEZN Ph H CH,NCH, H
Boc
62 3-runaRyELRANKRZN 3-FxI=N H CH,NCH, H
. Boc
63 SR ESRNEZIN 4-7hFaT7=z)b H CH,NCH, H
Boc
64 H 7z =) H CH,OH H
65 H - Z7xzZ)k H CHO H
66 H A =9, H CH,NCH, H
Boc¢
FAIZDDL,
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Fx4
R3a R4a
R2a R5a
5#@1%% R1a R2a R3a R4a R5a
F
oo (5~ v com o«
F
74 H @— Me CO,Me cl
75 H Q’ Me CO,Et Me
76 H 3/3\ H CO,Et Me
77 H F—O’ H COEt  Me
78 H { —r} H CO,Et cl
F
80 H @‘ Me CO,Me H
81 H a H CO,Et H
=NmMe
82 H @— H CO,Me H
83 H @— e CO,Et Me
84 H @— H CO,Et F
85 H @— F CO,Et cl
86 H @— F CO,Et H
88 H H Me COZMe H
89 H H Et CO,Me H
90 H H n-Pr CO,Me H
91 H H i-Pr COMe H
o H H Q_ CoMe  H
94 H n-Bu H CO,Et H
F5z2o3<,
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%5
RSa Rda
R2a /N\ R5a
ll?1a
BEPIES R'a R% R R4 R%a
95 H <:>_ H COLEt H
96 H H H "CO,Et Me
97 H Br Me CO,Me H
98 H Br Et CO,Me H
99 H Br n-Pr CO,Me H
100 H Br i-Pr CO,Me H
101 H Br <::>—— CO,Me H
102 H Br H COzEt Me
103 @'862 Br n-Pr CO,Me H
104 ©.S/02 Br @— CO,Me H
105 H Q_ n-Pr CO,Me H
106 H ®_ @— CO,Me H
F
107 H C}_ Me CH,OH H
108 H \_ ) H CH,OH H
Ng
100 H 67 Me CHO H
110 H ® H CHO H
Ne
111 H @' H CHO H
CFa
112 H @‘ H CHO H
Me
CHO

#6203,

288



WO 2006/036024

PCT/JP2005/018572

*6
R3a R4a
RZaz/_Nﬁ\RSa
é1a
BEMES R'2 R R Réa R%a
/
139 S0, H H CO,Et Me
/
140 @soz Br Me COsMe H
cl
141 @-562 Br Me CO,Me H
Me
142 @—3{32 Br Me CO,Et H
143 F_ngz Br Me CO,Me H
144 @562 Br Et CO,Me H
145 @—862 Br i-Pr COMe H
146 ENEA Br H CO,Me H
N T
Me,
147 @.ng Br H CO,Me H
148 ®» 0, Br H COLEt Me
N
Cl
149 @{02 @ H CO,E Me
Me
/
150 S0, H CO,Et Me
/
151 FsCO SO, H CO,Et H
N/
152 @—802 . H CO,Et H
S
N=\/
153 o— }so2 @- H CO,Et H
N
N=\ /
154 Me— :/>7so2 @ H CO,Et H
N
N=\ /
185 HaN— :/>—soz @— H CO,Et H
N :
£ 7123,
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=7
R3a R4a
R2a / \ R5a
i‘q‘la
BEHES R'a R2 R3 R4 RS2
N= /
156 N= :/>—so2 @— H CO,EL H
N
N=N /
157 Q\_/)—so2 @— H CO,Et H
158 <j>«s{>2 @—— Me CO,Et Me
/ =
159 S0, &/ H COzEt Me
160 ©‘362 F@- H  COEt Me
161 @‘3{32 ‘ @ nPr  COMe H
/
162 S0, CO,Me H
/
163 S0, cl CO3Et Me
/
164 S0, H COzEt Cl
/
165 S0, H CO,Et F
y .
166 S0, F CO,Et cl
/
167 S0, F COzEt H
/
168 S0, n-Bu H CO,Et H
/
169 $0, : H COzEt H
/
170 S0, Me CO;Me H
cl
171 @séz @— Me COzMe H
Me
m Ok O ow s
# 8 1zHE<
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%8
R3a R4a
RZB /\ R5a
é1a
BEPES Rt R2 R R RS2
/
173 S0, Me CO,Me H
— /
174 <j/>—802 @— H CO,Et Me
N
175 @—3{32 >— H CO,Me H
MeO,S
/
177 S0, Br H CH,OH H
w O wm omon
cl
179 Gs@ C)— v cmoH we
/
180  F4CO S0, H CH,OH H
/
181 @—soz @- H CH,OH H
S
/ S
182 S0, SD\ H CHZ0H Me
/
183 S0, F H CH,0H Me
/
184 S0, ) Me CH,0OH Me
/
185 S0, n-Pr CH,OH H
/
186 S0, CH,OH H
187 @—362 @— H CH,OH cl
/
188 S0, H CH,OH F
/
189 S0, F CH,OH cl
/
190 S0, F CH,OH H
£ 91203,
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#14
Det
/ \
RZB N RSa
|
R1a
SENES R1a R2a R3a R RS2
263 H H H CHO Me
N=\ /
265 <j>—s{32 Br H CHO Me
N\ /
N
267 s/oz <___\>_ H CHO Me

A0
SO, v H CHO Me

/ ——
270 @—s/oz Br H CH,NHMe H

268

269
/ .
271 SO, Br i-Pr CH;NHMe H

272 8{32 Br H CHNSME H
Boc

N
/ Me
273 B H -
Q_jg-so2 r CH NS . H

/ Me
274 B H < H
Qsoz f CHZN\Boc
275 @—séz Br Et CHNM® H
Boc
276 @—'s{az Br i-Pr cHNCYe H
. Boc

277 <i>—sé2 @— Bt CHNO® H
Boc

#Fz15Iko5<,
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|
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BERNES R'a R2a R R4 R52
/ M
Boc
COzMe
/ _Me
219 ©‘SOZ H CHZN\Boc H
MeOZC
/
280 @vsoz H CHNC® H
Boc
CO.H
/ Me
1 oA Hoomd™ w
HO.C,
282 A @— H cHNZMe H
2 2% Boc
H,NOC
4 O
283
@7302 H CHNC H
HNOC
/ Me
284 < Gsoz H CHNT H
MeHNOC
/ Me
285 Osoz Ho CHNG H
MezNOC
L O
86
2 @is% H CHNT H
L O
287 S0, H CHZN\BOc H
eMe
HO .
288 A Q H CH NV H
2 2 “Boc
F . .
4 O -
289 H Z
NC\GSOZ CHZN\Boc H
NG
b O -
290 H Z
<i>»so2 CHNTG . H
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RZaKRSa
N
R1a
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I\{// \N
HN
/ ~Me
291 S0, H (3H2N\B°c H
Me
292 H Br H CH,NC H
Boc
N= / _Me
203 \ )50 Br H CHNC H
CN
204 / PN H HN e H
S0, _ CHN<goe
MeOZS
05 &b B H Me H
2 2 Sz CHzN\Boc
MeO,S, '
N
/ 7\ ~Me
296 Osoz B H CHNGL . H
cl
297 M\ 4 @— H cHNCYe H
\ / S0, 2~ Boc
N=\ / Me
298 c—\ /S @— H CHNC H
Me
N= / Me
- - H
299 c—\ ) SC @' H CHaNG,
N=— / Me
w0 wel )t () M owg
N= - _Me
301 \ / S0, SQ\ H CHzN\Boc H
N= _Me
302 \ )< F—®f H CHaN,® H
Me
N= / Me
303 \ / Soz @;e H CHzN\BOC H
N= / _Me
304 \ / S0, F‘O H CHZN\BOC H
N Me
= / = Me
305 Q‘SOZ ' H CHNG, H
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#F17
RSa 4a
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306 o A H CH.NZMe H
\ / SO, 2 Boc
Cl
N= / Me
307 <
308 H ~Me
F H CHoNZ H
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F
300 H H -Me
CH,NC H
Boc
F
_Me
310 H cl H CH,NC H
Boc
F
N= ~Me
311 Q—SOz F—< />— H CHaNC H
F
N=— / _Me
2 <\:/>7802 ;/< H CHNSgoe H
N F
— _Me
313 Q_SOZ ol H CHaNC ™ H
N R
— _Me
314 <\:/>—soz 2 — H CHN o H
N/ . » Me
315 @_302 Br H CHNC.S — Me
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#*18
R3b R4b
R2b / \ 5b
|”
R1b
%% Rlb RZb RSb R4b RSb
1 kv 7z =)V H CH,NHCH, H
(R
2 4—TF 2= VR B T =) H CH,NHCH, H
ARIVTR =)V
3 AL T =) H CH,NHCH, H
4 4—RX RFIRUEY T =) H CH,NHCH, H
RIR=L (EERE)
5 A—TNFu B AV H CH,NHCH, Me
AR =)V (HEERiR)
6 (2% 4—7)Fn H CH,NHCH, H
Txz=)V
7 2% 3—AFN H CH,NHCH, H
Tzl (€:530)
8 2% 3—7LFnu H CH,NHCH, H
T==)L (EmRE)
9 2—AFNREY T x=)v H CH,NHCH, H
R LR =)L (EmEE)
10 4— by 7NFRAFIV T =) H CH,NHCH, H
NV RANR= (EEE)
11 4—TNFa—2—AF T =) H CH,NHCH, H
ARV R VR =IL (EmR)
12 A— Ry ZNFaAFL Tax=)b H CH,N (CH,) H
_RyPYRANFR= ()
13 RUBP VAR =) A4—7)NFn H CH,NHCH, H
Tz=l (EER)
14 rov 2—AFNT == H CH,NHCH, H
N (HEERIE)
15 4—TNFaX By 4—7)Fnu H CH,NHCH, H
AR =)v =)V
16 4— Ry TFarFu 4—TNFnm H CH,NHCH;, H
NPV RNRE) FTx=)l
17 4—TNFuR ¥y 4—ARFY H CH,NHCH, H
AR =)V Jxz=)v
18 4—TNFary 2— Ny T7nFm H CH,NHCH;, H
AR =)V AFNT == )V (SRR
19 2% 2— MU Zdnm H CH,NHCH, H
AFNT =)V (HEERH)
20 RYPB U ANVE= IV T ==) H CH,NHCH, Me
(R
21 A—RX R FIURUEY 2, A—VT7NF H CH,NHCH, H
AR =)V 07z=)b (EEE)
Fz191izo3<,
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22 4-AbPFoATEY 4-7x )%y H CH,NHCH,
ZNEFEZN Tz (HMK)

23 4—ARFIRIEY 2-FTFN H CH,NHCH,
AWK : CGERIK)

24 4-XRFIRIEY 3-73/)7=z=) | H CH,NHCH,
AHz=) (ZH®RIE)

25 4—ARFIRIEY 5-vuZ) H CH,NHCH,
AN E=) (ZHERE)
26 D) =y H CH,NH,
GREE)

27 rb T AF N CH,NHCH,
(&)

28 b 3—-v777x=W H CH,NHCH,
. GEE )

29 1527 4->7 )7z H CH,NHCH,
GiEmiE)

30 R ANEF=N 3—-Fx=) H CH,NHCH,
(G EE)

31 RyE Y ANF=I Tz H CH,NHCH,
()

32 4-7NhFaRI ¥y 3—-FxI=N H CH,NHCH,
9% =92 GEEE)

33 3—rousyEy Tz H CH,NHCH,
ANE=N GER )

34 3—yousyEy 3-FT=N H CH,NHCH,
9% =97 ()

35 3—ryoasyey 4 -0 H CH,NHCH,
AW RZ N Fxz=) GE®M)

36 4—-yoanyBr Tz H CH,NHCH,
AN ER=) (GERE)

37 3, 4—-T 740 Ay 7 H CH,NHCH,
REANEZI 613 ))

38 | 2, 3-yerp-1-=>Y Tz H ..CH,NHCH,

752=5—-4NANEZN (0. S¥aUulll)

39 TFNRNEZN Tz H CH,NHCH,

' (0. 5% 2B

40 4—1UTuRFy A=Y H CH,NHCH,

Ry RANFZIN : (0. 52 UBiR)

41 3-ARFIRIEY Tz H CH,NHCH,
ANEZ ) CEE )

42 3-2FIRIEY R E=y H CH,NHCH,
Q) %: =97 ; €130

43 3-FI=NANKRZN T Txz= H CH,NHCH,
(B )

K4 4~1 1 6 DILEWILUTITRTHIEC IV ER L,

LC—MSHIESME: TROERPIZBWT, HPLC—vAAXXZ L (L
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C—MS) IUTOFMFIZEVBIE LK,

BIE#HS : <M 7 <Xt ZMD, BXOTFTP Vo 77/ uv—t HP
1100

"#55:CAPCELL PAK C18UG120, S—3um, 1. 5X
3 5mm

Wit : AJR ; 0. O5% MU TZNF uBiBERK, BiR; 0. 04% D70
FOEEEEET E F= R A |

TSV ML 70 0. 004 (AR/BiK=90,10), 2. 004
(AR /Bi&k=5,95), 2. 754 (A%/B¥K=5,/95), 2. 76%
(A¥E/B¥#%=90,/10), 3. 45% (AWK Bi#=90,10)

BAE: 2p 1, WE: 0. 5mL/min, RHE: UV220nm

A A MHE  BFEREA A4k (Electron- Spray Ioni

\zation:ESI)

SIHP L CE&ME : TROBEBFR I OERBHFIZENT, PBRHPLCIZL 3
BRI TOLEMBFIZ I VITo T,

B . LY NS ATy BRI T A

H5h:YMC CombiPrep ODS—A, S—5um, 50X20
. ,

B AVR; 0. 1% MY ZAVAaBEERK, BiK; 0. 1% Y 7Adm
HREa7 2 b=1rY b

ISV AN 0. 004 (AJR/BiE=90,/10), 1. 00%
(AJ,/B#E=90,10), 4. 004 (AWK/BE=10,/95), 8.
04 (A¥K/Bik=10,/95), 8. 60% (A /BiK=90,/10) ,
704 (AWR/Bi&=90,10)

W& : 20mL, /min, REHE: UV220nm

ZOMDOEY: :

'H—-NMRARZ MUk, AEEEL LTT b AFAV T UV ERNWTY—

5
8
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F¥2J—8300 (300MHz) THIEL, £6M%2p pmTRLE, BAEE
CRWTRLEEER, FIIHo2VWRY FEEOAEERLTH S, %Il
BroRWRY BEEAS—E 2 M EEKRT S, APMEPICRBIIZEER (FiE) &1k,
WLOCTHER 35 CORERET, T, <A 7 R RSHEBIT, <—YF1L
TIAMN) O LI RAFTTF 4w AP —5FEH L,
(EiEH4 4) u
1—[56—(83=7IU1N) —1—-[(4—AFVTz==) ZNF=A] —1
H-ta—n—3—AN] —N—=RFARFTIY MY I7AFafE
({8—=7uvE—1—-[ (4—AP+FTT7z==) AAK=N] —1H—Fm
——=8—A N} AFN) AFABIANIVEEter t—FFNA (0. 053m
mol)\75V—3—ﬁ?V%(O.lOOmmol)\?Fﬁ#X(FU7
2=ARAT4Y) RTVUA (0. 0025mmo 1) %, VA RFyoiy
(1. OmL) , =% /—A (0. 3mL) , 7€ k=kUA (0. 2mL) ®
BEWEICHEML, 0. 5mo 1/ 1 REF MY U AKEHK (0. 3mL) &
A HPAURISESET, <A 7eBE2RELTL5 0 CTANMBRLE, it
MTH, ROSEIZK (2mL) | Big=FL (2mL) ZMXTUELHE@BHL
eo BBEZPTFEF o—7 (RITFTFI77N0FAnF LU ENLTF 2—7)
CHELT, BRLEWZElRE B, BETHREZEE L%, BEWIZ1
0%7 P 7NAufiBoYr7uu XA Z K (0. 5mL) %, 50CT
SIFRIME LTz, iR, BEZOBMHPLC ORIz Licky, RELE
Wu®7= (13. 5mg, LC—MSHEI 7%) ,
(EfEfl4 5~8 6) |
EEP 4 4 LFEOFET, BAORVBERGSEIZ LTk, Elfl
4 506 EMEHI8 6 DILEMERE (F20BX1V21) , WM. RE{LAEWOS
2 FNMRTF—FZFRICTRLE (2 2) ,
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#20
N/
Ar l N\ nTFA
O4l
.S
PN
Rq
LC/MS

N a
eyl N Ar | R HPL(C%D)MW eorD
45 2 3—EYTN Ay 97 358
46 1 3—Fz= AbFs 96 363
47 1 p—hv Ay 96 371
48 1 A= T )72V Ay 100 382
49 1 3, B—UAFAT== Ahxy 96 385
50 1 4—ANFY Tz AhFy 97 387
51 1 4—ranZ =) )‘B%‘/ 91 391
52 1 A—TEFNT==) Abgs 98 399
53 1 3—TEFNATz=L AhFy 97 399
54 1 4—TI/ANR=N Tz =) AhF 98 400
55 2 4= (NN-DAFNTI)) F2=)b AhF 98 400
56 1 4— (AFNFA) Tz AdF 81 403
57 1 AR IF AT =2 AN ’ Al 99 413
58 1 3—(TERFANTINT==N Ahgs 93 414
59 1 2, 4—UANFY Tzl AbZs 97 417
60 1 3— (NZAFurFN) Tz AbF 94 425
61 1 4— (7N FuANFY) Te=)b ARFs 87 441
62 1 2—AYTuUREL TN AhFs T 99 415
63 1 3—(6—APFI)EUTL Ay 93 388
64 1 83— T )7z=N Absps 98 382
65 1 3—7Un AFN 98 331
66 2 3-BYUL AFN 100 342
67 1 3—Fx=p AFN 99 347
68 1 p—Mn AFN 96 355
69 1 4= T )Tz AFN 98 366
70 1 3, 5—UAFNT =)V AFN 93 369
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(F#20mDHI%)

71 1 4—ANF Y Tz =)b AF )V 99 371
72 1 4—-yuaZz=)v AF N 93 375
73 1 A=T'FNT ==l AFN 98 383
74 1 : 3—TEFNTz= AFN 98 383
75 1 =T HANR=NT =)0 ’ AFN 98 384
#£2 11223,
21
76 2 4— (N,N—V}?‘IDT:‘/) Zxr=)N AFN 99 384
77 1 4= (AFNFA)T==) AF N 926 387
78 1 ROV BIFA T2y —2—~AIv AFN 99 397
79 1 33— (FEFATIN) 7= AF N 89 398
80 1 2, 4=V ARV T AFN 99 401
81 1 3—(NZAFRAFN) T == AF N 81 409
82 1 4— (P ZNVABRAPF D) T ==V AF N 89 425
83 1 2—AVTRRFY T =N AFN 92 399
84 1 3—(EREX I AFNV) T ==)0 AFN 91 371
85 1 3—(6—ArXV)EVTN AFN 99 372
86 1 =T /7==)v AFN 98 366
*F22
k&9 'H-NMR(DMSO-d;,300MHz);3

#Hipas  [2- 5O(3H, s), 3.82(3H, s), 3. 99(2H, s), 6. 49(1H, s), 7. 03(2H, d, J=9. OHz
(TFA salt) D> 7-30—7.46(4H, m), 7. 74(1H, s), 7. 87(2H, 4, ]=6. OHz), 8. 65(2H, brs)

sfip77 [2- 36(BH,s), 2. 50(3H, s), 3. 36 (3H, s), 3. 98(2H, s), 6. 33(1H, s), 7. 09(2
(TFA salt) [H» d,J=6. OHz), 7. 20—7. 40(6H, m), 7. 66(1H, s), 8. 69(2H, s)

(B 8 7)
1—{1—[(2,S—V&HP—S—?l:w)XWﬁ:w]—5—7m:w
—1H—Yu—nA—3—A} —N=RFARAZT I Y TNA B
KEILT IV T (6 0%HME, 0. 6mmo 1) KAFNV [ (B—T==0b
—1H—-tr—N—3—AN) AFNL] AIVNRIVEBEter t—7FN (0. 0

306
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6mmo 1) MDMF (1. 8mL) WiRZMx, FRT1 0nHEEEE., Hil
2, 5—Yr7unFF7xr—3—AE=)L (0. 18mmol) ZMzT=E
BT30nRBHLE, K (2mL) Z2MxTERBRE, P7uuXrFZy (83m
L) CHIH L7z, SlEEA (2mL) T2 E%ES L TELRERRIC, 73
AFNABRy VY —F 08— (k) #iE (I h—7Xt, 0. 25m
mo 1) M T, HBRETIREEREZ, 07 —VERVEBRWE, B
WIZNY 7t ol (0. 4mL) i, BR T3 BRIKE L=, L2
ELTHELNZEBEZSMHPLCTRRETZIZLIcLY, KELAEMERE
(8. 1mg, LC—MS#HiEL100%) ,

(EHifFI8 8~116)

EWiH 8 7 LFEMEDFIET, MaDANFZ=LIZnl RERIBERBEZ LITK
D, EiiF 8 8 bEMHIL 1 6 DIkEMERL (£23) ., M. RELEHD

Zu FNMRF—F 2 FRICRLE (824) .

#23
ﬁ

[ TFA

ol

O@\w

LC/MS
R
S HPL(‘?, A’p)“”'ty m/e (M*+1)

88 4—ET7z= 100 403
89 m—~uAL 100 341
90 2, 4—Ymar==)\ 100 395
91 2—AF Y —4—AFNT ==/ 100 371
92 2—run7 =) 100 361
93 4—HNVERY T2l 99 371
94 3, B—UAFNT == 100 355
95 3, 5—Yrugiz==/v 93 395
96 4—tert—7FNT == 99 383
97 n—7RrE)L 99 293
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(F2 3DOI%)

98 =FN 100 279
99 3, 4—IAMR Y Tz 95 387
100 3—/pR7==/ 100 361
101 ’ 4—T )T7==N 98 352
102 83— T )7 2= 98 352
103 23T )72 99 352
104 2, 1, 3=~V FTIT = —4— AN 96 385
105 3, 4—Yyrnz==/ 99 395
106 3-Fx=s 96 333
107 Txz=)v 100 327
108 1—F7FN 97 377
109 p—AF YN 99 353
110 A—ZFNTz=N 100 355
111 2, 5—YranZz=/b 99 395
112 . AV TEEN 100 293
113 2— (A—F7FN) ZF W 99 405
114 2—F7FN 99 377
115 2, 4, 6—NIAFNT ==L 100 369
116 A—TaETz=)0 99 405
#x24
L& IH-NMR(DMSO-ds,300MHz);3

EHMO1 2. 33(3H, s), 2. 63(3H, s), 3. 71(3H, s), 4. 02(2H, s), 6. 20(1H, 5), 6. 51(1
(TFA salt) [H, d, J=8.1Hz), 6. 66(1H, s), 6. 99(2H, d, J=7. 5Hz), 7. 07(1H, d,J=8. 3H
), 7. 14(2H, t, J=7. 6Hz), 7. 23(1H, d, J=7. 3Hz), 7. 61(1H, s}, 9. 42(1H,

)
#=HH198 [1. 05(3H, t, J=7. 3Hz), 2. 63(3H, s), 2. 93(2H, g, J=7. 5Hz), 3. 98(2H, s),
(TFA salt) |6. 40(1H, d, J=1. 9Hz), 7. 31—7. 55(6H, m), 9. 68(1H, s)

£# 106 |2. 60(3H, s), 3. 97(2H, s), 6. 26(1H, s), 6. 90(1H, d, J=5. 3Hz), 7. 18(2H,
(TFA salt) K,J=7.3Hz), 7. 21—7. 49(5H, m), 7. 56(1H, 5), 9. 61(1H, s)

E=HfM112 [1. 09(6H, d, J=6. 8Hz), 2. 63(3H, s), 2. 88—3. 04(1H, m), 3. 99(2H, s), 6.
(TFA salt) W4O(1H, d,J=1. 9Hz), 7. 32—7. 51(6H, m), 9. 65(1H, s)

5  (FEHEBI117)
308
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1— (2—unr~5—-T=z=—1—{ [4— (P TAFOAFNL) T=z=
W] A=)} —1H—¥r—V—3—A)V) = N—AFNAFZTI &
73

2—suu—5—Tz=A—1— { [4— (FYTAFRAFL) Tx=p]
ANFE=) —1H—Er——3—IA TR (160mg) A%/ —
v (20mL) KEMFL, BRTA0NAFATIVAZ /—NEIK (150m
g) ZMxT30mMEHLE, BRTKRILFIVRTFITVA (44mg) %
MAZT1OLMBELAEE, 1mol /LEEE (10mL) M T55HER
L7z, BOSRICEFNIREEAKRFET M) U LKEIRZEMATT A VL Lok, BE
B F U CHIH L7z, MR ZfafAEK Tl L. EKRBET N v A TR
%, BIERE Lz, BREWEEEEI ISV T A0~ T 77 40— (BH
I ~AX Y- FA=1:4—0 : 1) THELZE, BEBFIL (5

mL) KEARL, 4mo |/ LUfLAR —BEA=F A (1mL) M TR

JERME Lz, BREMEEBTFANORKRETDIZ LICEY, RELEWETER
R LTHEE (NB98mg., INK55%) ,
!H—NMR (DMSO—d,) 6§ :2. 43 (3H, s), 3. 89 (2H,
s), 6. 65 (1H, s), 7. 38—7. 48 (5H, m), 7. 85 (2
H, d, J=8. 4Hz), 8. 05 (2H, d, J=8. 4Hz) .
(FEHEfFl1 1 8)
1—{1—[(83—Zuurv==)V) A)F=V] —2—RAF)—5—-—T==)b
—1H—tEe—N—3—A/} —N=AFARZTIV HEHE

1— [ (3—ZnmruT=z=n) ANK=A] —2—AFA—5—Txz=L—1
H-—tYua—L—3—HA LT R (1 71mg)  BIELAFATUVE=T A
(3l1lmg) BEOV7 /e Rudsv@gr I vAhA (103mg) ZHVWTE
fafl 4 & ABROBEZITV, RtV T EAHMRY L LTHE (RE64mg.
L3 4 %) .
!H-NMR (CDC1,;) §:2. 44 (3H, brs), 2. 56 (3H,
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s), 8. 87 (2H, brs), 6. 47 (1H, s), 7. 18—7. 22
(2ZH, m) , 7. 26—7. 36 (6H, m), 7. 47—7. 50 (1H,
m), 9. 78 (2H, brs) .
(%HfI119)
N—AFN—1— (5—T=z=p—1— {[4— (P TAFRAIFY) T
=)N] AR =)0 —1H-FEu——3—A)L) AZUT7I0 EHEE
5—T7z=)—1—{[4— (R TAFuRXAFY) Zz=] AAK=
NV} —1H—¥F¥ar——3—FIL_AFER (0. 41g) ODA¥ ) —NVEK
(12mL) WCHEAFATE=UAL (0. 86¢g) V7T /k Fukvigs
FUDA (0. 27¢g) M, BIRT2 ABEEBERLE, RIGKEZBETICE
#E L. BAFIREEAKR T MU U AKEIRE M2, B /L CHIE L7z, Hitiig %
FAF A K CHE L, BB~ /XU A THERE, BRETICEELZ, BE

‘%%ﬁ%ﬁvuwfwwéA&nvFﬁ?74~(@%%@:«%#V—%Mﬁ

Fr=2:1-1:1) ZAHVWTKRL, RECEYWOEFEEZHRYLE LT
B/ (0. 32¢g) , BoONWKRY (0. 32¢g) 2FMB=FL (5mL) I
BfEL. 4mo 1/ LE(bAKR-—EBR-FAEK (4mL) 2Nz, BETICHE
MLz, BB FADPLRERIETIZLICLY, RELAVEZAGRKRELELTE
7z (R&O0. 29¢g, INE63%) ,

1H—NMR (DMSO—dg,) 6:2. 50 (3H, s), 3. 99 (2H,
s), 6. 47 (1H, d, J=1. 9Hz), 7. 10—7. 15 (2H,
m), 7. 32—7. 43 (3H, m) , 7. 45—7. 54 (4H, m) , 7.
75 (1H, d, J=1. 7Hz), 9. 04 (2H, s) .

(EHEFl1 2 0)
N—AFN—1— [6—Tz=—1— (2—FZ=/VANF=)) —1H-—F
n—)—3—AN] AZUT I HEE

5—7xz=)—1— (2—Fx=VRA)NK=)) —1H—Fa—1—3—h,

NVFER (180mg) #A%/—0 (20mL) IZHEL, BET40%A
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FANTIVAZ)—NVEIKR (220mg) ZMZ T3 OLEBERLE, EETK
REAVERTFTFNITUL (64mg) ZMATLOLEBEBRLEZE, 1mol /L
HEE (20mL) M T5 AR L, RSHICERREASRT LY & Ak
WIREMZCT DY ML Lieth, B FA G Lic, HHiE Y i adk
YRS L. KRS b U U A CEARG, WIERG L, BEMREEES Y
TGN sra< 777 4— (BRBE : ~xV v —BB=FL=1:4—
0:1) THELLE, BEzF/L (5mL) WML, 4mo 1 /LEifbkE
—FHER = FARE (1mL) 2MXCRERE L, BENEERTFAL DR
BT Bz Licky, REMAWEZEEARERL LTEL (NE17 lme., IUE
82%) .

!'H—-NMR (DMSO—d,) 6 :2. 50 (3H, s), 3. 98 (2H,

sy, 6. 49 (1H, d, J=1. 8Hz), 7. 12 (1H, dd, J=38.

9, 5. OHz), 7. 22—7. 25 (2H, m) , 7. 32 (1H, dd,

J=1. 4, 3. 9Hz) , 7. 36—7. 46 (3H, m) , 7. 69 (1H,
d, J=1. 8Hz), 8. 08 (1H, dd, J=1. 4, 5. OHz) , 9.
10 (2H, br).

(FErEpl1 2 1)
N—AFL—1— [2—AFN—1— (F==/LRALFE=)L) —5— (3—F=
=) —1H—Fr——3—AN] AFT7Iv HBRE

2—AFN—1— (Fz=VANE=)) —5— (3—Fx=)l) —1H—-VF
B—l—3—FNWLFE R (307mg) ®F bFk FurJ5y (5mL) &
WIZA0%AFAT IV AZ ) =AU (0. 4mL) &EARER~ 7 XD A
(268mg) Mz, BRT1 ARMBHE L, RINREWICEIR TKRELSR
UEFTFITUL (45mg) ZMXZT3SOLMBERL, BERMELL, BEWIC
BAFNRERAKFR T MU U SRR EZ M A BRBR—F /L CHIH UZe, fhHi % fafn iR

KR T MU U AKREHK, K, EMEEK TS LcR, BKRBRT- M) AT

HRL, BEZBETCEELE, BEMEEEMES VIV IT LI~ b T
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74— (BRERBE: FFR-TFN) T CRE L, RELEWOEREERL 2 HE A
RKe LR/, BonEREED A Y /) —VRIKR (bmL) iZ4mo 1,/L
HWALKR —BERR = F AR (2. OmL) &M%, 2REERLE. RNEAY
FREREL, BERETY ) —ADLERET 52 LICEY ., BELAWE A
fafme LT/ (INE85mg., INE23%) ,

!H—NMR (CDC1;) 6:2. 43 (3H, brt, J=5. 1Hz) ,

2. 55 (3H, s), 3. 86 (2H, brs), 6. 48 (1H, s), 7.
00—7. 02 (1H, m), 7. 05—7. 06 (1H, m), 7. 18—7.
20 (1H, m), 7. 35—7. 44 (4H, m) , 7. 50—7. 55 (1
H, m), 9. 72 (2H, brs) .

(EiEf 1 2 2)

1— [6— (4—TrFuTdz=)) —2—RXAF—1— (Fz=)LALF=

A —1H—FH-—3—AA] —N—AFAAZLT I

5— (4—TnFu7z==)) —2—AFN—1— (TFz=VALE=)V) —
IH-Er—A—3—FANLTER (0. 40g) OAFX ) —)VEKE (20m
L) WHEAFAT U E=A (0. 95¢g) V7 /e FuakyBlr ) oA
(0. 30¢g) ZMx, ZRT2 ORFMIBEH Lz, RIGKEZBIETICEMEL.
FUREEAKRT MY U AKIEIREM A, BT /L Ol L7, MKz tafiaf
KTYEHEE L, AR~ 73220 A CTHEREZR, BETICRELL. REDEEE
WV TFNT T o0~ NI T77 40— (BREABE : ~F) 0 —FRBRF L=
1:0-1:2) ZAVTHERL, RELSWOEREELZRRY L LTHE
(0. 30g) , BoNEMWRY (0. 30g) ZEM=FL (6mL) (CHHE
L. 4mo 1 /LEMKE BT NEK (3mL) ZMAl, BETICEE
L. BB FADPDEMTHZLICEY, RELEDEZEARKRL LTHEE (I
B0. 31g, INFEI2%) ,

"H—NMR (DMSO-—dg) 6:2. 44 (3H, s), 2. 50 (3H,
s), 3. 91 (2H, s), 6. 43 (1H, s), 7. 16—7. 30 (4
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H, m), 7. 44—7. 49 (2H, m) , 7. 57 (2H, t, J=7. 8
Hz), 7. 69—7. 75 (1H, m) , 8. 97 (2H, brs) .
(EiEF 1 2 3)
N—ZFh—1— [6— (4—TAFET==) —2—AFA—1 — (==
JWANVR=)V) —1H—Fr——3—A)] XAFNTI HEEEE

5— (4—JrAnrdz=)n) —2—=—RXRFN—1— (Fz=)VAR)VE=)L) —
1H-¥ae—nL—3 =AW ATER (0. 30g) OA¥ /) —LEKR (1 5m
L) C=FAT IV (BEKNTO0%, 0. 17g) L¥7 /e FukvEr Y
A (0. 16g, 2. 6mmo 1) ZMz, R T2 4FFMHBEELE, KISK
EFRE TSR L. K& M2 CHE—F /L CHIH U7z, IR 2 fafn &k <ok
L, EARREBR~ 72V ATEREE, BETICREELL, BEWEZEEMETY
AGNATEr7av NI T7T7 40— (BRBE : ~F Vo —FBg~FL=1:0—

11 2) BAVCER L., BELAYMOBEEEES IR E LTEE (0. 09

5g) . Bbhzmik® (0. 095 ¢g) ¥EFEA=F N (3mL) IZEML. 4
mo 1/ LUiftk® — BBz F LU (1mL) AMZTe, WETICEEL, &
BRIFAPLREETHILICEY, RELEWEZECKRLELTEL (XEO.
082g, IXE23%) ,
'H—NMR (DMSO—d,) 6:1. 17 (3H, t, J=7. 2Hz) ,
2. 48 (3H, s), 3. 90 (2H, s), 6. 47 (1H, s), 7. 1
6—7. 31 (4H, m) , 7. 44—7. 50 (2H, m), 7. 58 (2H,
t, J=7. 8Hz) , 7. 72 (1H, t, J=7. 4Hz), 8. 94 (2
H, brs). ‘

(M1 2 4)

1—[2, 4—VPRAFN—5—Txz=)b—1— (ZFz=)VAREKR=V) —1H-—
Er—L—3—A)] =N—AFNRAEZT I KRR

2, 4—CAFN—5—Txz=)p—1— (Fxz=)VANFE=)V) —1H—FnRm

—N—83—HNNVFE R (685mg) ZAVWTERAIL 2 1 LRKOERERZ
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TV, RE(LEWEZBEEBRE LTRLE (NE&140meg, FE22%) ,
!H—NMR (CDC1lg) 6:1. 90 (3H, s), 2. 41 (3H, br
s), 2. 64 (3H, s), 3. 92 (2H, brs), 7. 07—7. 10
(2H, m) , 7. 26—7. 45 (7H, m) , 7. 51—7. 56 (1H,
m), 9. 62 (2H, brs) .

(EHEF 1 2 5)
N—2AFN—1— [6—Tz=b—1— (F2=VRVEZ)N) —4—=FRrEN
—1H—tu—n—3—AN] 2AFZ7Iv HEE

5—Txz=on—1— (== VANVER=)V) —4—Fabb—1H—Fr—/)L
—3—HANATER (1. 8383g) . A0%BAFATIVAZ ) —NIEK (8
77mg) BIOKRIERUEF NI A (474mg) ZRAVTEGH9 LFH
BOBREZTV., BER=F L Ly ) — LVORABH CHERT I LT, K&

A EARER L LTEL (NE515me. 34%) .

!H—NMR (CDC1,) 6§:0. 70 (3H, t, J=7. 5Hz) , 1.
20—1. 29 (2H, m), 2. 16—2. 21 (2H, m), 2. 71 (3
H, s), 4. 08 (2H, s), 6. 95—6. 99 (2H, m), 7. 25
—7. 54 (8H, m) , 7. 96 (1H, s), 9. 83 (2H, br) .
(EiEfF 1 2 6) ‘

1—[4, 5—=V7=z=r—1— (Fxz==)VALE=)V) —1H—Fr—V—3
—ANV] —N—RFNVRAZT IV

4, 5—VTz=—1— (Fz=)VANE=)V) —1H—Fr——3—7
AALFER (202mg) BA¥ /=N (2mLl) BEOF FFEFrrsy
(2mL) ML, BIRT4L0%AFNTIVAFY ) —VEK (0. 5mL)
EMZTL5MBHE L, KIGKRICERTKEAVETFIVA (22m
g) M TLEFBRLE, RIGEEMEBETICBNTRELLR, REY
CRATIRBAKE T N U U AKRIKRE M, FEERT L CHIE L7z, WK% #fn
REEAKERT B D U LK, K, SAFREEAK TS Lz%, BRI v A
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THMRL, BEEBET CEE L, BREWEHEEE YV ISV DT A7 0~ |

757 4— (BEREE: EBR-FL) T TERL, EELEDEEAKERELT

Bz E181mg., WL T%) .

IH—NMR (CDC1,) 6:1. 89 (1H, brs), 2. 40 (3H,
s), 3. 61 (2H, s), 6. 95—7. 02 (4H, m), 7. 08—7.
19 (6H, m) , 7. 21—7. 37 (6H, m) , 7. 46—7. 52 (2

H, m) .

(EMEpI1L 2 7)

1— [2—Zmpn—5—T=z=)—1— (ZFz=)VR)ILE=)l) —1H—Fua—

W—=3—AN] = N=RAFARAZLTIv HEEE
2—/pu—5—"J=z=)—1— (Zz=)VAVER=)) —1H—¥ra—)L—

S—INNAALTFTE R (440mg) ZAX/—/ (20mL) IZ&EMEL, BIET

AQUAFATIVAZ ) —NVEIK (49 4me) M T3 0HMBHLE,

FRTAKRBUSVRTPIUAL (144mg) ZMAT1 ODFERF LR, 1
mo | /LM (20mL) ZM2T5oMEBHLE, HNKRIZEFREXKET
NI U AKBIREMZTTIAL YL Lictd, B~ il L7, Hilkz
SRR K CURIE L, KBRS MY U A THRER, BERE L. REYZE
KLY W INIT R u~ v T T77 40— (BRBE : ~%) o —FgEcF L=
3:7%021)?%§Lt%\%%I?W(5mL)K%%b\4mol/L'
WAKE—BB=FAEIK (1mL) ZMACTHERELE. ZBEYWEER-TF
bRk T Az Lick Y, RELEWETEARREE LTEL (NE308m
g, W6 1%) . |

! H—NMR (DMSO—dg) 6 :2. 43 (3H, s), 3. 89 (2H,

s), 6. 61 (1H, s), 7. 36—7. 46 (5H, m), 7. 62—7.
69 (4H, m) , 7. 75—7. 82 (1H, m) , 8. 97 (2H, br) .
(FEhEfl1 2 8)

1— [2—T7rFr—5—T=z=)—1— (F==VANVE=/L) —1H—-¥R
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—N—=3=AN] = N—AFNRAZLT7I HEEE
2—7»%m—5—7;:w—1—(7;:wxﬂ%:w)—1H~Em—w
~3—ANVTFTER (110mg) A% /—/ (20mL) ZHEML, =K
T40%BAFATIVAZ ) —LEK (130meg) BMAT3 05RRELE,
ERTAKRMEFYET LI UL (38mg) ZMATL OSHBERLLEE, 1m
ol /LM (20mL) ZM2T5HMERLE, RISKIZEETRBKET b
VU LKEREZMATT VA VS Lictk, BEEE—F A CHid L7, Bk %8
AR CHE L. BKRET MY U A CHERE, BIEERELZ, BEYEEL
WY BTNBTrIu= s T77 40— (BEABE: ~FV —FBBoFL=
3:7—0:1) THRELLZ, BEB=FL (5mL) &AL, 4mo 1 /L
WAKR —BEB—F AR (1mL) 2MXCRERE L, BEDZER-TF
NBRERIET 5 LIC kY, RELEWZRAGRKERL LTHL (KRS 2m

g, INEL25%) ,

!'H-NMR (DMSO—d¢) 6§ :2. 43 (3H, br), 3. 88 (2H,
br), 6. 38 (1H, d, J=5. 5Hz), 7. 28—7. 31 (2H,
m), 7. 40—7. 44 (3H, m) , 7. 58—7. 67 (4H, m) , 7.
78—7. 84 (1H, m), 9. 00 (2H, br) .
(Eff1 2 9) ‘
1—[2—7uu—4—-—TArFRr—5—-T=z=/—1— (Zz=)LA)HE=)V)
—1H-Fa——3—A)V] =N—RXFARAZT7Iv KK
2—/unr—4—-IJnFu—5—T7xz=)b—1— (Fz=z=/LA)E=)L) —1
H—bEr——3—AANLFE R (140mg) 2A%/— (10mL) I2
BREL, BIRTA40%AFATIVAZ ) —VBIK (150mg) #MAZ T30
SEBE L, BRTKRMUAYEF NI VA (44mg) ZMZTL 0LSRIE
L%, 1mol /LiEEE (20mL) ZMAXT5ARMERLEL, RIGKICE
FARBAAKE T Y U AKBEEMZTT A VL Lic, BERRF L CHIE L
oo TR Z SAFIRHE K CUE L. HEKREET Y U A CTHERE., BUERE L7,
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BEMEEEEI VTN B u~ 757 4 — (BEBE  ~% 4 —§
BrFn=3:7—0:10) THEULL%E, BBE~F NV (5mL) &ML,

A4mo 1 /LEAKRRT-—HR-FAEKR (1mL) ZMATRERWELZ, ZE
MEEFRIFNL—TA4 Y T LT —F AN LRERLT R EICk Y, RELE
W EafERe LTRZ (INE19mg, INEL12%) ,

' H—NMR (DMSO—ds) &:2. 44 (3H, s), 3. 97 (2H,

s), 7. 33—-7. 42 (2H, m) , 7. 48—7. 51 (3H, m), 7.
67—7. 70 (4H, m) , 7. 80—7. 86 (1H, m), 8. 94 (2
H, br) .

(1 3 0)

1— [4a—TInFdue—5—Txz=)—1— (FJ==)VA)F=)) —1H—F¥nu

—N—3—A)N] —N—AFNRFZ LTI HEBE

4—TNFAB—5—Tz=p—1— (Fz=ARAAE=L) —1H-Er—L
—3—INAATFER (10mg) Z2AF/—/N (5mL) ZEMEL, EE T4
O%RAFNTIVAZ ) —LVEIK (236mg) ZMAT30NRBHRLE, =
BCKRMEAYVETFNI VA (12mg) ZMRATLOSHBEHLAZE, 1mo
1 /LR (20mL) #MAT5HMERELL, RISKRIZETEKERAKET R
U AKIBIREMZCTAD UL Licts, BilE—F L ChitH U7, Rl % fa7n
BIKCHE L. SKERET ) U A CTREBER, BERELL, BREVEERT
FN (5mL) WCHEML, 4mo 1 /LE{WAE—EE=FLEK (1mL) %
M THRERNE Lk, BT AP TaZLIcih, RELEWZE
ERERL LTHRE IEime., IHEI%) .
MS (ESI+) :345 (M+H)

(EEflL 3 1)
N=RAFN—1—{(2—AFN—1— [ (B—RAFNT==)) RNE=)V] —
5—T7xz=/—1H—-¥Yu—)b—3—A)N} AZT7I HEEE
2—AFN—1— [ (B—AFNTxzz=)v) ANVE=)N] —5—Tz=)b—1
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H-tRr—A—3—AAV "VTER (245mg) DAF/—AVEHIK (5mL).
WCA0%AFNTIV—AF /) —NVEK (0. 1 7mL) 2Nz, BET3 0L
FEH Lz, RIGRICT P2 B Frigs>8 >V vAs (82mg) 2z, HiR
C3RRIEE L, RS B L g, BEWICOKENL, Bg=F LT
i Uz, iRz M Bk Tlag ., KRBT Y UL CTHRERL, Wik
BMETEE L, BEWEHEEMEV I WSV DTAIn~ IS5 T 40— (BB
B ATV —HRIFNA=9 ¢ 1R F) ICTRRLE, BohEa
HRDZEBR=F N (5mL) IZHEML. 4mo 1/ LEAKE —EiEE—F LR
#% (0. 5mL) ZMA, —2 0OCOKFEEP T 8REFMME Lz, HTH Lk
mzASBL, BEZRTDSZ LT, RELeWEEAERGE LTHRE (RE&4 2
mg, [NE1L5%) ,

! H—NMR (DMSO—dg) 6 :2. 31 (3H, s), 2. 43 (3H,

s), 2. 48 (3H, s), 3. 90 (2H, s), 6. 41 (1H, s),

7. 15—=7. 60 (9H, m) , 8. 92 (2H, br) .

(I 1 3 2) |
N—AFr—1—[1— (2—RAFNPEYIDP—5—)VA)IF=)N) —5—
TJxz=—1H-Er——3—AN] AZUT7 IV TIEHE

1= [(2=AFN—5—-FUIVY) AAF=LV] —5—T==)b—1H—
ER——3—HNNATER (148mg) K7 NS5 Frrsy (10
mL)K%%L\%?wTiymzmol/L?bitFmﬁiy%W(1.2
5mL) Mz, ERT—BERLE, RIGKEKBEAVEFFITA (95
mg) DAY/ — (3. OmL) WKICNZ, FBET2 0 HBWHELE, K
SR BT F L CHERE., SMAEK THRE L, BB~ 227 A TER
%, VB WETICEE LK, BERF NS kY5 (20ml) CHEMEL,
“REEYV—tert—7FN (0. 55¢g) , REEAEFFI VA (0. 25
g) BXUK (1L0mL) £z, BET3 OHMEERLE, KK EERTF
WVTHRRE, BMREKET U U AKEIR, fafEEK CIEICHEE L, kA
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B~ XU ATHRL, BEZBETICEELL, BEVZT NI Fur s
v (20mL) ICHMBL, Bk~ Fy (75%FAES, 1. 5¢) &M
Z. BRCLIRERERELL, REMEEI A VAW TABL, 54 M EEE
TFACHRE LT, HMERERER. BEWEY ) ISAIT A nw b ST
74— (BEAWBE : ~F T —FBFL=19:1—-1:1) THHEITEZL
kv, REELAMON—Bo ctheBlz, BbhZN—Bo ckzx¥ /) —
(1mL) IZEML., 4mo | /LEAKR—FR-=FLER (1mL) Mz
Foo BT IREMERE, BEEZBETHEEL, BEY (6 Tmg) &/7k, =
Z)—NAPOBERETAZLICEY, RELLEWEZEAERKL LTEE (NES3
Admg., K1 8%) ,

'H—NMR (DMSO—dg) 6 :2. 53 (3H, s), 2. 70 (3H,
s), 3. 98 (2H, s), 6. 50 (1H, s), 7. 18—7. 20 (2

H, m), 7. 38—7. 47 (3H, m) , 7. 76—7. 77 (1H, m) ,

8. 59 (2H, s), 8. 88 (2H, br), 1H RKH.
(i1 3 3)
N—R2AFN—1—{4—AF)N— [1— (3—AFNTxz=/) ANEKE=)N] —
F—Txz=/—1H—-¥Ya—1—3—A)} AZT IV HRE
4—RAFN—1— [(B—RAFNTz=)V) AAKR=L] —5—T=z=)—1
H—tr—L—3—FA LT R (0. 50g) OAF J—AEIK (1 5m
L) WHEAFATyE=UA (1. 0g) &7/ FaedRUyBFT ) UL
(0. 28¢g) Mz, BRT2RHBE L, RINKICEMRBKET LI Y
DAV E M A, BFEATFLCRIE L, IR ST REK R T b U o AokiE
. K. SEFIAMEKCHEE L, SKREB~ 720 A THER, BIERWEL -,
BEMEB ISV T AT u< T T 74— (BREE : ~F ¥ —BRF
V=9 :1—-0:1) ZAVTERL, KELEVOEREEL2{BL, BFbhik
WEREEOEB T FARK (10mL) C4mo 1/ LiEbAE BB -F LA
% (1mL) ZMxi, BREBERER, BEWZF ) —V—EERTF L H
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bERERTHILIckY, REMEWEEAEGKFE LTRL (NB208mg,
&3 6 %) ,
'H—NMR (DMSO-—dg) 6:1. 77 (3H, s), 2. 26 (3H,
s), 2. 55 (3H, s), 3. 96 (2H, s), 6. 96—6. 99 (2
H, m), 7. 08 (1H, s), 7. 20—7. 21 (1H, m), 7. 35
—7. 52 (6H, m), 7. 73 (1H, s), 9. 07 (2H, br) .
(EHEfFl1 3 4)

1—{[1— (4—nFuaTdz=)) ANF=V] —4—RAFV—5—T==
N—1H—-FEr——3—A)V} —N—RFNLAFT I HEEBE

11— [ (4A—oTrFduedz=n) AVE=N] —4—AFNV—5—-—T==)b—
1H-¥ae—nA—3—A\VFE R (0. 23¢g) ODF Tk FurJ U EmiK

(3mL) IZAFATIVO2mo 1l /LT S Fur7s 0Bk (0. 9m

L) R, =BT 2BEERLE, KSEEKELAYEF NI YA (68

mg) DAF /—NEK (5mL) 1Tz, |R T3 0oME#H L, RIGKIZ
AKEMZ, BTV CHIE Uiz, MHRESTUREEAKET U U AKEBIK. K.
PATI R TR L. KRB~ /XU A THBRE, BERELL, REWZ
WEE VB INVI T A~ v T 5T 40— (BEREBE : ~F9 0 —FR-FIL
=9:1—0:1) ZAVWCTHERL., RELSWOERELEZEL, HohiilE
HEEE OB = F ALK (3mL) IC4mo 1,/ L{bAkSE —BiEE T F AR
(0. 5mL) &Mz, BHRT3 ONHKER. MHLEHERZLMTSZ L
kY, FEADEERARBRKL LTHEZ (NE172meg, NE48%) .
IH—NMR (DMSO—d,) 6:1. 78 (3H, s), 2. 57 (3H,
s), 3. 98 (2H, s), 6. 98—7. 01 (2H, m) , 7. 35—7.
45 (7H, m) , 7. 74 (1H, s), 9. 01 (2H, br) .
(a1 3 5)

N—AFNL—1— [2—AFnN—1— (FPUPr—3—ALIVRNVE=)) —5—
Tz=A—1H-ERr—V—3—AN] AZU 7y THEEE
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2—%%»—5—7;:w-1—(Euvy—3—4wxw$:w)—1H—
ER—=V=3—=HNSVFE R (235mg) &AWTERS O & AEORES
TV, REREWO 1 LBOY ) — L/ EEEE LTEA RE1 1 0m
g, IE3 9%) ,
'H—NMR (DMSO—d,) 6 : 1. 06 (3H, t, J=7. 2Hz) ,
2.43—2.50(6H,m),3.44(2H,dd,]=7.2,14
le),3.91*3.94(2H,m),6.47(1H,s),7.21
—7.43 (2H, m) , 7. 36—7. 41 (3H, m), 7. 56—7. 6
3(1H,m),7.82—7.88(1H,m),8.53(1H,s),8.
87—8. 93 (3H, m), 2H FRigH.

(FEhifl1 36)
1—[4—9mu—2—%?w—5—7i:w—1—(7::wxw$:w)—

IH—ER——3—f0] —N—AFAAZLT I

4—78R—2—XFN—5—-Trx=—1 — (2= AR =1) —1H
—Hu~w~3—ﬁWNW?EF(301mg)\40%%?»7SV%5/~
”%W(195mg)ﬁiwm%M$W$%F97A(106mg)%mmfi
Hafl9 & MROBIEETV, BBATF AL T ) — L ORAWE CHRERS 5 =
&T, RELAMERERGELE LTEE NE146me., INR42%) .
1H—NMR(CDC13)6:2.55(3H,s),2.77(3H,s),
4. 05 (2H, s), 7. 13—7. 16 (2H, m), 7. 32—7. 45
(7H,m),7.47—7.59(1H,m),9.73(1H,br),1
H SREEH.

(SEfEs1 3 7)
1—[5—?%»—1—(7m;wxw$:w)—1H—Bm~w—3-4w]
“N=RAFNAZTIV HEE
5—7?»—1—(7z:»2»$:»)—lH—Hm—W—S—ﬁwﬂw?

EFN(553mg) ZAVTEER 1 3 4 & AEOBRIERZITV., EBLAYS E
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BEEE LTHEE (N8B425mg., INE65%) .

'H—NMR (DMSO—dg) 6 :0. 79—0. 85 (3H, m)., 1. 2
4—1. 48 (4H, m) , 2. 48 (38H, s), 2. 58—2. 63 (2H,
m), 3. 91 (2H, s), 6. 25 (1H, s), 7. 54 (1H, s),
7. 66—7. 88 (bH, m) , 8. 91 (2H, br) .

(EhEfi1 3 8)

1— [6—v/p~"FiN—1— (Fz= VRNV E=V) —1H—Fu—)L— 3
—AN] —N—AFNAZUTI HEEE

5—vmaAFYN—1— (Fz=)VRA)LVER=)V) —1H—-¥r—L—3—3%
NAVTER (424mg) ZRAWVWTERH 1 3 4 &L RROBIEZITV., REL
A EEAERGEE LTHEE (INE321mg., NE4L9%) ,
'"H—NMR (DMSO—d,) & : 1. 10—1. 35 (5H, m), 1. 5

'3—1. 67 (5H, m), 2. 48 (3H, s), 2. 80—2. 84 (1H,

m), 3. 90 (2H, s), 6. 29 (1H, s), 7. 51 (1H, s),

7. 65—7. 70 (2H, m) , 7. 76—7. 87 (3H, m), 9. 00
(2H, br) .

(Ehafl1 3 9)

1— [6—vZ7uubr—1— (Fz=)LANKR=)) —1H—Fa—/,L— 3
—AN] = N—=—AFARAZTIV HEE

5—v/uubti—1— (F==/VALEKR=V) —1H-Fe—1L—3—3%
AAVTE R (24 7Tmg) ZRAVTERSL 3 4 &L REROBRIELITV., REL
AWEEAEEL LTHBE, (NE175me. INE5 9%)
1H—NMR(DMSO%dG) 6§ :0. 22—0. 27 (2H, m), 0. 7
5—0. 81 (2H, m) , 1. 97—2. 05 (1H, m), 2. 47 (3H,
s), 3. 87 (2H, s), 6, 09 (1H, s), 7. 55 (1H, s),
7. 66—7. 91 (5H, m) , 8. 92 (2H, br) .

(EHHI 1 4 0)
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N—=AFnL—1— (1— { [83— (AFNANF=)) Txz=)v] R)E=)v}
—5—Txz=—1H—-¥Er—L—3—A)V) AZ7 IV HHRE

1— { [83— (AFNARLVER=N) Tz=)V] AAVF=N) —5 —Tz=)b—
1H—Er——3—HAALFE RN (160mg) A%/ —N (20mL)
WCHEfEL, BIBETA40%ATFATIVAZ ) —NVEEIK (160meg) &M% T3
OB L, BERTKELAYVRTFFNI YA (32mg) ZMZTL 055
BERLZHE, 1mol /LIEEE (20mL) M2 T54MER L, KINKIC
FBATREEKE T P Y U AKBIKREMZCT B U HEE Lth, B~ F L CTHiH
Uiz, HHEEZEfMEEK CHREL. SKMEBT N Y UL TRER, BUERWEL
oo BEWEASX ) —N (5mL) IZEML, 4mo 1 /LEKE—FR~F
MBI (1mL) ZMATRERWE L, BREBWET Fo e Fur 7 U»ofkdE
fk+przlizcky, REEDEEACHERELTHLE (IRE150mg, NS

3%) .,

! H—-NMR (DMSO—d,) 6 :2. 49 (3H, s), 3. 26 (3H,
s), 3. 98 (2H, s), 6. 49 (1H, d, J=1. 8Hz), 7. 1
3—7.17(2H,m),7.34—7.46(3H,m),7.77—r
87 (4H, m), 8. 25—8. 29 (1H, m), 9. 08 (2H, br) .
(FEMEBI 1 4 1) ‘
1— (1— { [3— (=FNARAF=N) Tz=)V] RANFE=)v}) —5—T ==
NVW—1H—tr—/L—3—A)V) = N—RAFAREZT7TI HEEE |
1— { [8— (ZFARAKR=A) Tx=A] AAF=L) —5—T==)b—
1H—Bm~»—3—ﬁ»ﬂw?tﬁ(348mg)\40%%?»7&Vﬂ5
J—NVEHE (201mg) BLOKFLAYEFFI VA (109meg) ZHAV
TERMH 9 & FEDORIELZITV., BB F L Lz ) — LV ORAEE CHE®RT
57 LT, RENADEEAKERLLTHEL (INE250meg., NFE64%) ,
!H—NMR (CDC1ly) 6:1. 22 (3H, t, J=7. 5Hz) , 2.
61(3H,5),3.06(2H,q,J=7.5Hz),4.oo(2H,
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s), 6. 50 (1H, d, J=2. 1Hz), 7. 13—7. 16 (2H,
m), 7. 29—7. 41 (3H, m) , 7. 54—7. 59 (1H, m), 7.
65—~7. 68 (lIH, m) , 7. 74 (1H, d, J=2. 1Hz), 7. 8
7—7. 89 (1H, m), 8. 01—8. 05 (1H, m), 9. 80 (2H,
br) .

(Ehafl1 4 2)

1—[1— (2, 83—YEFRr—1, 4—R_RUYVFHFVV—6—fNVALK=
V) =5 —TJxz=)—1H—-Fr——3 -] = N—RAFNLAFZUTI
R

1— (2, 3=V Fr—1, 44— RV IPFFTU—6—ANVARIE=)L)
—5—7z:»—1H—Eu~w—3—ﬁwﬂw%tF(258mg)\40%

AFATIVAZ ) —NVEKR (163mg) BEOKBLAVETF NI UL (8

Tmg) BAVCERA O L ABEOBRELFT, BERIFLLIY ) —LOES

BECTHERTA LT, KELEWEEARKRLE L THEL (KE130mg,
K4 4%) ,
!H—NMR (CDC1,) 6:2. 55 (3H, s), 3. 97 (2H, s),
4. 19—4. 28 (4H, m), 6. 50 (1H, 4, J=1. 8Hz), 6.
71—6. 85 (3H, m) , 7. 17—7. 35 (4H, m), 7. 57 (1
H, d, J=1. 8Hz), 9. 82 (1H, br), 1H RKH.
(sl 1 4 3)

2— ({4a=[ RAFATI)) AFN] —2—Tz=L—1H-Fu—n—1
— AV} ANER=A) RV =YL R

2— [ (4—FNVIN—2—Tz=—1H—Fa—L—1—A)) R)LE=
»]&VV:Lﬁw(253mg)\4o%x%w7iyx&/~wﬁW(17
S5mg) BLOKRMAUVERTMI VA (95mg) ZRAVCERE 9 &RAEKD
BIERITV., Bz F AL F ) — VORBBRECHERER TS Z LT, RELE
WMt L LCB (EL 1 2me. N3 8%)
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! H—NMR (CDC1l,) 6:2. 64 (3H, s), 4. 04 (2H, s),
6. 67 (1H, d, J=1. 8Hz), 7. 03—7. 06 (2H, m), 7.
13—7. 18 (2H, m) , 7. 25—7. 37 (3H, m) , 7. 56—7.
60 (1H, m) , 7. 70—7. 73 (1H, m), 7. 80 (1H, d, J
=1. 8Hz), 9. 84 (1H, br), 1H FRKH.

(EHfl1 4 4)
4— ({4— [ RARFATIV) AFN] —2—T=z=)—1H—¥Fu——1
— AN} ANEH=L) RV =YV EERE

4— [ (4—FNIN—2—Txz=)—1H—Fu—)b—1—AJ)) A)LAE=
W] RUY =P (308mg) « 40%AFATIVAZ ) —NVER (21
Omg)Biwm%m$W$TFUWA(L13mg)%ﬁ@f%%%Qkﬁ%
DEMEERITV, Bz F L L F ) —VORAEHE CHERT 52 & T, 8k

AMEEERER L LTAE (&3 6meg. INEL0%) ,

! H—NMR (CDC1,) §:2. 62 (3H, s), 4. 01 (2H, s) ,
6. 46 (1H, d, J=2. 1Hz), 7. 11—7. 14 (2H, m) , 7.
27—7. 32 (2H, m), 7. 37—7. 41 (1H, m), 7. 47—7.
50 (2H, m), 7. 59—7. 62 (2H, m) , 7. 73 (1H, d, ]
=2. 1Hz), 9. 90 (1H, br), 1H :RkKkH.

(Efifl1 4 5)
2— (4= [ (AFNATI)) AFN] —2—T=z=/L—1H—Fu—)—1
— AN} ANR=N) BREEEAFIV

20— [ (4—FRALIN—2—Tz=A—1H-—FR—b—1—AN) RNFK=
N RBEBRAFL (664mg) BAF/— (10mL) WML, HRT
A0BAFATIVAZ ) —NVETE (41 9mg) BMX T3 04T LE,
RIS 0O CTAEMAFYETFT NI UL (227mg) ZMATIRFRBERLE
%, KEMZTEBRF L CHE Lk, fhHKRE AfAEK g LR, 8K
BT R U U ATEBL. BEAWMETCEE Lk, REWEEEEL YL
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HIZbrru<w v IT7 74— (BRBE: ~F¥ > —BBR=FL=1:1-0:
1) ZAVTHEL, RELAMEREEMRDE LTHE (47 2me,
I3 6 8 %) .
I H—NMR (CDC1,) 8:2. 48 (3H, s), 3. 64 (2H, s),
3. 89 (3H, s), 6. 22 (1H, d, J=1. 8Hz), 7. 00 (1
H, d, J=8. 1Hz), 7. 18—7. 35 (7TH, m) , 7. 50—7.
52 (2H, m) .

(FEHEFI1 4 6)

2— ({4a— [ RAFATIV) AFN] —2—Tz=V—1H—-Fr—N—1
— A} RN REEBMATL

2— ({4a—= [ (AFATI)) AFN] —2—T=z=)—1H—Fr——
1—AN} ANE=N) REFBRAFNV (105mg) OEFR-FARIK (1m

‘L)K4mol/Lﬁm*$—ﬂ@1?W@W(O.5mL)%$ﬁﬁm2ko

WL HREEEL, BEWE 2 — S0 —LbAg YT ELT—F L TR
L7, BbNrHReERFLETY ) —LVOBRABE CERER L, KELLA
W EEMJERE LTHL (&6 8meg. INFE6 0%) .
!H—NMR (CDC1,) 6 :2. 62 (3H, s), 3. 87 (3H, s),
4. 03 (2H, s), 6. 56 (1H, d, J=2. 1Hz), 7. 04 (1
H, d, J=7. 8Hz), 7. 11—7. 33 (6H, m), 7. 50—7.
52 (2H, m) , 7. 57 (1H, d, J=2. 1Hz), 9. 82 (1H,
br), 1H M. |

(EHaBl1 4 7)

3— ({4a—[ (AFATI)) AFN] —2—T=z=—1H-Fu—)—1
— AV} ANB=N) BREBBBEAF IV

3— [ (A—FAIN—2—T=z=r—1H—-Fu—)b—1—AN) R)VKE=
N] REFBBAFNL (1. 32g)  40%AFATIVAZ ) —)VEIK (41
6mg)£i6m$m$&$%LU7A(100mg)%mm<£%ﬂ145k
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FkEOBIEZITV., RELEREZREAMKYDE LTHRL (NE66 8mg., IX

RA9%) ,

!H—NMR (CDC1,) 6

3. 91 (3H, s),

41 (7TH, m) , 7. 48—7.

6. 15 (1H, d,

: 2. 43 (3H,
J=1.

s), 3.

52 (1H, m), 7.

H, m), 8. 13—8. 16 (1H, m), 1H RKH.

(FEHipl1 4 8)

59 (2H, s),

8Hz), 7. 20—7.

97—7. 98 (1

3—({4a=[ AFATI)) AFN] —2—T==p—1H-¥Fr—L—1
— AN} ANE=N) BREBRATF NV HERE

3— ({(4— [ (AFATI)) AFA] —2—T=z=A—1H—Fr—L—
1L—A N} ANE=N) BEREBATFN (9 1mg) ZRAWVWTERSIL 46 LR
BOBEEZITV., RELADZEARKRELTALZ (NE58meg, K5

8 %)
!H—NMR (CDC1l,) & :2.

3. 98 (2H, s),
14 (2H, m) , 7.
H, m), 7. 51—7.
Hz), 7. 92—7.
2H .
(EHiflL 4 9)

6. 50 (1H, d,
22—17.
55 (1H, m) ,
93 (1H, m) ,

56 (3H,

s), 3.
J=1.
7.
1 3—8.

8.

28 (2H, m) , 7.

90 (3H, s),

8Hz), 7. 11—7.

32—7. 43 (2

66 (1H, d, J=1. 8

17 (1H, m) ,

2—ruu—4— ({(4— [ (AFAVTI)) AFN] —2—T=z=—1H—

Er——1—A L} A=) RV =R EERE

2—mu—4— [ (4—FNVIN—2—Tz=)b—1H—-Fu—n—1—A

W) AR ] RV =FIN (248mg) « A0%BAFATIVAF ) —
NMEE (1. 4mL) BXOKFENAYVEFIITA (28, 9mg) ZHWVWT
EHifFl 9 & FEOBELZITV., RELEYWEZHAKERE LTHEEZ (INE&E67. 8

meg. NE24%) ,
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!H—NMR (CDC1l;) 6:2. 64 (3H, brs), 4. 01 (2H,
brs), 6. 49 (1H, d, J=1. 8Hz), 7. 14—7. 16 (2H,
m), 7. 31—7. 36 (3H, m), 7. 41—7. 47 (2H, m) , 7.
64—7. 67 (LH, m) , 7. 72 (LH, brs), 9. 95 (2H, b
rs) .

(FEhafl1 5 0)

[1— (1, 3—RVISFTYV—N—6—AINANEK=)N) —5—T=z=/b—1
H-Fra—L—3—AN] —N—RAFNVRAZUTIV Vol

1— (1, 8—RUIFTYV—=)V—6—ANVANE=)) —5—T=z=b—1
H—btre—nA—3—IALTER (24 7mg) . 40%AFATIVAZ)
— VWK (0. TmL) BXOKFEMAVEFFI UL (831, 3mg) ZAHV
TEHF 1 2 6 LREOBIEZITV., RELEMOEREEZRAHRYME LT

B, BLNEEEEEOT S ) — AWK (3mL) v a vk (10me) %

M. FISERH—IC2s ETMRLE, RISREAEMEERE THA LR, B
FEEME LTz, BEWEZ ) —AhbEBET I LICkY, RELeWEZEA
fERRE LTHAZ (NE20. 3mg., WEL1%) ,

IlH—NMR (DMSO—d,) §:2. 53 (3H, s), 3. 99 (2H,

s), 6. 36 (LH, d, J=2. 1Hz), 7. 08—8. 10 (2H,

m), 7. 29—7. 34 (2H, m) , 7. 39—7. 41 (2H, m) , 7.
45—7. 48 (1H, m), 7. 74 (1H, s), 8. 18 (1H, 4, ]
=8. 4Hz), 8. 30 (1H, d, J=2. 1Hz), 9. 69 (1H,

s), 3H FHRH. |

(FEhifl1 5 1)

1—{1—[ (1, 1—-PFF¥YF—2, 3=V Fr—1—-XUVF2—6
—A V) ApK=N] —5—Tz=/b—1H—-ER—/L—3 AV} —N—RXF
WAZVT IV

1— [ (1, 1—-FFVF—2, 3—VeRu—1—-RUYFFT7=2—6
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—AN) ApF=N] =5 —Tz=A—1H-Er—A—3 TN \)LFE R
(114mg) « 40%AFATIVAZ /) —NEEKR (0. 3mL) BILUOKK
fEARUEFFY YA (10, 8mg) BAVTERAL 2 6 &L FRROBIEEZITVL,
RELAWEEEEEE LTEL WR76. 3me, 16 5%) .
1H—-NMR (CDC1,;) 6§:2. 45 (3H, s), 3. 36—3. 40
(2H, m) , 3. 48—3. 53 (2H, m), 3. 59 (2H, s), 6.
18 (1H, d, J=1. 8Hz), 7. 24~7. 41 (7TH, m) , 7. 5
0—7. 53 (1H, m), 7. 66—7. 67 (1H, m) , 1H FRkKH.
(S 1 5 2)
1—[1— (1 —-RVSF2—2—ANANVE=)) —5—T=z=/b—1H—
Er——8—AN] —N—AFNVAZUT IV Y

1— (1R Fy—2—ANWVANVEKE=N) —5—Tz=/—1H—-VEn
=3 —HASAFE R (180mg) #AF/— (20mL) ICBEML,
BETA0%AFATIVAZ ) —VEKR (190meg) ZMAT3 0HMER
Uie, SECARADES R DA (56me) 2METL 0SMEERLLE,
lmol/L¥EEE (20mL) M T54MEERLE, RISKIZEMRKEKE
FRU G AKEEEMZCT b Uik s Lith, BE=F /L chitl L, Mg
B RIFIAAK T L. EARREET MY U A CHEEE., BERMELL, BREYE
WEMWS Y DTN T EIaw T T77 40— (BRABE : ~F ) —Bifg—F Vv
=3:7>0:1) CHELEE, BE®RTFL (5mL) KEML, 4mo 1/
LR —FBRFLERE (1mL) 2N CBERE L, REDzEER.
FADPDRERETEZ LILY, RELAYZECERL LTAL (RE126
mg. [NFE61%) .
' H—NMR (DMSO—d,) 6 :2. 49 (3H, s), 3. 99 (2H,
s), 6. 54 (1H, d, J=1. 8Hz), 7. 23—7. 26 (2H,
m), 7. 34—7. 62 (6H, m) , 7. 75 (1H, d, J=1. 8H
2), 7. 77—7. 78 (1H, m), 7. 96—7. 98 (1H, m) , 8.
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08—8. 11 (1H, m), 9. 23 (2H, br) .

(FEHEFl1 5 3)
N—AFn—1— (1—{ [4— (AFNAAE=N) Tz=)v] ALFR= )}
—E—Tx=A— IH-FR—A—3—(L) AZLTIy HEHE

1— {[4— (AFNARNVE=)) Tz=)] AAF=NY —5—T =2=jb—
1H-Ea—n—3 -V TER (60mg) 2AF/—/V (20mlL) I
BIREL, BIRTAL0%ATFNTIVAY ) —NVRIK (120mg) #M2 T30
SEBRE L, BRTKRLATVRFTMITUA (B30mg) 2M2T1 045RKE
BL7Z#, 1mol /L¥E®M (20mL) ZMAT5HHERLE, RKISKIZE
FIRIEART N U AKBIREMZTCT AL VL L, Bi=F L CHiH L
7o, MK Z TRl K T L, SAKMEET MY U A CHRERE, BUERMGE L,
BEWEHEN Y Y W FADT b u~w NI 5T 40— (BRI : BB F L —

‘%5/—W=1:0%7{3)T%ﬂbt%\%§/—w(5mL)Kﬁ%b\

4mo | /LEAKE-BR-FNAEK (1mL) ZMATRERMELL, &EHE
MEEBRTF AP LRERETALICLY, RELLAME EEKRLE LTEE
(NE42meg, WEE62%) ,
' H—NMR (DMSO—dg) 6:2. 50 (3H, s), 3. 30 (3H,
s) 3. 99 (2H, s), 6. 50 (1H, d, J=1. 8Hz), 7. 13
—7.16 (2H, m), 7. 34—7. 47 (3H, m), 7. 63—7. 6
8 (2H, m) , 7. 78 (1H, d, J=1. 8Hz), 8. 03—8. 08
(ZH;m),Q.ll(ZH,br).

(EHfi 15 4) |
1= [3— ({4=— [ RAFATI)) AFNV] —2—T==L—1H—Fnu—
N—1—A )} RNVE=)N) To=)V] 2F 7y 0. 5 avipifi

1= [ (83=TEFNLTz=)V) ANE=N] —5—Txz=b—1H—-Er—
W—=B3—=HNNSAVTER (200mg) 2AF%/—/ (30mL) IZEMEL, =
BCAFAT I VHEEE (19 2me) £MAT3 0B L, ZBTHY
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TERFVARMAYET NI UL (360meg) ZMAT2RERER LR,
RS BaFnREEAK TR T b Y U ARSI Z N 2 CHER = F /L CTHiIt U7z, HhHK
FEATI AR AR CHRIE L, KRBT ) v A THRER, BERELEZ, BEDE
HEES ) A NN T Ay u~ v 757 4 — (BERBE : BE=FL— 25 ) —
Vp=1:0—7:3) CTHELLE. B@=F1 (10mL) IZHEMEL, V=v
B (50mg) ZMATLSoMEBHRLE, BHLEBEREAWMTAZLITXD,
EE(L AR EEERL LA (6. Tmg. WE3%) .

MS (ESI+) :369 (M+H)

(Ehafl1 5 5)
N—AFL—1—{1— [ (3—=buT==)l) RAF=V] —5—T==)b
—1H—VYu——3—AN} AZUT Iy HEBERE

1— [(3—=FaT2=)V) ANF=N] —5—T=z=V—1H—FEa—

3 HANAFEFR (750mg) #AZ/)—nA (50mL) (WML, =i

TA0%AFATIVAZ ) —NVEK (L. 64g) ZMAT3 0nRE#RLE,
HERTAKRILAYEF RV VA (240mg) ZMATLOSMBHRLEE, 1
mol /LR (100mL) ZMAT5 MR L, FIGKIZEFREEKR
F R Y AKEREMZTT AL VL Uketh, BT L CHiIH U7z, FhHK
PRI CREE L. KRR N U U ACERE, BIERETSLITLY,
EEAMOEEREEZEME LTHE, BonHERELO—# (50m
g) BAZ/)—) (10mL) ML, 4mo 1 /LE(AKR B~ F NVIE
W (1mL) ZMZTHRERE L. REWEERIFANOHKRMETEI L
IV, RELANEEAERL LTHE (N&43me., WK5%) ,

1 H—NMR (DMSO-—dg) 6:2. 50 (3H, t, J=5. 1Hz),

3. 98 (2H, t, J=5. 1Hz), 6. 52 (1H, 4, J=1. 8H
z), 7. 12—7. 16 (2H, m) , 7. 38—7. 46 (3H, m), 7.
80—8. 01 (4H, m) , 8. 51—8. 55 (1H, m), 9. 21 (2
H, br) . |
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(EHEHI 1 5 6)

N—RAFAL—1— [6—T=z=1—1— (KIPU—3—ANVANEF=)) —1
H—tu—n—3—AN] AZL7Iy ZHBE
'5—7z:w—1—(EU?V—3~4WXW$:W)—1H—Em~w—3
—ANAALFTE R (230mg) 2T o2 P75y (1 0mL) THEHE
L. 2mo 1 /LAFATIVOT o7 FuT7 7 K (1mL) Z2MA, =
BT 2R L, RIS EAELAYETFT NI UL (7T6mg) DAF /) —
NV (5mL) WKicm%Z, RIEET2 0 oML, RINKZFER-F IV TH
Wit, BIFIREAKET MU U AKEIR, K, Saf &K CIRICYERE L, KAk
T TR ATHRE., BEEBRETICEE L, BEVEV I ITNIT BT
e NI 74— (BRBE: Big=FL—2F¥/—A=1:0—-1:1) TH
#ML, XbIHPLC (ODS, 0. 1% M) 74 uEiBEREK—0. 1%H

oA OEEBEETE R =R UA=07 : 30. 1% M) IAFOEREHE

FTEr=FUA) THETZZLICEY, RELAEYO N T4 nBRRIEZ S
Fo. BBIE R 7 o ST AR T | U v AARSRCR AL, B
BT L CRIM ., BIFIRIMEAKET b U ¥ AKEIK. /K. SEFI &K CIEIC U6
L. EAFEEE~ 7RV T A THERES, BEZBETICEE L, REZHR-T
A (5mL) IKHMEL, 4mo 1 /LEAKE-—EBE=FAEK (1mL) &=
#)—N (5mL) ZMi, BWETICRE L, BB FL—xF ) =P O
L., #ELEWEH/L IWE85me, INE29%) .

1H—NMR (DMSO—d,) 6§:2. 50 (3H, s), 3. 97—4. 0
0 (2H, s), 6. 50 (1H, s), 7. 14—7. 16 (2H, m), 7.
35—7. 45 (3H, m) , 7. 62—7. 70 (1H, m) , 7. 78—7.
83 (2H, m) , 8. 47—8. 48 (1H, m) , 8. 84—8. 86 (1
H, m), 9. 08 (2H, br), 1H RKH.

(Bl 1 5 7)
1—{1—[(6—%F%veuvy—3—4w)xwﬁ:w]—5—7;:w
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~1H-¥r—r—3—AN} —N—RFALAZT IV HEE

1— [ (6—APFFTEYIDU—3—AN) ANVE=N] —5—Txz=—1
H—tr—L—3—bA\VTE R (59mg) EKT 7 FurZ0 (5
mL) KEMEL. AFATIVD2mol /LFFSE RRTFUHIE (0. 2
5mL)%mz\iﬁﬁsﬁﬁﬁﬁbtoﬁﬁﬁ%*?km?%#%ﬂﬁA(1
9mg) MAZ/—/v (2mL) WKIZM%, FRET2 0 mME#E L2, KIS
REERBRTF A THERE, A, BIEEKCIEICHE L. BAREB< 7RV T A
CHERE, WIEZBETICEE L, BEMEL VW ITNIT A Iu< v T T7
4 — (BEEGE B FL—AF/)—N1=1:0—1:1) THRETIZ LI
Ly, RECAWOEHERE (48meg) 2/, /BONLEMELEFR-T
JU (2mL) CEML, 4mo 1 /LEMKR-—FR-FALEK (SmL) ZM
2. SET3 0 ABKES, i LIHEE SR, BR=F L CRIT ST

kY. RELAWEBL (WRS 9me. WE58%) .
1H—NMR (DMSO—d,) 6 :2. 50 (3H, s), 3. 90 (3H,

s), 3. 98 (2H, s), 6. 45 (1H, s), 6. 91—6. 94 (1

H, m), 7. 16—7. 18 (2H, m), 7. 36—7. 45 (3H, m) ,

7. 59—7. 63 (1H, m) , 7. 72 (1H, s), 8. 09—8. 10
(1H, m) , 8. 91 (2H, br) .

(B 1 5 8)

N—AFNL—1—[1— (4—AFATI)EIP—3—ANVANVEKE=L) —

5—T7x=—1H—Fr——3—AN] AZUT Iy ZHEBE |
1— (6—&1:11:1——3—I:°U“/“‘/Z'11/ﬂ<:/v) —5—Jxz=—1H—FERr—

N—3—ANRNAFER (L00mg) ZRVTERE 157 LRAKORIELZIT

VW, RELAWER IXES58meg. INE4LT%) .

IH—NMR (DMSO—d,) 6:2. 50 (3H, s), 2. 78 (3H,
s), 3. 95—3. 99 (2H, m), 6. 39—6. 42 (2H, m) , 7.

90—7. 23 (3H, m) , 7. 35—7. 43 (3H, m), 7. 63 (1
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H, s), 7. 82—7. 85 (2H, m), 9. 00 (2H, br), 1H
SRpH.

(Eipl1 5 9)
N—RAFA—1— [1— (2=RAFATI Y Iy —3—ANVALEKE=L) —
5—7xz=A—1H—Yu——3—AN] AZT7IV ZHEEEHE |

1— (2—7pub’yPr—3—ANVANEK=)) —5—T=z=/V—1H—F
m—L—3—FAA VTR (173mg) 27 7 Fuer77» (10mlL)
YRR L, AFATIVD2mo 1 /LT 7 a7 08K (1. 25m
L) Mz, |ETL 2RHEERLZ, BUONREKRFLAVRTFI VA (76
mg) MAX ) —VERK (2mL) KM%, |RET2 0 oM#EE L&, MR
ERKET MY U AKEREMA, BB F L ChiE L7, MKz ek T
Ve L, EAMBE~ XU ATERE, BERELL, REWZz VTV D

Shsu~whr5T4— (REBLE : BRI FASBBRIFL—RA Y ) —=

1:4) ITTREREL, RECAYOEREEZF/, BohiEiELXo=S )/
—VEIE (3mL) [Z4mo 1 /LE(LKR—FEE-FAEKR (1mL) ZMx
o BIEFHETEEL, =¥/ — A »bBEREL. RBELewzEL (KE1L
26mg. ILES59%) . ’
IH—NMR (DMSO—d,) 6 :2. 50 (3H, s), 2. 77 (3H,
d, J=4. 5Hz), 3. 95—3. 99 (2H, m) , 4. 80 (1H, b
r),6.28—6.30(1H,m),6.41—6.47(2H,m),7.
10—7. 19 (83H, m) , 7. 32—7. 44 (3H, m), 7. 88 (1
H, s), 8. 25—8. 27 (1H, m), 9. 19 (2H, br) .
(EHEfl 1 6 0)
N—R2FAL—1=[1— (2=AFATI/EYIPV—5—ANVANE=))
—5—TFxz=)b—1H—Vu——3—A1N] AZT7Ir KK

1— (2—vubYIVr—5—ANVARNE=)N) —5—Txz=/b—1H—

Pro——3—HL0Fe R (100mg) ZRAWVWTERHE L5 7 &RKOE
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ERITV, RELEWER (NE64mg, WES7%) .
IH—NMR (DMSO—dg,) §:2. 50 (3H, s), 2. 80—2. 8
2 (3H, s), 3. 98 (2H, s), 6. 47 (1H, s), 7. 23—7.
26 (2H, m) , 7. 39—7. 43 (3H, m) , 7. 66—7. 67 (1
H, m), 7. 96—7. 97 (1H, m) , 8. 11—8. 12 (1H, m) ,
8. 48—8. 52 (1H, m), 8. 97 (2H, br) .

(EhEfl1 6 1)

1= [5— (2—FAduTz=A) —1— { [3— (RAFARAE=L) T=
=] AAF=)N} —1H—VF¥ae—nL—3—AV] = N—RAFRLAZLUT IV
R

5— (2—7adudz=) —1— { [83— (RAFNVALEKE=N) T==

N AAF=} —1H—Fr—L—3—ANL5Fe R (550mg) A%

~/~W(55mL)K%%b\iﬁﬁ40%%?w7iyﬂ§/—Wﬁﬁ(1.

05¢g) M2 T3 O0NMBEHRLE, BRTKREMLAYETFITUA (154m
g) Mz T1O4NREBHLEE, 1mol /LR (100mL) #MX TS5
SEBHR L, RISRICETREKET N VAKBREMZTTIAVA VEE L
71, BEBRF U CHIH U7z, MK ZSafalk cog L, KRBT~ U
ATHRE, BEBELEZ, BEWEAZ/—/ (10mL) KBEMHEL, 4mo
1 /LB AKRE—FRoF VAR (2mL) ZMXTRERGE L, ZEWZHE
BoFANLERIETAZLICLY, RELEVEZEARRL LTREL (RE4
O0mg. INE6 5%) .

I H—NMR (DMSO—d,) 6:2. 48 (3H, t, J=5. 5Hz) ,
3. 30 (3H, s), 3. 98 (2H, t, J=5. 5Hz), 6. 61 (1
H, d, J=1. 7THz), 7. 07—7. 12 (1H, m), 7. 20—7.
26 (2H, m), 7. 50—7. 57 (1H, m) , 7. 86—7. 90 (4
H, m), 8. 29—8. 33 (1H, m), 9. 31 (2H, br) .
(a1 6 2)
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1— [1— {[8— (=FARNEK=) T==A] AVE=N) —5— (2 —
It rgz=1) —1H—¥Frn—n—3—A)V] = N—RXFNLVAFZT IV
A3

1= { [38— (ZFARAMK=A) Tz=A] AVK=AY —5— (2—T0
Fe7z=)) —1H—Fe—NL—3—F1 )5t R (181mg) . 40%
AFNTIVAZ)—NVEKR (100mg) BIOKRIAVRFT IV UL (5
d4mg) ERAVWTEGEH 9 LFKROBRELZITV, BHR=FL LS ) —LVORE
B CERRT 52 LT, REAWEBEARKEL LTEL (NE107Tme,

L5 3%) ,

I1H—-—NMR (DMSO—-dg,) §:1. 08 (3H, t, J=7. 5Hz) ,

2. 49-—2. 51 (3H, m), 3. 37 (2H, q, J=7. 5Hz) , 3.
98 (2H, brs), 6. 57 (1H, d, J=2. 1Hz), 7. 07—7.

12 (1H, m), 7. 19—7. 25 (2H, m), 7. 50—7. 55 (1

H, m), 7. 81—7. 90 (4H, m) , 8. 24—8. 28 (1H, m) ,
9. 06 (2H, br) .

(EHEfl 1 6 3)

9— {[2— (2—nFuTz=)V) —4— [ (AFATI)) AFN] —1
H—ta——1—AA] ALE=A) RV = HERE

2— {[2— (2—7rFuTd=z=)) —4—FKAVINV—1H—VFa——1
—AN] AAF=A) Ry =0 (370mg) ZA¥/—/ (20mL)
WL, BRT40%AFATIVAZ ) —VEKR (81 1mg) ZMATS3
0 SR L, BETABMGEYET MY YA (120me) 2MLTLOS
BB L%, 1mo l /LR (50mL) ZMxT5 MR LE, KK
BT REEAKE T N U AKBRIEEMZCT AL VL Uictk, BT CHl
M U7z, M2k ColgE L, EAKREET Y U A CHEBRE, BERMG
L. BEMEREEES YISV T A u<w NI T 7 40— (BRBE : Bk~
?W—%ﬁ/;w=1:047:3)ﬁﬁﬁbt%\%5/*”(1OmL)K
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WHEL. 4mo | /LIEKR—BiB=FAEE (2mL) ZIX THERME L
7o, BEWREB-FAPLIERILTEILICXY. RELEWEZEGRKRL L
TH7z RE280mg. NE66%) ,

I H—NMR (DMSO—dg) &:2. 52 (3H, s), 4. 04 (2H,
s), 6. 65 (1H, d, J=1. 8Hz), 7. 03—7. 18 (3H,
m),7.35—7.38(1H,m),7.45—7.53(1H,m),7.
74—7. 80 (1H, m) , 7. 87 (1H, d, J=1. 8Hz), 7. 9
0—7. 95 (1H, m) , 8. 14—8. 17 (1H, m), 9. 28 (2H,
br) .

(a1 6 4)
4—{[2—(2—nFnTd=z==N) —4— [ (AFATI)/) AFN] —1

H—to—l—1—AN] ZNFE=) RV =0 EERE

4—{[2—(2—7ﬁim7;:w)—4—$wi»—1H—Hu~w—1
—AN] A=) Ry =hY (385mg) BAF/—/V (20mL)
YRR L, BIRTAO0%AFNTIVAF ) —NVEIK (844mg) ZMAT3
OB L, BERTARLFIVETFNITUAL (124mg) ZMATLOS
RS L%, 1mol /LM (50mL) 2MxT5oMBEHRLE, RIGK
CEATREE KR T R U T AKEIREMEZCT AL U HEL Licth, BERET T CHl
H U7z, IR & saf &tk O L. KRBT U U A THRE, BERNE
L, BEWHBEEMES ISV D T A a< N5 7 14— (BERBE : Bigx
F—RAF)—A=1:0—7:3) THELEHE, A¥/—1 (10mL)
WML, 4mo |/ LEfLAR BBz FABIK (2mL) &M% CHERMEL
e, BEMEPEBRIFANDRERILTE LI, KBLEMEZEARRLE L
THEE NE274mg, L6 2%) ,

1 H—NMR (DMSO—d,) 6:2. 50 (3H, s), 3. 99 (2H,
s), 6. 60 (1H, d, J=1. 7THz), 7. 04—7. 10 (1H,
m),7.26—7.27(2H,m),7.50—7.57(1H,m),7.
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62—7. 66 (2H, m), 7. 84 (1H, d, J=1. 7THz), 8. O
5—8. 09 (2H, m) , 9. 25 (2H, br) .

(Bl 1 6 5)
i—{5—(2—7wiu7m:w)—1—[(2—7wiu7::w)xw$
=N] —1H—¥Fu—1L—3—f)} —N—AFARAFTI EBE

5— (2—ndnurdz=)) —1— [ (2—=TNFRT==)V) RAIEKR=
N] —1H—Fua—nA—3—bL>\)Fk K (330mg) #2AF%/—/ (33
mL) ZHEMEL, BIRTL0%AFATIVAF ) —VEIKR (370mg) &hN
%2 T3 0mMiEE L, BRTKFAYEREFTFITUA (108mg) ZMAT
1 00MBBLAEE, 1mo 1l /LR (50mL) ZMAT5HRER L,
RIS ETREEAKR T N U AKEIREMATT V0 Ve Lictk, Bigc s
UCHI Uiz, MR & fafn ik OO L. SKRRER T MU 7 A CTHRERR, B

RS L. BEMREENT Y DA T A a~w N TS5 T 4 — (BB -

B F NV —AZ ) —)b=1:0—7:3) THELEE, AF%/— (5bm
L) \C¥AfEL., 4mo 1 /LIEMKRR—FE-F AR (2mL) 22 THE
Wi Lz, BEDEERTFA»ORERILT S LIk Y, RELEDZEAR
e LTEE (NKB266mg., INET70%) .
I H—NMR (DMSO—d,) 6§:2. 51 (3H, s), 4. 02 (2H,
s), 6. 61 (1H, d, J=1. 8Hz), 7. 01—7. 30 (5H,
m), 7. 44—7. 52 (2H, m) , 7. 79—7. 85 (2H, m) , 9.
28 (2H, br) .

(1 6 6)

1—[5— (2—TnFrTz=) —1— (BEJ V=3 —ANVANE=)V)
—1H—-¥r—NL—83—A)V] —=N—=RAFARETIV T2LEBE

5— (2—InFuzz=)) —1— (PYIPr—3—ANVANF=)) —1
H—bFo—n—3—HIARNALFER (1. 52¢g) 2% /= (30mL) IZ
@%b\iﬁ%4o%x%w7iy%5/—wwW(3.57g)%mz<3o
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SEBE L, BRTKFAYEFIINI VA (523mg) ZMXTL 045MH
B L%, 1mol /LY (50mL) 2MAT5HMBERLE, KEKIC
BIFIBRERAEE T b U v AKEOR RN 2 CHR N L LB, BERRT S L TR Lz,
Hi MR % B A ORI Ly MEAKRRRR T 1 U & A TR, WU L7, 7
BYEEEES I SN T a7 uw b5 T7 40— (BREE : BEB-F L — X
¥)—n=1:0-7:3) TREEYTEZLIcLY ., BELAYOBEREE S ¥
BEEOMKRYE LTEE (&1, 30g) , BbhmlEMHERX (750mg)

PEE-FN (30mL) KEML, BRCTI7<LEE (278mg) DRAZ ) —
A (3mL) BEEWTF Lk, 3 05MBERO%, BonidfzsRL, Bk
TFATHRETHILICE Y, RELAMERARKREE LTEL (IRE91 2m
g. IWET 4%) ,

IH—NMR (DMSO—d,) §:2. 43 (3H, s), 3. 87 (2H,

s), 6. 47 (2H, s), 6. 49 (1H, d, J=1. 8Hz), 7. 0

7—7. 13 (1H, m), 7. 19-7. 26 (2H, m) , 7. 49—-7.
56 (1H, m) , 7. 59—7. 64 (1H, m) , 7. 74 (1H, 4, ]
=1. 8Hz), 7. 86—7. 90 (1H, m), 8. 56—8. 57 (1H,
m), 8. 87—8. 89 (1H, m), 3H RkH.
(EHifFI 16 7) |
N—AFNL—1— (1— { [83=— (AFNRIFE=)N) Tz=V] ANFR=)V]
—5—[2— (MY TZAFORAFN) T==] —1H-—Fr—)L—3—A)V)
AFUT IV EEEE
1—{[3—(%?WZ»ﬁ:»)?m:»]XW$:W}—5—[2—(F
Yy INFaAFN) TJz=] —1H—FEr——3—IA VT ER (300
mg) AKX/ (30mL) KEML, BRTLORAFVTIVAF ) —
VR (51 0mg) ZMxT30LMBRLE, BRTKREESIVRT IV
A (75mg) ZMZTLONMHBEHBLAEE, 1mol /LER (30mL) %
% C 5 SRR L, KARICETIREASET | Y 7 A KEREN % T7 A%
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Ve Liztg, BTV CTHiH Lz, iR E &K Tl U, KRR
F YU ACHEE, BERELL, BEDEEEEV ISV DT7 A7 v~ ]
757 4— (BEEE: Bi@—FNL—2%/)—=1:0—>7:3) THELL
. A% /) —n (5mL) KHEML. 4mo 1/ LUALKSR — BT F LUK
(2mL) ZMATRIERMELL, BEDEEFR-FLPOMERLETDEILITL
v, RELAMEZEAKERE LTHEL (INE214meg., NE6 4%) ,
1HéNMR(DMso—d6)6:2.46—2.50(3H,m)3.30
(3H, s), 8. 99—4. 03 (2H, m), 6. 54 (1H, d, J=1.
7Hz) , 7. 16—7. 18 (1H, m) , 7. 64—7. 96 (7H, m) ,
8. 32—8. 35 (1H, m), 9. 20 (2H, br) .

(s 1 6 8)

N—AFAL—1— {1— (FPYIPr—3—ANLARAFK=L) —5— [2— (}D

7»%n%%w)7x:ﬁ]—1H—Em~w—3—4w}%5y7iy 8

[74:0)

1— (PUPy—3—ANANE=N) —5— [2— (MY TZdrAFN)
Jrx=)] —1H—Fae—L—3—W LT K (340mg) ZAF/)—/
(34mL) ITHEMEL, BRTAL0%ATFATIVAFZ ) —NVIEIK (69 5m
g) Mz T3 OB LE, BRTKREMSIVETIITUL (102meg)
Mz TLONMBEHLEE, 1mol /LR (10mL) ZMATSHME
B, RISRICEMREBAET M) U AKBREZME CEEMEE L®, B
TF VG Lz, MM Z Ak gL, SKREBT M) U A THREE,
WERAE L, BEREEEMEY Y VSIS Ao 0 b IT 74— (RBEE
i BTN —AZ ) —N=1:0—7:3) CHRELLE, BB-FIL (5
mL) CEML, 4mo 1 /LEMAKE BT AEIK (1mL) ZMAX TH
i L, BEMEZEBIFAPDRERLTS 2 LItk RELAWEYR
R L LTB% (B2 88meg, IWE69%) .
lH—NMRkDMSO—dQ §:2. 47 (3H, t, J=5. 5Hz) ,
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4. 00 (2H, t, J=5. 5Hz), 6. 60 (1H, d, J=1. 8H
z) , 7. 18=7. 21 (1H, m) , 7. 63—7. 81 (4H, m), 7.
91—8. 00 (2H, m) , 8. 58 (1H, d, J=1. 8Hz), 8. 9
0—8. 92 (1H, m), 9. 48—9. 57 (2H, m) , 1H ki,
(a1 6 9) |

N—2AFn—1—[6— (2—AFATxz=i) —1— { [3— (XRFALRNLF
=) Tz=A] Auk=vl —1H-Er—A—3—AN] AFZ7Iv B
[

5— (2—AFNTz=)V) —1— { [8— (RAFNANF=)) T==)V]
2R =N) —1H—F¥r——3—W VTR (250mg) A%/ —
N (25mL) ICHEML, BIRTL0%ATFATIVAZ ) —NVEK (48 2m
g) EMZT30ONMERLE, BRTAREAVETNITVA (T1meg) %

MET1 ORI LA, 1mol /LM (30mL) £M2T54MEE

L7z, FOGIRICETIREEAKE T MY U AKBIREMATCT AV YL Lo, B
B CHIHE L7e, MR Z8afn Ak Coelf L. SOKRM T Y v A THR
%, WIERE L, BEYWEREEEL ISV T 2 na< v T 7 40— (BH
IR BERRFNAL—RAF ) —=1:0—7 :3) THELEE, AF/—N
(5mL) CHMEL, 4mo | /LEMAR-FEE-FLEIK (2mL) WX
TREEHE L, BEDEEHBR-FLP DRI TIZEICXY, RELEYZ
AR LELTHEL (NE156meg., INE55%) ,

! H—NMR (DMSO—d,) 8§ :1. 82 (3H, s), 2. 49 (3H,
s), 3. 29 (3H, s), 4. 00 (2H, s), 6. 45 (1H, d, J
=1. 8Hz), 6. 83—6. 85 (1H, m), 7. 11—7. 21 (2H,
m), 7. 31—7. 37 (1H, m) , 7. 78—7. 89 (4H, m) , 8.
29—8. 33 (1H, m), 9. 31 (2H, br) .

(FEHapl1 7 0)
Nf%?w—i—[l—(7I:WZW$:w)—5—(EUVV—2—4W)
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—1H—Fu—n—3—ANV] AZUTIVv vavuBi

1— (Fz=VAEK=) —5— (KPP —2—AN) —1H—¥Fur—)
~ 33—V FE R (78mg) A% /—/ (10mL) IZHEML, BRT
A0%AFATIVAZ ) =AY (100meg) £MET3 05M@BHLE,
BETKREFIUETFI VA (29mg) ZMATL OFFTEHRLEZE, 1m
ol /L (20mL) 2MAT5oMEBEHLL, ROSRICEMRBEAET F
U LAKIBREMZCTAL S Licts, BT CHIH L7, HiliEzZ4
A K T L, EARET MU U A CEERE, REEBELE, BEYEIELE
MY BTN ITEIuw NTTFT7 40— (BRBE : FFB=FNLV—AF ) —=
1:0—7:3) CRELEEZ, BEB=FNV (10mL) ITEMEL, 22U
(50mg) ZMxTCTL50MEHRLE, BHLEERZAMTDIZLITLY,
FENAYEEEARKERLE LTERE (INE4 Tmeg. IWE4L5%) .

!H—NMR (DMSO—dg) 6§:2. 55 (3H, s), 4. 02 (2H,

s), 6. 70 (1H, 4, J=1. 8Hz), 7. 33—7. 88 (1H,
m), 7. 51—7. 54 (1H, m) , 7. 63—7. 68 (2H, m) , 7.
74—7. 91 (5H, m) , 8. 44—8. 46 (1H, m) .
(EhEpl 17 1)
1—{1—[ (38, 4—YyrFury=z==n) AAFK=A] =5— (EYTr—
2—AN) —1H—-EBR——3—AN} —N—AFARAZLTIv ZERE
1— [ (3, 4=VI7rdnrT=z=)l) ANB=] —5— (F¥IPr—2—
AN) —1H-¥r——3—FAS AFEF (100mg) 2AF /=N (2
OmL) WML, BRT40%AFATIVAZ ) —/VEIK (112mg) %
Mz T3 0nMEEHLE, BRTARIAVET NI VA (33mg) ZMAT
104 MEBH L%, 1mol /LERE (20mL) ZMAT5oREH#HLE,
RSB Rk E ST N U AKBREMZTT AT VL LicR, BiR=F
wﬁ%&bt,%mm%%@ﬁﬁmﬁ%ﬁbx%mmwbeWAﬁ%@%\ﬁ
JEJEE L, BEWEREEES YISV I T Aru~ N T77 40— (BEREE :
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BERr L) CRELEE, A¥/—1 (5mL) WKEMAEL, 4mo 1 /L
RE—BRFNAEK (1mL) 2N CHRERELE, BEWERA X ) —L—
FLRo L RuTSURE (1:10) MoERftTaoLicky., RELAYE

‘R UTHE (INE89meg, INET7 1%) .

! H—NMR (DMSO—dgy) 6:2. 53 (3H, t, J=5. 5Hz) ,
4. 00 (2H, t, J=5. 5Hz), 6. 85 (1H, d, J=1. 8H
z), 7. 39—7. 43 (1H, m), 7. 56—7. 58 (1H, m) , 7.
73—7. 94 (4H, m) , 8. 09—8. 15 (1H, m), 8. 48—8.
50 (1H, m), 9. 22 (2H, br) .

(a1 7 2)

1—[1— (2, 3—YVEeFr—1, 4— R IFFVU—5—ANVANVE=

V) —4—RAFN—5—T=z=V—1H-—¥ua—n—3 -] —N—AFN R

\5y7iy R

1— (2, 3—Yekr—1, 4—RUVIIVFHFV—5—ANVAE=))
— 4= AFPN—5—Tz=A—1H—FEr—L—3 =L VFEFR (295m
g)  A0%AFNVTIVAZ ) —VEIR (1 79mg) BLOKRELRTVET
FUDA (8 7Tmg) ZRAWVTERE 9 L RAKOEBRIELZITV., BFR=F L L X
) —VOBRABECERRT A LT, RECADZECER L LTHEL (NE
159mg. INE4A8%) ,

1 H—NMR (CDC1,) §:1. 90 (3H, s), 2. 65 (3H, s),
4. 02 (2H, s), 4. 20—4. 29 (4H, m) , 6. 73—6. 76

(1H, m) , 6. 84—6. 88 (2H, m) , 7. 04—7. 08 (2H,
m), 7. 28—7. 40 (3H, m) , 7. 72 (1H, s), 9. 79 (2
H, br) .

(FEHEfl 1 7 3)

1—{1—[(2, 5—VA XV Tz=)l) RANEKR=N] —4—AF)NV—5—
TJrz=—1H—¥u—/b—3—f )V} = N—RAFNRAZTIV HBE

343



10

15

20

25

WO 2006/036024

PCT/JP2005/018572

1— [ (2, 5—=VArFVTz=) ANEF=N] —4—RAFL—5—T=

=V—1H—-v¥e——3 =L L7t R (330mg) . 40%XAFALT
VAZ VK (19 9mg) BRXOKFMAVETFIVA (9 7mg) %
RN TENEH 9 & FEEOREEZFTV, Bz FL L =¥ ) — L ORAEECER
mTdZET, RELEMEZEAKERL LTHE (E201mg, INFESE

4 %) ,

1H—NMR (CDC1,) 6§:1. 90 (3H, s), 2.

3. 51 (3H, s), 3. 79 (38H,

—7. 03 (1H, m) , 7. 15—7.

s) ,
7 (1H, d, J=38. 3Hz), 6. 82—6.

30 (3H, m) ,

s), 9. 79 (1H, br), 1H RiH.

(sl 1 7 4)

70 (3H,
4. 07 (2H,

s) ,

s), 6. 5
89 (3H, m), 6. 99
78 (1H,

1—[1— (2, 3—PeFRu—1, 4—RUIIPFF—6—AINARILF=

W) —4—RXAFN—5—Txz=—1H—Fr—L—3 -] —N—RXF/)LA

ZUT7Iv RS

1— (2, 3=V FRu—1, 4—_RIPFHFTr—6—ANVANLFE=)V)

—4—RAFN—5—Tz=V—1H-F¥r—N—3—HNL \VTEF (391m
g) . A0%AFATIVAF ) =LK (23 3meg) BIOKRIAVERTS
FU A (126mg) ZRAVWTERS 9 &RKOBREZITH., BBR-FL LT
2 ) —NVORAEBECTHRERT S LT, RELEWZEARKRELLTHL (X

B194mg. INFE4A5%) ,

1 H—NMR (CDC1,) 6:1. 90 (3H, s), 2.

4. 02 (2H, s), 4. 20—4. 28 (4H, m) , 6.

64 (3H, s),

73—6. 76

(1H, m) , 6. 84—6. 88 (2H, m) , 7. 04—7.

m), 7. 19—7. 40 (3H, m) 7.
br), 1H RirH.
(EHEF 1 7 5)
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1— (1= {[3— (AFARAK=L) Tx=)V] RAVEZ)N} —4—AF
—5—Zz=p—1H—Ee—b—3—A)) —N—AFAREZUTI Kk
4

A= RFN—1—{ [8— (AFARAK=A) Tz=A] AAK=A) —5
— T xz=A—1H—Fr— =3 =N AFe R (191mg) ZRAVWTEH
#1134 LRABEOEBRELZITY., RELEWEEARHELTHEL (NE159mg,
IR 7 4%)

IH—NMR (DMSO—dg) 6:1. 78 (3H, s), 2. 56 (3H,

s), 3. 28 (38H, s), 3. 99 (2H, s), 6. 99—7. 03 (2
H, m), 7. 36—7. 44 (83H, m) , 7. 756—7. 88 (4H, m) ,
8. 24—8. 29 (1H, m), 8. 92 (2H, br) .

(s 1 7 6)

N—RXAFnr—1— {4—AFNV—5—T=xz=)l—1— (3—F= VALK =

V) —1H—Er——3—AN} AZTIV HBE
4—AFN—5—Txz=—1— (3—FT=VANVEA=N) —1H—-ERr—
N—3—HASLFE R (290meg) ZAVTERA L 3 4DARE RAEOH
EZITV., BELAVEERYE LTHE (NE208mg. K6 2%) .
IH—NMR (DMSO—d,) §:1. 79 (3H, s), 2. 57 (3H,
s), 3. 98 (2H, s), 6. 98—7. 04 (3H, m), 7. 35—7.
43 (83H, m) , 7. 69—7. 73 (2H, m) , 7. 73—=7. 90 (1
H, m), 8. 93 (2H, br) . |

(MBI 1 7 7)
N—%?W—l—[4—}%w—1—(EDVV—B—%WXWﬁ:W)—5—
TJz=A—1H-ERr—A—3—AN] AFZT7T Iy IR

4 —AFN—5—Txz=)—1— (FYIUr—3—ANVALVEKE=N) —1H—
PO——3—HAANLTFTE R (1 71mg) 2RAVWTEEH 15 7 &L RKOR
fefTo, RELAWEEL (1 10me, INE50%) ,
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IH—NMR (DMSO—dg,) 6§:1. 79 (3H, s), 2. 57 (3H,
s), 3. 96—4. 00 (2H, m), 6. 98—7. 01 (2H, m), 7.
36—7. 43 (83H, m) , 7. 55—7. 60 (1H, m), 7. 79—7.
82 (2H, m) , 8. 43—8. 44 (1H, m), 8. 84—8. 86 (1
H, m), 9. 13 (2H, br), 1H FRKH.
(a1 7 8)
N—RAFNL—1— [4—=AFN—1— (BEIPr—2—A)VANE=)V) —5—
TJx=)—1H—FEr—N—3—AN] AZUT7TIV HEBEE
4—AFN—5—Tz=)—1— (FUPV—2—ANVALVFE=/) —1H—
r——3—HAAFTER (262mg) 7 b7 Fr752 (10m
L) WBEL, AFATIyD2mo l /LT M7 FRT7FUHEK (1. Om
L) Mz, BWRCTAEMER L, FINREKRERVETFITUL (76m
g) DAFJ—ABIE (5mL) M, ZET2 0 NMBE Lk, kB,
EEBe= I L7e, MK EK, Safafk ClE L. BB~ 72y
ATHERE, BERWELE, BEWEZI I A TN T AIuw T T7 74— (B
BIYALE : R FN—RAF ) —N=1:0—1:1) CTHHEL, &HICHPL
C (ODS., 0. 1% M) IAVFTaFREAK—0. 1% M) INVZT uEiREd
TERr=FINA=9:1—=0. 1% Y I7AAOEBEETE =Y V) THK
BMIAZ-LIZEy., FEAWO Y I aEBmRER S, Boh= R Y T
A o BEERYE % SRR KR T MU U AKEIR TR L, FERR S CHIHE. £
TREEART F U U AKEIKR, K, SEFIAEKCIEICES L, BAREB~ X
U b TR, BEARETICEE L, BEXEBTFL (3mL) ICHM@L,
4mo 1 /LEMAKE—FB=FNLEK (2mL) Mz, EE T3 0 H5HKE
%, T ZEARL, BB FA TS T8Ik, REEWERZ (X
Bl41lmg, NE4L7%) ,
IH—NMR (DMSO—dg) 6:1. 79 (3H, s), 2. 59 (3H,
s),4.oi(2H,s),6.88—6.90(2H,m),7.27—7.
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45 (4H, m) , 7. 71—7. 74 (2H, m) , 7. 95—7. 99 (1
H, m) , 8. 68—8. 70 (1H, m), 8. 88 (2H, br) .
(EWEfIL 7 9)

1- (1= [ (1, 2=VAFA—1H-AIFS—A—4—4 L) Zik=
W] —4—AFN—5—T=xz=/V—1H—-Fu—1L—3—A} —N—RAF )L X
ZUT Iy EBE

1= 0 (1, 2=VAFN—1H-AIFS—N—4—AN) ANE=L] —
4—AFN—5—Tz=)—1H—Fr— =3 —F/L\)TFTEFR (294m
g) 7 e RFuerJ v (5mLl) WKEMEEL, AFALTIVyD2mo l /LT
FoeFrZI 08K (1. OmL) Mx, |RT1REERLEZ, 40Cil
MEL. SHIC4ARMEHRLE, RNREKRBAYVRETRITA (7T6mg)
DAZ ) —NVEIK (5mL) {2z, Z|ET1REMBER Lk, KEmx, BEE

A THI Ui, HIHRE K. STIRMIK T L. SRR~ 7 % AT

W%, WMERBE UL, BEVWEREMES VISV IT A0~ T T5T 4 —
(BERAHE . ~F YU —FBRoFL=9:1—-0: 1) ZTHERL, £ELEY
DRI Z /T, /BDNTCEHEEOHR-F VK (3mL) [Z4mo 1/
LK R -~ F K (1mL) 2N/, BE T3 0oMBKER.
MESRL, BT F L CHRET S LICL Y, RELAWEBE (NE196
mg, IE53%) , |

'H—NMR (DMSO—dg) §:1. 79 (3H, s), 2. 25 (3H,
s), 2. 60 (3H, m), 3. 45 (3H, s), 3. 95—3. 99 (2
H, m) , 4. 86 (1H, br), 6. 99—7. 01 (2H, m), 7. 1
8 (1H, s), 7. 32—7. 39 (83H, m), 7. 59 (1H, s), 8.
96 (2H, br) .

(i1 8 0)
14{1—[(5—&um—1,3—9%?»—1H—E?Y—»—4—4»)

ANHE=)] —4—AF)—5—TJz=)b—1H—VVa—L—3—A)l} —N—
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AFANAZ LTIy HEBEE

1— [ (5—7uu—1, 3—VAFAL—1H—-EIFTY—N—4— 1) )L
Ae=h] —4—RAFN—5—Tz=Nr—1H—VFa——3—FL 15t R
(37 8meg) BMNCEMH L7 9 L ABORERFT., RELAYEBMY
ELTHAZ (NE238mg. INE55%) ,
1H—-NMR (DMSO—dg) 6:1. 67 (3H, s), 1. 79 (3H,
s), 2. 58 (3H, s), 3. 67 (3H, s), 3. 99 (2H, s),
6.97—6;99(2H,m),7.33—7.41(3H,m),7.73

C(1H, s), 8. 90 (2H, br) .

(FEhwpi181)
1—{1—[ (1, 8—PRAFN—1H—-FEFYS—)—4—A)L) ZA)FE=)]
—4—RAFN—5—-—Tz=—1H—-Far——3—A)} = N—RXFLRAE

I

1— [(B—Zmu—1, 3—VPAFA—1H~-V¥YFY—N—4—A)1L) X)L

A=pn] —4—RAFN—5—-—Txz=—1H—¥¥r—N—3—W L \LTEFR
(295mg) ZRVTERA L 8 0ILRTIEWOEREERE (29 Tmg) %
MR E LCBE, BEREMREE FALEY (10mL) BLEGAY /=1
(10mL) IZHML., LO%RNTIVTALREK (0%EK, 30meg) &2
0%F R UL FFV R—x2 ¥ J—NEK (309mg) &M, KBEFHEK
TEET2 AREBHRLE, RISEKEAB L, SREBERE L, REZ R
TFNVEEK (5mL) ML, 4mo 1 /LIEAE-FBR-FLERK (1m
L) ZMzic, BET3 0oHKER, HME SR L, BEER-F L THET D
Zlicky, FEAYWERSE NE221mg. WET72%) .
IH—-NMR (DMSO—d,) 6 :1. 80 (3H, s), 1. 90 (3H,
s), 2. 59 (3H, m), 3. 63 (3H, s), 3. 99 (2H, s),
6. 99—7. 02 (2H, m) , 7. 35—7. 40 (3H, m), 7. 51

(1H, s), 7. 66 (1H, s), 8 87 (2H, br) .
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(FEhEf 1 8 2)
1—{1—-[(2, 4=PAFN—1, 3=FTY—/V=5—AN) ANFE=
N] —4—AFN—5—Txz=/—1H—F¥r—/L—3—A)V} —N—RAF/L R
FyTIy b TAFoEERE

1— [ (2, 4—VRAFN—1, 3—FT7/—N—5—AN) ANFE=)/] —
4—AFN—5—Txz=t—1H—F¥a—N—3—IAATER (27. Tm
g) PF S Fu7S UK (1mL) TAFATIVD2mo 1 /LT 7
ERr7 S 08K (0. 1mL) Wi, BRT2HEAER L, RINEE KR
bR wEF NI A (7. 6mg) DAFX ) —NVEK (1mL) [ZMzx, ERT
2 O RAHE Ls, RISIKICAKZMA, BTV CHI Uiz, HliHiK 2 fafn ik
BRkET MU U AKEIE, K, SETREAKCHEEL, EBARBR< XV Y AT
. BEEHLE, BEWEZHPLC (ODS, 0. 1% MY IAF ofiks

‘Em—o.1%%97»%m%@@ﬁ7t%:%9w(97:3)%0.1%%

VINZREBRERTE b= A0AR) THEL, Y4 Y 7a =7V
EMFLSEB I LICEY ., RELAWEERYE LTHAE (W12, 1mg,
IXZE 3 3 %) ,
IH—NMR (DMSO—d,) 6§:1. 80 (3H, s), 2. 06 (3H,
s), 2. 58 (3H, s), 2. 62 (3H, s), 4. 03 (2H, s) ,
7. 05—7. 07 (2H, m) , 7. 37—7. 44 (3H, m) , 7. 67
(1H, s), 8. 62 (2H, br) .

(s 1 8 3)

[56— (2—TAFuTdz=)) —4—AFN—1— (Y P—3—AI/VAV
A=) —1H—ta—n—3—AN] —N—AFLRZT IV HBEE

5— (2—7AFuzz==)l) —4—RAF—1— (¥IPVr—38 ARV
A=) —1H—Er—V—3—FA 2 )LFTE R (382mg) DAZ /) —
(5mL) BLROF rSekrrFy (2mL) WKICA0%AFAT IV A
S B (1. 1mL) BM%. SET AR UL, RISHEICkELR D
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£F MU WA (51mg) M, 6121 50MBRHR LR, RISREWER
JEEE LT, BEWICHTIRIBAE T R v AKEK (50mL) ZMx, Bk
TF LT Ls, SR EZSMRERAE T Y U AKEE, K, SSfAHEAKT
Ped e te, SRR D U ATEMRL, WEERET CRELL, RENY
WMEEL VISV S Aru~ v T T 4 — (BRGE : BR=F) T THER
L. EELAYWOBEHEEZE (NE342mg) . BONEREE (33
6mg) MTX /) —) (5mL) BKIZ4mo 1 /LEMKE—FEE- FLIEK
(5. OmL) Mz, BET3 OLNREEH L, RIGNEAMEZRERMEL, &
EmEr Ty ) —ANLERBRTAIEICEY., RELAMEZAGRKRE LTEE
(&1 9 7mg. INFE4L6%) .

!1H—NMR (DMSO—d,) 6:1. 76 (3H, s), 2. 59 (3H,
t, J=5. 4Hz), 4. 01 (2H, t, J=5. 4Hz), 7. 03—7.

08 (1H, m), 7. 21—7. 28 (2H, m) , 7. 51—7. 64 (2

H, m), 7. 82—7. 86 (2H, m), 8. 53 (1H, d, J=2. 4
Hz), 8. 80—8. 89 (3H, m)..

(EHEfFI1 8 4)
N—RAFi— [2—=AFN—1— (Fz==)VRAJE=/) —5— (3—E IV
N) —1H—Fu—A—3—AN] AFVTIV 0. 5¥VaVERE

O AFN—1— (T VAAK=L) —5— (3—EUPL) —1H—F
O——3—HANAFER (276mg) ODAFZ/— (2mL) BXOT b
StRr7y (2mL) BWEICA0%AFATIVAZ /=LK (1. Om
L) LEAREE</ %75 (27 0meg) B, KSR EEET 4R
B L, RISRICERTAEMAVET IV UL (43mg) ZMAT3OR
g Lz, KISREAWERETICB W TR L%, REWICEETRIBRKERT
NU Y AR RN, BRI Ot Uiz, fhiR 2 afmRBRAKSR ST b v
BOKUEIR. K. BAFORHEAK CUR Lo, MKRREET MU U ATERBL, BEE
WETCBELE, BEWEREEES ) D FADTEy v /57 4— (R
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W B L) ICURR L, RECADOERELZRAMRB L LTHEL,
Bon-EMEEDZZ ) — VK (4mL) K¥=2VER (18mg) O ¥ )
—VIRIR (2mL) 2z, RSBRAYWEEET1 0 oMEH LR, BIER
WL, BEMETY ) —AhLERET I LICEY . RELAYE HERKSR
LLTEE INE103meg. INER59%) ,

1 H—NMR (DMSO—d,) 8:2. 28 (3H, s), 2. 41 (3H,

s), 3. 64 (2H, s), 6. 42 (1H, s), 7. 40—7. 46 (3
H, m), 7. 58 (2H, t, J=7. 5Hz), 7. 70—7. 75 (2H,
m), 8. 45 (1H, t, J=0. 9Hz), 8. 54—8. 57 (1H,

m) , 2H REH.

(£l 1 8 5)

N—RAFh— [2=AFN—5— (1—AFN—1H-EFS—L—4—A )

—1— (Fz=pAAKR=A) —1H-—VER— =3 —AN] AFVUTIV ¥

=

20— RAFN—5— (L—AFA—1H-EIFYS——4—AN) —1— (7=
“AANF=N) —1H—Fa—A—3—IL TR (386mg) DAX
J—) (5mL) BLXOF S krrJ7y (5mL) BWRIZ40%AFNVT I
VAF)—VYER (1. 5mL) LEKREB<I R UA (319mg) M,
FMREAWERIE T 2 BHB®R Lz, FSRICBRTKRELAIVET I T A
(62mg) #MxT30NMBRLE, FIGREWERETICBVTRIELL
%, BEYCHETREKEST N U AKEREN L, BB THE Lz,
A BRURERA T b U AKER, K. BRI Rl Lo, SKRRRR
FRYTATERL, WEERETTEELEL, BEWEZEEES Y DTNV T
Aru<whFT74— (BRI : BT L) K CTHEL, RELEYOBLERE
MESEAMRYE LTEBE, BbhBEHEED=Y ) —VEBER (4mL) IZ
vavEk (29mg) OT¥ ) —AEIK (2mLl) ZMA, KISEEWZER
10 AR L, WERN L, REMETS ) A0 LEREETS L
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kY., REAMEAGMERE LTEL (IKES59. 6mg. NFE44%) .
1 H—NMR (DMSO—dg) 6:2. 46 (3H, s), 2. 48 (3H,
s), 3. 84 (3H, s), 3. 90 (2H, s), 6. 26 (1H, s),
7. 25 (1H, s), 7. 45—7. 48 (2H, m) , 7. 53—7. 60
(3H,m),7.68—7.72f1H,m),3H ARARH.

(EhEf 1 8 6)
N—R2FL—1— [4—AFNL—1— (F==)LRA)LKE=N) —5— (3—F=
=) —1H—¥a—N—3—AN] AFUT7TIv EEEE

A—RAFN—1— (Fz=LVANF=)N) —5— (3~=F=xz=) —1H-V
D—L—3—HANFER (649mg) T 7 Fer7 I3 KK (10m
L) WAFATIVD2mo 1 /LT I Fur7I 08K (1. 7TmL) ZM
2. BETAREER L, RSKEARLSVRFT NI UL (126mg) O

B wE (10mL) Iz, SERT3 0 4R Lk, KISEcAKEM

. B F L CHIM L7s, SHHIKZ SRR T MY 7 AKEEK. K, fafn
AT L. EAREE~ 73y Y A CEHRE, BERWELL, REDEELE
MY BN T NI TT 4 — (BREBE : BiR=F VA F /) —=
1:0-4:1) ZRVTHERL, RELADOEREELRL, & bR
WMEDEBRIFARK (10mL) 4mo 1 /LK —Eif= FVIRK
(1mL) #Mxik, BT30S HEKESR, THMWELWML, =F /) —LVHD
BRESTA-LICLY., RELLAYWEZEARGKEL LTHAL (IRE400mg., X
K6 3%) .

I1H—NMR (DMSO—d,) 6:1. 81 (3H, s), 2. 56 (3H,
s), 3. 96 (2H, s), 6. 83—6. 85 (1H, m), 7. 19—7.
291 (1H, m), 7. 38—7. 41 (2H, m), 7. 50—7. 60 (3
H, m), 7. 67—7. 74 (2H, m) , 9. 01 (2H, br) .
(EHEF 1 8 7)

1— [5—7;1::211/—1— ({4— [ (FUTAFRAFN) RANE=N] 7=
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=N} RAAFR=A) —1H—ER—L—3—A ] —N—RFLRAELTIv
R

TNVIUFERHETF,. 5—7=z=/—1H—-Fr——3 - LTt K (1
71meg) #7 F5Ee Fr75y (10mL) WML, ARLT Y va (6
0%k, 6 0meg) #MXTERTL 5 MBI LE, 15259 —5
(0. 30mL) ZMACAIBECTEILIZL 5B LR, BHika— [ (MY
TINFBAFN) ANFR=N] RUOPUVANLF=N (43 2mg) 2Nz, K
JREE BB T3 OSMBER L%, KEmx, BT A Tl Lz, MKz
K, BITNRIEAK TS L, EARMEB~ /XYy A CTHERE, BERE L, &RE
MEY Y IFNITEIaw T 57 40— (BRBE : ~% 3 —EicF =
9:1—-4:1) ZAVTHERL, 5—7==A—1— ({4— [ ( I TF

QAFN) ANF=)N] Tz=)} A)NA=)V) —1H—Er—1L—3 =LA

‘w?tF(191mg)%ﬁ@@%%kbf%to%Bht5—7;:w—l—

({4a— [ (P TLFRRAFN) ANF=)V] To=)v} A)FE=)V) —1H
—EE——3—AASLFER (19 1mg) KL, EHI17 90ARE
FEOBEEZITV, RELLEVZEEYL LTHEL (RE86mg, K4
0%) .

IH—NMR (DMSO—d,) §:2. 50 (3H, s), 4. 00 (2H,

s), 6. 49 (1H, s), 7. 08—7. 10 (2H, m) , 7. 31—7.
44 (3H, m) , 7. 75—7. 81 (3H, m), 8. 26—8. 29 (2
H, m) , 8. 89 (2H, br) .

(SEHEfi 1 8 8)

1— [56—T=z=r—1— ({3— [ (R TAFRAFN) ANE=)] T=
=N} ANFE=n) —1H—-FEa—nN—3—NV] = N—AFNAEZVTIV
IR

B3 — [ (R TZAFaRAFN) R)F=] RUBVRAVE=VEFNT
Ll 1 8 7 L RROBIEZITV., RELEVWZEEME LTRE (&9 Om
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g, IME28%) ,
1H—NMR(DMSO—dQ §:2. 50 (3H, s), 3. 98 (2H,
s), 6. 50 (1H, s), 7. 11—7. 14 (2H, m) , 7. 33—7.
45 (3H, m), 7. 75 (1H, s), 7. 82 (1H, s), 8. 01—
8. 05 (1H, m), 8. 12—8. 15 (1H, m) , 8. 15—8. 52
(1H, m) , 8. 91 (2H, br) .

(EihEFl1 8 9)

1—[6— (2—7rFudz=n) —1— ({3— [ (FYTAZaXFIN)
ANE=N] Txo=v) AF=r) —1H-Ye—nr—3—A4/] —N—XF .
VAR LTIy HERE

5— (2—7nFudz=N) —1H—-FEr—L—3 =L \)VFTE K (18

O9mg) HIL3— [ (MY TAF R AF)N) ANE=V] RUBVAAKR= )V

(432meg) ZAOTENHL S 7 & AEORIELITV., RELAWEEHY
ELTHE (INE78mg., INE15%) .
IH—NMR (DMSO—-—d,) 6§ :2. 50 (3H, s), 4. 00 (2H,
s), 6. 58 (1H, s), 7. 10—7. 25 (3H, m), 7. 51—7.
60 (LH, m) , 7. 85 (1H, s), 7. 90 (1H, s), 8. 06—
8. 11 (1H, m), 8. 22—8. 25 (1H, m), 8. 54—8. 56
(1H, m) , 8. 91 (2H, br) .

(MBI 1 9 0)
N—AFnL—1— [4—AFN—5—Tz=)b—1— (Fz= VALK =)V) —
1H-¥r—A—3—AA] AFLT I HEE

4 —AFN—5—Txz=)b—1— (== )VRA)VHE=)) —1H—-Er—)L—
B—HNRVEBEAFNL (920mg) T 7 eI K (20ml) %
~ 7 8CIHBH LB, KBV A Y TFATANI=UALDL. 5mol /LT
NEUEHKR (6. 3mL) 2 TL, —78CTIbIC3 0l LE, KIS
Bl 1mo | /LR (25mL) &M%, FEBR=F L CHM Lic, MiliE
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A G L, EAKRERT N U v A cHRE, BERKE L. BEWOT &
F=hUrEiE (20mLl) 20CIEHEHL, 77— n—7RrEAVTUE=Y
A NANFF—F (110mg) N—AFALEARI Y N-—FFTF (5
54mg) BIORELFaF——7FR4ARK (2. 0g) &Mz, HET2
RERIBE: L7, RIGREBERESR., BEWEZHR-F VAL, 74 T
L@ L7, APREBEEREL, BEWE LI INANDT LI T T7 4—
(REAVSHE : ~FV v —FR—FNL=9 : 1—2: 1) KCTHEL, 4—-AF
—5—Tz=)—1— (Fz==VANER=)V) —1H—FEa—b—3 =7V
Fe FEEAMRYBE LTEL (INWE46 1mg., WE55%) , 4—AF/N—
5—7m:»—1—(5::»2»$:w)—1H;Em~w—3—ﬁWAw?
R (460mg) #AF/)— (25mL) KEML, BKAFAT E=Y
A (952mg) BEXOY 7 M e RukvgrrIvhs (266mg) 2

s mECC L ESRIEBRE L. BUE TR L, BEMEAKICEML, faf

BEAEF FY UAKBIRTT AL YL L, BRI CHhE L, fhiliRE
IR TS, EAREET R VA THEL, BEETBETEERLL, &
EMPEEES YA AN T A uw N T 70— (BEBRABE : ~F¥V 0 — B
TFN=9 : 1 -EB=FL) K TRELE, BbhizmikpzEgoF v (5
mL) KEML. 4mo 1/ LEfWAkR—FB-F AR (0. 5mL) ZMA,
W LR E 2R, BEERT 2T, RELEWEEARKL LTHE
(&1 96mg. NK37%) ,

1 H—NMR (DMSO—d,) 86:1. 78 (3H, s), 2. 58 (3H,

s) . 3. 99 (2H, s), 6. 95—7. 10 (2H, m) , 7. 20 (1
H, m), 7. 30—7. 65 (6H, m) , 7. 70—7. 90 (2H, m) ,
8. 91 (2H, br) .

(M1 9 1)

1—{1— [(8—Zunrg==)V) ANVEK=)] —4—AFNV—5—-—T==)V
—1H—Bn;w—3—4w}—N—%?W}&V?iy gyl
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1— [ (83—/pnurd=z=)l) Appk=)V] —4—AFNV—5—TJxz=,1—1

H—EH—W—S—ﬁWﬁV@X?W(70ng)@?F?EPH7?V%W
(15mL) 22— 7 8CITHALEE, KR A Y TFATAI=OAD1.

5mo 1 /L M -TVEH (4. 3mL) #HTFL., —78CTEbiz3 04
B L, KIGKRIC1Imo 1 /LiEEE (20mL) M, FER=F L THHL
oo TR Z A &EK TS L, EAGET Y U A TR, BUERE Lz,
BREWMOTE =PI NLVEKE (20mL) 20CIKHHL, 77 —n—7ut
NToE=ZgLh XAV TF—F (76mg) . N—=AFAEAFRY Y N—F

FURF (377Tmg) BEXRELFaF7——T R4 AHEK (1.
ERT2RMABH L, RN EBERER., REVWEEBR=FLVICREBL, &
FALTHB L, AEEREREL, BEREL VI FAD TR nw b ST
74— (BRBE : ~F V) —FBFL=9:1—-2 1) IZTHEHL, 1-

5g) =iz,

[ (3=mur=z=)) ANK=N] —4—AFNV—5—Tx=)—1H-V

B——3 =N VT FERAERKE LTHEZ (N&E56 5mg., IXES

8 %) .

1— [ (83—Znmurz==)l) ANF=)] —4—RAF)N—5—T =

N—1H-—¥¥r—nN—3—hHA_ VTR (560mg) A% /)—)V (25m

L) WEML, Bk AFALT U E=U A (1.

05g) BXO¥T/+JEk R

RUBETFI UL (294mg) ZMAT, BRT1IEMGEHRLERZ. BETIC
B Lc. REWZKICEME L, BMEKBAKRT M) UAKBRTT AL
L. B F U CHIM U7c, IR 2 AF ik CURER. BT U U &
THBR L, WEZBETEE L, BEWZEESES YV ISV DT L0 T

?74~(@%%ﬁ:m%ﬁy—%wi%w=9:

1 —>EEER—F V) 2 THEL

oo BbnEHRYEER=F L (5mL) ICHEML, 4mo 1 /LiF{kkE—
5mL) ZMx, fTHLZERKREZAWL., BEZET S

EriR— F VIR (0.

& T, REMAMZEAERKL LTHL (INE154mg, INE24%) ,

! H-NMR (DMSO—dy) 6 :1. 77 (3H, s), 2.

s),

3.

98 (2H,

s) ,

6.

95—7. 05 (2H, m) ,
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60 (6H, m) , 7. 65—7. 80 (2H, m) , 8. 99 (2H, br) .
(FEhpl1 9 2)
5— ({4— [ (AFATI)) AFA] —2—T=z=A—1H-Er——1
A} AR=A) BYIVr—2—F Iy

1— (2—27vubYIVr—5—(fNVAVE=}) —5—T=z=)—1H—
Pe—A—3—HARALTER (139mg) OF M7 Frr7J @K (4m
L) K7 VvE=7D0. 5mo l /LAFFEK (4mL) 2z, HRT
1 BRI R, MUFREEKET MU U AKEBKEM X, FER—F A THIH L7,
% B A TR L. SRR 7 k0 A TR, BUERE LT,
BEZT o Fur7 3 0@ (5ml) KL, AFATIVD2mo 1/
LF S Rurzs 08K (0. 75mL) 2z, BRTBRER L. Kb
HEAEFRTREFFUTA (38meg) ODAF ) —NAEK (2mL) 2z,

BT 5B U, SIICBTREKE T Y v AKEREN R, Bk

FOCHIN Ui, HHHE 2 TRk CllifE L. EARBR< 7 X v U A TRIRE,
BIEEE L, BEZHPLC (ODS, 0. 1% M) ZAF aEBEEAK—0.
1% MY ZAAuEBREE 72 h=rI =9 : 1-0. 1% Y 77 FR
SET7ER=NIN) THETBZZLICEY, RELCAEDO N TAF 0 BERE
BB, Bbhis MY 7 uEEREZ SR REKR T Y U AKERTHRL,
Bt o L CHIH %, SAFREEKET MY U AKEIKR. K. SEFEEK TIEICYE
Ve L., EARFEEBR~ 73V Y ACHRE, BEZBETCEETS L TRELE
RRPIOL VTR EAT—FTATHE LT, RELEVEZEAERKL LTRL
@2 3me. WE1T%) o

IH—NMR (DMSO—dg) §: 2. 27(3H,s),3.52(2H,
s), 6. 31 (1H, s), 7. 26—7. 40 (6H, m), 7. 94 (2
H, br), 8. 00 (2H, s), 1H RirH.

(EHMFI1 9 3)
1—[(42#?[1,z—a]EUivy—6—4wxw$:w)—5—7;
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=—1H—-¥ar—N—3—AN] = N—RFNVAFZTI TIHBRE
EREAKT. 1— ((3IFY [1, 2—a]l VUIPUr—6—ANANF=
N) =5 —Tz=—1H-F¥r—L—3—H)NVRVEBZFNV (242mg) @
FroEFr75y (10mL) WiKE—7 STICAHIL, HEBRLAERL, U4
ITFATNVI=UADL. 5mol /L b=V (2. OmL) Mz,
FIREE 1 BRI E., 1M TC—20 CItRREEE, K (30mL) %
Mz, MEETSSE#RE, 10BN COCIKHFRSER, BT (2
OmL) Mz, FRETI1 5oH#%E,. BE T2 0oMEHLL, FRECR
SR EETA VERVWTABL, B A MBI F L THE LTz, 51K
POEWEE SBEL, faMARIK T L. BKRRBE~ 7 XU A THRE. B
JEWRME L7, BEWET e Fur oy (50ml) WWBML., Z@Bkvr i
v (7 5%L2RERE, 2. 0g) Mz, BRT2KEAFHR L, KWz ®

SAFEAVTAHBL. B5A FEERTFACHEE L, AR BIEREE.

BELZEKT V7 kr77y (5mLl) CBH@BL, AFAVTIVDO2mo 1/
LYo Fr7 708K (0. 6mL) &Mz, BRT2RMEHE L, RIS
W ARBEARTUEFTRNITUA (45mg) ODAF/— (2mL) BRIZMA

FHIRE T2 0 o R#E# Lz, BUSKZ EiE—F /L CAIRER, faf &K THdE L.
WAFB~ 7R ACERL, BWHRZBETICEELEL, BEE2T M7k Fo
75> (10mL) WCHEL, ZRBY—ter t—7Fn (0. 22¢g) | IR
BAETFI UL (84mg) LK (5mL) ZMx. ERT3 0HE#H L,
KIS Hilie = F L CHRE, SAfAEAK TS L, BRRB~ 72V T AT
L. BIEPRETFICEE UL, BEMEZT FSEFRY5Y (20ml) KB
fRL. Zfb<rHy (7 5%FEAESE, 1. 0g) MMz, 2R T2 AME
BLE, Rz Eo4 FERAVWTABL, B4 FEHBF L THE LT,

AR ERITEER., BEWERY YV DAV T A u~ NI T5T7 40— (BREREBE

AFY U —FERTFA=19 : 1—0: 1) THRETZZLITLY, RELED
DON—B o o ka8, BENEN—Bo cfkE=s ) —b (1mL) ICEM L.
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Admo 1 /LEMKE-—ER-FARK (1mL) ZMA7/, BET2FHERE
%, BIEPHETEEL, BT Lv—x ¥ /) — AP oHRIEEE T, RELE
WEBEEEE LR (RE&8. Smg, INE3%) ,
IH—NMR(DMSO—dQ §:2. 50 (8H, s), 4. 02—4. O
5 (2H, m) , 6. 49 (1H, s), 7. 16—7. 19 (2H, m) , 7.
32—7. 44 (3H, m) , 7. 79 (1H, s), 7. 92—7. 99 (2
H, m), 8. 29—8. 30 (1H, m), 8. 97 (2H, br), 9. 2
3—9. 24 (1H, m) , 1H RkH.

(EhEf 1 9 4)

N—R2AFpr—1—[1— (PYFDPV—3—ANVANEKE=)L) —5—-Tz=)b—
1H—tEr—L—3—AN] AZUTIv T7<VBE

BEEHKT. 1— (PYVEFIPV—3—ANVANLVE=N) —5—Tx=)b—1

H-—?ro—A—3—bARUVEBEFNV (56 Tmg) DT M7 RFurzsr (1

6mL) WK%E—78CITIHAL, HBLAREL, VAV TFATNI=T LD
1. 5mol /LI K (6. 4mL) ZMii, RSKEE 1 BM»MITT
—20CIZHES®EE, K (75mL) &Mz, RHEE TS SE#AE. 1 02
P TOCITHBESRE, BEE=F L (7 5mL) Mz, FHRETI1 5 0HE#
%, BET2 0SB LE, KSWEESA FERAVTABL, €74 MEE
B F L THIE L, AP DAERBEZOBEL., fafI/EK T L, JAKHRER
v RV ATHEERE, BERE L, BE®WET S Frrz72 (30m
L) WL, “Bfbk~r Ay (7 5%LFEAHEML, 5. 0g) 2z, ERET
LR L, RISMEET A FERWTHBL, 54 kBT F AT
Ve ll, AREBIERES, BEXZEKT e ey 7y (1 5mL) I[CER
L AFATIVD2mo 1l /LT F Fur7J 03K (1. 5mLl) M,
ERT—WERLE, FIGEEAFRAVET NI UL (66mg) DAX ) —
w(smL)ﬁﬁkm%\ﬁﬁ&ﬁzoﬁ%ﬁ#btoEEWK@ﬁﬁ@m$%~
U AKERIREM A, BT CHIM U, flHIK 2 S0 &Rk T L.
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AR~ /XU ATHBEL, WEERETICEE L, REZHPLC (O
DS, 0. 1% M) 7AAREBERERAK—0. L% N It ufi@gERT & b
=hrUA=9:1—0. 1% NI IAFTuFBEETE =1 D) THEHMTS
Tricky, RELAVO MY Tt uEBEE G, BN Y T At aE
TRt & fafn ke /K E T MU U AKBEKE TP L, B F o CThiH#, fafn iR
KEF MU U AKEIK, A, SRR CIEIZES L, BKREB~ 7 XYV AT
MR, BIEERBETICEEL, RELSWOUEREE (59mg) 26/, &
b iEEEE (59mg) #AZ/—/ (2mL) LE—FN (2mL) I
WL, 7<=k (21mg) ZMilz, WEZBRETEEL, BB F L — 2
&)=L oBEEETAI LIk, RELAVERACERK L LTHRL (L&
41mg., INFE6 %) .

IH—NMR (DMSO—d,) 6:2. 42 (3H, s), 3. 82 (2H,

s), 6. 41 (1H, s), 6. 47 (2H, s), 7. 09—7. 12 (2

H, m), 7. 29—7. 38 (3H, m) , 7. 63 (1H, s), 7. 80
—7. 83 (1H, m), 7. 91—7. 96 (1H, m), 9. 48—9. 5
0 (1H, m), 3H R, |
(FEhafl1 9 5)
N, N—=VAFN—1— [6—Tz=—1— (Fz=VAAEK=)V) —1H—
vr—NL—3—AN] AFUTIV HEBE
5—7xz=l—1H—VFu—n—3—bAr V5Tt K (140mg) DT 7
b RRY S B (10mL) KERTKELT b 5 (60%ifE, 66m
g) BMZT3ONMMBELE, 15—25D—5 (361mg) #HFLT
SO LEE, RUVEVAVER=AIrY R (21 7Tmg) M2, B
1 REREE: L, RISKICETBEKEMZ 2%, BiR TV CHIl L7z, Rl
xR A K O L, AR~ /2 VU A THRE, BERWEL . RE
MET YAV TAIa T T 74— (BRBE : ~F % —FR-F V=
9:164:1)?%@?5:EKID\5—7;:»—1—(7m:wxW$
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=) —1H—-¥u——3—FAA LFE REEAMEKRBE LBz, Bbh
MR EAZ )—N (20mL) ZBMEL, BRTPAFALTIVO2mo
JLF RS e Fury 08K (4. 1mL) ZMx T3 0oL, ZET
KERRTEF YL (93mg) 2MXTLOHMBLLER, 1mo 1/
LiE#E (30mL) 2MXT54MEER L, RISRICETMREART FI UA
KB EMATT A VL Licth, BiBE—F A CHIM L7z, fhiiRZz el
KTHEE L, EARET Y U A CTEHER, BERELZ. BEHEV ISV
Horruw NI T7 14— (BREYE : B FN—AF /) —N=4:1) TH
BWUE%., BT F L (5mL) KL, 4mo 1 /LEKE-BFR-F I
BiK (1mL) ZMZTHRERE Lz, REDEFR-F AP REEILTD L
kY, REAWEECHERL LTEL IRE200meg., NK65%) .

1H—NMR(DMSO—d6)5:2.67(6H,s),4.12(2H,

s), 6. 48 (1H, br), 7. 13—7. 17 (2H, m), 7. 32—

7. 43 (5H, m) , 7. 48—7. 54 (2H, m) , 7. 58—=7. 73
(1H, m), 7. 80 (1H, br) .
(EhEfl 1 9 6)
N, N—-VAFNL—1— [6—Tz=p—1— (3—FT=LAAE=)V) —1
H—tr—i—3—AN] AZUT Iy HBH
5—7xz=)l—1H—Fa—1L—3—AA VT EFR (100mg) OFT 7
b RRT SRR (10mL) WERTKRLF P 2 (6 0%k, 47m
g) EMZC304RBEELE, 15—277U—5 (257mg) ZWTFLT
3 045 MIBEE Lefk, Hik (3—F==n) ZAs=/ (160mg) EhX,
W 1 RERERE L, RSTRICaTIREKEML 2%, BigF ATl L7,
MK 2 S fn Ak T L, BB~ 73V U A CTHRER, BIERWELZ.
BEMELYVIFNAT A< v T 74— (BEREE : ~F¥ Bk
=4 :1—3:2) THETHILICIY, 5—T=z=A—1—(3—F=x=
/I/Z}]/ﬁ?:/lx).— 1H—¥¥r——3 - LT e REEAHEKYE LTEL,
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Boni-likmEAZ /= (10mL) KEMRL, BERTIVAFATIVD2
mol/LF I Furzs @ik (2. 1mL) ZMAT3 0RHERE L,
B CAEAYETFTFI VA (47mg) ZMATLOAMBEHRLEZER, 1m
o1/L#E (30mL) #MZT5HMEE L, KISHKICMREKRET b
Uy AKIEEEMAZTT VA VEE Lict, Bi—F NV CTHiI L7, MKz
FORMEKCHE L, EAREBRT N v ACTHER, BERELL, BEWZVY
BEANI G A uw v TT T4 — (BRGBE : iR Fr—RAF /) —N=4:
1) CHER L%, BTN (5mL) WML, 4mo 1/ LiE{bAE B
BrF LK (1mL) ZMZCRERE Lz, BREWEFRTFNVH» bR
TERZLICEY, RELADEZEGKHLLTHAL (RE70mg, K4
5%) .

1 H—NMR (DMSO—d,) 6§ :2. 67 (6H, s), 4. 12 (2H,

s) , 6. 53 (1H, d, J=1. 8Hz) , 7. 00—7. 02 (1H,

m), 7. 18—7. 21 (2H, m) , 7. 33—7. 44 (3H, m) , 7.
72—7. 74 (1H, m), 7. 76 (1H, d, J=1. 8Hz) , 7. 9
9—8. 00 (1H, m), 10. 84 (1H, br).

(FEHEB 1 9 7)
N, N—-UAFA—1— {5—T==/—1— (3—FIPVALFE=)) —1
H—vro—/L—3—A)N} AFZTIv ZHRE

5—7xz=)—1— (3—FUPUrA)NFE=/V) —1H-—FEr—NL—3 -0V
AAFE R (280mg) 2¥7urnAFZy (20ml) IZEMEL, PI=F
73v (0. 52mL) , HBYAFAT I (302mg) . A% (R 7
¥ hE¥Y) AYEBEFRYI UL (1. 06g) Mz, BRT2RKMERLE, K
SR B T L THRRE, BTRIEAKET b U AKEIR, K, SERIEEAKT
MBI 3 L. EARRREE~ 7 3V ACHE%, BEZBETICEE L, KED
BUBEAD T A ue ST T 44— (BREE R FNV-RAF ) —N=
11001 : 1) 2BNTHEL, RECAMOBMELY B, 8 b
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HEZFERFN (3mL) EML, 4mo 1./ LEKE—EE#E T F VIR
(1m1) =% /= (2mL) ZMi, BETICEELE, =& /) —Lhb
L. BEbeWwER- (NE138mg., INFE4L5%) ,

'H—NMR (DMSO—d,) §:2. 67—2. 69 (6H, m) , 4. 1
29—4. 14 (2H, m) , 6. 54 (1H, s), 7. 16—7. 18 (2H,
m), 7. 35—7. 45 (3H, m) , 7. 54—7. 59 (1H, m) , 7.

64—7. 84 (2H, m) , 8.-48 (1H, s), 8. 84—8. 86 (1

H, m), 10. 50 (1H, br).

(EHEFI 1 9 8)

1— [4—x=FN—5—Tz=)b—1— (Fz=VANEF=)N) —1H—-FERr—
W—=3—AN] =N=—RAFNRAZLT I HERE

{([4—x=2xFN—5—Tz=—1— (Fz==)VA)LFHE=)l) —1H—-—Fr—

‘w—S—JW]f%w}R?Wﬁwﬂiyﬁtert—f?w(SSng)%

BAWTEMEF 3 3 L RABKOBEZITV., RELEWEZRRABKL LTHEZ (X
E149mg., NE30%) ,
!H—-NMR (CDC1,) §:0. 87 (3H, t, J=7. 5Hz) , 2.
25 (2H, q, J=7. 5Hz), 2. 71 (3H, brs), 4. 09 (2
H, brs), 6. 97—7. 00 (2H, m) , 7. 25—7. 45 (7H,
m), 7. 49—7. 54 (1H, m), 7. 93 (1H, s), 9. 92 (2
H, brs) .
(FEHEfI199)
1— [4—AY 7R El—5—TFz=h—1— (= VANV EF=)V) —1H—
Fa——3—AN] —N—AFNVRAZT Iy HBEER
([4A—AYTrEAN—5—Tz=—1— (Fz=)VALFE=) —1H—
Pr—n—3—AN] AFI} AFNVINRIVEter t—7F N (21 8m
g) BRAWVTERF 3 3 LRROBIEEZITY., RELAWEEAKRL LTHEL
(R5 Tme. IE30%)
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! H—NMR (CDC1l;,;) 6:0. 96 (6H, d, J=7. 2Hz) , 2.
60—2. 70 (1H, m) , 2. 83 (3H, s), 4. 18 (2H, s),
6. 92—6. 96 (2H, m) , 7. 23—7. 28 (2H, m) , 7. 32
—7. 40 (3H, m) , 7. 45—7. 54 (3H, m), 8. 02 (1H,
s), 10. 2 (1H, br), 1H Rk

(S 2 0 0)
92— ({4a—[ RAFATI)) AFNL] —2—Txz=V—1H-Fr—1—1
— AV} ANH=)) REEE HEERE

2— [(4—{[(tert—=FbPFTHNR=N) (AFN) TI] AF
N} —2—TJz=A—1H-Fa—nA—1—AN) ZLE=)V] ZREEE (25
6mg) ZEEE=F/N (1mL) WZEML, 4mo 1/ LELKE B~ F v
WK (1mL) 2BETHAE, RIBECIREBELER, A&/ —NAZMZ

ORISR —F L L. R EMATES A L Sl L, S EWERE L.

BEMEERF VKR L, BbhEEREERzFL LY ) —VDIR
BVETHER L, BELADERARERLLTAL (REB110me, INFES
0%) .
IH—NMR(DMSO—dG)6:2.49—2.55(3H,m),4.0
1 (2H, br), 6. 50 (1H, d, J=1. 8Hz), 6. 99 (1H,
d, J=7. 2Hz) , 7. 07—7. 10 (2H, m) , 7. 24—7. 29
(2H, m) ,. 7. 33—7. 38 (1H, m) , 7. 46—7. 51 (1H,
m), 7. 62 (1H, d, J=1. 8Hz), 7. 66—7. 77 (2H,
m), 9. 15 (2H, br) . |
(EhEsl2 0 1)
3— ({4— [ (AFATI)) AFNV] —2—Txz=V—1H—-Er—N—1
— A} ANKR=N) REBERE EBE '
3—[(A4— ([ (ter t—TF b FVINLR=A) (AFN) TI/] AF
w}—2—7;:w—1H~Em~w—1—4w)xw$:w]§a§&(lo
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5mg) ZAVTERES 20 0 LEHKOBEELTY, KELEVEZEGAKRLL
THZ INE&58mg., NE58%) ,
1H—NMR (DMSO—dgy) 6 :2. 50—2. 51 (3H, m), 3. 9
9 (2H, brs), 6. 45 (1H, d, J=1. 5Hz), 7. 11—7.
13 (2H, m), 7. 32-=7. 42 (3H, m) , 7. 64—7. 66 (2
H, m) , 7. 76 (1H, d, J=1. 5Hz), 7. 81 (1H, s), 8.
19—8. 22 (1H, m), 8. 95 (2H, br), 1H :RkKH.
(MBI 2 0 2)
3— ({4— [ AFATI)/) AFN] —2—T=z=V—1H-¥Er——1
—A ) RpR=A) RUORXT IR OHEERE

[ (1= {[83— (T HNAB=)) Tz=)V] ANEKE=)} —5—T ==
L—1H—F¥ra—1L—3—A)) AFAL] AFVINANIVEEter t —TF

(193mg) BAVWCERM 3 3 L AEORERTV. RELAWE BARKER

LLTHEE INE95meg. IXE57%) ,
! H—NMR (DMSO—d,) 6:2. 49—2. 51 (3H, m), 3. 9
8 (2H, s), 6. 45 (1H, d, J=1. 8Hz) , 7. 12 (2H, d,
J=6. 9Hz), 7. 32—7. 47 (4H, m) , 7. 57—7. 64 (2
H, m), 7. 77 (1H, d, J=1. 2Hz), 7. 94 (1H, s), 8.
14—8. 21 (2H, m), 9. 00 (2H, br) .
(ZEhEfI 2 0 3)
N—vzuFner—3— ({4— [ (AFATI) AFN] —2—-T==)b
1 H—FR——1—A N} ZNKR=A) SURT IR R
([1=({3= [ (ZuFuobVFT /) ANVE=V] 7z=)b} AR
=) —5—Txz=)—1H—-¥Yuau—n—3—A)N] AFN} AFAVHNNIY
Btert—7FN (162mg) ZRAWVWCTERP 3 3 LEAKOEIEZITV., X
BibemEr EaAKERE LTEL (NE42mg., K3 0%) .
1H—NMR(DMso—dS)azo.57—0.74(4H,m),2.4
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8 (3H, brs), 2. 80—2. 88 (1H, m), 3. 97 (2H, br
s), 6. 46 (1H, d, J=1. 8Hz), 7. 11—7. 13 (2H,
m), 7. 32—7. 48 (4H, m) , 7. 59 (1H, t, J=7. 8H
z), 7. 77 (1H, s), 7. 86 (1H, s), 8. 11 (LH, d, J
=7. 8Hz), 8 74 (1H, d, J=38. 9Hz), 9. 12 (2H, b
r) .

(FEHipl2 0 4)

N—AFN—3— ({4— [ (AFATIV) AFN] —2—T==/b—1H—
ro—n—1—AN} RNE=)) RUXT IR IEERE

AFN{[1— ({8=— [ (AFATI)) ANVE=N] Tz=} ANE=
N) —5—Txz=)b—1H—-Er—b—3—AN] XFN} DN UER
tert—7FN (157mg) ZRAVCEERF 3 3 LRAKOBIELZITV., KE

AW E I ERER L LCEBE (RS 9me. R4 3%) ,

I H—NMR (DMSO—dgy) 6§ :2. 48—2. 52 (3H, m) , 2. 7
8 (3H, d, J=4. 5Hz), 3. 97 (2H, brs), 6. 46 (1H,
d, J=1. 8Hz), 7. 10—7. 13 (2H, m) , 7. 31—7. 47
(4H, m) , 7. 60 (1H, t, J=7. 8Hz), 7. 77 (1H, d,
J=1. 8Hz), 7. 91—7. 92 (1H, m), 8. 13 (1H, d, J
=7. 8Hz), 8. 75 (1H, q, J=4. 5Hz), 9. 07 (2H, b
r) .

(EHEfi 2 0 5)
N, NeUAFAL—3— ({4= [ (AFATI)) AFA] —2—T==/—
1H—Yo—n—1—AN} RNFE=)V) RUXT IR EBRE

{[1= ({8= [ (PAFNTI)/) ANE=N] T==)V} ANVE=)V)
—5—Tz=/—1H—¥ua—)L—3—AN] AFN} AFNVINNI VR
tert—7FN (168mg) ZAWVTEM 3 3 &LRAKOBRIELITV., RE
LEmEEAKRE LTHL (R&80mg., INE55%) .
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!H—NMR (DMSO—d,) §:2. 49—2. 51 (3H, m), 2. 7
7 (3H, brs), 2. 97 (3H, brs), 3. 97 (2H, brs),
6. 47 (1H, d, J=1. 5Hz), 7. 13—7. 16 (2H, m), 7.
39-7. 47 (5H, m) , 7. 55—7. 60 (1H, m) , 7. 73—7.
76 (2H, m), 9. 02 (2H, br) .

(EiEfF 2 0 6)
N—%%w—l—(1—{[3—(%W$UV—4—4WﬁWﬁ:w)7x:
Nl Ak =n} —5—Tz=)—1H-—FEu—NV—3—AN) AZUTIV
R

AFN [ (1= {[3=— (BAFIV—4—ANVINR=N) Tz=v] AV
A=) —5—Tz=A—1H—tr—/L—3—A)V) AFN] DNV R

tert—7F/ (164mg) PHAVTEHF 3 3 LFEEOEBIELZITV., KE

A A EEER L LTBE (9 5me. INEG6 6%) .

1H—NMR (CDC1l,) 6§ :2. 54 (3H, s), 3. 26 (2H, b
r), 3. 50—3. 80 (6H, m), 3. 96 (2H, s), 6. 48 (1
H, d, J=2. 1Hz), 7. 15—7. 18 (2H, m) , 7. 24—7.
40 (5H, m) , 7. 48—7. 49 (1H, m), 7. 57—7. 60 (1
H, m), 7. 69 (1H, d, J=2. 1Hz) , 2H FRKEH.
(Bl 2 0 7)
2— [83—= ({4=— [ (AFATI)) AFN] —2—T==b—1H—-ER—
N—1—A N} RFR=)V) To=] Tanxy—2—F—)v
[1—(5—7::»—1—{[3—(1—%?»—1—EFH#VE?W)
Fx2=)] AuK=) —1H—-¥Rr—/L—3—A)V) AFN] INVASIUVER
tert—7F/ (8334mg) DX /)—/ (4mL) BHIZ4mo 1 /LK
kB —FEBRF A (4. OmL) ZMAxTERTIRERELL, KSR
AMEBEFICBWCEME LcE, BEDICETREKET - UY LKERZM

%, B F i Lz, MR fEfREBART Y v AKEKR, K, faf
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B TEE Licth, BAREET MY v ATHBEL, WEZBIETTEELE,
BEWEREES ) A TNVI T DI e v T T57 14— (BREEE : FEg=F 1)
CTREL, RELAMERREGLE L TEE (NE2038mg., INRKT76%) ,
I H—NMR (CDC1l,) 6:1. 44 (6H, s), 2. 44 (3H, s),
3. 59 (2H, s), 6. 14 (1H, d, J=2. 1Hz), 7. 23—7.
37 (8H, m), 7. 44—7. 46 (L1H, m), 7. 59—7. 62 (1
H, m) , 2H Rkkt.

(EHEF 2 0 8)
2—gnFdun—4— ({4— [ RFATIV) AFN] —2—T==1—1H
—Er——1—AN} RANEB=)) RV = MYV HHERR

({1—- [ (4—v7)—83—IAFnr==j) ANVE=)V] —5—T=x=

JW—1H—-—VFr—n—3—A)N} AFN) IARIVERter t —TF (5 4.

‘7mg)Bi@4mol/Lﬁm*$—%@I?wﬁW(4mL)%ﬁWT%m

B3 0 & RAHFEOBRIEEITV., REMEYWERAEKL LTHLZ (INE6. 9mg,
1 4%) , |

!H—NMR (CDC1,) 6:2. 65 (3H, brs), 4. 01 (2H,
brs), 6. 49 (1H, d, J=1. 8Hz), 7. 15—7. 17 (3H,
m), 7. 31—7. 35 (3H, m) , 7. 40—7. 43 (1H, m), 7.
60—7. 65 (1H, m) , 7. 73 (1H, d, J=1. 8Hz), 9. 9
3 (2H, brs) .

(Ehf 2 0 9)
N—RAFL—1— (5—Fz=p—1— {[8— (1H-F F5Y——5—A
V) Tz=] ANF=N} —1H—FER—)L—3—A)) XAZT7TIv HEE
i)

AFNV [ (5—Tz=p—1—{[8= (LH-TFT FFS—N—5—AN) 7
=] ANE=A} —1H—Fa—i—3—A)) AFN] DRI U

tert—7FN (52mg) DAZ)—LVEK (10mL) Z4mo 1 /LK
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fLksk—BRBE=F AWK (2m 1) M, 65CTL. SEMBRLE®R. W
ETICEE Lz, BEVEFR=FA»OKERIETDZECLY, RELEWE
R LTEAL (INE42me. NEB6%) ,
I{I—NMR (DMSO-—d,) 8:2. 50 (3H, s), 4. 00 (2H,
t, J=5. 6Hz), 6. 45 (1H, s), 7. 12 (1H, 4, J=1.
7THz) , 7. 14 (1H, s), 7. 27—7. 37 (3H, m) , 7. 55
(1tH, dd, J=1. 1, 10. OHz), 7. 72—7. 81 (2H, m) ,
8. 08 (1H, t, J=1. 7THz), 8. 37 (1H, d, J=8. 3H
z) , 8. 98 (2H, brs) .

(EhEf 2 1 0)
2— ({4a—[ RAFATI/) A2FN] —2— (EIP—3—4) —1H
—Er—— 1=} ZANF=)) R =b0 0. 5¥aVEgh

{L (2—97/715—}&) ANHF=r—5— (3—FIPNL) —1H—FR
=3 —AN] AFNA} AFADANRIVEEter t—TFN (1 78mg)
ZRWTERF 3 0 L AEOBIEZITV., RELGWOERERZ REAHRY &
LB, BbhiEEED Y ) — A BK (4mL) K¥=2VBR (10m
g) DT X ) —AEIK (2mLl) ZMi. RISRAWEZERT3 05T L,
RISEAWERERE L, BENEAY ) — AP bBEERTHILICEY, RE
kAW aaEEE LTAZ (&4 9meg. NE3 2%) ,
1 H—NMR (DMSO—dg) 6 :2. 40 (3H, s), 3. 77 (2H,
s), 6. 52 (1H, d, J=2. 1Hz), 7. 32—7. 39 (2H,
m), 7. 57—7. 61 (1H, m), 7. 67 (1H, s), 7. 73—7.
79 (1H, m), 7. 86—7. 92 (1H, m), 8. 10—8. 13 (1
H, m), 8. 23 (1H, 4, J=2. 1Hz), 8. 55—8. 57 (1H,
m) , 2H RiEH.

(EhEfl2 1 1)
N—%?w—i—(l—{[B—(%%wzw$:w)7::w]xw$:w}
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—5— (8—F=x=)) —1H-FEu—L—3—AN) AZUT7TIy BEEE
AFN [ (1—{[3— (AFNRNLEFE=N) T==)v] AVER=)v} —5—
(83—Fxz=)) —1H—-VEBr—)b—3—A)V) AFN] ANAAIVEter t
—FFA (302meg) FRVTEMEH S 3 L AEOBMERTV., RELAWE
AEEEE LTHEEZ (N&46mg., INFE1L18%) .
1 H—NMR (DMSO—dg) 6:2. 50 (3H, s), 3. 27 (3H,
s), 3. 98 (2H, s), 6. 98—7. 00 (1H, m), 7. 37—7.
38 (1H, m), 7. 56—7. 59 (1H, m) , 7. 77—7. 87 (4
H, m), 8 25—8. 28 (1H, m), 9. 00 (2H, brs) .
(EiEfF 2 1 2)
N—AFNL—1— (1— { [8= (AFNANE=)) Tz=)V] RANER=)V}

—5— (FPUPr—8—AN) —1H—Fr—1NV—3—AN) AFTIy =

R

AF [ (1— { [8— (RAFNAR)NFE=)N) Tz=] ANE=)v} —5—
(YD —3—4N) —1H—EBr—L—3—AN) AFNL] AN R
tert—7FN0 (300mg) ZRAWVWTEREF 3 0 &RKOEBIEELZITV., KE
tEWwEAGEEE LTHEL (&8 5mg. IXE42%) .

I H—NMR (DMSO—d,) 6:2. 46 (3H, t, J=5. 4Hz) ,
3. 30 (3H, s), 3. 99 (2H, t, J=5. 4Hz), 5. 67 (1
H, brs), 6. 73 (1H, d, J=1. 5Hz), 7. 66—7. 70
(1H, m) , 7. 78 (1H, brs), 7. 86—7. 95 (4H, m) ,
8. 28—8. 32 (1H, m), 8. 52 (1H, brs), 8. 75—8.
76 (1H, m) , 9. 31 (2H, brs) .

(ZEhEf 2 1 3)

1— [1— (2=27vu¥¥)Pr—=—3—AfNVANF=)) =5 —T==/\b'—1H
—¥Rr—V—3—ANV] —N—RAFARZT IV EHRE

{[1— (2—27BR=3—FIUPUrANK=L) —5—T7==/b—1H—-VF
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m~»—3—4»]%?»}%?ww»xiy%tért—f%w(70mg)
DEFR-FNEK (3mL) C4mo 1 /LEBHAE-HRZFASRE (1m
L) Mz, ZRCTIFMEAR LA, BEEZBETEEL, =% ) — 1 —FiiEx
FAPLRHLT, RELAWER (INE29mg, NK49%) ,
'H—NMR (DMSO—-dg) §:2. 56 (3H, s), 4. 04 (2H,
s), 6. 48 (1H, s), 6. 99—7. 02 (2H, m) , 7. 25—7.
36 (4H, m) , 7. 66—7. 69 (1H, m), 7. 83 (1H, s),
8. 60—8. 62 (1H, m), 8. 79 (2H, br) .

(EHafl2 1 4)

N—AFN—1—[1— (B—AFN—3—-F UL AAK=L) —5—T ==
W—1H—-ERr——3—A)] AZVTIy T~k

{[1—-(6—2BrE—5—-R2FA—3—FIPLALFE=/) —5—TF ==

/V—1H—t°u—/V—3¥/f/V] AFN} AFNLVINRIVEEter t —TF

(237mg) OF FIE NI I UK (5mL) KHELRBSL, B Y
¥ (160mg) #FRTMA, FIRETIREERE., SafRBAEF MY
T SRR E M %, BREE=F )L CHIH L7, Bl E K, safnEk Coed L.

AR~ 7 RV T ATHER, BEBELEZ, BEWET Mo Fur sy
(30mL) WML, ZBb~rF e (7T5%bERER, 1. 0g) Mz,
ZET1ONMER L, RKIEMEEIA F2HAVTABL, 54 F3HRx
FACHE L, SWEBERIER, BENES VIS ADT IR b 5T
4 — (BEABE : ~XV VB FL=19:1>1:1) CHETE- LIz
£V, RELEWON—Bock (129mg) 2B7%, BoNIEN—Bo cfk
Zxf /)= (2mL) ZHEML, 4mo 1 /LE(LAE-BER=FAEIK (1
mL) ZMZ7c, BRT2REMERE. BEZRETEE L, SRBAES
VU LKREREMA, BTV CHE Uk, fiHEEK, fafidEk okl L,
BKFBE~ 72T A CTHRG, MEBRB L2, BE (93mg) 22%)—n
(3mL) CHMEL, 7</AE (29mg) #Mik, TRT3 0NMKER.
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WHLUEEREZAML, AF /=L THETDHILICLY, REEYZEAE
RELTHEZ B9 1mg., NE40%) .
IH—NMR (DMSO—d,) 6:2. 27 (3H, s), 2. 38 (3H,
s), 3. 75 (2H, s), 6. 37 (1H, s), 6. 47 (2H, s) ,
7. 15—7. 17 (2H, m) , 7. 36—7. 45 (4H, m) , 7. 58
(1H, s), 8. 28 (1H, s), 8. 68 (1H, s), 3H >RKH.
(FEhafgl2 1 5)
5— ({4— [ (AFATI)) AFN] —2—Tz=/b—1H-FEr—L—1
—A N} ANFE=N) Y Vr—2—F— HEEE
{[1—(6—2mu—3—-FIYY VRV E=N) —5—Tz=/V—1H—VF
O—nL—3—AN] AFN} AFAINVARIVEEter t—7FN (1 75m
g) 7 b7 Fr772 (10mL) XML, 8mo | /LARILT NI T

CAkVEWE (3. SmL) M. 50CT2 BRI LE, RSKIZAKZEMZ.

Eeft— F L CHIH LU 7e, MR Z Saf K Tl L. AR~ 72T U AT
IR, BIERE L, BEWEV I WSV T A u~ N7 7 40— (REE
B ~FY U —FBRIFA=19: 120 : 1) ICTHEL, RELEGDOTESE
WEZBE, BonEHEEOY ) — VK (1mL) iZ4mo 1 /LI
KE-FEBZFAEK (2mL) 2Milk, BIRTARRERE. BEEZBET
BEL, =& /) —NV—EBzFAPLEHL., XELEWzRL (NE40mg.
K2 7%) ,

IH—NMR (DMSO—d,) 6:2. 50 (3H, s), 3. 97—4. 0
1 (2H, m) , 6. 32—6. 36 (1H, m), 6. 47 (1H, s), 7.
20—7. 23 (4H, m) , 7. 37—7. 48 (3H, m), 7. 66 (1
H, s), 8. 94 (2H, br), 12. 35 (1H, br) .

(Ehfl216)

5— ({4a— [ (AFNATI)) AFNV] —2—T=z=)V—1H-¥Er—/L—1
— ANV} ANEB=N) EIDr—2—ANR= MUV EBEE
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TAIVERKTF. {([1— (6—2uu—3—FEUTURANE=N) —5—
Tz —1H-—YR—NV—3—AN] AFNV} AFVINVSIVEBter t —
FFA (100mg) « 7 ALESH (11) (51mg) . FFIF2 (b
T2 VRART 4Y) RTVUA (50mg) KON, N=UAFARLLT I
K (4mL) OEA®% 10 0°CT2REERLL. RINKZERF /L THIR
%, BFREEKET MY U AKEIK, K, fAfEEK CIBICTE L, fKHER~
TRV ATHBRL, BWEEBETICEE L, BEWEY ISV AT A0
v 57 4— (BREE : ~F V) —EB—F =19 : 17 :3) THKHE
FTH-Lick, REEWON—Bo clbZBli-, BboNN—Bo c(FZEE
BrFA (2mL) KEML. 4mo 1 /LEMAFR-—HR-FIER (2m
L) #inx7, =|ET1REMERE, BEZBETEEL, =7/ — Vbl
L. EBtAWEE- (IXE5 Tmg., NFE68%) ,

1H—NMR (DMSO-—d,) 6§:2. 50 (3H, s), 3. 98 (2H,

s), 6. 52 (1H, s), 7. 15—7. 17 (2H, m) , 7. 37—7.
47 (34, m) , 7. 79 (1H, s), 8. 04—8. 07 (1H, m) ,
8. 22—8. 24 (1H, m), 8. 61—8. 62 (1H, m), 9. 03
(2H, br) .

(21 7)
N—AFNL—1—{1— [ (6—AFNEYIr—3—AN) ANFE=/] —5
—Tz=)l—1H—¥E¥r—N—3—Af)V} AFT7TIy HEBE

({[1— (6 —=AFAVEYTr—3—AN) AAFE=)V] —5—T=z=)b—
LH—Er——3—A N} AFL) AFABAAIVEter t—TFN (1
13mg, 0. 26mmol) #x%/— (2mL) ZHEML. 4mo 1l /L
WK E BB F UK (1mL) 2Mx, ZETLREARE L, BEZR
JEFICEMER, BEEZY ) —ArbEFKEL. RELAYEELZ (NE40m
g, NE38%) .
IH—NMR (DMSO—dg) 6:2. 50—2. 53 (6H, m), 3. 9
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7—3. 99 (2H, m) , 6. 46 (1H, s), 7. 16—7. 18 (2H,
m), 7. 38—7. 44 (4H, m) , 7. 65—7. 75 (2H, m) , 8.
34 (1H, s), 8. 98 (2H, br), 1H Kb

(EiHafl 2 1 8)
N—RAFL—1—[1— (FIPr—3—A)NANEFE=)) —5— (3—F=x=
L) —1H—-Fr—nN—3—AN] AZUT7Iv EBE

([1— (YD —83—ANVANLE=L) —5— (3—F==/) —1H—
Fa—L—3—=AN] AFA} AFLINASAIVEEter t—7FN (182m
g) BRAVWTEGRH 2 1 7 LRROBIERTV., RELEGDWZEARRE LTHE
7 (6 Ameg. N4 1%) |
'H—NMR (CDC1,) 6:2. 60 (3H, s), 3. 98 (2H, br
s), 6. 57 (1H, brs), 7. 00 (1H, brd, J=4. 5Hz) ,

7. 16 (1H, brs), 7. 26—7. 31 (2H, m) , 7. 70 (2H,

brs), 8 61 (1H, brs), 8. 73 (1H, brs), 9. 86
(2H, brs) .

(EHEFI 21 9)
1— [5— (4—7rtugz==n) —1— (EJPr—3—ANVARNE=)V)
—1H-tr—N—3—A L] —N=2FARAFZLTIy _HBE

{([5— (4—TAFdrTdz=A) —1— (EYPr—3—ANVRNE=))
—1H—Fr—A—3—ANV] AFN} AFVANNIVEBELter t —TF IV
(293mg) #V7unu A&y (1mL) HEMHEL, NI TAF ik (1m
L) %0CTMx, RT3 MM L, RIS 6 %REART Y YA
KESEICIE T UM L7218, BRIV CHIl L7, BHE z ik
T L. EAREBET Y U ATHEBE LS, BERELL. REZEEMEYD
BEAB TR uw T TT 4 — (BRBE : ~F¥ 2 —Bik=FL=1:1-
1:9) CREHEL, RELCAYOEEEXREAMRY L L THRL, /fbhk
WL EER TV (5mL) ML, 4mo 1/ LEMKE-ER=F NV
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