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(0] tive ingredient substances selected from the group consisting of compounds represented by the
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SN X ~ (  (I) wherein X is a connecting group whose main chain has two to five atoms and which may be

E substituted; A is optionally substituted acyl (exclusive of unsubstituted acetyl and unsubstituted

acryloyl) or optionally substituted C;_¢ alkyl, or alternatively A and X may be united to form a ring
structure which may be substituted; E is optionally substituted aryl or optionally substituted het-
eroaryl; and Z is arene which may have a substituent in addition to the groups represented by the
& general formulae: -O-A (wherein A is as defined above) and -X-E (wherein X and E are each as defined above) or heteroarene which
may have a substituent in addition to the groups represented by the general formulae: -O-A (wherein A is as defined above) and -X-E
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mmo 1) 7 +FbFurJy (3mL) WKEZMZ, 5HHBHELL, KW
TeNef A7) R(71ul, 0. 57mmo 1) 2% 1 04MEHELE,
RIGSREGHEKCH T, BiR=F VTl L, BT VRBEK, SfEEK
CIER Y. EKBRERT MU U ACTHREE., BEZREEEL TRONWCEESR
AT —F ),/ n—~FV U CREEE L CUEELEMORERE (L
95mg, 80. 2%) &7,

'H-NMR (DMSO—dg):6 1.21(9H, s), 7. 35 (1H, d,
J=8. 7THz) ,7. 70 (1H, dd, J=8. 7, 2. 7THz), 7. 85
(2H, d, J=2. 4Hz), 8. 36 (2H, s), 11. 10 (1H, s).
#l2 : {bEWES2 DILEMDEE

5—Z/umu—2—k Fuaxl—N— [3, 5—EX (M) T7AFBRAFN) T
=] RUXTIR Bl (1) ofkd¥%; 200mg, 0. 5mmo 1), &
% (80mg, 0. 8Smmol) ®¥ruwuRrFy (bmL) IWRKIZ, THrIv
FHERTF. 1— (3=VAFATI/)FuatN) —3—FNVAINKIAI N
B (IF, WSC+-HC1&Md; 150mg, 0. 8mmo 1) &Mz, =
BT LR Uic, RONBEEMEEBR- TV THR L, K, ffnefk CIEK
Pei, MOKRREET MY U ATCHESR, BELBEEBELTEONIEEEZV YD
Friashrua<ws v 57 40— (n—~FV v  FRxFL=6 1) THEHML
T, BEELAWOBREHRK (250meg, 100%) /7%,

'H-NMR (CDC1,):6 0. 89 (3H, t, J=7. 5Hz), 1. 3
8 (2H, sext, J=7. 6Hz), 1. 70 (2H, q, J=7. 5Hz),
2.62(2H,t,J=7.5Hz%7.11(1H,d,J=é.9Hz%
7. 46 (1H, dd, J=8. 7, 2. 4Hz), 7. 63 (1H, s), 7.
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72 (1H, d, J=2. 4Hz), 8. 07(2H{s% 8. 49 (1H, b
rs). ‘

#13 : {LEHEE 3 DA OB

b—Zuue—2—b FrXx¥—N— [3, 5—EX (M) TZAFRRAFN) T=
=] RUXTIN B (1) ofbké%; 100mg, 0. 26 1lmmo 1),
M) =FAT7I (50ul, 0. 359mmol) N, N—TUAFNT 3—
JVATIR (1. 5ml) WKIc, TVIVERESKTF. SH/ 470l R (7
OpL, 0. 339mmo 1) MMz, |RT1EHRERLL, RINEE®ITK
EMAEBT T CHIE Uiz, BERcFAEE K, SRk CIER P, oK
BT MY U ATHBRE, BEEZBEZEELTEONEREL V) ISV T T A
=757 4— (n—~FHFr  BRzFL=4 1) THEL T, EEL
BHOEEHRY (125mg, 89. 3%) /7%,

'H-NMR (CDC1,):6 0. 87 (3H, t, J=7. 2Hz), 1. 2
1—1.33 (12H, m), 1. 65—1. 75 (2H, m), 2. 61 (2H,
t, J=7. 2Hz), 7. 13 (1H, d, J=9. OHz), 7. 50 (1H,
dd, J=8. 7, 2. 4Hz), 7. 66 (1H, s), 7. 80 (1H, d,
J=2. 4Hz), 8. 09 (2H, s), 8. 38 (1H, s).

Bl : LEEE 4 O ORE

5—/uru—2—tb FefFy—N- [3, 5—ER (M) IZAFuaRrAFN) T=
=] ROXTIR B1 (1) ofté¥; 192meg, 0. 5mmo 1), EY
VY (47mg, 0. 6mmol) OF hJb FrrFy (5mL) BRI, XK
BT R ANl R (64pl, 0. 55mmo 1) %, KNWT=ER
T2REREB L, SEAWC2HEER (1mL) RUK (50mL) &
AR TV CHIE LT, W= F VB E K, SRR CIERGS, KR
FTRY U ATESEE, BEZBEEELCEONEEBERZ V)W SNT T AR
v TG 74— (VrmuRrAFr i 2F ) —=95:5) TRHRELT, &k
SomEaEE (226mg, 92. 7%) 287k,
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'H—NMR (DMSO—dg) :8 7. 53—7. 58 (3H, m), 7. 70
—7.76 (1H, m), 7. 78 (1H, dd, J=9. 0, 3. 0Hz), 7.
80 (1H, s), 7. 94 (1H, d, J=2. 7THz), 8. 07—8. 10
(2H, m), 8. 25 (2H, s), 11. 13 (1H, s).
#15 : {bEWwES b5 DLEHORE

b—7unr—2—tb Rfaxl—N— [3, 5— R (M) TAFRRAFNL) 7
== RUXTIFR F1 (1) ofkg®; 0. 20g, 0. 52mmo 1)
7 boeFrT75y (6mLl) KEBML., O—TEFAY Y Fusirrsul ¥
(0. 124g, 0. 62mmo 1), PUZFAFTI> (0. 2mL, 1. 43
mmo 1) ZMA. BRTIREERLE, RNRADEFERICHIT. Hex
FOUTHIH LTe, FHRTFVE ZFIREK TG, BB Y ¥ A TR
BRBEZHEZEEL CHEONLEREEZV I ISV TAZuw v 57 4 —(n
—~FH I FRTFL=3 1) THRHE, /1 Vet —F)/ n—~FY
YCRETE LT, EELeworeEkhRk (236. Tmg, 83. 4%) &%
7o
'H—-NMR (DMSO—dg):8 2. 13 (3H, s), 7. 29 (1H, d
d, J=8.4, 1. 2Hz), 7. 45 (1H, td, J=7.8, 1. 2Hz),
7. 48 (1H, d, J=8. 7THz),7. 76 (1H, td, J=8. 4, 1.
8Hz), 7. 77 (1H, dd, J=8. 4, 2. 4Hz), 7. 82 (1H,
s), 7. 94 (1H, d, J=2. 4Hz), 8. 16 (1H, dd, J=7.
8 1. bHz), 8. 29 (2H, s), 11. 12 (1H, s).
#l6 : {LEWES 6 DIbEh DB
b—/nu—2—t Fr¥FP—N— [3, 5—FVR (MU TZNFuaRrFIL) 7=
=NV] RUXFTIFR BFI1 (1) ofkA%®; 100meg, 0. 26 1mmo 1)
DN, N=VRAFNT7x—=/VATIF (1. 5mL) WRIZ, NI =FAT IV
(80uL,0.547mmol),=aFrBr/ul) FEMRE (492mg, O.
274mmo 1) ZMA, BRTI1IERES L, RONRICKEML, BiR=T
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VTHIH L, BiR=F VB Z K, SEfR K CIREREES. SRR ) 7 .A
CHRY., BEREPBEEELCEONEBEEZY VANV LI us VT T T
4= (n—~FHr EBzFA=4: 1) TRELT, BELEewoBaARERE
(120meg, 94. 5%) &%,

1H—NMR (DMSO—d,):86 7.60(1H,d, J=8.7Hz), 7.
62 (1H, ddd, J=8.1, 4. 8, 0. 9Hz), 7. 81 (1H, dd,
J=8.7, 2. THz), 7. 81 (1H, s), 7. 98 (1H, d, J=2.
4Hz), 8. 26 (2H, s), 8. 43 (1H, ddd, J=8.1, 2. 1,
1. 5Hz), 8. 88 (1H, dd, J=4. 8, 1. 5Hz), 9. 23 (1
H, dd, J=2. 1, 0. 9Hz), 11. 16 (1H, s).

Bl 7 B ES 7T e mORE

EBEE LT, 5—Zup—2—bRFe¥¥—N— [3, 5 —ER (b T7rdnm
AFN) T2=p] RUXTIFR B (1) ofbEWl) . ROA Y =aF gy
2y REBEE AV 6 L AEOBRERTV. BELEBERL,
IR#L:55. 9%

IH—NMR (DMSO—d,):8 7.60 (1H, d, J=8. 7THz), 7.
81 (1H, dd, J]=8. 7, 2. 7THz), 7. 82 (1H, s), 7. 96
(24, dd, J=4.5, 1. 8Hz), 7. 99 (1H, d, J=2. THz),
8. 26 (2H, s), 8. 85 (2H, dd, J=4. 5, 1. 8Hz), 11.
16 (1H, s).

#18 : LB mEE 8 DibaDiLE

FBELT, 5—7yumr—2—t Fr¥Y—N— [3, 5§ -2 (F)T7AFH
AFN) T2=mp] RUXTIF @1 (1) ot . KO7==v7eF N
ryal FEAVTH 3 LEROBELZTV., BEEILEWEEL,
REF:71. 0%

1H—NMR (CDC1,):8§ 3. 89 (2H, s), 7. 03—7. 09 (1
H, m), 7. 12—7. 17 (3H, m), 7. 22—7. 27 (3H, m), 7.
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51 (1H, dd, J=9. 0, 3. OHz), 7. 63 (1H, s), 7. 77
(1H, d, J=3. 0Hz), 7. 82 (2H, s), 7. 91 (1H, s).
#9 : (L&YW EE 9 DLEmDEE

5—s/nu—2—t RFu¥%y—N— [3, 5—EX (M) TZAFBRAFN) 7
=] RUXTIER L (1) ofkd®; 0. 20g, 0. 52mmo 1)
OF +FSERu7Iy (5ml) BHIC, 3, 4—AF Ly VFH VT ==/ E
 (103. 1mg, 0. 57mmol), WSC-HC1 (0. 13¢g, 0. 6
Smmo 1) . 4—UAFATI/ IV (1 0meg) M4, 5RHERE LI,
RISEA W% FERICH T, B F AT L, BT AEZK, @R
ok CIERIEEE. EARRER S N U U A CER%, BEZREEELTRDOIIEK
BELVY BN ATaw NPT 74— (n—~FHF v BT FA=3:1)
CESLT, EELSYoReRE (228, 3mg, 80. 4%) B/,
IH—NMR (DMSO—d ) :8 3.83 (2H, s), 5. 89 (2H, s),
6. 56—6. 73 (2H, m), 6. 79 (1H, d, J=1. 2Hz) ,7.
37 (1H, d, J=8. 4Hz), 7. 71 (1H, dd, J=8. 7, 2. 4
Hz), 7. 85 (2H, d, J=2. 7Hz), 8. 32 (2H, s), 11. 0
1 (1H, s).
#Hl10 : AW EE 1 0 DILEMDORE

BB LT, 5—suu—2—t Fe¥i—N— [3, 5—EX (MY T7F
BRAFN) Tx=A] RUXTIR HI1 (1) OEEw). ROA M VERE
FAWTH 9 & REOBRIEEITV, FEILEMER.
Ik :63. 4%
'H—NMR (CDC14):6 3. 55 (3H, s), 4. 38 (2H, s),
7.37 (1H, d, J=9. 0Hz), 7. 56 (1H, dd, J=9. 0, 2.
7Hz), 7. 67 (1H, s), 8. 16 (1H, d, J=2. 7THz) ,8. 2
2 (2H, s), 9. 28 (1H, s).
11 A YEEL 1oEoRE
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EBe LT, 5—Z7ug—2—kFexy—N-— [3, 5 —ER (M) TFnm
AFN) Tz=m] RUXFTIF @1 (1) o). ROTEFAVAF VT
EFArul REREWTH 3 &L REOBREZITV. EELEMERI
E:52. 4%

IH—NMR (CDC1,):8 2. 18 (3H, s), 4. 84 (2H, s),
7. 18 (1H, d, J]=8. 4Hz), 7. 52 (1H, dd, J=9. 0, 2.
7Hz), 7. 67 (1H, s), 7. 83 (1H, d, J]=2. 7THz), 8. 1
7 (2H, s), 8. 31 (1H, s).

Bl12 LA WES 1 20{bEnDEE

EEE LT, 5—Zur—2—E Fufdy—N— [3, 5—tR (M) T7AFn
RFN) Tz=A] RUITIR F1 (1) obdH), RO7=/FVT7EF
Arual FEAWCE 3 & RBOBEEZTV. BELAMERI.
NK:52. 6%

IH—NMR (CDC1,):86 4. 94 (2H, s), 6. 89—7. 02 (3
H, m), 7. 21—7. 29 (3H, m), 7. 55 (1H, dd, J=8. 7,
2. 4Hz), 7. 64 (1H, s), 7. 94 (1H, d, J=2. 4Hz), 8.
10 (2H, s), 8. 63 (1H, s).

Bi13 : LaBBE 1 3 DILamOmE

EBE LT, 5—zmrr—2—k Fuxi—N— [3, 5—tvX () 7F
BAFN) Te=A] RUXTIF L (1) ofbd®), KP4—7un7=
) X UERE FWCH 9 L EEROBRIERITV., BELEWERI,

MEL:34. 1%

IH—NMR (CDC1l,):6 4. 91 (2H, s), 6. 85 (2H, d, J
—8. 7THz), 7. 17 (2H, d, J=9. 0Hz), 7. 24 (1H, d,
Jj=8. 4Hz), 7. 56 (1H, dd, J=8. 7, 2. 1Hz), 7. 67
(1H, s), 7. 86 (1H, d, J=2. 4Hz) ,8. 08 (2H, s), 8.
42 (1H, s).
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Bl1 4 LEHEE 1 40{bahoRE

ERELTC, 5—Znru—2—t Fafxd—N— [3, 56—EX () T7rFu
AFN) To=] RUXTIR B (1) ofté). k02, 3—Y7un
7= ) X VEREROCTH 9 ERBOBRIELTY., BELEWERL.
RE:10. 6%

I1H—NMR (CDC1,):8 4. 99 (2H, s), 6. 90 (1H, dd,
j=8.1, 1. 5Hz), 7. 03 (1H, t, J=8. 1Hz), 7. 12 (1
H, dd, J=8. 1, 1. 5Hz), 7. 23 (1H, d, J=9. OHz),
7. 56 (1H, dd, J=9. 0, 2. 4Hz), 7. 65 (1H, s), 7.
87 (1H, d, J=2. 4Hz), 8. 08 (2H, s), 8. 49 (1H, s).
#l15 : LEMEE 15 OEMORE

ERE LT, 5—Zuu—2—t Fe¥xy—N-— [3, 5—EX (M) 74w
AFN) 7z==p] RUXTIR B (1) obéEl) ., ROP2—7=/%V7
A= r vl FzAWTH 3 LAEORIELZITV., BELEWERT.
WL :80. 6%

1H—NMR (CDC1,):6 1. 74 (3H, d, J=6. 9Hz), 5. O
2 (1H, q, J=6. 9Hz), 6. 86—6. 96 (3H, m), 7. 16—
7. 23 (834, m), 7. 52 (1H, dd, J=8. 7, 2. 4Hz), 7.
63 (1H, s), 7. 95 (1H, d, J=2. 4Hz), 8. 11 (2H, s),
8. 75 (1H, s).

#l16 :{LEWMES 16 DIehORE

EEL LT, 5—Zur—2—t Fu¥xy—N- [3, 6 —EX () T7ndwu
AFN) Tx=mp] RUXTIR W1 (1) ofbEw), KO2— (4—7unm
Tx)FxY) A VEBREROTH 9 LRROBELITV. EELEMERIS
IXE:95. 7%

1H—NMR (CDC1,):6 1.69 (6H, s), 6. 77 (2H, d, ]
=9. OHz), 7. 18 (2H, d, J=9. 0Hz), 7. 36 (1H, dd,
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j=8. 7, 2. 4Hz),7. 59 (1H, s), 8. 07 (2H, s), 8. 1
4 (1H, d, J=2. 4Hz), 9. 13 (1H, s).

17 BWES L 7TOEYORE

EB e LT, 5—Znru—2—t Fuxy—N— [3, 56—t R (M) 740w
RFN) Te=] RUOAXFTIFR BF1 (1) e, KO<u B T/t
er t —FFNTRFNENTH 2 & RAFOBRIELITV., BELEMERT.
XEL:29. 2%

IH-NMR (CDC1,):8 1. 42 (9H, s), 3. 65 (2H, s),
7.19 (1H, d, J=8. THz), 7. 53 (1H, dd, J=8. 7, 2.
4Hz), 7. 66 (1H, brs), 8. 10 (1H, d, J=2. 4Hz), 8.
25 (2H, s), 9. 07 (1LH, brs).

#l18 : {LAYWER 1 8 nihEmiLE

EBE LT, 5—Zru—2—t Fuxy—N— [3, 5—tX (M) 7rdnm
AFN) Tz=n] RUXTIER B (1) ofkd®), ROEansigk £/
VUM RT AERWTH 2 & RROBELITV. EELEYERT,

% : 99. 3%

IH—NMR (CDC1,):8 2.81—2. 93 (4H, m), 5. 09 (2
H, s), 7. 12 (1H, d, J=8. 7THz), 7. 27—7. 34 (5H,
m), 7. 48 (14, dd, J=8. 7, 2. 4Hz), 7. 65 (1H, s),
7. 88 (1H, m), 8.°20 (2H, s), 8. 58 (1H, brs).
#l19 :{bEPBER 1 IDLemniE

EElE LT, 5—7un—2—k Fufxy¥y—N-— [3, 5—EX (M) T7An
AFN) Tzl RUXTIFR 1 (1) o). RBPans/ig /8
RY DU I RERWVTH 2 & AROBREERITV., EELEMZRE,
INE:97. 5%

IH—NMR (CDC1,):8 1.45—1.67 (6H, m), 2. 77—2,
89 (4H, m), 3. 39—3. 49 (4H, m), 7. 32 (1H, d, J=
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8. 7THz), 7. 47 (1H, dd, J=8. 7, 2. THz), 7. 62 (1
H, s), 8. 04 (1H, dd, J=2. 7, 0. 6Hz), 8. 38 (2Hs),
9. 73 (1H, s).

#l2 0 : {LEMES 2 0 DILEHOEE

EEE LT, 5—Zunu—2—tRedxy—N— [3, 5—EX (M7t
AFN) T2=A] RUXTIER BHL (1) obEH). RKON-TEFLTY
Yy EAWTH 2 L AROBIERZTV., EELLEMERT

NE:95. 0%

'"H-NMR (CDC1,4):86 2. 04 (3H, s), 4. 17 (2H, d, J
=5. 4Hz), 6. 17 (1H, m), 7. 16 (1H, d, J=8. 7Hz),
7. 50 (1H, dd, J=8. 7, 2. 4Hz), 7. 61 (1H, brs),
7. 83 (1H, d, J=2. 4Hz), 8. 24 (2H, s), 8. 78 (1H,
brs).

#l21 :{bAHES2 1 OLEHOEE

ERE LT, 5—Zur—2—bkfuex¥—N-— [3, 5 —EX (M) T7AFdnm
AFN) Z2= ] RUITIR BHl1 (1) ofedH) . KON— (Rt
FUHNR=N) T Y ERCTH 9 L RBEOBREEZITOVEBELEWE BT,
REF: 74. 4%

ITH-NMR (CDC1l,):6 4. 19 (2H, d, J=6. OHz), 5. 1
2 (2H, s), 5. 36 (1H, t, J=5. 7THz), 7. 16 (1H, d,
J=8. 7THz), 7. 32 (5H, s), 7. 53 (1H, dd, J=8. 7,
2. 4Hz), 7. 67 (1H, s),7. 86 (1H, d, J=2. 4Hz), 8.
21 (2H, s), 8. 40 (1H, s).

B2 2 : {LEMES 2 2 D{LEHDREE

FERELT, 5—Zwvum—2—tkFudxy—N— [3, 56 —EX (M) T7AFnm
AFN) Tz2=p] RUXTIFR (Bl (1) OftEH), KON— (ter t—
TrEVHINR=N) YV EANTH 2 ERROBRELZTV. EELEYE
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"o
XL : 70. 9%
1H—NMR(CDciQ:6 1. 41 (9H, s), 4. 10 (2H, d, J
'=6. OHz), 5. 16 (1H, brt, J=6. 0Hz), 7. 15 (1H,
d, J=8. 7THz), 7. 50 (1H, dd, J=8. 7, 2. 4Hz), 7.
65 (1H, s), 7. 89 (1H, s), 8. 23 (2H, s), 8. 74 (1H,
brs).
B2 3 : {bEWES 2 3 DiEHOEE
2—[N—(tert—fh%Vﬁwﬁ:»)ﬁuv»]ﬁ%v—5~&mn
—N— [3, B—EX (M) TZAFuRrF)N) 7Zo=v] RUXTI R ((LEW
£522;146mg, 0. 27mmo 1) T4 REHEIMAE /Bl F VIEK
(8mL) #Mx. BIRTI1RHEARE UL, BEEAREEEL BN LEES
n—~FYF 2 EHRTFTET LT FEELEOBEKRK (110. Tmg,
85. 9%) R/,
'H—NMR (DMSO—dg):6 4. 09 (2H, brs), 7. 42 (1H,
dd, J=8. 7, 1. 8Hz), 7. 79 (1H, dd, J=8. 7, 2. THz),
7. 88 (1H, s), 8. 01 (1H, d, 2. 7THz), 8. 41 (2H, s),
8. 44—8. 62 (3H, brs), 11. 21 (1H, brd, J=8. 1H
z ).
B2 4 {bE5WES 2 4 DY OEE
5—/nuu—2—t Fe%y—N— [3, 5—ER (M) IAFuRrAFN) T=
=] RUXTIRN B1 (1) ofbkd¥: 0. 20g, 0. 52mmol) @
T7h7eFu77y (3mL) BWRIZ, N— (ter t—7 bV HNLER=A)
—L—2~"J» (135. 8mg, 0. 6 2mmo 1), WSC+-HC1 (0. 20
g, 1. 04dmmo 1), 4—VAFATI/EITVY (10mg), N—RAF)L
—2—vtrl¥/r (1. 5mL) &Mz, BRTL. S5HEHERLE, KKE
B EKITH T BHERTF IV THIE U7z, BFRR T F VI %K. fEfn &K C ok,

150



WO 03/103656 PCT/JP03/07127

TR T MY U A TS, BEEZREREL CHONEEREEZV Y BT NVT
Shruw v 574 — (n—~FY v o F =4 :1) THHELT, &
BivamoBaEE (277, 2mg, 91. 4%) 287k,

'H—-NMR (CDC1,):8 1. 06 (3H, d, J=6. 9Hz) ,1. 1
1 (8H, d, J=6. 9Hz), 1. 37 (9H, s), 2. 24 (1H, m),
4. 16 (1H, t, J=6. 9Hz), 5. 00 (1H, d, J=6. 9Hz),
7. 22 (1H, d, J=9. 0Hz), 7. 50 (1H, dd, J=8. 7, 2.
7Hz), 7. 66 (1H, s),8. 01 (1H, d, J=2. 4Hz), 8. 2
6 (2H, s), 8. 96 (1H, s).

B2 5 : (LEWER 2 5 DLEHORE

2— [N— (tert—7FrxVINF=L) —L—NYV] IF¥—5-7m
o—N— [8, 5—tR (MY T7AFaRrAFN) 7=2=)] RUXT IR (L&
WEE24;226. 1mg, 0. 39mmo 1) WK4REENASE Filp—F
VIR (2mL) 2%, |RT1 6 FEEBIH L, BEEBIERELELNT
BEEA Y Fa =TV, n—~FTV U TREEE LT, EElbEmoEE
WA (199. 8meg, 93. 6%) 2B,

IH—NMR (DMSO—d,):8§ 0. 99 (3H, d, J=6. 9Hz), 1.
01 (1H, d, J=6. 9Hz), 2. 26—2. 35 (1H, m), 4. 20
—4. 25 (1H, m), 7. 42 (1H, d, J=8. 7THz), 7. 78 (1
H, dd, J=8. 7, 2. THz), 7. 87 (1H, s), 7. 97 (1H,
d, J=2. 7THz), 8. 39 (2H, s), 8. 54 (3H, s), 11. 21
(1H, s).

B2 6 :{LEWES2 6 DLEMDRE

FRE LT, 5—Zmrur—2—bFr¥xy—N— [3, 5—EX (M) T7Fn
AFN) Tz2=)V] RUXTIR 1 (1) ofbéH). KON— (ter t—
TREVINR=)N) —L—uA Y rERANTH 2 4 L REOBIEZITV., B8
&z R/ic.
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NE:96. 6%

1H—NMR (CDC1,):8 0. 93 (3H, d, J=6. OHz), 0. 9
5 (3H, d, J=6. 0Hz), 1. 37 (9H, s), 1. 568—1. 79 (3
H, m), 4. 31—4. 38 (1H, m), 4. 92 (1H, d, J=6. 6H
z), 7. 20 (1H, d, J=8. 7Hz), 7. 50 (1H, dd, J=8.
7, 2. 7THz), 7. 65 (1H, s), 7. 99 (1H, d, d=2. 7THz),
8. 27 (2H, s), 8. 91 (1H, s).

B2 7 ALBEWBEE 2 7TO{LEWDORE

ERL LT, 2— [N— (ter t—7FFTHAR=N) —L—uAf ] &
¥v—5—s7uu—N— [3, 5—EX (FYTZAFBRAFN) T==)v] RV
X7 IR ((LEWEE26) ZHAVWTHI2 5 LRBEOBELITV., BELEYE
Bz,

XL :89. 9%

IH—NMR (DMSO—-d,):8 0. 77—0. 81 (6H, m), 1. 63
(1H, q, J=7. 2Hz), 1. 73—1. 81 (2H, m), 4. 18 (1
H, s), 7. 46 (1H, d, J=8. 7THz), 7. 79 (1H, dd, J=
8. 7, 2. 4Hz), 7. 88 (1H, s), 7. 96 (1H, d, J=2. 4
Hz), 8. 43 (2H, s), 8. 69 (1H, s), 11. 28 (1H, s).
#1128 : {bBHBEE 2 8 DILEMDEE

B LT, 5—mrue—2—k Fuxy—N— [3, 5—EX (M) 74
BRAFN) Tz=V] RUXTIF B (1) ofbE®) . KON— (ter t
—FIrEVIAR=A) —L—T = ATI5=20ERAWTH 2 4 LREGEOERELR
TV, EEEWEEI,
NEL:91. 9%

11— NMR (CDC1,):8 1. 32 (9H, s), 3. 18 (1H, d, J
=7. 2Hz), 3. 19 (1H, d, J=6. 9Hz), 4. 61 (1H, td,
Jj=7. 2, 6. 6Hz), 5. 00 (1H, d, J=6. 3Hz), 6. 84 (1
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H, d, J=8. 7THz), 7. 23—7. 36 (5H, m), 7. 44 (1H,
dd, J=9..0, 3. OHz), 7. 65 (1H, s),8. 02 (1H, d,
J=2. 4Hz), 8. 23 (2H, s), 8. 91 (1H, s).

B2 9 LA WEE 2 9 D{LEmOEE

EEE LT, 2— [N— (tert—7 b T HIAR=N) —L—T==AT T
=] A%y —5—27uu—N— [3, 5—YR (M) I7rFurFN) J7==
W] RUXTIF (bEHEE28) ZHAVWTH 2 5 LEHROBRIEZT V. HEE
L&Y EHT,

NE:78. 1%

'H—NMR (DMSO—d¢):6 3. 16 (1H, dd, J=14. 7, 6.
9Hz),83. 31 (1H, d, J=14. 7, 6. 9Hz), 4. 60 (1H,
s), 7. 22—7. 35 (6H, m), 7. 78 (1H, dd, J=8. 7, 2.
AHz), 7. 88 (1H, s), 7. 99 (1H, d, J=2. 7THz), 8. 4
1 (2H, s), 8. 66 (3H, s), 11. 21 (1H, s).

13 0 : {bEWEFT 3 0 DILEHORIE
Eﬂ&bf\5—ﬁuu—2—tﬁm%v—N—[3,5~Ex(b97ﬂﬁn
AFN) Zz=)] RUXTIER (B1 (1) ot . KON— (ter t—
FTREVINR=A) —L—TFTARNGFEUEE B— (ter t—T7F)N) = RT
NERWTH 2 4 L FROBIEEZITV. BELeWERT,

IRE:87. 6%

IH—NMR (CDC1,):6 1. 42 (9H, s), 1. 42 (9H, s),
2. 77 (1H, dd, J=17. 1, 4. 8Hz), 3. 05 (1H, dd, J
=17.1, 4. 8Hz), 4. 6 7—4. 74 (1H, m), 5. 68 (1H,
d, J=8. 4Hz), 7. 18 (1H, d, J=9. 0Hz), 7. 52 (1H,
dd, J=8. 4, 2. 4Hz), 7. 66 (1H, s), 8. 07 (1H, d,
J=2. 4Hz), 8. 36 (2H, s), 8. 93 (1H, s).

#l3 1 :{bawEF 3 1 DA hORE
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EBE LT, 5—Zuu—2—t Fefxy—N-— [3, 6 —ER (b TdH
AFN) Tx=V] RUXTIFR 1 (1) OfédW) . RON— (ter t—
FhREFUHAR=N) —L—FAXIVEE y— (ter t—T7FN) =ATNV
FRWCH 2 4 L RKOBERZITV, EELEYERT.

X% :83. 3%

IH—NMR (CDC1l,):§ 1. 38 (9H, s), 1. 41 (9H, s),
2. 05—2. 26 (2H, m), 2. 42—2. 48 (2H, m), 4. 34—
4. 41 (1H, m), 5. 39 (1H, d, J=6. 9Hz), 7. 24—7.
297 (1H, m), 7. 51 (1H, dd, J=8. 7, 2. THz), 7. 65
(1H, s), 8. 00 (1H, d, J=2. 7THz), 8. 28 (2H, s), 9.
02 (1H, s).

#1382 : {LEWEE 3 2 DILEHORE

EEE LT, 2— [N— (tert—7brFvBAR=N) —y—0— (ter
t—FFN) —a—L—FNEIN] FTFV—-5—-rurn—N— [3, 5—EX
(FPYIAFBERAFN) Te=pA] RUXT IR (LEHEF3 1) ZHOTH
2 5 L AFEOBRIEZITV., EELemERI,

L :78. 1%

lH—NMR (CD,0D):6 2.17—2.29 (1H, m), 2. 35— 2.
47 (1H, m), 2. 63 (2H, t, J=7. 56Hz), 4. 32 (1H, t,
j=6. 6Hz), 7. 356—7. 38 (1H, m), 7. 68 (1H, dd, J
=8. 7, 2. THz), 7. 72 (1H, s), 7. 89—7. 91 (1H, m),
8. 32 (2H, s).

%3 3 : {LAMEE 3 3DIEWDORIE

EE L LT, 5—7um—2—t Faxy—N— [3, 5 —ERX (b 7Adnm
AFN) Tzl RUIXTIR @1 (1) OEdEH). RN, N =¥ (t
er t—F FEFVINER=A)— LU ERAWTH 2 4 L FEROBIEEZTTV,
BEEEMERT
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X#E:87. 8%

IH—NMR (CDC1,):8 1. 38 (9H, s), 1. 43 (9H, s),
1. 46—1. 49 (4H, m), 1. 88—1. 93 (2H, m), 3. 03—
3. 17 (2H, m), 4. 27 (1H, dd, J=13. 2, 6. 0Hz), 4.
58—4. 62 (1H, m), 5. 57 (1H, d, J=5. 7THz), 7. 21
(1H, d, J=8. 7Hz), 7. 50 (1H, dd, J=9. 0, 2. THz),
7. 65 (1H, s), 7. 99 (1H, d, J=2. 1Hz), 8. 28 (2H,
s), 9. 04 (1H, s).

B3 4 LB YWEE3 400 EE

EEE LT, 5—Zur—2— [N* N °—V (ter t —7 MRV IHNR=IV)
—L—UVUA] %Y —N— [3, 5—EX (F)IAFaRAFN) T==)V]
RyUZFIF (LW EE33) AVTH 2 5 L AKOBIELZITV., FELEY
&I,

*E:95. 8%

1f{—NMR (DMSO—dg):8 1.55 (4H, br s), 1. 91—2.
02 (2H, m), 2. 72 (2H, d, J=4. 5Hz), 4. 23 (1H, b
r s), 7. 49 (1H, d, J=8. 4Hz), 7. 79 (1H, dd, J=
8. 7, 2. 7THz), 7. 87 (1H, s), 8. 00 (1H, d, J=2. 4
Hz), 8. 01 (3H, br s), 8. 45 (2H, s), 8. 88 (3H, b
r s), 11. 34 (1H, s).

%3 5 : {LEYEE 3 5 DILEmDRE

EEE LT, 5—Zru—2—k Fuxy—N- [3, 6 —ER (M) T7AH
RFN) Te=p] RURXTIR B (1) ofkd®) . RKON— [N— (te
ft—F FEFVUIANR=A) —L—Tz= AT F5=V] —L—uaAf AN T
B2 4 L FEBEOEBIEEZITV., EELEWERT.

N :32. 6%

IT—NMR (CDC1,):8 0. 87 (3H, d, J=6. 3Hz), 0. 9
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0 (3H, d, J=6. 3Hz), 1. 38 (9H, s), 1. 54—1. 73 (38
H, m), 3. 00 (1H, dd, J=14. 1, 7. 2Hz), 3. 07 (1H,
dd, J=13. 8, 6. 9Hz), 4. 44—4. 51 (1H, m), 4. 88
(1H, br s), 6. 49 (1H, d, J=2. 4Hz), 7. 12—-7. 2
8 (7TH, m), 7. 50 (1H, dd, J=8. 7, 2. 7THz), 7. 66 (1
H, s), 7. 98 (1H, d, J=2. 7Hz), 8. 33 (2H, s), 8. 9
6 (1H, s).

%13 6 : {LEMEF 3 6 DILEWDORE

EBEE LT, 2— (N— [N— (tert—7bFTINR=N) —L—-T==
NFS5=n] —L—uAf N} F%v—5—2run—N— [3, 5—ERX (k)
INFRRAFN) Tez=A] RUATIF ((LEHEE35) ZAVWTH256L
FREDERIEEZ TV, BELEMEZET.

IN%:84. 3%

1H—NMR (DMSO—dg):8 0.77 (6H, t, J=6. 0Hz), 1.
53—1.67 (3H, m), 2. 92 (1H, dd, J=14.1, 8. 1Hz),
3.12(1H, dd, J=14. 4, 5. 4Hz), 4. 06 (1H, br s),
4. 51—4. 56 (1H, m), 7. 23—7. 28 (6H, m), 7. 75 (1
H, dd, J=8. 7, 2. 4Hz), 7. 84 (1H, s), 7. 90 (1H,
d, J=2. 4Hz), 8. 23 (3H, s), 8. 40 (2H, s), 9. 12 (1
H, d, J=7. 2Hz), 11. 22 (1H, s).

%13 7 : {LEWES 3 T D{LEHDEIE

EEE LT, 5—Z7uu—2—t Fexd—N— [3, 5—EX (U 74nm
AFN) Tz=V] RUIFTIER 1 (1) OEH)., KON— [N— (te
rt =7 rEFVIALR=N) —B—0— (ter t—7FFN) —a—L—-TAX
NFNV]—L —uaf T rERWTH 2 4 & REOBREZITW BEELLEMER/T
L :31. 2%

IH—NMR (CDC1,):8 0. 90 (3H, d, J=6. OHz), 0. 9
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5§ (8H, d, J=6. 0Hz), 1. 37 (9H, s), 1. 43 (9H, s),
1. 69—-1. 78 (3H, m), 2. 60 (1H, dd, J=17. 1, 7. 5
Hz), 2. 78 (1H, dd, J=17. 1, 4. 5Hz), 4. 45—4. 5
4 (2H, m), 5. 52 (1H, d, J=7. 2Hz), 7. 18 (1H, d,
J=8. THz), 7. 283—7. 27 (1H, m), 7. 49 (1H, dd, ]
=9. 0, 2. 4Hz), 7. 66 (1H, s), 7. 95 (1H, d, J=2.
4Hz), 8. 30 (2H, s), 8. 91 (1H, s).

B3 8 : {bEWES 3 8 DILAYDHYE

JFRFE LT, 2= (N= [N= (ter t—F FEFTHIAR=AL) —8—0— (¢t
er t—7FN) —a—L—TRARUFL] —L—-uaAfii) % —5—rn
H—=N—[3, 6—ER (M) TNFuRAFNL) Tz=A] RUITIF (ke
WEZ3T) ZRAWTH 2 5 L FEEOBRIERZITV., EEIEYE B,
IXEK:76. 5%

'H—NMR (DMSO—dy):8 0.75 (6H, t, J=6. 6Hz), 1.
53—1.69 (3H, m), 2. 72—2. 89 (2H, m), 3. 49 (2H,
br s), 4. 14 (1H, br s), 4. 43—4. 51 (1H, m), 7.
28 (1H, d, J]=8. 7THz), 7. 70—7. 74 (1H, m), 7. 87
(1H, s), 7. 89 (1H, d, J=2. 7Hz), 8. 30 (3H, s), 8.
42 (2H, s), 9. 05 (1H, d, J=6. 9Hz), 11. 23 (1H,
s).

13 9 : {LEMEE 3 9 DILAYDEYE

kL LT, 6—Zvm—2—b Fe®i—N- [3, 5—tvx2 (b 7A4nm
AFN) Z=2=0] RUXTIR Bl1 (1) ofkéd®). RON— [N°, N°
—V (tert—7 b XV INR=N) —L—UPN] —L—uAfrEENT
B2 4 L FEROBIEEZITV, BELLAEWE B,

IN%E:44. 5%

'"H—NMR (CDC1l, :8 0. 93 (3H, d, J=6. 0Hz), 0. 9
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8 (3H, d, J=6. OHz), 1. 33—1. 40 (5H, m), 1. 40 (9
H, s), 1. 44 (9H, s), 1. 72—1. 85 (4H, m), 2. 87—2.
93 (2H, m), 4. 01—4. 07 (1H, m), 4. 56—4. 61 (2H,
m), 5. 22 (1H, br s), 6. 65 (1H, br s), 7. 17 (1H,
d, J=8. 4Hz), 7. 48 (1H, dd, J=8. 7, 2. 7THz), 7.
64 (1H, s), 7. 87 (1H, s), 8. 33 (2H, s), 9. 58 (1H.
S).

B4 0 : (LEWES 4 0 DILEYDORE

FRELT, 2— {N— [N?, N°=¥ (ter t—7 rFTHAR=L) —L
—Jyon] —L—uAf I} FF—5—mnua—N— [3, 5—X (Y7
WABRAFN) Tz=ph] RUXATIF ((bEWEE39) ZAVWTH2 5 LR
ROBIEZITV., EELESMEZB,

INE:86. 8%

'H-NMR (DMSO—d,):6 0. 73 (3H, d, J=6. 3Hz), O.
76 (8H, d, J=6. 3Hz), 1. 41—1. 79 (9H, m), 2. 67
—2. 76 (2H, m), 3. 86 (1H, br s), 4. 45—4. 51 (1
H, m), 7. 27 (1H, d, J=8. 7THz), 7. 74 (1H, dd, J=
8. 7, 2. THz), 7. 88 (1H, s), 7. 90 (1H, d, J=2. 4
Hz), 8. 00 (3H, s), 8. 37 (3H, s), 8. 45 (2H, s), 9.
14 (1H, d, J=7. 2Hz), 11. 32 (1H, s).

41 {bEWEES4L1OEHORE

(1) 2— {(N=— [N— (tert—=—7bFTUNVR=)V) —L—uAf ] —
L—Tx=)V75=)} %y —5—2uu—N— [38, 5—EX (MY TAF
TRAFI) Tz=)] RUXTIFR

FEE LT, 5—7uv—2—k Fuxy—N- [3, 5—tXR (M) 7Fnm
AFN) T==mpp] RUATIFR (fl1 (1) ofbEW) . KON— [N— (te
rt—7 bV INR=N) —~L—uAf V] —L—Tx=AT5=0ERANT
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B2 4 L RBEOBRIELITV., BELEMEEI,

N :38. 5%

IH—NMR (CDC1g):6 0. 93 (6H, s), 1. 41 (9H, s),
1. 65—1. 79 (4H, m), 3. 34 (2H, d, J=7. 5Hz) ,4.
54—4. 62 (1H, m), 5. 11 (1H, d, J=7. 2Hz), 5. 18
(1H, d, J=7. 2Hz), 7. 21—7. 28 (5H, m), 7. 47 (1
H, dd, J=8. 4, 2. 4Hz), 7. 52 (1H, s), 7. 60 (1H,
d, J=2. 4Hz), 7. 64 (1H, d, J=7. 8Hz), 7. 91 (2H,
s), 9. 06 (1H, s).

(2) 5—Zum—2— [N— (L—uAY)V) —L—T==VT7=/N] Z%
v—N— [3, 5—FR (MU TAFRAFN) Tz=] RUXTI R ER
B (bemEZ41)

ERE LT, 2— {(N— [N— (tert—7 XV INFR=)N) —L—uaf¥y
N] —L—T 2= AT 5=} AF—5—2r7uu—N— [3, 5—EX (L
TAFuRAFN) Te=mA] RUXT I RERWTH 2 5 & FEROBIEZITV,
EE AR R, |

WER: 71, 7%

l1H—-NMR (DMSO—d,):86 0.66 (3H,d, J=6. 0Hz),O0.
71 (834, d, J=6. 0Hz), 1. 55—1. 61 (1H, m), 1. 70
—1.79 (3H, m), 3. 06 (1H, dd, J=13. 8, 10. 2Hz),
3. 25 (1H, dd, J=13. 8, 4. 8Hz), 4. 08 (1H, m), 4.
73—4. 80 (1H, m), 7. 21—7. 27 (1H, m), 7. 29—7.
35 (2H, m), 7. 42 (2H, d, J=7. 2Hz), 7. 45 (1H, d,
J=2. 7THz), 7. 68 (1H, dd, J=8. 7, 2. THz), 7. 79
(14, s), 8. 33 (2H, s), 8. 57 (3H, s), 9. 08 (1H, d,
J=8. 1Hz), 11. 09 (1H, s).

#a2 : {bEmBEF42DLEHOHE
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(1)2—{N—[N—(te;t—fb#vwwﬁ:w)—B~o—(ter
t —FFN) —a—L—TAXNFN] —L—Tz= AT IT=)) TFV—56—
rsua—N— [8, 5—FX (MY TZAFRAFN) Tx=/V] RUVATIFR
EElE LT, 5—Zun—2—t Fexy—N- [3, 5—EX (F) 7rdnm
RFA) Tz=] RUIXTIR B (1) ofbd¥) . KON— [N— (te
rt—7 VI AR=A) —B—0— (ter t—T7FN) —a—L—-TAX
LAFNL] —L—T 2= T 5=V ERWTH 2 4 & RFEOBRIEEZITV. FELS
WERI,

NE:19. 6%

IH—NMR (CDC1,):8 1. 40 (9H, s), 1. 44 (9H, s),
2. 78 (1H, dd, J=17. 4, 4. 5Hz), 3. 02 (1H, dd, J
=17. 1, 4. 8Hz) ,3. 39 (2H, d, J=7. 6Hz), 4. 82—
4. 85 (1H, m), 5. 07—5. 15 (1H, m), 5. 83 (1H, d,
Jj=8. 7THz), 7. 13 (1H, d, J=8. 7THz), 7. 29 (5H, m),
7. 48 (1H, dd, J=8. 7, 2. 7THz), 7. 50 (1H, s), 7.
57 (1H, d, J=7. 8Hz), 7. 69 (1H, d, J=1. 8Hz), 7.
88 (2H, s), 9. 07 (1H, s).

(2) 2— [N— (¢ —L—TFTARAVFN) —L—T =T I=n] TFV—
5—smr—N— [38, 5—FR (RYUTZAFRRAFN) Tx=] RUATI
FOERE (bEWES42)

FEEL LT, 2— {(N=[N— (ter t—7rFTIAR=L) —p—0— (t
er t—7FN) —a—L—TAXNFN] —L=—T=z= VT T2} XY~
5—s/nu—N— [3, 5—FR (M) ZAFTRAFN) Tz=)V] RUATI
FEEWTH 2 5 & AEROBRIELITV., BELEVERT.
WK :67. 4%

1~ NMR (DMSO—dg ) :8 2. 82—2. 96 (2H, m) ,38. 11

—3. 17 (1H, m), 3. 24—3. 31 (1H, m), 4. 60—4. 638
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(1H, m), 4. 88—4. 95 (1H, m), 6. 97 (1H, d, J=8.
7Hz), 7. 18—7. 23 (1H, m), 7. 26—7. 36 (4H, m), 7.
44 (1H, dd, J=9. 0, 2. 7THz), 7. 80 (1H, s), 7. 98
(1H, d, J=3. OHz), 8. 31 (4H, s), 9. 13 (1H, d, J
=7. 8Hz), 11. 12 (1H, s), 12. 04 (1H, s).
A3 {LEWMBEE 4 3DemDRE
(1) 5—Zuu—2—k Fuxy—N—[3, 5—EX (b)TFrRAF)N)
T2z V] RUXTIRN 1M UAE
5—r/mu—2—t Fa$fy—N— [3, 5—ERX (NI TZAFBRAFINV) 7
=] RUXTIR 1 (1) ofkdé¥; 3. 84g, 10mmol) O
Z - (100mL) WHIZ, 2HEAKBEFT MY vLAKEK (5mLl, 10
mmo 1) Mz, BRTIOMER L, BEZBEEELT, EELEHO
AEEAE (4. 06g, 100%) 2R
IH—NMR (DMSO—d ) :6 6. 43 (1H, d, J=8. 7THz), 6.
97 (1H, dd, J=8. 7, 3. 0Hz), 7. 59 (1H, s), 7. 62
(14, d, J=3. OHz), 8. 29 (2H, s).
(2) 5—7mua—2— (X F%*‘/ﬁ/wﬁ‘:/l/) F¥¥—N—[3, 5—EX (h
YyrudurF) 7e==] RUITIF ((bEmES43)
5—Zupn—2—t Fr¥%y—N— [3, 5—EX (MU ZNFarAFN) 7
=] RYXFIF 1FRYTAE (200mg, 0. 49mmol) OF
FSERr7Z Y (bml) WK, KB T, ZunX@gAFr (42, L, 0.
54mmo 1) &Mz, ZFET10SEER L, RNREWEKITHT, BR
TF AT L, BERTFVEEK, SfnREK CIRRYEE, MkRERT MY
¥ ACEMRS REEREEE LTELNEERES n —~3 ¥ TEERF L T,
EEAMoOBReEEs (171, 2mg, 78. 6%) 2R/,
1H—NMR (DMSO—d,):6 3.80 (3H, s), 7. 48 (1H, d,
J=8. 7Hz) ,7. 74 (1H, dd, J=8. 7, 2. THz), 7. 87
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(1H, s), 7. 92 (1H, d, J=2. 7THz), 8. 36 (2H, s), 1
1. 11 (1H, s).
#l4 4 LB WBEE 4 4 DIEMDRE

5—/pu—2—b Rudd—N— [3, 5—FR (FUTNFRAFN) T=
=] RUXFTIR 1 (1) ofké¥; 0. 20g, 0. 52mmo 1) O
FroekFrr5y (4ml) WK, PV=FAT7I¥ (0. 156mL, 1.
07mmol). AZVALTZ4—=AZuY K (45pL, 0. 58mmo 1)
%, |RETL OSMEE L, RINEAEHEKICHIT, BHR=F /L THEHL
e, ERERTFOVIEE SRR TOES. SKRERT R Y U ATHRERR, BEEZH
FEEELTCELNERERZ VI ANV IT LI NI T7 4— (n—~FF
voERTFA=3:1—-2:1) THRELC, EELEHOBERKE (214,
Smg, 89. 2%) &,

1H—NMR (DMSO—d,):8 3.43 (3H, s), 7. 59 (1H, d,
Jj=8. 7THz),7. 77 (1H, dd, J=9. 0, 2. THz), 7. 87
(1H, s), 7. 91 (1H, d, J=3. 0Hz), 8. 36 (2H, s), 1
1. 14 (1H, s).
45 : {LEWEE 45 DILEWDORE

ERE LT, 5—2Zur—2—E Fufxd¥—N-— [3, 5 —EX () T7AF
TBAFN) T2 A] RUITIER (B (1) ofbkdl), KO1L -7 mRr 2R
NI F—=zul RERAWTH 4 4 & AEOBREETV. BELLEMERE.
¥k: 86. 1%

IH—NMR (DMSO—dg):6 0.91(3H, t, J=7. 2Hz), 1.
71—1. 83 (2H, m), 3. 52—3. 57 (2H, m), 7. 53 (1H,
d, J=8. 7Hz), 7. 75 (1H, dd, J=8. 7, 2. THz), 7.
86 (1H, s), 7. 88 (1H, d, J=38. 0Hz),8. 36 (2H, s),
11. 16 (1H, s).
Hl4 6 : LEWEE 46 OLEDEE
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EB LT, 5—Zup—2—t Fef¥—N-— [3, 5 —vX (M) 7R
AFN) Tz=] RUXTIF 1 (1) ofed#), RO2 -7 r/ A0
Tx—=nrul FEAWTH 4 4 L FAROBELITV., EELEMERT.
NEK:59. 7%

IH—NMR (CDC1l,):8 1. 57 (6H, d, J=6. 9Hz), 3. 5
4—3. 68 (1H, m), 7. 41 (1H, d, J=8. 7THz), 7. 54 (1
H, dd, J=8. 7, 2. THz), 7. 67 (1H, s), 7. 87 (1H,
d, J=2. 7THz), 8. 21 (2H, s), 9. 10 (1H, s).

B4 7 LAYMEE 4T OENDORE

EEE LT, 5—zup—2—tk Fu¥y—N— [3, 5—EX (F)T7radm
AFN) Tx=V] RUXTIF B (1) obel), RKONRT b=z A
AT r—=rul RERWTH A4 4 L REBROBRIEZTV., BELEWER.
XL :84. 8%

I—NMR (DMSO—dg) 8 2. 19 (3H, s), 7. 24 (2H, d,
J=8. 4Hz),7. 36 (1H, d, J=8. 7THz), 7. 60 (2H, d,
J=8. 4Hz), 7. 73 (1H, dd, J=8. 7, 2. THz), 7. 77
(1H, d, J=2. 7THz), 7. 86 (1H, s), 8. 19 (2H, s), 1
0. 80 (1H, s).

Bla 8 : {LBWBER 4 8 DILEMDORE

5—snuu—2—t Fe¥xy—N— [3, 5—ER (M) TAFRAFNV) T=
AT RURXTIR 17U UL (B143 (1) oftg®: 0. 20g, O.
A9mmol) PF FSeRurziy (4mL) BWEIZ, XKET. N, N—UX
FARLTrEANZBY K (52 L, 0. 48mmo 1) Mz, HIET1
ORI LTry SBIEN, N=URAFARLT7EA N7 ) N (40 L,
0. 37mmo 1) #MMx. 60°CT6HEEELE, KINEEWEKIZHIT,
Wi = F L i Ui, R FVIE & A RHUK T, FKRIRT U U A
CEHRS . BEPREEE L CELNEBERZ VI I SN I T A NI TT
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4 (n—~FHy: BT L=4: 1) TEELT, BELAHO GRS
(230. Tmg, 95. 9%) R/,

1H—NMR (DMSO—d,) :8 2.85 (6H, s), 7. 53 (1H, d,
J=8. 7Hz), 7. 74 (1H, dd, J=9. 0, 2. 7THz), 7. 86
(24, d, J=2. 7Hz), 8. 38 (2H, s), 11. 16 (1H, s).
B4 9 : LAWER 4 9D{LEORE

E—rnu—2—t Fa¥y—N— [3, 5—tX (M) TZAFuAFN) T=
=] _UXFTIF W1 (1) ofké®; 0. 4g, lmmol) DEYVY
(10mL) WRICEA Ay — )P EAH (664mg, 4mmol)
Bz, TASUEREAT. RETEHEER L, BEEBEEEL RO
FRERE®RT=FL (15mL) THFRL, K, AWK CIEKREEE. KR
W R U Y ACERE . BEPBEEEL AN EEEEn —~F YV /IR
17—V ATEAN LT, EEkamoBeakh® (425mg, 87. 9%) %
Bz,

1H—NMR (DMSO—d,):8 7.51(1H, d, J=8. 7THz), 7.
61 (1H, dd, J=8. 7, 2. THz), 7. 70 (1H, d, J=2. 7
Hz), 7. 85 (1H, s), 8. 36 (2H, s), 11. 04 (1H, s).
#l5 0 : {LAWMES 5 0 DILEHORE

5—supm—2—t Fue¥i—N— [3, 5—EX (R ZAFRAFN) T=
=] RUAXFTIF 1L (1) ofbE¥%; 0. 2g, 0. Smmo 1) o7%
h=FU/L (8mL) EWic, 7TAIVEHEKT. 0°CT. ME{uRSE (401
mg, 5. 6mmo 1), VA4 FuNzFILT IV (141mg, 1. 1mm
01). VAFATI /UYL (EE), B) VBV VN (198mg,
0. 7Tmmo 1) ZIERMZ., KWCFEETA 0 pHEE Lk, KNEEDER
BrF (50mL) THRL, 2HEHEE. K. SFEEAK CIEKRYEE, K
FRERT b U YA TCEEREE, BEABREEELCEONEREEZY ) A TAVAT A
rua<w b 757 4— (n—~FH¥y F@gcFLr=3 1) THERLT &L
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AmoBEElmEk (338mg, 100%) EF7E,
IH-NMR (CDC1,):86 5. 04—5. 17 (4H, m), 7. 15 (1
H, dd, J=9. 0, 1. 2Hz), 7. 22—7. 33 (11H, m), 7.
61 (1H, s), 7. 85 (1H, dd, J=2. 7, 0. 9Hz) 8. 20 (2
H, s), 9. 25 (1H, s).
#l51 : {bEHESS 1OILEWOEE
b—ruu—2— (VRUINTH—RT5—/) AF ¥ —N— [3, 5—F
A (RNYTZAFRRAFN) T2=] RUXTIER (EHEF50:100m
g, 0. 16mmo 1) OEfR=F/ (1 0mL) BWRIZKEBLATFT VT A—K
% (10mg) #Mx. KRFEKT. BRCTIFMEE L, NEEVEE
T4 MER, BWEEBESEE LT, BELAWOREKREK (78meg, 100%)
Vo o
'H—NMR (DMSO—dg):9& 7. 41 (1H, dd, J=9. 0, 1.
2Hz), 7. 63 (1H, dd, J=9. 0, 2. 7THz), 7. 70 (1H,
d, J=3. OHz), 7. 84 (1H, brs), 8. 40 (2H, s), 11.
35 (1H, brs).
5 2  {bEWESS 2 DLEYORE
5—Zun—2—7F%—AR74—/FF%Y—N— [3, 5—ER (M) T7F
BAFNV) T2=pp] RUATIF (bEWEFS51:102meg, 0. 2mm
ol) »=&/)— (2mL) BWRIZ, TV yAL=bFTF (18mg, O.
Smmo 1) Mz, |R T3 0BT L, BEEZBEFELTRLNILE
BEn—~FV /BB FVCTHET LT, BRELLAYWOREBERR (110m
g, 100%) i
'H—NMR (DMSO—dg):6 7.30(1H,d, J=8. 7THz), 7.
52 (1H, dd, J=8. 7, 2. 7THz), 7. 63 (1H, d, J=2. 7
Hz), 7. 77 (1H, brs), 8. 52 (2H, s).
#5 3 : {hEWES S 3DLEY
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ez, TG TH 5.

BRFET : F AT A TAIHE

Fusa—FEE: 238—-22

Bl5 4 : {LEWEE S 4 DLEHDOEE

F—supm—2—t Fuxy—N— [3, 5—EFRXR (M) TAFRAFN) T=
=] RUXTIF 1 (1) ofkA%; 0. 10g, 0. 26mmol) @
FrIeFr7IY (2ml) WRIZ, TVICFHIT. OCTHRI=FAT
2 (0. 055mL, 0. 39mmol), A YVYTUVBAYTrENL (33,
3mg, 0. 39mmo 1) &Mz, BET—EREE L, KNESWIT1H
EEBEMNZ, B FV T Uk, BT VE 2R REAK T, ok
B R Y U ATEERE, BEZBREEELCEOREEEEL n —~F Y E
FR L CRAETESE LT, EELAMoReHER (33meg, 27. 0%) &4
7o

'H-NMR (CDC1lg):6 1. 21 (6H, d, J=6. 3Hz), 3. 8
4—3. 93 (1H, m), 5. 24 (1H, d, J=7. 2Hz), 7. 07 (1
H, d, J=8. 7THz), 7. 40 (1H, dd, J=8. 7, 2. THz),
7. 61 (1H, s), 7. 72 (1H, d, J=2. 4Hz), 8. 09 (2H,
s), 9. 08 (1H, s).

#15 5 : {LBWEE S5 5 DLEHOEE

FEBELT, 5—Zurur—2—b Fe¥%y—N— [3, 6 —EX (F)T7rdwm
AFN) Tx=] RUXTIFR B (1) o), ROA VT VR Yr
DNVERWTH S 4 L ABROBIEEZITV., BEMLEWERI
NFE:48. 2%

IH-NMR (DMSO—d,):6 4.21(2H,d, J=6. 0Hz), 7.
12—7.15 (8H, m), 7. 20—7. 23 (2H, m), 7. 34 (1H,
d, J=8. 7Hz), 7. 65 (1H, dd, J=8. 7, 2. THz) ,7.
80 (1H, d, J=2. 7THz), 7. 85 (1H, s), 8. 40 (2H, s),
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8. 41 (1H, t, J=6. 3Hz), 11. 03 (1H, s).

%15 6 : {LEWES 5 6 DILEMORE

ERLLTC, 5—Zur—2—kbFrf%x¥—N— [3, 5 —ER (M) T7/dnm
AFN) Tz ] RUXTIR L (1) ofegn), RE2—A4Y¥T7Fh
B = F L% IV TH 5 4 L FROBIEEZTV., BELeaYERI.

% :40. 3%

IH—NMR (DMSO—d,):6 1.12(3H, t, J=7. 2Hz), 3.
76 (2H, d, J=6. 0Hz),4. 02 (2H, a, J=7. 2Hz), 7.
31 (1H, d, J=9. 0Hz), 7. 65 (1H, dd, J]=8. 7, 2. 7
Hz), 7. 80 (1H, d, J=3. 0Hz), 7. 84 (1H, s), 8. 30
(1H, t, J=6. OHz), 8. 37 (2H, s), 10. 98 (1H, s).
B15 7 : {LEWEE S 7T DILEMORIE

5—rmru—2— {(N— [(= FETHAR=N) AFN] ANNEANY TFY
—N— [3, 5—FE2 (FNYTZAFurFin) 7ez=] RUXTIF (LEW
%256 ;70meg, 0. 14dmmol) ®F b7t Fu75Y (3mL) BK
io. 7 (0. 1mL). BFEE (3% 2%, 6 0°CT1 1FHMREHLL, K
BAYEERE CHER, KKICHIT, BTV CHIH L7, BHR-FIVEE
K. BAFIAHK CIERYEE. EARRERT Y U A TERR, BEZBEEELT
BOREEBEYA Y 7u o —F),/ n—~F) 2 CREEE LT, EELE
MoPERES (61. 4mg, 93. 2%) 2/,

IH—NMR (DMSO—d,):6 3.68 (2H, d, J=6. 0Hz), 7.
31 (14, d, J=9. 0Hz), 7. 65 (1H, dd, J]=9. 0, 2. 7
Hz), 7. 79 (1H, d, J=2. 7Hz), 7. 83 (1H, s),8. 19
(1H, d, J=6. OHz), 8. 36 (2H, s), 10. 98 (1H, s),
12. 62 (1H, brs).

#5 8 : (LEWBER 5 8 DILEMDRE

EBL LT, 5—mrE—2—t Fuxi—N— [3, 6 —EX (U 7dnm
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AFN) 72=)V] RUXTIF H1 (1) ofd) . K¢ (S) — (=) —
2—A VT F R TubtFUBAFNVERNTH S 4 LREROBRELZITV., F8
fb& &Rz,

N%E:62. 5%

lH-NMR (CDC1,):6 1. 46 (3H, d, J=7. 2Hz), 3. 7
5 (3H, s), 4. 37 (1H, m), 5. 92 (1H, d, J=7. 8Hz),
7.13 (1H, d, J=8. 7THz), 7. 47 (1H, dd, J=8. 7, 2.
7THz), 7. 64 (1H, s), 7. 82 (1H, d, J=2. THz), 8. 1
5 (2H, s), 8. 78 (1H, s).

#1159 : LAWER S 9 DbEORE
FEELT, 5—2ur—2—t Fex¥y—N— [3, 5—tvX (M) 7%
AFN) Tx=V] RUXTIR Bl (1) ofbEd) . RO (S) — (=) —
2—AVVTF h—83—T == AFuCFVBAFAERANTH S 4 & RO
EEATV. BELEMEET,

XL :53. 0%

'H—NMR (CDC1,:8 8. 15 (2H, dd, J=6. 0, 4. 2H
z), 3. 75 (3H, s), 4. 66 (1H, dt, J=7. 2, 6. 0Hz),
5. 74 (1H, d, J=8. 1Hz), 7. 04—7. 08 (3H, m), 7.
20—7. 27 (3H, m), 7. 45 (1H, dd, J=8. 7, 2. THz),
7. 63 (1H, s), 7. 81 (1H, d, J=2. 7THz), 8. 11 (2H,
s), 8. 72 (1H, s).

#16 0 : {LEWEE 6 0 DfLEHDORE

FEEE LT, 5—vpu—2—bFr$%i—N-— [3, 6—tvR (M) 7Adwm
AFN) Tz=V] RUXTIFR (FI1 (1) ofbdH) . RO (S) — (=) —
2—AIYVTFhE—=3— (ter t—7FrxY) TubFU@BAFNVERNTH
54 & AFEOBRIEERZITV., EELEWER.

X%E:26. 0%
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'H—NMR (DMSO—dy):8 3. 51 (2H, d, J=5. 1Hz), 3.
57 (3H, s), 4. 17 (1H, dt, J=8. 4, 5. 1Hz), 7. 30
(1H, d, J=8. 7THz), 7. 65 (1H, dd, J]=8. 7, 2. THz),
7. 80 (1H, d, J=2. 7Hz), 7. 83 (1H, s),8. 27 (1H,
d, J=8. 1Hz), 8. 39 (2H, s), 10. 94 (1H, s).

#l6 1 :{bewES6 1DhawoiE

2— [N— (WNVKRIFVRAFN) ANSNEANL] FF—5—rua—N— [3,
5—ER (P TINFuRAFN) T2 V] RUXT IR ((LEWERS57;0.
20g, 0. 41mmo 1) DN—AFN—2—¥rUY /v (4ml) BKIZ,
KET.L—Tz=AT5=r (ter t—7FN) = XFNLERME (1509.
Amg, 0. 62mmo 1), 1—t FuFi XYy rUF7Y—1(83. 6mg,
0. 62mmol), WSC+-HC1 (158. 2mg, 0. 8 2mmo 1) %/
Zs WNTHRETARFER L, RINREEWZKIZH T, BTV THEL
e, WRHRTFIVEZ K, SRR CIERYEE, EKRERT MY ¥ A CHEES,
BRPBEEE L CRONERERZ VI DNV IT A Iu~w ST 7 40— (n—
~NFY U FRTFA=3 1 2—>1 1) THHE, n—~FFTHERLLT,
ZELEWORAEEME (157. 9meg, 56. 0%) &k,

'H—-NMR (CDC1,):8 1. 40 (9H, s), 2. 96—2. 99 (2
H, m), 3. 86 (2H, d, J=5. 7THz), 4. 72 (1H, dt, J=
7. 5, 6. 0Hz), 6. 12 (1H, m), 6. 35 (1H, m), 7. 06—
7. 12 (3H, m), 7. 20—7. 26 (3H, m), 7. 44 (1H, dd,
J=8. 7, 2. 4Hz), 7. 62 (1H, s), 7. 79 (1H, d, J=2.
4Hz), 8. 15 (2H, s), 9. 00 (1H, s).

#l6e 2 : bahES 6 2 DIEwoRE

(8) —2— [N— ({IN=[1—(ter t—7 FFTHIR=)) —2—7=x
SNV F ] FNREAL Y RAF)N) BVREANLN] FFY—5—ruag—N-—
[8, 5—FR (MU TZNFRRAFN) Txz=V] RURXTIFR (KLEWEE6
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1;106mg, 0. 15mmo 1) IZ4HEEMKE FBRFLEK (1m
L) #Mx, BRTAKBRRLE, JRNEEWICA Y ==,/ n—
~FYUEMZ, ATHLEZRREZERLC, ZELEHOAEHE (8 1mg,
83. 2%) B/,

IH—NMR (DMSO—d,):8 2.84 (1H, dd, J=13. 8, 9.
OHz), 3. 01 (1H, dd, J=13. 8, 5. 1Hz), 3. 60 (1H,
t, J=6. 6Hz), 4. 37—4. 45 (1H, m), 7. 15—7. 26 (5
H, m), 7. 30 (1H, d, J=8. 4Hz), 7. 65 (1H, dd, J=
8. 7, 2. THz), 7. 80 (1H, d, J=3. 0Hz), 7. 83 (1H,
s), 8. 05 (1H, t, J=9. OHz), 8. 18 (1H, d, J=7. 8
Hz), 8. 36 (2H, s), 10. 98 (1H, s).

#l6 3 : {LEWEET6 3D{LEWDRIE

FERE LT, 2— [N— (AVRFYRAFN) IANEAN] FFV—5—7nm
0—N— [3, 5—EFX (MU TZAFBRRAFA) T==] RUIXTI R (BE
MEEL 7). ROL—TANRGE VR ¥V (ter t—7FN) AT NVERIE
EFRWTCHI6 1 & RBEOBIELZITV., BEEILEHERI

M= : 35. 7%

1H—-NMR (DMSO—dg) :8 1. 36 (18H, s), 2. 46—2. 5
4 (1H, m), 2. 62 (1H, dd, J=16. 5, 6. OHz), 3. 64
(2H, d, J=6. 0Hz), 4. 46 (1H, dt, J=7.5, 6. 6Hz),
7.31(1H, d, J=8. 7THz), 7. 65 (1H, dd, J]=9. 0, 2.
A4Hz), 7. 80 (1H, d, J=2. 7THz), 7. 83 (1H, s), 8. 1
1 (1H, t, J=6. OHz), 8. 20 (1H, d, J=8. 4Hz), 8.
37 (2H, s), 10. 97 (1H, s).

Bl6 4 : LAEWES6 4D iE

ERELT, (S) —2— [N— ({N—[1, 2=V (ter t—7 FFRTIN
R=N) mF] TNNNEAL VY AFN) BANREA )] FFY—5—au—
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N— [38, 5—FR (R TZAFRRAFN) Tz=N] XRUXTIF (LEWFE
B63) ZEWTH 6 2 L FEOBIERZITV., EELEHERT,
NEK:74. 0%
IH—NMR (DMSO—dg) :8 2.56 (1H, dd, J=16. 5, 6.
6Hz), 2. 66 (1H, dd, J=16. 5, 5. 7THz), 3. 65 (2H,
d, J=6. 0Hz), 4. 53 (1H, dt, J=8. 1, 6. 3Hz), 7.
32 (14, d, J=8. 7THz), 7. 65 (1H, dd, J=8. 7, 3. 0
Hz), 7. 79 (1H, d, J=2. 7THz), 7. 83 (1H, s), 8. 09
(14, t, J=6. 3Hz), 8. 23 (1H, d, J=8. 1Hz), 8. 3
7 (24, s), 10. 97 (1H, s), 12. 2—12. 9 (2H, br).
#l6 5 : {LEehER 6 5 DILEWDORE
B E LT, 2— [N— (AAVRFVAFI) INVNEAN] TFV—5—-—70
o—N— [3, 5—FR (MY 7AFuaRAFN) Tz=)] RUITIF ((BE
WEES57), KON — (ter t—7 hxY) IAR=Ap—L-UPr (t
er t —7FN) TRFAEBERRNTH 6 1 & AKOBRIEEZITV. BELE
MER/I,
IE: 14. 3%
I'H—NMR (DMSO—d,):86 1. 18—1. 43 (4H, m), 1. 36
(9H, s), 1. 37 (9H, s), 1. 51—1. 64 (2H, m), 2. 84
(1H, t, J=6. 6Hz), 2. 86 (1H, t, J=6. 3Hz), 3. 6
4—3. 68 (2H, m), 4. 02—4. 10 (1H, m), 6. 71 (1H,
‘m), 7. 32 (1H, d, J=8. 7THz), 7. 65 (1H, dd, J=8.
7, 2. THz), 7. 80 (1H, d, J=2. 7THz), 7. 82 (1H, s),
8. 01—8. 06 (2H, m), 8. 37 (2H, s), 10. 93 (1H, s).
#l6 6 : {LAHES 6 6 DILEW
A&z, mRILEBTH S,
RIS : V=T Y v Tt
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HFusa—RFEBE:S71824—6
Ble 7 {LEWESF6 7T OGO
5—/Zmun—2—t Faf%xi—N— [3, 5— X (M) TNVFuRrFIL) 7=
=] RUXTIR F1 (1) oftd¥%: 1. 15g, Smmo 1), YDV
(285mg, 3. 6mmo 1) ®Fr7k FrrJ (1 0mL) BKIZ, K
WT. N, N=VAFNVIANNRELS NI Y K (304pL, 3. Smmo 1)
EMZ, RWTEIRT3. 5RHHEHR L, KNEAPIC NI =F LTI (0.
5mL, 3. 6mmo 1) N, N—=UAFAIANEAL NI ) F(304uL,
3. 3mmo 1), KP4 —VRAFATI/ LYY (110mg, 0. 9mmo
1) 2z, SHIERT2 ORFRERELE, RIFEEGWIC 2 HEER (6mL)
RO (30mL) ZiNxEEETF/VCHH Lk, BT VEEK, ATl
KCHERBES, BAKRREE T b U U A THERESE, BEZBEEEL T, EELEY
DHEREME (1. 29g, 94. 2%) 2HT,
'H—NMR (DMSO—d ) :6 2.81(3H, s), 2. 98 (3H, s),
7.36 (1H, d, J=8. 7THz), 7. 66 (1H, dd, J=8. 7, 2.
4Hz), 7. 80 (1H, d, J=2. 4Hz), 7. 84 (1H, s), 8. 3
5 (1H, s), 11. 03 (1H, s).
#l6e 8 : {LEWES 6 8 DGO RE
5—Zupm—2—t Fr®%Ly—N-— [3, 5—EX (M) T7AFurFi) 7=
=] RXTIN B (1) ofbé¥m; 0. 20g, 0. 52mmol) @
Y Yr (3mL) WKIZ, N, N=VxFNVIAREL V7] F(80uL,
0. 63mmo 1) &Mz, 6 0OCT4RMER L, RINEAYE 2R EHER
CHIF, FiR=F A TR L7, B REK, AKX CIERES., &
KRBT b Y U ACTHRER, BHEEZBEEEL ROV EERZ S Y e =
=T/ n—~FF o TREL LT, EEbewOEERkES (231, 2mag,
92. 1%) Bk,

'H—-NMR (CDC1,):8§ 1. 16 (3H, t, J=7. 2Hz), 1. 2
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0 (8H, t, J=7. 2Hz), 3. 41 (2H, q, J=7. 2Hz), 3.
45 (2H, q, J=7. 2Hz), 7. 05 (1H, d, J=9. 0Hz), 7.
44 (1H, dd, J=9. 0, 2. 7THz), 7. 62 (1H, s),7. 70
(1H, d, J=2. 7Hz), 8. 09 (2H, s), 9. 25 (1H, s).
#6 9 : ILAYWER6 9 DIEMOEE

5—/nm—2—t Fe¥d—N— [3, 5—ER (MY T7AFaAFIN) T=
AT RUZXFIE 1 (1) ok ; 0. 20g, 0. 52mmol) @
FrSbRr75y (3mL) KHRKIC, N—2FNV—N—7 =)V /W38 A
A7 U R (105. 8mg, 0. 6 2mmol), PJZFATIV (0. 2m
L, 1. 43mmo 1), 4—YAFATI LYYV (10meg) ZMA, ZiE
IR L, RRES R AERIC ST, BT T LTI Ui, BRRRT
FOIBEk. BFIAEK CIEREE, EARREET ) v A THREBK, BEEZREE
BELTEMNEEERAL Y Futrz—F )b,/ n—~F T TRETE L T,
E%m%%@aé%$(239.3mg,89.0%)&%&0

IH—NMR (DMSO—d,) :6 3. 28 (3H, s), 7. 15—7. 34
(54, m), 7. 39 (1H, d, J=8. 4Hz), 7. 66 (1H, dd,
j=8. 7, 2. 4Hz), 7. 81 (1H, d, J]=2. 4Hz), 7. 87 (1
H, s),8. 34 (2H, s), 11. 00 (1H, s).

#70 : {LAMES T 0 DLEMDORE

EB L LT, 5—Zur—2—t Fexy—N— [3, 5—tEX (F)T7ndm
AFN) Te=m] RUXTIF HL (1) ofedd), RE1 -l ory
AR=vrul RERWCH 6 9 LRKOBRELTV., BELEWERT.
N*L:70. 4%

IH—NMR (DMSO—d,) :§ 1. 71—1. 81 (4H, m), 3. 19
(2H,t,J=6.6Hzx 3. 45 (2H, t, J=6. 6Hz), 7. 3
7 (14, d, J=8. 7Hz), 7. 66 (1H, dd, J=8. 7, 2. TH
z), 7. 79 (1H, d, J=2. 4Hz), 7. 85 (1H, s), 8. 34 (2
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H, s), 11. 03 (1H, s).

Bl7 1 LEHEET1OEMORE

5—Zpnu—2—t Faxdy—N-— [3, 5—EX (MU T7AFBRAFN) T=
=A] RUXTIR Bl (1) ofkd®m; 0. 20g, 0. 52mmol) @
FrSe Furz5y (SmL) KWEKIK, EAT74—Vr—4—ANR=prn
YR (73pxL, 0. 62mmo 1), NV =FA7Iv (0. 2mL, 1. 43
mmo 1), 4—VAFAFTI/EYIY (10mg) ZME, FEIET2 MR
Uk, RISIBEME FEIRIC DT, BT/ TR Ui, Bilt=F LB %7k,
S A K CIER PEY, EKRRERT MU U A CESRE, WHEBREERLTRHD
NIRRT E Em Tl 1~ B LT SR A 0
HeEmEk (2837, 2meg, 91. 8%) &/,

1H—NMR (DMSO—d,):8 3.35(4H, s), 3. 54 (4H, s),
7.37 (1H, d, J=9. 0Hz), 7. 68 (1H, dd, J=9. 0, 3.
OHz), 7. 83 (1H, d, J=2. 7Hz), 7. 87 (1H, s),8. 3
9 (2H, s), 11. 06 (1H, s).

72 ALEWEFT 2 DILEMDELE

ERlL LT, 5—2Zrr—2—k Fuf%d¥—N-— [3, 5—EX (M) 7dn
AFN) Tz=p] RUITIER Bl (1) ofbe). K04 —AFrex7
Dr—1—IAR=pruY FEHAWTH 6 9 L AROBIEZTV., EELEY
- o

L :69. 9%

I1H—-NMR (CDC1,):68 2. 28 (3H, s), 2. 34—2. 44 (4
H, m), 3. 60—3. 73 (4H, m), 7. 02 (1H, d, J=9. OH
z), 7. 33 (1H, dd, J=8. 7, 2. THz), 7. 61 (1H, s),
7. 65 (1H, d, J=2. 4Hz), 8. 05 (2H, s), 9. 18 (1H,
s).

Hl7 3 (LEWBE 7 3DIEmORE

174



WO 03/103656 PCT/JP03/07127

Ny 734—R4FY (549mg, 1. 8 5mmol) ¥ Z7ur=xz¥y (10m
L) WIRIZ. KB T A VY =_aF BoFL (786mg, 5. 00mmo 1),
M) =FAT7 IV (506mg, 5. 00mmo 1) O¥ruuxf (5mL)
WikEMAZ, BRT1IREESR L, BHNREWERERE L TERLONIRER
FhoeRrrJr (10mL) CBML, XK&GET, 6—7/ru—2—b X
v—N— [3, 5—FR (MY ZAFuRrFN) Z==4] RUXT IR (fi1
(1) ofb&¥%; 1. 92g, 5. 00mmo 1) ®»F S kFrrZ» (10
mL) WK, PV=FA7Iv (549mg, 5. 00mmo 1), 4 —YAFN
FTI/JPYUYr (100mg) #Mx, BET3 2HEER L, SREWZ
FERKISI CUEE . BEABEEE L TEONEZRERZV VISV T A1
2 NS5 T74— (n—~FHy FBEzFL=3:1) THRELT EELEY
DEfERES (1. 814g, 64. 0%) &k,

IH—NMR (CDC1,):6 1. 25 (3H, t, J=7. 2Hz), 1. 6
3—1. 73 (2H, m), 1. 95—2. 00 (2H, m), 2. 48—2. b5
8 (1H, m), 3. 05—3. 13 (1H, m), 3. 18—3. 25 (1H,
m), 4. 08—4. 18 (2H, m), 4. 15 (2H, q, J=7. 2Hz),
7. 05 (1H, d, J=9. OHz), 7. 42 (1H, dd, J]=9. 0, 3.
0Hz), 7. 62 (1H, s), 7. 69 (1H, d, J=2. 7THz), 8. 0
6 (2H, s), 9. 13 (1H, s).

7 4 {bBWEEST 4 0{LEHORE

5—zuu—2— {[4— (= FFTHAR=)V) BRYD U —1—A V] TR
=AY FFY—N— [3, 5—ER (M) TZAFRATFN) T==4] XUXT
IR (UkeER73:504mg, 0. 889mmol) ®F+FebFurs
> (1 0mL) ¥WKIZ, K (0. 6mL). RHE (2 OF) ZzMx, 60TCTH
BRI LT, RRRA Y 2 RIRE THAIR. KK H T, i LB E 2388,
 EER=FL n—~FTURLERERE LT, EELERORERSE (419, 8
mg, 87. 6%) &fF7,
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IH—NMR (DMSO—d,) :6 1. 24—1. 34 (1H, m), 1. 39
~1. 51 (1H, m), 1. 77 (2H, d, J=12. 3Hz), 2. 38—
2.46(1H,ﬁ%2.90(1H,t,J=11.4Hﬂ,3.08(1
H, t, J=12. 0Hz), 3. 80 (1H, d, J=12. 0Hz), 4. 0
9—4. 07 (1H, m), 7. 36 (1H, d, J=9. 0Hz), 7. 66 (1
H, dd, J=8. 7, 2. 7THz), 7. 80 (1H, d, J]=2. 4Hz),
7. 82 (1H, s), 8. 36 (2H, s), 11. 03 (1H, s), 12. 2
1 (1H, brs).

B75 :{bEWEST5OLEHORIE

ERL LT, 5—Zuue—2—t Fu*xy—N— [3, 6—X (M) T4 nm
z%w)7xzw1&yf7iﬁ(%1(1)@&%%L2wﬁfi/vm@9x
F & FINTH 7 3 L REROBIELTV. BELERERT.

WL :64. 4%

1H—NMR (DMSO—d ) :86 1.11(1H, t, J=7.5Hz), 1.
13 (1H, t, J=6. 9Hz), 4. 01 (2H, q, J=7. 2Hz), 4.
02 (2H, q, J=6. 9Hz), 4. 08 (2H, s), 4. 27 (2H, s),
7.29(1H,d,J=9 OHz%7.67(1H,dd,J=8.7,2
AHz), 7. 80 (1H, d, J=2. 4Hz), 7. 84 (1H, s), 8. 3
7 (2H, s), 10. 98 (1H, s).

B7 6 (LEMEET 6 DLEMORE
ﬁﬂkbf\2—{N,N—BXHxF#VWwﬁ:W)}?w]ﬂwx%4w}
FExL—5—ruu—N— [3, 5—FERX (F)ZAFuRAFN) T==/v] N
VAT IR ((bAWEST5) BAWCH 7 4 L AKROBELITY., EELED
o=

INE:36. 5%

IH—NMR (DMSO—d ) :8 3.98 (2H, s), 4. 18 (2H, s),
7.28X1H,d,J=8.7Hzx7.67(1H,dd,J=8.7,z
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7Hz), 7. 79 (1H, d, J=2. 7THz), 7. 82 (1H, s), 8. 3
5 (2H, s), 10. 96 (1H, s), 12. 75 (2H, brs).

#7 7 ABWERT TOEHORE

(1) 5—7mE—2—tb k¥ —N— [3, 5—ER (M) 7rFurFi)
To=pV] XRUXTIF

EE LT, 5—7aEHUFAE, RR3, 5—tX (M) T7AFurFiu)
FoUrEBANTHL (1) ERBO®REZITV., BELLEVERT.

X% :88. 5%

I1H—NMR (DMSO—d,):6 6.98 (1H,d, J=8. 8Hz), 7.
59 (1H, dd, J=8. 8, 2. 8Hz), 7. 83 (1H, s), 7. 98
(1H, d, J=2. 8Hz), 8. 43 (2H, s), 10. 82 (1H, s),
11. 37 (1H, s).

(2) 5—FuE—2— (EAT7x—Y /) ANR=N) THY—N—- [3, 5—
PR (N ZAFurFu) ZJ==p] RUXT7T IR (WEWMESTT)

BB e LT, 5—7uE—2—k Fexd—N— [3, 5 —ER (M) 7Am
AFN) Tem] RUXTIF, ROEAN T3+ —Y v—4d—HNR=7m Y
RERWTH 7 1 L FRBEOBRIEEZTV, BELEVERT

INR:87. 1%

1H—NMR (CDC1,):8 3.59—3. 70 (8H, m), 7. 01 (1
H, d, J=8. 7Hz), 7. 55 (1H, dd, J]=8. 7, 2. 4Hz),
7. 63 (1H, s), 7. 80 (1H, d, J=2. 1Hz), 8. 05 (2H,
s), 8. 99 (1H, s).

#7 8 : {LBMEE T 8DILEMDIEE

(1) 5— [(1, 1= AFN) =FNV] FVFNLER

5— [(1, 1—UAFN) =FA] —2—b Faxv_UX7A7TE R (2. 1
5g, 12. lmmol) 1, 4—Y4F¥> (100mL), /K (4 0mL) &
W ALV T 7 I V(1. 76g,18. 1mmo 1), VVE—FT I T A(T7.
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33¢g, 47mmo 1) &Mz, ZOBEYC, KET, BERRT NI VA
(1. 76g, 15. 5mmo 1) OKEEK (10mL) ZHFL. 1RHREHRL
. WNTZ DRSS, EBF Y YA (1. 80g, 14. 3mmo 1)

EM%. 3045BBERELEL, RSEAYCREREMApHEZ1ELE, 1, 4
— DAV U ERBEEE L TE LN ERELERR T TV CHIH Ulc, AHE 2K,
PRI At K CLRE L. EARR~ 2V 7 ATHER L, REZBEERL TR
B EEE N —~F U CRBESE LT EELemoReEhR (1. 81 g,

77. 4%) EEI

IH—NMR (DMSO—d,):8 1. 26 (9H, s), 6. 90 (1H, d,

J=9. 0Hz), 7. 58 (1H, dd, J=8. 7, 2. 4Hz), 7. 75
(1H, d, J=2. 4Hz), 11. 07 (1H, brs).

(2) 5— [(1, 1—=YAFN) =FA] =FA—2—k FeFdy—N— [3,
5—tR (MY ZAFaAFN) Tz=V] RUXTIF

EEIE LT, 5— [(1, 1—YAFN) =FA] $UFAER, KRS, 5—EXR
(R ZhdurFr) 72D rEAVTHL (1) LFRFROBREZITV., BRE
fe&hzBic,

g : 53. 8%

IH—NMR (DMSO—dg): 1. 30 (9H, s), 6. 96 (1H, d,

j=8. 7THz), 7. 50 (1H, dd, J=8. 7, 2. 4Hz), 7. 82
(1H, d, J=2. 4Hz), 7. 83 (1H, s), 8. 46 (2H, s), 1
0. 80 (1H, s) 11. 12 (1H, s).

(3) 5— [(1, 1—=VRAFN) =FA] —2— (BT H—Y ) INE=V)
F%3] —N— [8, 5—FX (FY7AFRRAFIL) Tz=p] XRUATIF
(ba¥ES 7 8)

FL LT, 5— [(1, 1—YAFA) =FA] —2—t Faky—N— [3,
5—F2R (F)7ZAFuRrAFN) Tomp] RUXTI R, ROEAT7 A=V ¥
—A—FABE=Aru ) REANCH 7 1 & REOBIERZITV. BELEVER
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7o

N%E:95. 0%

1I—-NMR (CDC1,):8 1. 35 (9H, s) 3. 60—3. 67 (8
H, m), 7. 05 (1H, d, J=8. 4Hz), 7. 64 (1H, dd, J=
8. 7, 2. 4Hz), 7. 64 (1H, s), 7. 74 (1H, d, J=2. 7
Hz), 8. 12 (2H, s), 9. 02 (1H, s).

W79 LB WERT 9 DEHOEE

(1) 2—t Fuxy—5— Y ZAFuAFAV—N- [3, 5 —¥RX (FU 7
AFa AFN) Tem)] RUXTIER

EEE LT, 2—b Faxi—5— (b 7adurFr) ZRER. KO3,
5—tR (FUZAFRAFA) T=UrERWTHL (1) LRAKROREETT
W, EELe R,

WK :44. 7%

1H—NMR (CDCl,, 8§):7.17 (1H, d, J=9. 0Hz) 7. 7
o—-7. 75 (2H, m), 7. 86 (1H, s), 8. 17 (2H, s), 8. 3
5 (1H, s) 11. 88 (1H, s).

[2—t Frdd—5— (MY TZAFaAFN) BREBR: [ FI ANV TV
Fp—a—F 4 AN+ T VT 4 (Chemical & Pharmaceutical Bulletin) ],
19964, H44%, 45, p. 734—T74588]

(2) 2— (BATA—Y I INR=)V) XY —5—-+) TFuarFV—N
—[3, 5—EX (Y TAFBRRAFN) Tx=] RUXTIN ((LEBES
79)

FEEL LT, 2—t Fexy—5— ) 7AFdrAFAV—-N—[3, 5 —EX (b
JyoadurFL) Tzl SUXT IR, RBEAT 3 —Y 2 —4—TVR
=azul) FEAWTE 7 1 LRBOBREEZTV., BELEwERT,
Ix&:83. 6%

11— NMR (DMSO—d,) :86 3. 30—3. 38 (2H, m), 3. 48
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—~3. 58 (6H, m), 7. 59 (1H, d, J=8. 4Hz), 7. 87 (1
H, s), 8. 01 (1H, ddd, J=8. 4, 2. 4, 0. 6Hz), 8. 1
3 (1H, d, J=2. 1Hz), 8. 39 (2H, s), 11. 14 (1H, s).
#8 0 : {LAYWESR 8 0 Db DRE

(1) 4—Zum—2—t Fexi—N— [3, 5—EX (M) TZrdurFiN)
Txz=)V] RUVAT IR

EBlE LT, 4—ZuadUFLm RS, 5—EX (FI7AFEAFN)
FoUYEANCHL (1) LFABOBRELTV., EELEWERT,

E: 55. 8% .

1H—NMR (DMSO—dg:8 7. 05—7. 08 (2H, m), 7. 84
—7.87 (2H, m), 8. 45 (2H, s), 10. 84 (1H, s) 11.
64 (1H, brs).

(2) 4—zuu—2— (EATH—V /) ANVR=V) FFY—N—- [3, 65—
Ex (FYTZAFRAFL) Te=mp] RUAT IR ((LEWES80)
EElL LT, 4—7nuu—2—t FrFy—N-— [3, 56—t X (hUT7anm
AFN) Tzmp] RUXTIR, ROEAT =Y V=4 —ANVE=rTnr])
REEWCH 7 1 & RBROBELITV., EELEYERT.

XL :84. 1%

IH—NMR (CDC1,) :8 3.56—3. 68 (8H, m), 7. 18 (1
4, d, J=1. 8Hz), 7. 35 (1H, dd, J]=8. 4, 1. 8Hz),
7. 64 (1H, s), 7. 67 (1H, d, J=8. 4Hz), 8. 08 (2H,
s), 8. 91 (1H, s).

B8 1 : LAWER 8 1 D{LEhDiE
(1)2—EFH%V—5—E~F—N—[3,5—8%(%97wﬁu%?w)
Tz=] RUAT IR
ﬁﬂbLT\S—EwF%U%W@\&@B,5~Hx(%97w%u%?w)
F=UrERWNTH L (1) ERABERBELTV. EBLEDERT.
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NE:62. 2%

11— NMR (DMSO—d,):8 6.86 (1H, d, ]=8. 4Hz), 7.
74 (1H, dd, J=8. 7, 2. 4Hz), 7. 84 (1H, s), 8. 13
(14, d, J=2. 1Hz), 8. 84 (2H, s), 10. 82 (1H, s),
11. 41 (1H, s).

(2) 2—b Fue%y—5—7==A—N— [3, 5—EX (b 7NFrRAT
) Tz=A] RUATIF

2—b Fu%y—5—3—F—-N-—[3, 5—X (MY T7AFRRAFN) T=
=Nl _RyR7IF(200mg, 0. 42mmo 1), M1, 2—VA X =T
&y (3mLl) Wi, TVIVEHEET. 7 I7F A () 7 == T4 —A
I43) RSP A (16mg, 0. 0014mmo 1) ZMx, BERTH57H
B L, ROTVE Fedyv7z=nR5 Y (5 7meg, 0. 47mmo 1),
1mo | /LREEF MV w7 AKEHK (1. SmL) #MMA. 2 ReMAEG L7,
KIGEAMEZREE CAR%, FERCHT. BR-F AV THH L, R
VB R, BTEEA CIER S, EARET Y ¥ A CREBR, BEZBEE
ELTCELNEBEE YV IFAAVIT A uw v T T 74— (n—~FV v 1 B
BrFL=6:1—3:1) THELT, EELevopeRE (109mae,
61. 1%) 287k,

1H—NMR (DMSO—d,):8 7.12(1H,d, J=8.7Hz), 7.
33—7. 38 (1H, m), 7. 48 (2H, t, J=7. 6Hz), 7. 67
—7.70 (2H, m), 7. 79 (1H, dd, J=8. 4, 2. 4Hz), 7.
87 (1H, s), 8. 17 (1H, d, J=2. 4Hz), 8. 49 (2H, s),
10. 92 (1H, s), 11. 41 (1H, s).

(3) 2— (EAT4—Y ) HAR=N) FFV—5—T==/—N— [3, 5
—ER (R ZAFURAFA) Tz=i] RUXT IR (hEWEZ8 1)
EEE LT, 2—b Fe¥y—5—7==—N— [3, 5—R (F)7F

BRAFN) FTr=] RUIXT IR, ROEAT A=YV —4—FAR=psnm
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U RERAWTH 7 1 L FROBERZITY, EELEMERT

E:91. 4% |

IH—NMR (DMSO—dg) : § 3.30—3.39(2H,mx 3. 48
—3. 61 (6H, m), 7. 839—7. 45 (2H, m), 7. 49—7. 54
(2H, m), 7. 76—7. 79 (2H, m), 7. 85 (1H, s), 7. 90
(14, dd, J=8. 7, 2. 4Hz), 8. 01 (1H, dJ=2. 4Hz),
8. 43 (2H, s), 11. 05 (1H, s).

%8 2 : {LEWESE 8 2 DILAEHDEE

(1) 3—b Fu%y—N— [3, 5—EX (F) TAFEAFA) 7x=1]
—2—F7F7IF

EEE LT, 83— Raxvrr7&Lr—2—FARVE, KO3, 5—EA& (b
YIAFRAFN) T2 rERWTHL (1) &RABEOBERZITV. EELE
R =

INE:46. 9%

IH-NMR (DMSO—d,):6 7. 36—7. 41 (2H, m), 7. 50
—7. 55 (1H, m), 7. 79 (1H, d, J=8. 2Hz), 7. 85 (1
H, d, J=0. 6Hz), 7. 96 (1H, d, J=8. OHz), 8. 51 (2
H, s), 10. 98 (1H, s), 11. 05 (1H, s).

(2) 83— (EBNTA—=V ) INKR=)) %Y —N- [3, 5—EX (b7
NABRAFN) T==A] —2—FT7 T IF ({LEWESFS 2)

BB LT, 83—k Fu®y—N— [3, 5—FX (M) TZAFARRAFN) T=
=n] —2—FZ7RT7IPR, ROEAT =V —A4—TNAR=ral REH
WCH 7 1 L RBOBIEEZTV., EELEMERT,

EL:81. 2%

'H-NMR (DMSO—d,):6 8. 42—3. 65 (8H, m), 7. 59
—7.70 (2H, m), 7. 82—7. 87 (2H, m), 7. 99 (1H, d,
J=7.8Hz), 8. 09 (1H, d, J=7. 8Hz), 8. 38 (1H, s),

182



WO 03/103656 PCT/JP03/07127

8. 46 (2H, s), 11. 15 (1H, s).

%8 3 : {LAMEE 8 3D{LEMDRE

(1) 2—t Fu¥s—N— [3, 56—EX (M) ZAFduRAFN) T==)1]
—1—F7F73F

EEE LT, 2—b FrFiFr7xLry—1—VRVE KO8, 5 —EX (b
JoAFuAFA) FToUUEROVTHL (1) LRBOBELITV., FEELE
YEET.

RL:30. 2%

1H—NMR (DMSO—d ) :6 7.27 (1H, d, J=8.8Hz), 7.
32—7.38 (1H, m), 7. 45—7. 50 (1H, m), 7. 72 (1H,
d, J=8. 5Hz), 7. 82—7. 93 (3H, m), 8. 50 (1H, s),
10. 28 (1H, s), 11. 07 (1H, brs).

(2) 2— (FATH—V ) ANR=NV) FFY—N— [3, 5—ERX (FI 7
NFBRAFN) Te=p] —1—FT7 T IR (bEHES8 3)

EE L LT, 3—bk Fafi—N— [38, 5—EX (MY T7AFRAFIN) T=
=] —2—FT7FT7IR, RKOEAT 3=V —A4—INR=rrul FEH
WTHI 7 1 & RAEEOBRIERTV., BEEEYERTS

NEL:98. 0%

IH—NMR (CDC1l,) :8 3. 43—3. 67(8H, m), 7. 25 (1
H, d, J=9. 0Hz), 7. 54—7. 65 (2H, m), 7. 69 (1H,
s), 7. 92 (1H, d, 7. 8, 2. 1Hz), 7. 98 (1H, d, J=9.
OHz), 8. 08 (1H, d, 8. 1, 1. 2Hz), 8. 20 (2H, s), 8.
92 (1H, s).

%8 4 : {LEHBEE 8 4 DILEMDELE

(1) 5—ruau—N— [2—Zru—5— () TZrturFN) 7==/)V]
—2—b I XUXTIF

EEL LT, 5—ZuuyyFimgm kt2—suna—5— (M) 7rduirF
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V) T=UrERNCEL (1) LREBROBERTV. BELESHER
NE:49. 1%

IH—-NMR (DMSO—d,):6 7.09 (1H,d, J=9. 0Hz), 7.
53 (1H, dd, J=9. 0, 3. OHz), 7. 65 (1H, dd, J=8.
4, 2. 7THz), 7. 83 (1H, d, J=8. 4Hz), 7. 98 (1H, d,
Jj=3. OHz), 8. 88 (1H, d, J=2. 7Hz), 11. 14 (1H,
s), 12. 39 (1H, s).

(2) 5—7mu—N— [2—/nru—5— (M) TNt RAFN) 7==)v]
—o— [(EATx—Y ) INR=N) THY] RUXTI K (bEWEZ84)
FEEE LT, 5—Zun—N— [2—2uu—5— (R TAFarFN) 7=
=] —2—b FaFiRUATIR, ROEATZ 4+ — )V —4—HNVR=)VT
BY RERAWNTH 7 1 & FEOBERTO. EELENERL,
E:95. 1%

IH—NMR (CDC1,):6. 3. 54—3. 68 (8H, m), 7. 14 (1
H, d, J=8. 7THz), 7. 835—7. 39 (1H, m), 7. 50 (1H,
dd, J=8. 7, 2. 7Hz), 7. 54 (1H, d, J]=8. 4Hz), 7.
84 (1H, d, J=2. 7THz), 8. 61 (1H, s), 8. 87 (1H, d,
J=1. 8Hz).

#8 5 : {L&HEE 8 b DLEMDELE

(1) 5—7m®—N— [2—Z2mru—5— (M) TZrtarFiu) 7==)]
—2—t Fuefy_UX7IFN

BEB L LT, 5—7uEeH I FAm, kK2—2rnu—5— (b 7FuRrF
A) T2V rERWTHL (1) ERBEOBRERZTV. BELEMER.
XK :34. 2%

IH—NMR (DMSO—d ) :§ 7.04 (1H, d, J=8. 7Hz), 7.
56 (1H, ddd, J=8. 1, 2. 4, 1. 2Hz), 7. 64 (1H, dd,
j=8. 7, 2. THz), 7. 83 (1H, dd, J=8. 1, 1. 2Hz),
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8. 11 (1H, d, J=2. 7Hz), 8. 87 (1H, d, J=2. 4Hz),
11. 12 (1H, s), 12. 42 (1H, s).

(2) 5—7BE—N— [2—Zru—5— (M) TAFRAFN) 7==)V]
—o— [(EATH+—Y I INR=N) FFY] RUAXTIR ((baWES85)
FEEE LT, 5—72E—N— [2—Zuu—5— (M) TZAFRAFI) T=
=] —2—b RFudxi_RUATIR, RBEAT A=Y V=4 —ANVR=)VT
ol RERNTH 7 1 LRABOBELZITV., BELEVERT.

NE: 68. 1%

1 —NMR (DMSO—d,) :86 3. 30—3. 75, (8H, m), 7. 2
9 (1H, d, J=8. 4Hz), 7. 67 (1H, dd, J=8. 4, 1. 8H
z), 7. 78 (1H, dd, J=8. 4, 2. 4Hz), 7. 83 (1H, d,
Jj=8. 4), 7. 91 (1H, d, J=2. 4Hz), 8. 04 (1H, d, J
=2. 1Hz) 10. 39 (1H, s).

%8 6 : LAYWEE 8 6 DILEMDELE

(1) 5—7mE—2—k Fexy—N—[2—AFF¥—5— (P TR
AFN) Te=)] RUXTIF

EBE LT, 5—7 ey FAfp, KO2—RAbFy—6— (b T7FRA
FN) T rERAWTHL (1) FROBIEELITV, FEELEMERI
REL:71. 3%

IH—-NMR (DMSO—d,):8 3. 99 (3H, s), 7. 03 (1H, d,
Jj=9. 0Hz), 7. 30 (1H, d, J=8. 7THz), 7. 47—7. 51
(1H, m), 7. 61 (1H, dd, J=9. 0, 2. 4Hz), 8. 10 (1
H, d, ]J=2. 4Hz), 8. 82 (1H, d, J=2. 1Hz) 11. 038 (1
H, s), 12. 19 (1H, s).

(2) 5—FBE—N—[2—A+FL—5— (FYTARRAFN) 7==)V]
—o— [(EATF—Y I INR=L) FFV] XRUXTIR (LEWES86)
EEL LT, 5—7uE—2—tb kP —N— [2-2+F¥—65— (bU7
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AFBRAFA) Tz=V] RUATIF, ROV T =V —4—TR=)v
ryual) REAWTH 7 1 & RBEOBRIEEZITV., EELEMERI.
XEL:94. 9%

II—NMR (CDC1,) :8§ 3. 52—3. 65 (8H, m), 3. 94 (3
H, s), 6. 98 (1H, d, J=9. 0Hz), 7. 10 (1H, d, J=8.
4Hz), 7. 37—7. 41 (1H, m), 7. 62 (1H, dd, J=8. 7,
o. 7THz), 7. 89 (1H, d, J=2. 4Hz), 8. 52 (1H, s), 8.
84 (1H, d, J=1. 8Hz).

B8 7 : (kAW EE 8 7T DEMDORE

(1) 5—7mrE—2—b FaFy—N— [8—A+FT—5— (FDT7AFH
AFN) Txz=m] RUXTIR

EE LT, 5—7aEF U FAE, RO3—A XY —5— (b TAARA
FA) T rEANCHL (1) EREOBRELZTV., BELEWERT,
L :58. 8%

1H—-NMR (DMSO—d,):8 3.85 (3H, s), 6. 98 (1H, d,
j=8. 7Hz), 7. 03 (1H, s), 7. 67—7. 61 (2H, m), 7.
77 (1H, s), 8. 00 (1H, d, J=2. 4Hz), 10. 57 (1H,
s), 11. 56 (1H, s).

(2) 5—7mE—-N—[3—RArFV—5— (F)TNFRAFN) 7==)V]
—o— [(BATH+—Y I INR=L) FHV] RUATIF (LEWES8 T)
EEE LT, 5—7uE—2—k RFexd—N— [3—-AF¥—5— (FU7
AFaRFN) Teoh] RUXT IR, ROEAT =) —4—TVR=v
ryay) REAWTH 7 1 L REO®BRERZITV., BELEMERT.

= : 85. 8%

IH—NMR (CDC1,):8 3.56—3. 66 (8H, m), 3. 87 (3
H, s), 6. 92 (1H, m), 7. 03 (1H, d, J=8. 7THz), 7. 2
3 (1H, m), 7. 57—7. 61 (2H, m), 7. 83 (1H, 4, J=2.
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7Hz), 8. 54 (1H, s).

58 8 : {bEMES 8 8 DILEMDHE

(1) 5—7aE—N— [2—/nu—4— (R TNFRAFNL) T==)V]
—2—t FeFyRUXTIR

EEE LT, 5—7 g Y FAER, K2—7sur—4— (M T7rdr2AF
A T=UrEANCE L (1) LRBOBRELTY., BELERERET,
NE:834. 9%

I1H—NMR (DMSO—d ) :8 7.04 (1H, d, J=8. 7THz), 7.
64 (1H, dd, J]=8. 7, 2. 7THz), 7. 79 (1H, dd, J=9.
0, 2. 1Hz), 7. 99 (1H, d, J=2. 1Hz), 8. 11 (1H, d,
Jj=2. 4Hz), 8. 73 (1H, d, J=9. 0Hz), 11. 15 (1H,
s), 12. 42 (1H, s).

(2) 5—7uE—N— [2—Zum—4— (M) TZAFuXFN) 7 = =)V
—o— [(EATZx—Y I HINB=N) FHY] RUXTIF (LEWE8 8)
EEL LT, 5—7u®E—N— [2—2Zun—4— (M) IAFRAFN) T=
=A] —2—t FuFIR_RUXTIR, ROELVT =) v —4—HVR=vT
vy REAWTH 7 1 & RBEOBRIEEZITV., BELEYERT.

L :93. 5%

1I—NMR (CDC1,):8 3.54—3. 68 (8H, m), 7. 08 (1
H, d, J=8. 7Hz), 7. 61 (1H, d, J=9. OHz), 7. 66 (1
H, dd, J=8. 4, 2. 4Hz), 7. 69 (1H, d, J=1. 8Hz),
7.99 (1H, d, J=2. 4Hz), 8. 65 (1H, s), 8. 70 (1H,
d, J=8. 7THz).

%18 9 : {LEWBEE 8 9 DILEMDORE

(1) 5—r7uu—N— (3, 5—Y7uur==/) —2—k FrFi X
7F

ERL LT, 5—ZunyyFim kU3, 5—Yrsrur7=UrERVTH
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1 (1) :LFREOBEERITV., BRI ERT.

NE:41. 2%

'H—NMR (DMSO—dg:8 7.03 (1H,d, J=9.0Hz), 7.
36—7.37 (1H, m), 7. 48 (1H, dd, J=8. 7, 2. THz),
7. 83—7. 84 (3H, m), 10. 56 (1H, s), 11. 44 (1H,
s).

(2) 5—Z7muE—N— (3, 5—YZunrz==,l) —2— [(ENx7x—V/
HAR=N) AxV] RUXTIF (bEWEZ8 9)

EgE LT, 5—mrn—N— (38, 5—Y/uury==)V) —2—t Fex¥
RYUZXFIR, ROEA 7 —Y v—A—hrR=rrul FERAVWTHI7 1L
FiEOBREZITV. BELEWER.

IN%L:83. 2%

I1H—NMR (DMSO—dg):8 3.33(2H, s), 3. 53 (6H, s),
7. 34—7. 37 (2H, m), 7. 65 (1H, dd, J=8. 7, 2. 7TH
z), 7. 74—7. 76 (3H, m), 10. 74 (1H, s).

#1190 : {LEWBEE9 0 D{LEMDEE
(1)5—fu%—N—{3,5~Ex[ﬂ,1—9%?»):f»j7;:w}
—2—b FrFI_UXTIF

ERE LT, 5—7ued Y FAm, E03, 5—EX [(1, 1=YAFN) =
FA] TV rEANTH L (1) LREOBERTV, EELEMERT.
NL:45. 2%

1H—NMR (DMSO-—d,, 6):1. 30 (18H, s), 6. 95 (1H,
d, J=8. 7THz), 7520(1H,t,1=1.5HzL 7. 56 (2H,
d, J=1. 5Hz), 7. 58 (1H, dd, J=8. 7, 2. 4Hz), 8.
12 (1H, d, J=2. 7THz), 10. 39 (1H, s), 11. 98 (1H,
s).

(2)5—7u%—N—{3,5—62[“,1—9%?»)x?»]7;:w}
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o [(EATF—Y I HAAR=A) FFV] RUXTIF (LAEMET 9 0)
EE L LT, 5—7wE—N— {3, 5—E2x [(1, 1—YXFN) =FN] 7
I:w}—Z—EPH%V&VinP\&ﬁ%w7f~vy—4—ﬁwﬁ:w
yay REEWTH 7 1 & ABOBRERTV. EELaVERT,
NZK:93. 6%

IH—NMR (CDC1,):6 1.33(18H, s), 3.54—3. 64 (8
H, m), 7. 05 (1H, d, J=8. 4Hz), 7. 22 (1H, t, J=1.
5Hz), 7. 44 (2H, d, J=1. 5Hz), 7. 59 (1H, dd, J=
8. 7, 2. THz), 7. 87 (1H, d, J=2. 1Hz), 8. 13 (1H,
s).

B9 1 {LEWES 9 1 DikahoiE

(1) 5—Zmru—2—t Fuxy—N-—[2, 5—EX (F) 7AFRAFI)
=)V RUOXT IR

FEE LT, 5—Zuuad Y Fam B2, 5—EX (M) 7ArdaiFi)
FoUvERNTHIL (1) LRERBEZTV., BERLLEVERT.

XK : 3. 6%

IH—NMR (CDCl,):8 7. 03 (1H, d, J=8. 7THz), 7. 4
3—7.48 (2H, m), 6. 61 (1H, d, J=8. 1Hz), 7. 85 (1
H, d, ]=8. 4Hz), 8. 36 (1H, brs), 8. 60 (1H, s), 1
1. 31 (1H, s).
(2)5—7mm—2—(%W7ﬁ~U/ﬁWﬁ:W)¢%V—N—[2,5—
Ex (MY ZAFEAFL) 7==A] RUATIF (LEBETO 1)
EBlLLC, 5—runr—2—k Fa¥y—N- [2, 56— () TNFH
f%w)7x:w]&Vf7iP\&@%W?%~UV—4—%»$:»&HU
REAWTH 7 1 L REOBRIERITV, BELEWERT.

XE:92. 1%

IH—NMR (CDC1,):6 3.55—-3. 69 (8H, m), 7. 12 (1
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H, d, J=8. 7Hz), 7. 50 (1H, dd, J=8. 4, 2. 4Hz),
7. 57 (1H, d, J=8. 4Hz), 7. 81 (1H, d, J]=8. 4Hz),
7. 82 (14, d, J=2. 7Hz), 8. 41 (1H, s), 8. 59 (1H,
s).

B9 2 : {LEMEE9 2 D{LEMDEE

(1) 4—FuE—2, 2, 6, 6—F FFAFL—3, 6 —~TFEIF [a
—TRE—VERUAL A Z ]

2, 2,6, 6—FFIFIRAFN—3, 5—~TELTFTy (VERRLVAZ L
1. 00g, 5. 42mmo 1) OMEEMRFE (1 0mL) FWRIC, N-7 2 ¥E
a~IEBBEAIF (965. 8mg, 5. 42mmo 1) ZMi, 2EEHMBGERT
L, RISESHEZIRE CARS, REDZIEB L TREL, BKZBESR
LT, EEAmoRtEE (1. 42, BB 2R,

IH—NMR (CDC1,):8 1.27 (18H, s), 5. 67 (1H, s).
(2) 2—=73/—4— [(1, 1-V2FN) =FA] —65— [(2, 2-TX
FN) Fuvt=)] FTI—N

4—FuaE—2, 2, 6, 6—FFFAFN—3, 5—~"TETFY (a =7
OE—VEREANVAFY ;1. 42g, 5. 40mmo 1), FAFVVT (45
1. 8meg, 5. 94mmo 1), =% /—)v (1 5mL) DOEAWE 2 KHEMNE
B Ui, USRS M & RRE TARE AMREBASRT Y U SKERICH T,
EERR T F )V CHIH L, BT FABEK, MFEHK CIEKEES, FKGRERT
N ATEREE, BEEBRESELTEDNEREEZY 7 an A ZY/ n—~
B TRERL LT, EELAMo AR (1. 23g, 94. 5%) 27,
IH—NMR (CDC1,) :6 1. 26 (9H, s), 1. 29 (9H, s),
5. 03 (2H, s).

(3) 5—7uu—N— {4— [(1, 1=-Y2AFN) =FA] —5— [(2, 2
—DRAFA) FuEF=N] FT—— 2 AN} —2—E FaFI_XU AT
IR
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5—r/uu¥y)FILEE (143. 6mg, 0. 83mmol), 2—73I/—4—
[(1, 1=-URAFA) =FA] —5— [(2, 2—-VAFN) Fuvt=n] F
7Y — (200. Omg, 0. 83mmo 1), Z#HHLY > (40xL, 0. 4
6mmo 1), Zrua~_y¥y (4mL) OEAYE 3 RHMMBUER L, RKIRE
A EERE CHHE., BEZBEREL CRONWCEEZ V) A TNVAT AT
nw N5 74— (n—~FHr:FB=FA=3: 1) THRLT, E&EtE
MoBeEm*x (159, 1mg, 48. 4%) &5k,

IH—NMR (CDC1,):86 1. 33 (9H, s), 1. 35 (9H, s),
6. 99 (1H, d, J=8. 7THz), 7. 43 (1H, dd, J=9. 0, 2.
7Hz), 7. 70 (1H, d, J=2. 7Hz), 10. 52 (2H, br).
(4) 5—Zmpu—N—{4— [(1, 1—V2xAFN) =FN] —5— [(2, 2
—CRAFN) FubFdan] FTS =2 AN} —2— [(FEAVT =V /%
LVR=N) V] RUXTI R (hEWEZ9 2)
ERELTC.5—2smrua—N—{4—[(1, 1-U2F1) =F]—-5—-[(2,
Q—VRAFN) Futt=i] FTS—N—2—AN} —2 -k FrFI X
FIR, ROEA T+ —Yr—4—HAR=rrul RERANTH7 1 &REEKED
BIERITV., EELLEMERT.

INL:93. 1%

IH—NMR (CDC1,):8 1. 32 (9H, s), 1. 33 (9H, s),
3.60 (2H, brs), 3. 75 (2H, brs), 3. 83 (4H, br s),
7.21 (1H, d, J=8. 4Hz), 7. 54 (1H, dd, J]=8. 4, 2.
7Hz), 8. 01 (1H, d, J=2. 7THz), 9. 78 (1H, br s).
#9 3 : {LAWER 9 3DhEHDRIE

5—rmumn—2—t ek —N— [3, 5—EX (M) T7AARAFN) T=
SATRUAFTIR 17U oL (43 (1) okE®H;203me, 0.
50mmo l). FLAFNL (8 5mg, 0. 6 0mmo 1), N, N=VAFN
F+—=NAT7IF (5mL) OEEW% 6 0°CT2REMEA L, BEZBES
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ELCELNEBERVIIFIAITAZuvw T T 74— (n—~FH 2 Ff
BrFl=3:1) THRELT, EEtewoaeFS (156. 9meg, 79.
1%) &H7,

IH—NMR (DMSO—d,):8 3.89 (3H, s), 7. 25 (1H, d,
j=8. 7Hz), 7. 60 (1H, dd, J=9. 0, 2. 7THz), 7. 66
(1H, d, J=2. THz), 7. 84 (1H, s), 8. 43 (2H, s), 1
0. 83 (1H, s).

B19 4 : {LEWES 9 4 DILEMOEE

Bl LT, 5— [(1, 1=VAFN) =FN] —2 -2 FERVREFR, KO
3, 5—tR (MU TZAFERAFN) 7= rE2ANWTHL (1) LREROERME
TV, EEEMEET.

K :75. 0%

IH—NMR (DMSO—d,):8 1.29(9H, s), 3. 89 (3H, s),
7.13 (1H, d, J=8. 7THz), 7. 63 (1H, dd, J=8. 7, 2.
7Hz), 7. 65 (1H, d, J=2. 4Hz), 7. 80 (1H, s), 8. 4
7 (2H, s), 10. 70 (1H, s).

%9 5 : {LEWEE 9 5 DLEmoRE

Bkl LT, 5—Zuu—2—t Fufxd—N— [3, 6 —ER (b T7Fu
AFN) Temp] SUXTIF 1Y ULE (Bl43 (1) ofbe). &
WRIE=F A ZFNTH 9 3 L AEOBIELITV., BELEMERT.

WE: 70. 7%

IH—NMR (DMSO—d ) :8 1.34 (3H, t, J=6. 9Hz), 4.
16 (4H, q, J=6. 9Hz), 7. 23 (1H, d, J=9. 0Hz), 7.
57 (1H, dd, J=9. 0, 2. 7THz), 7. 65 (1LH, d, J=2. 7
Hz), 7. 83 (1H, s), 8. 40 (2H, s), 10. 80 (1H, s).
#9 6 : {LEWER9I 6 DILEHOEE

5—/pu—2—t Frf%d—N-— [3, 56—EX (M) T7AFRAFN) T=
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=] RUXTIR (1 (1) ofké%; 0. 20g, 0. 52mmo 1) @
N, N—UAFAT3—AALTIF (4ml) Wi, A1V 7rEArT7rI F (6
OupuL, 0. 64mmo 1), KEHIV YA (1483. Tmg, 1. 04mmo 1)
%M. 6 0°CT6 0L UL, RNEAMEERE THAR, KiCHIT,
EEf = L CHIH LTz, EFRFUEE K, SFIRE K CIRRYES. HEAKRERT
FY Y ACER%, BEPBREEEL BONERERZV I TSNVAT AR
FNFS5 74— (n—~FYy o FiBRzF=4 1) THEELT, FEEEEBO
BEkEs (164, 9meg, 74. 5%) 2Fk,

IH—-NMR (CDC1,):8 1.55 (6H, d, J=6. 0Hz), 4. 8
5 (1H, m), 7. 00 (1H, d, J=9. 0Hz), 7. 46 (1H, dd,
Jj=8. 7, 2. 7THz), 7. 63 (1H, s), 8. 14 (2H, s), 8. 2
6 (1H, d, J=2. 7THz), 10. 47 (1H, s).

B9 7  {LEYER9 TOhEHDOEE

6 0%KENFT RV YA (41, 6mg, 1. 04dmmo 1) ON, N—VRAF
NI+ —AAT I F(1mL)EEKRIC.5—Z7nu—2—t Fe¥y—N—-[3,
5—FR (FYTZAFuRAFA) 7=V RUXTIR HI1 (1) ofbew
0. 20g, 0. 52mmo 1) ®FrFEFurI» (2mL) BWREMA,
EET1 ODBBEE L, RWT, 7 2 F A AFL—71 (50uL, 0.
6 5mmo 1) &M%z, SHICHRTIRKEGER L, RISRAWERERICH
. BRI CHIE Ui, EEERT VB AR AR TS, BOKRERT Y
W ATERS, B RESE L CELNCERERZ VYA SAD T Lo unv b T
57 4— (n—~F¥r EEpcFr=4:1—3: 1) THEL T EELE
WoEEkss (44, 5mg, 20. 0%) 25k,

IH—NMR (DMSO—d,):8 3.38 (3H, s), 5. 30 (2H, s),
7.31(1H, d, J=9. OHz), 7. 57 (1H, dd, J=8. 17, 2.
7Hz), 7. 66 (1H, d, J=2. 7THz),7. 84 (1H, s), 8. 4
1 (2H, s), 10. 93 (1H, s).
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#9 8 : {LAEWES 9 8DILEMDIIE

5—r7pp—2—t Fu¥d—N— [3, 5—EX (M) TAFBRRAFN) T=
=] RUXFIR 17 UAE (B143 (1) OftE#H;:406me, 1.
00mmo 1), Filt 7uEAFALTAFN(184mg, 1. 20mmo 1),
Pl RU YA (30mg, 0. 20mmo 1), N, N=TURAFNTx—/V AT
IF (5mL) OESWE., TAIUERAKT. 50°CT 1 RN LZ, B
PRHEEELCEONEBEE VIS NVITLIu<w 77 4— (n—~F
Yo EEETTA=3 : 1) TEEL T, EElkamortaiEs (281, 3m
g, 61. 7%) 287,

I1H—NMR (DMSO—d,):8 2.05(3H, s), 5. 82 (2H, s),
7.40 (1H, d, J=8. 7THz), 7. 64 (1H, dd, J=8. 7, 2.
7Hz), 7. 70 (1H, d, J=2. 7THz), 7. 85 (1H, s), 8. 3
8 (2H, s), 10. 88 (1H, s).

#9 9 : {LEWES 9 9 DILEHOEE

EBE LT, 5—7uue—2—tFexy—N- [3, 56 —tERX (FUT7Adnm
RAFN) Tz ] RUXTIR 1F MUK (Bl43 (1) okem) . &
VCEAY VB Zua 2FAT AT AERWTH 9 8 LRFRDOBRIELITV., &
L& ERT.,

INEL:71. 3%

IH—NMR (CDC1,):8 1. 13 (9H, s), 5. 97 (2H, s),
7.17 (1H, d, J=9. 0Hz), 7. 51 (1H, dd, J=8. 7, .2.
7Hz), 7. 64 (1H, s), 8. 24 (1H, d, J=2. 7THz), 8. 3
2 (2H, s), 9. 84 (1H, s).

Hl100 :beHmES 10 0DLEHDOREE

5—s7pnu—2—t Fe¥%¥y—N— [3, 5—EX (b TNFRAFIN) 7=
AT RUATIR B (1) ofb&#®w; 0. 2g, 0. 5mmo 1), KRR 1

—rupxzFi =FLTAFNAL (119meg, 0. 8mmo 1), AV UL
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ert—7F*¥F(88mg, 0. 5mmo 1), 18—2757—6 (MERE)
OFEr=FUA (8mL) WiKE., 7VIVEHAKT. 6 0°CTRMERL
o RISEAWEERE CHEAE, FHR-F LV THRL, K, BEMEEKTIER
e, EAFET RV U ACEBRE, BEEBEEELTELONIEEZY I L
Frohrrae 57 4— (n—~FHy  Fig=F =38 1) THHEL
<. EEeYORERRK (56meg, 21. 5%) 2.

IH—NMR (CDC1,):8 1. 24 (3H, t, J=7. 2Hz), 1. 8
5 (3H, d, J=5. 4Hz), 4. 01—4. 27 (2H, m), 6. 50 (1
H, q, J=5. 4Hz), 7. 11 (1H, d, J=9. 0Hz), 7. 48 (1
H, dd, J=9. 0, 2. 7Hz), 7. 64 (1H, d, J=0. 9Hz),
8. 14 (1H, d, J=2. 7THz), 8. 19 (2H, s), 9. 83 (1H,
brs).

#1001 :{LAYESLO1DILEHORE

(1) 1— [(ZmuXbFy) IAVR=] ©RY TV

X rsZunAFALTRXF) (645mg, 5mmol) On—~FV
(1 5mL) WKz, 7TVIVEEKT, 0CTe_Y P (1. 06¢g, 12.
S5mmo 1) &Nz, FIRTS3 045 Lk, JINEEME~FT L THRL,
1HEER (20mL), K, ff&EK CIERY S, EKER< 72V Y A TR
B, WA BTERLC, EELAWOEAIRY (796me, 89. 6%)
Vo= N (o

I1H—NMR (CDC1,):8 1.54—1.63 (6H, m), 3. 43—3.
47 (4H, m), 5. 80 (2H, s).
(2)5—zum—2—[(BERYDIINVR=)V) FFV] A FFY—N—-L3,
5—ER (F)TZAFRRAFN) T==A] RUXTIR ((LEBEZ10 1)
EEL LT, 5—7rue—2—k Fue®xy—N— [3, 5—tvR (b T7nanm
AFN) T2=V] RUXFTIF 17 MY UL (143 (1) ofEa8) . Kk
UC1l— [(ZumaR hFy) IAR=AN] ERY D UEFRWTH 9 8 & RARDERE
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BTV, BELEMER/I,
= : 86. 2%

IH-NMR (CDC1,:6 1. 38—1. 58 (6H, m), 3. 34 (4
H, t, J=5. 7Hz), 5. 93 (2H, s), 7. 12 (1H, d, J=9.
OHz), 7. 50 (1H, dd, J=8. 7, 2. 7Hz), 7. 62 (1H,
s), 8. 22 (1H, d, J=2. 7THz), 8. 41 (2H, s), 10. 07
(1H, s).

102 :{LAEWESLO20LEHOEE

(1) 4— [(ZuuRX+FY) ANVER=N] FVT A
EEE LT, ZreXE ZunrRFLzATN, ROEAT7 3= Y Z2HANT
Hl101 (1) LFEORERT., BELEDHORERLZE, BRI L
72 S WIS Rz,

(2) 5—7uua—2— [(BATx—V /) ANKR=)N) FHT] A FFV—N-—
[3, 5—FYX (RN TAZABRAFN) Tx=p] RUXT IR ((LEBEFL
02)

EgE LT, 5—/mrr—2—t Fuxy—N— [3, 6 —vX (M) TAF
BAFNL) Te=n] RUXTIF 1MV vLE (Bl43 (1) oED.
BO4— [(Zuwr bxy) IAVR=V] BT 45—V VERWTH 9 8 LR
DEIEEITV., BELEWERT.

INEL:61. 5%
I1H—NMR (CDC1,):6 3.40—3.42 (4H, m), 3. 55—38.

58 (4H, m), 5. 95 (2H, s), 7. 12 (1H, d, J=8. 7THz),
7. 50 (1H, dd, J=9. 0, 2. 7THz), 7. 63 (1H, s), 8.
29 (1H, d, J=2. 7Hz), 8. 38 (2H, s), 10. 00 (1H,
s).

103 :{LAEYWEEL03DENDEE
(1) 1— [(ZmaXA+FY) IAR=N] £V =RaF B FIV
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FERtE LT, 7 ma X 7un%?wmxfw\&@4y:&:?yﬁi?w
ERAOTHLO0 L (1) LFEROBIEELITV., EELESVWOHERNEE, Bl
F5 2 LR REBICAVE,

(2) 5—7uu—2— ({[4— (=FFTHVR=N) BRI TV—1—A)V]
ANR=LY FFY) ARFY—N— [3, 5—EX (M) TFRRrAFN) 7
=] RUXTIF (LEWES103)

FEEE LT, 5—/rr—2—b RFuxy—N— [3, 56—EX (M) T7AFnm
AFN) Txz= V] RUXTIR 1) oAE (Fl43 (1) ofbd¥) . &k
V1= [(ZaaR X)) IAR=N] A4V =RaF VBTNV ERWTH 9 8
L FRBROBEEZ TV, BELEMEET.

% :65. 7%

IH-NMR (CDC1,):8 1. 24 (3H, t, J=7. 2Hz), 1. 4
9—1. 61 (2H, m), 1. 82 (2H, m), 2. 38—2. 48 (1H,
m), 2. 81—2. 98 (2H, m), 3. 87—3. 98 (2H, m), 4. 1
2 (2H, q, J=7. 2Hz), 5. 89 (1H, d, J=6. 3Hz), 5.
98 (1H, d, J=6. 6Hz), 7. 12 (1H, d, J]=8. 7THz), 7.
50 (1H, dd, J=8. 7, 2. THz), 7. 62 (1H, s), 8. 22
(1H, d, J=2. 7THz), 8. 39 (2H, s), 10. 03 (1H, s).
#1104 : {bBHES 10400

5—zuu—2— ({[4— (= b+FTINE=N) BRI —1—ANV] I
Ao} FFY) ARFY—N—[3, 5—EX (R T7AFBRAFN) Tz=
N RUXTIF (kA& S103:149mg, 0. 25mmol) DRAX
J—v (5mL) BEC, 2HEKEBT MY UAKEK (0. 25mL, O.
Smmo 1) #Mx., 50CT30LEELL, KISEEWEERE THAE,
FEBRICH T, TH LB EREZER, AKER, BTV, n—~FVVpoH -
R LT, EELAMORGRSE (76. Omg, 53. 4%) 2/,
1H—NMR (DMSO—d,) :4§ 1.28—1. 39 (2H, m), 1. 75
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(2H, d, J=12. 83Hz), 2. 36—2. 41 (1H, m), 2. 78—
2. 95 (2H, m), 3. 80 (2H, d, J=13. 5Hz), 5. 83 (2
H, d, J=5. 1Hz), 7. 43 (1H, d, J=9. 83Hz), 7. 64 (1
H, dd, J=9. 0, 2. 7THz), 7. 71 (1H, d, J=2. 4Hz),
7. 84 (1H, s), 8. 39 (2H, s), 10. 80 (1H, s).
#1105 : {LEWES 10 5 DibanilE

(1) N— [(ZuaRX ) IVR=V] 43 VEBRY = F IV

EE L LT, ZuuXig /ueulFLziXFi, ROA I VRV F NV E
FWTHIL 01 (1) LEBROBRERZITV., BELEROHERYZR. FRT
5Z LR RRISITRHWE,

(2) 2— ({N, N—t R [(= "XV HNR=N) AFN] AUNEAL N} F
V) APFV—5—r/mu—N— [3, 5—ERX (M) TAFRAFN) 7=
=] RUXTIF (bEWEZ105)

BB LT, 5—/mrur—2—ERufd—N— [3, 65—t (b Tdn
AF)N) T2 ] RUXFTIR 1M vaE (fl43 (1) ofedd). &
UN— [(ZraX hFY) ANR=V] 4 VEBRV=F NV EZRNTH O 8 L
R OBIELITV., BELEWERT.

Xk : 38. 6%

IH—-NMR (CDC1,):8§ 1. 16 (3H, t, J=7. 2Hz), 1. 2
0 (3H, t, J=7. 2Hz), 3. 99 (2H, ¢, J=7. 2Hz), 4.
01 (2H, s), 4. 07 (2H, s), 4. 08 (2H, q, J=7. 2Hz),
5. 97 (2H, s), 7. 10 (1H, d, J=9. 0Hz), 7. 47 (1H,
dd, J=9. 0, 2. 7Hz), 7. 61 (1H, s), 8. 19 (1H, d,
J=2. 7THz), 8. 37 (2H, s), 9. 82 (1H, s).

#1106 :{LEWES 10 6DLehoilE

ERE LT, 2— (N, N—t R [(=+FVIVR=N) AFN] TRTA
VY FFY) A RFY—5—2ruu—N— [3, 5—EX (M T7AFarFN)
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TxolV] RUXTIR (bAWEES105) ZHAVTHIL 04 LFEEROEREL
T, EELEWE R,

N*E:98. 3%

IH—NMR (DMSO—d,):8 3.96 (2H, s), 4. 02 (2H, s),
5. 84 (2H, s), 7. 34 (1H, d, J=9. 0Hz), 7. 59 (1H,
dd, J=8. 7, 2. 4Hz), 7. 72 (1H, d, J=2. 7THz), 7.
84 (1H, s), 8. 40 (2H, s), 10. 77 (1H, s), 12. 77 (2
H, br s).

Bl1 07 :{LAYWES 10 70EmDRE

BB LT, 5—Zur—2—t Fafxi—N— [3, 5—EX (M) T7nFnm
AFN) Tz2=pV] RUATIR 1R UAE (143 (1) ofba#). &k
W2 —7FaExg ) —NERNTH 9 8 LEBOBRIEEZITW EELEWESBT,
INEL:69. 0%

'H—NMR (CDC1l,):8 2. 10 (1H, t, J=4. 8Hz), 4. 1
8—4. 22 (2H, m), 4. 33 (2H, t, J=4. 8Hz), 6. 96 (1
H, d, J=8. 7Hz), 7. 44 (1H, dd, J=8. 7, 2. THz),
7. 59 (1H, s), 8. 21 (1H, d, J=2. 7THz), 8. 35 (2H,
s), 10. 54 (1H, s).

#1108 : {LAYWEE1 0 8DEHDEIE

5—suum—2—k Fe%d—N— [3, 5—EX (F)7AFurFiL) 7=
AT ROZXTIR (B (1) OfbA%; 600meg, 1. 6mmo 1), KB
H#YU A (1. 10g, 8. Ommo 1), Zunfif—F/1 (383mg, 3.
2mmo 1), 7k rr (1 0mL) OEEHE, THVIUFEKT. 1 RFEME
B L, RINBEYEEREE CRA%, REMEZER L, BREZBERNEL T
Boh-BELFBR-F IV (1 5mL) THR L, BT AEKEZK, faf
K CIER e, BARERT LU v ACEMME . BEERERELTEbIE
BEERVIIFNIT A T T7 40— (n—~FH 2 B F V=3 :
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1) TEHELT, EELAMOEEHEK (427me, 58. 1% &R
IH-NMR (CDC1,):8 1. 38 (3H, t, J=7. 2Hz), 4. 4
1 (2H, q, J=7. 2Hz), 4. 79 (2H, s), 6. 86 (1H, d,
j=8. 7THz), 7. 46 (1H, dd, J=8. 7, 2. 7THz), 7. 62
(1H, s), 8. 27 (1H, d, J=2. 7H), 8. 52 (2H, s), 10.
88 (1H, brs).
#1009 :{LAEWEELL0DEHDOEE
EEL LT, 5—smu—2—bRFa¥y—N— [3, 6 —EX (M) T7rAdnm
AFN) Te=A] RUXTIR H1 (1) oER), RO nrlflr Y
NEANTHIL 0 8 L AHOBIELITV., BEMLEWERT.
N :30. 3%
IH—NMR (CDC1,):86 4. 82 (2H, s),5. 35 (2H, s), 6.
84 (1H, d, J=8. 7THz), 7. 38—7. 41 (6H, m), 7. 63
(1H, brs), 8. 28 (1H, d, J=2. 7Hz), 8. 54 (2H, s),
10. 86 (1H, brs).
Hl110 :{LAmES10 9DIEMDEE

92— [(RyINFFY) AAR=A] A+FYy—5—7mr—N— [3, 65—
FR (R ZAFurFn) 7z=4] RUXTIFR LEWESF1105 43
Omg, 0. 8Smmol) MAF/—N/ K (5mL+5mL) REWERITKER
FrrU A (66. 7Tmg, 1. 6mmo 1) &M%, 6 0°CT4 0oMfEE
Lkoﬁmﬁé%%iﬁiﬁ%ﬂ%\%ﬁ%ﬁE%%bf%&ht&ﬁ%%@i
Fu (15mL) THR LUk, B FVERE 2 REER. K, AMEEKT
IERLEE. MAKRRET bV 7 A CERE, WEEPBESR L UELIICEEEZ D
—~FY v S EBRTF O TENT L EEERORERR (83 10meg, 86.
8 %) &K/l

IH-NMR (DMSO—d,):8 4. 95 (2H, s), 7. 28 (1H, d,
j=8. 7Hz), 7. 65 (1H, dd, J=8. 7, 2. 7THz), 7. 85
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(14, brs), 7. 90 (1H, d, J=2. 7Hz), 8. 53 (2H, s),
11. 12 (1H, s).

Fl111 A EELL 1okamoRE

ERL LT, 5—7uu—2—t ey —N— [3, 5 —EX (b 7dnm
AFN) Tz=A] RUXTIF 1FMIvaE (43 (1) L&, &k
UN— (Zun2FnN) 7204 FEAVTI 8 LRKDOBIEZTV., FEE
B E BT,

£L:80. 7%

1H—NMR (CDC1l,):8 5. 94 (2H, s), 7. 36 (1H, d, J
=8. 7THz), 7. 70 (1H, dd, J=8. 7, 2. THz), 7. 62 (1
H, s), 7. 78—7. 85 (2H, m), 7. 90—7. 96 (2H, m), 8.
17 (1H, d, J=2. 7THz), 8. 37 (2H, s), 9. 90 (1H, s).
112 bEHEELL20LEHORE

EEE LT, 5—r/rr—2—t Fax¥—N-— [3, 5—tvX (b 7Adnm
AFN) Tzl RUXTIF B (1) ofket) . kK02, 3, 4, 6—
FRS—O0—TEFN—a—D—ZAatF /vA7uaI FEHANT1I08LHA
BOBRIEEZTW., BEELEWERI

NEL:26. 9%

IH—NMR (CDC1,):86 1. 99 (3H, s), 2. 03 (3H, s),
2. 05 (3H, s), 2. 06 (3H, s), 3. 92 (1H, ddd, J=1
0. 2, 5. 4, 2. 4Hz), 4. 11—4. 16 (1H, m), 4. 833 (1
H, dd, J=12. 6, 5. 7THz), 5. 15—5. 21 (1H, m), 5.
.30~5.40(3H,mx7.08(1H,d,J=8.7Hﬂ,7.48
(14, dd, J=8. 7, 2. THz), 7. 67 (1H, s), 8. 18 (1
H, d, J=2. 7THz), 8. 26 (2H, s), 9. 27 (1H, s).
Hl113 :{tEwES1L130LEMOREE

FEix, TREEHTH S,

201



WO 03/103656 PCT/JP03/07127

JR5E7C : MAYBRIDGE#:

AFusa—FEE:RDR03099

"H—NMR (DMSO—dg) 8§ 7. 67 (1H, dd, J=8. 1, 1.
2Hz), 7. 99 (1H, dd, J=9. 9, 2. 7THz),8. 01 (14,
s), 8. 27 (2H, s), 8. 35 (1H, s).

Bl 14 :bEWES 1140 HoRE
5—&uu—2—tPu#V—N—[3,5—EX(FU7wﬁux%w)7I
SN NCATIFR B (1) oA 0. 2g, 0. 5mmol) Bk
VZFATIy (0. 6ml) OYZ7uur&y (8mL) BT, k&, T
FUFEKT, a~/BY27aY R (121me, 0. Smmo 1) &M%, K
WTEIRT 1 R L, FSEAWEFRT 7 L TAR L, 2 sk, k.
BRI RIK CIERBES . KRR T b U ¥ A CEIBS, BEPBESEL AL
NEBREEZV IV UTNATEI 0 T FT 41— (n—~FHY : BT F L=
3:1) THELT, SELAYOREEKHEK (161me, 66%) 28,
'H—NMR (CDC1,): 56 2. 25 (1H, dt, J=18. 5, 10.
OHz), 2. 55 (1H, ddd, J=18.0, 10. 0, 1. 8Hz), 2.

75 (1H, ddd, J=13. 5, 9. 3, 2. 4Hz), 2. 99 (1H, d

t, J=18. 9, 9. 8Hz), 7. 07 (1H, d, J=8. 7Hz), 7.
58 (1H, dd, J=8. 7, 2. 7THz), 7. 88 (2H, s), 8. 00
(1H, d, J=2. 7THz), 8. 01 (1H, s).

Bl115 :{bEWEEL 15 DLEHORYE

FRELT, 6—Zmm—2—b Fe®%y—N- [3, 5—Ex (F) 714n
AFN) Z2=A] RUXTIFR (Bl1 (1) Oe®). ROD s vl A+
oy BEELELTTEF=MIAZANTH L 0 8 & AEOERIERT., EHLE
Y& 1%,

INET79. 1%

'H-NMR (CDC1,):86 3. 77 (8H, s), 5. 99 (1H, s),
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7.11 (1H, d, J=8. 7THz), 7. 52 (1H, dd, J=8. 7, 2.
AHz), 7. 87 (1H, s), 7. 95 (2H, s), 7. 99 (1H, d, ]
=2. 4Hz).

#i116 :{bamBERSL16DIEWDRLE

ER L LT, 6—27une—3, 4— Ve Fe—4—F%Y—3— [3, 5—EX
(FUTAFBRAFNL) Z==] —2H—1, 3—RUVFRFV—2 -0
WVRVEE AFATAFNL (bAWES115) ZAVTEH 1 10 & RROEE
1TV, BELEMERT.

=K : 89. 4%

1H—NMR (CDC1,):8 6. 02 (1H, s), 7. 12 (1H, d, ]
=8. 7THz), 7. 53 (1H, dd, J=8. 7, 2. 4Hz), 7. 87 (1
H, br), 7. 95 (2H, s), 7. 99 (1H, br s).

#1117 :{bAHEEL17TOhEMORE

FATUERKT. EBAAF /) — (2. OmL) K&EF MV UL (1. 2m
g) Mz, BIRTEE BMLEL, ZOBKIZ, 5—7ru—2—kB Faxy
—N—[3, 5—FX (M) ZAFRAFN) 72=V]_ROXTIR BH1 (1)
DILE%; 200meg, 0. 521mmo 1) #Mi, SHRXTEFLV VANV
RryBUAFL (81mg, 0. 573mmol) 4 05FTHTF. RNT
=iE T4 SEEBE L, RIGEAYafREKREMAZT Vo Fur 7T
M LE, 5 Fur s U B EKRET M) v A CERR, BELZBES
ELTELNERBEEZ VY ISV T AInw 57 4— (n—~FHh v B
BrFl=4:1) CTHEELT, EEAwoBaEE (141me, 51. 5%)
o N o

IH—NMR (CDC1l,):8 3. 14 (1H, d, J=16. 2Hz), 3.
25 (1H, d, J=16. 2Hz), 3. 39 (3H, s), 3. 79 (3H,
s), 7. 05 (1H, d, J=8. 7Hz), 7. 50 (1H, dd, J=8.
7, 2. 4Hz), 7. 93 (1H, d, J=2. THz), 7. 94 (2H, s).
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#1118 :{bAPES118DILEmDEE

(1) 5—Z7mua—N— [56— (1, 1=URAFN) Tutr—2—T=/F¥
7x:w]—2—tFu%VNVXTiF

EEE LT, 5—ruud ) FAm K5 — (1, 1—YRAF)N) Fub—
2—T7= X T2 rEROTHL (1) ERAKROBERZITY, BEELEME
Bz,

NE:65. 2%

IH—NMR (CDC1l,):8 0. 69 (3H, t, J=7. 6Hz), 1. 2
9 (6H, s), 1. 64 (2H, q, J=7. 6Hz), 6. 91 (1H, dd,
J=1.7, 7. 6Hz), 6. 96 (1H, d, J=8. 9Hz), 7. 038 (2
H, d, J=8. 9Hz), 7. 10 (1H, dt, J=1. 7, 7. 6Hz),
7. 16 (1H, dt, J=1. 7, 7. 6Hz), 7. 31—7. 40 (4H,
m), 8. 42 (1H, dd, J=2. 0, 7. 9Hz), 8. 53 (1H, br.
s) 11. 94 (1H, s).

(2) 6—ruu—3— [5— (1, 1—=—VURAFN) Faeh—2—T=/)F¥
Jx=)] —8, 4—YeFr—2H—-1, 83— R_RUIAFFHTr—2, 4V
Fv (bEmES118)

5—7uu—N— [6— (1, 1—YAFN) Fubtr—2—T=/FV 7=
V] —2—b FrFy_RUX7IR (99meg, 0. 24mmo 1), 7w X
TFA (265puL, 0. 26mmo l), EUIY (1mL) OIREHE 1 BRI
BEw Lz, HISEAWEREE THE%., BELBEEELUEONLEEE
VUBFNITG AT T T T 40— (n—~FH YV FfR=FA=10:1)
TRELT, EELAROBAER (46mg, 43. 6%) &R
IH-NMR (CDC1,):8 O0.65 (3H, t, J=7. 5Hz), 1. 2
4 (6H, s), 1. 59 (2H, q, J=7. 5Hz), 6. 96 (3H, m),
7. 18—7. 29 (4H, m), 7. 33 (1H, dd, J=8. 0, 1. 6H
z), 7. 40 (1H, dt, J=8. 4, 1. 56Hz), 7. 65 (1H, dd,
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j=8. 7, 2. 4Hz), 8. 06 (1H, d, J=2. 4Hz).

w119 :{bAWwESL1IDEMDORE

EBE LT, N— (4—E7==) —2—tbFuxi—5— (M) 7FnR
FN) RURXT IR, ROEAT 4=V v—4—FR=rrul ReHnTsl
71 L ABEOBRIEEZTV., BEEILEWERI,

W= : 88. 9%

1H—NMR (DMSO—dg) :é 3. 29—3. 38 (2H, m), 3. 48
—8. 58 (6H, m), 7. 31—7. 37 (1H, m), 7. 44—7. 49
(2H, m), 7. 57 (1H, d, J]=8. 4Hz), 7. 67—7. 71 (4
H, m), 7. 79 (2H, d, J=8. 7THz), 7. 95 (1H, dd, J=
9. 0, 2, 4Hz), 8. 02 (1H, d, J=1. 5Hz), 10. 60 (1
H, s).

[N— (4—F7=z=)l) —2—k Fuxy—5— (M) T7AdarFi) N
XFIF:ERABEE99,/654495 7y NBR]

#1120 :{bamEEL20EmDEIE

EBE LT, 5—Zun—2—tk Fexy—N—- [2, 6 —EX (b TR
AFN) 72=] RUITIF 91 (1) 0fbEh). ROEY VIRYNY
DN EFWTH 5 0 & FRRBEEZITV., BELEMERT

KR :90. 6%

1H—NMR (DMSO—d ) :6 5. 14 (2H, d, J=8. 4Hz), 5.
15 (24, d, J=7. 5Hz), 7. 29—7. 35 (10H, m), 7. 4
3(1H, dd, J=8.7, 0. 9Hz), 7. 64 (1H, dd, J=8. 7,
9. THz), 7. 74 (1H, d, J=2. 1Hz), 7. 91 (1H, d, J
—8. 1Hz), 8. 05 (1H, d, J=8. 4Hz), 8. 09 (1H, s),
10. 61 (1H, s).

Bl121:{LEwEE1 210 oRE

FEE L LT 5—7ua—2— (VR INVTx—RT5—/)FFY—N—-[2,
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5E—tx (R ZAFarFL) Txz=] RUXTIR (LEWES120)
EAWTHS 1 LRFERBREEZITV., BELEMZR

NE:95. 7%

I1H—NMR (DMSO—d,):6 7. 47 (1H, dd, J=8. 7, O.
9Hz), 7. 63—7. 68 (2H, m), 7. 90 (1H, d, J=8. 4H
z), 8. 05 (1H, d, J=8. 1Hz), 8. 15 (1H, s), 10. 38
(1H, s).

#1122 (LAEMEEL 2 20DLEaHOEE

ERL LT, b—Zun—2—74+—X7%—/FFY—N—-[2, 5—EX(}
YIAFRAFA) Te2=A] RUXTIF (LABEE121) 2AVTHS
2 L RERRBEEZTV., BELEMERT.

XE: 93. 8%

1 —NMR (DMSO—d,) :6 7. 40 (1H, dd, J=8. 7, 0.
9Hz) 7. 52 (1H, dd, J=8. 7, 3. 0Hz), 7. 569 (1H, d,
J=3. 0Hz), 7. 86 (1H, d, J=8. 4Hz), 7. 98 (1H, s),
8. 02 (1H, d, J=8. 4Hz), 11. 95 (1H, s).

#1123 {LEWESL23DLEMDOEE

EEE LT, 5—7ru—N— [2—7uu—5— (M) TAFaRrFN) 7=
=] —2—b FaF _UXTIR (84 (1) ke . RUEY VERY
Ry PNERANTH S 0 L ARREEELITV, BB R,

X=EL: 99. 1%

1H-NMR (DMSO—d,):8§ 5.13(2H,d, J=8. 1Hz), 5.
14 (2H, d, J=8. 1Hz), 7. 27—7. 33 (10H, m), 7. 4
3 (1H, d, J=9. 8Hz), 7. 61—7. 66 (2H, m), 7. 77—
7. 80 (2H, m), 8. 19 (1H, s), 10. 43 (1H, s).
Bl124:{bBEPESL240LEMORE

ERE LT, 5—2Zuu—N— [2—Z7un—5— (M) IAFuarFil) 7=
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=N] —2— [(PRUIATF—RTx—/) AXV] RXUATIF (LaHE
£123) #FAWTH S 1 LRAKBRBELITV., BELEVWERT.

% : 95. 8% |

IH—NMR (DMSO—d ) :6 7.52 (1H,d, J=8.7Hz), 7.
60 (14, dd, J=8. 1, 2. 1Hz), 7. 66 (1H, dd, J=8.
7, 3. 0OHz), 7. 79—7. 82 (2H, m), 8. 44 (1H, s), 10.
31 (1H, s).

125 {LAYERL25DEHORE

B E LT, 5—7ua—N— [2—27uu—5— (MY T7rFaRrAFNV) T=
=] —2— (FA—RATF—)AFY) RUXTIF (bEWEF124) %
FAWTH 5 2 & FERBEEZITV., BELEMERT.

N*E:90. 2%

1y —NMR (DMSO—d,):§6 7. 48 (1H, dd, J=9. 0, 3.
0OHz) 7. 53 (1H, dd, J=8. 7, 2. 1Hz), 7. 568 (1H, d,
j=8. 7THz), 7. 69—7. 72 (2H, m), 8. 36 (1H, d, J=
2. 1Hz), 11. 70 (1H, s).

#l126 :{LAYMEEL26DIEHOEE

EEL LT, 5—7ru—N—{4—[(1, 1-YAFN) =F]—5—[(2,
0 —UAFN) Furd=L] FFTIS—NL—2—A)N} —2—bBFaFI X
FIF 92 (3) DA, RUCEY VBRIV ILERAWTHIS 0 &Rk
RBEERITV., BELEMERI

=%=:100. 0%

IH—NMR (DMSO—dg):§ 1.21(9H, s), 1. 25 (9H, s),
5. 09 (2H, d, J=8. 4Hz), 5. 11 (2H, d, J=7. 8Hz)
7. 28—7. 38 (11H, m), 7. 63 (1H, dd, J=8. 7, 2. 7
Hz), 7. 82 (1H, dd, J=2. 7, 0. 9Hz), 13. 00 (1H,
s).
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127 {bAmES127TOMEMOEE

EEE LT, 5—zun—2— (VRUIVTx—RT74—/) FFY—N— {4
— (1, 1-URAFL) =FA] —5— [(2, 2—VRAFN) TrEF=)V]
FFS——2—A N} RUXTIF (bEPES126) ZHAVTHIS1EHR
BREEZITV., BEILEVERI

NE:98. 1%

1H—NMR (DMSO—d ) :8 1.26 (9H, s), 1. 28 (9H, s),
7. 48 (1H, dd, J]=8. 7, 1. 2Hz), 7. 61 (1H, dd, J=
8. 7, 2. THz), 7. 67 (1H, d, J=2. 4Hz).

Bl1 28 : {LAWES 12 8DLEHDRE

EBL LT, 5—27ua—N—{4—[(1, 1-Y2AFN) =FA]—-5—[(2,
2 _DRAFN) FubF=n] FF-—2—AN} —2— (TH—ATF—
JA%Y) RURT IR ((bEmEE127) ERVTH S 2 LRARGEREEZT
V., EEEMERT

WL :35. 8%

1H—NMR (DMSO—d ) :8 1.26 (9H, s), 1. 27 (9H, s),
7.387 (1H, d, J=9. OHz), 7. 55 (1H, dd, J=9. 0, 2.
7Hz), 7. 64 (1H, d, J=2. 4Hz).

Bl1 29 :{tamES129DkehoiE

(1) 5—7aE—2—b FrFy—N—[2, 5—EX (M) ZAFurFiv)
Tz=v] RUXTIFR

E L LT, 5 —7 ey FAm RU2, 5—EX(N)TVFRAFV)T
=V rEANTHIL (1) ERBEREBEERZTV, FEEILEMERT.

M= : 24. 0%

IH—NMR (DMSO—d ) :8§ 7.03 (1H, d, J=8.7Hz), 7.
65 (1H, dd, J=8. 7, 2. THz), 7. 76 (1H, d, J=8. 4
Hz), 8. 03 (1H, d, J=8. 1Hz) 8. 11 (1H, d, J=2. 7
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Hz), 8. 74 (1H, s), 11. 02 (1H, s), 12. 34 (1H, s).
(2) 5—7uE—2— (EAT+—Y 2 INVR=L) FFY—N—- [2, 5—
EX (FUTZAFEAFL) Z7==4] RUXTI R (bEWES129)
EEL LT, 5—7uE—2—tFexy—N—[2, 6 —EX (M) T7Adnm
AFN) TzmA] RUXTIR, ROEAT =Y v—4—ANF=prnml
REEWCH 7 1 & RABEOBRIELITV., BELEMERT,

=R :89. 4%

IH—NMR (CDC1,):8 3.55—3. 68 (8H, m), 7. 06 (1
H, d, J=9. 0Hz), 7. 57 (1H, d, J=8. 1Hz), 7. 65 (1
H, dd, J=9. 0, 2. 7THz), 7. 81 (1H, d, J=8. 4Hz),
7. 97 (14, d, J=2. THz), 8. 39 (1H, s), 8. 60 (1H,
s).

#1330 :{bAWES130DkahoilE

(1) 2—t Fr*xy—N— [2, 6—EX (M) TAFdurAFN) T==)0]
Ry RXF7T IR

FUFLE (6. 90g, 50mmol), 2, 5—EX (U ZAFuAFIL)
7=U> (11. 46g, 50mmo 1), ZHEMHLYA (2. 18ml, 25mm
01). Zru~r¥y (150ml) OEAWE: AREMBGERE Lz, KINEE
W% IR E TEEE ., R T TV CHR Ui, FHERE £k, Aafn&IE/k THRIE L,
Wi~ 73V ACERE L, BEEFBEEERELTEONLEEZ D —~F Y
O LT, EEkApoBaEE (8. 4g, 47. 8%) EfE,
IH—NMR (CD,0OD): 8 7. 00—7. 06 (2H, m), 7. 48 (1
4, dt, J=1. 5, 7. 5Hz), 7. 74 (1H, d, J=8. 4Hz),
8.01—8. 08 (2H, m), 8. 79 (1H, s), 11. 09 (1H, s),
12. 03 (1H, s).

(2) 8, 5—Y7uE—2—bFexy—N- [2, 5—X () TFnm

2AFN) Te=)V] RUAXTIFR
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99—t Fu¥y—N— [2, 5—ER (MY TZAFRRAFN) T2=4] SNUX
Ik (175meg, 0. 5mmo 1) OWELEE (5mL) WEKIT, & (3
mg, 0. 05mmo 1), £% (1291, 2. 5mmo 1) ZMx, 50C
1 QREEBEE L, RINESMEERE CHHE, SMMEEK, K SMRE
KCHEE L., Rle~ 7RV T ACER L, BEZBEZEL TROWLERES
SUBFART AT AT T T 4— (n—~FPr BRI FL=2:1) TH
BUC, EELAYOBERERE (184, 2me, 72. 7% 2R/,
IH—NMR (DMSO—dg):6 7. 92—7. 98 (1H, m), 8. 06
(1H, d, J=2. 1Hz), 8. 09 (1H, d, J=8. 4Hz), 8. 2
o (1H, d, J=2. 1Hz), 8. 27—8. 32 (1H, m), 11. 31
(1H, s).

(3) 3, 5—YU7aE—2— (EAT4+—) ) INR=)V) FHRY—N-[2,
5—bvx (RYIZAFBAFN) T==] NUXT7TIF (bEWES130)
3, 5—UrrE—2—kb Fr¥y—N—[2, 5—EX (R ZVFRATFN)
TJe=] RURXTIR, RKOEA T — ) v—A—FAR=p7m ] FERAD
<H 7 1 LREORIEERITV, EELEMERT.

=& :70. 6%

IH—NMR (CDC1l,—dg):6 3. 54—3. 77 (8H, m), 7. 5
8 (1H, d, J=8. 4Hz), 7. 81 (1H, d, J=8. 4Hz), 7.
91 (1H, d, J=2. 1Hz), 7. 94 (1H, d, J=2. 1Hz), 8.
54 (2H, brs).

Fl131:{LawESL31okamoiiE

130 (1) Dn—~FFoEEnrbEBELEHOEaERF (211, Tme,
0. 9%) 2H7,

IH—NMR (DMSO—d,):8 6. 98 (1H, t, J=7.5Hz), 7.
03 (1H, d, 8. 4Hz), 7. 46—7. 60 (83H, m), 7. 6 7—7.
79 (1H, m), 7. 80—7. 84 (2H, m), 7. 88—7. 91 (1H,
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m), 7. 97 (1H, dd, J=1. 2, 8. 1Hz), 8. 02 (1H, dd,

j=8. 1Hz), 10. 23 (1H, s), 10. 52 (1H, s).

#1132 :kaHmES1 3 20EemORE

2t RFr¥i—N— [2, 5—FRX (R TZAFTHRAFN) Tz=p] RUX
FIF 130 (1) o), ROEATZ 3 —Vr—4—ANVR=prnl
FERWTH 7 1 & EROBRERTV., BELERERT,

IH—NMR (CDC1,):8 3.57—3. 71 (8H, m), 7. 18 (1
H, d, J=8. 4Hz), 7. 37 (1H, dt, J=7. 8, 1. 2Hz),

7. 53—7. 59 (2H, m), 7. 79 (1H, d, J=8. 4Hz), 7.

84 (1H, dd, J=1. 5, 7. 8Hz), 8. 42 (1H, brs), 8.

68 (1H, s).

#1133 :{LAYES 1L 3 3DenRE

(1) 5—7uu—2—tRkexy—N— [2— (4—RAPFVT=/FY) —
5— (FYTZLFaRrFN) Tz=m] RUATIF

EEL LT, 5—2uadlFig KR3—-TI/—4— (4—APFX¥ 7=
)%Y) RUV MU TIAFIFTA FEAVTHIL (1) LFEBROBIEZITV., BE
L& E /i,

XL :88. 1%

IH—NMR (CDC1,):8 3. 85 (3H, s) 6. 81 (1H, d, J
=8. 5Hz), 6. 97—7. 02 (3H, m), 7. 08 (2H, d, J=8.

8Hz), 7. 30 (1H, m), 7. 40 (1H, dd, J=8. 8, 1. 9H
z), 7. 45 (1H, d, J=2. 2Hz), 8. 70 (1H, s), 8. 78 (1
H, d, J=1. 6Hz), 11. 76 (1H, s).

(2) 5—zur—N— [2— 4—A+F¥T7=/%Y) —65— (FITA
BAFNL) T==A] —2— [(EBAT5—) I HNVER=N) AFV] SUAT I
F (k&#ES133)

EEL LT, 5—2uu—2—tbRFedxi—N— [2— (4—AFVT7=/%F
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~

V) —5— (FNYTZAFBRRAFIL) Tz=mV] RUXTIFR, KRRV T =)
v—A4d—BAR=pza ) FERBOVTH 7 1 L AKEOBERZITY., EELEWE
B,

N%E60. 0%

IH—NMR (CDC1l,4):8 3. 37—3. 41 (2H, m), 3. 62 (6
H, s), 3. 83 (3H, s), 6. 78 (1H, d, J=8. 7THz), 6. 9
3—7. 03 (4H, m), 7. 11 (1H, d, J=8. 4Hz), 7. 24—
7. 28 (1H, m), 7. 47 (1H, dd, J=8. 7, 2. 4Hz), 7.
86 (1H, d, J=2. 7THz), 8. 90—8. 93 (2H, m).
134 :{LEWES1L340{EMORIE

Bk LT, 5—7rE—N— [2—2uu—5— (M) ZAFRAFN) 7=
=] —2—k FrFiXUXT7IF BI85 (1) oteEhm) . RUEY VBRY
RPN ERWNTH 5 0 & FERBRELZITV. BELEMERT

Nk : 89. 8%

'H—NMR (DMSO—d,):6 5.11(2H, d, J=8. 4Hz), 5.
138 (2H, d, J=8. 7THz), 7. 23—7. 39 (11H, m), 7. 6
1—7. 64 (1H, m), 7. 74—7. 80 (2H, m), 7. 91 (1H,
m), 8. 19 (1H, m), 10. 45 (1H, s).

135 :{bEHEE1 3 50{EMDEE

EE LT, 5—7vEF—N— [2—Zuou—5— (M) TZAFRAFN) 7=
=] —2— [((DRVIANTH—RTF—)) TXV] RUITIF (LEhE
£134) 2AVWTHIS 1 ERBREBIEELITV. BELEVERT.

&L :89. 6%

I1H—NMR (DMSO—dg) :8 7. 46 (1H, dd, J=9. 0, 1.
29Hz), 7. 61, (1H, dd, J=8. 4, 2. 1Hz), 7. 78 (1H,
dd, J=9. 0, 2. 4Hz), 7. 81 (1H, d, J=8. 1Hz), 7.
92 (1H, d, J=1. 8Hz), 8. 44 (1H, d, J=1. 2Hz), 10.
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27 (1H, s).

#1336 :{LAYWESL 3 6DLEMDORE

EE L LT, 5—7uE—N— [2—2uu—5— (MY TZAFARAFN) T=
=] —2— (FA—RATF—IFFY) RUXTIF (kewEF135) %
FWTHI 5 2 L RERBIEEZITV., BEILEWER.

XL :100. 0%

IH—NMR (DMSO-d ) :6 7. 49 (1H, dd, J=8. 7, O.
9Hz), 7. 56 (1H, dd, J]=8. 4, 1. 8Hz), 7. 61 (1H,
dd, J=8. 7, 2. 4Hz), 7. 73 (1H, d, J=8. 4Hz), 7.
83 (1H, d, J=2. 4Hz), 8. 31 (1H, d, J=1. 6Hz), 1
1. 96 (1H, s).

#1137 {LEWESL37TOEMDOEE

EEE LT, 5— [(1, 1—YAFN) =Fi] —2—k FaFxy—N-— [3,
5—F2 (R TZAFuAFIL) Zz=n] RUXTIR (FI78 (1) ofbE
). ROEEY VOV U ERWTH S 0 L RERBREEZTV., EEEDE
Bz,

% :94. 4%

1H—NMR (DMSO—d ) :§ 1.32 (9H, s), 5. 09 (2H, d,
j=8. 1Hz), 5. 10 (2H, d, J=7. 8Hz), 7. 22—7. 36
(11H, m), 7. 60 (1H, dd, J=8. 7, 2. 4Hz), 7. 65 (1
H, d, J=2. 4Hz), 7. 80 (1H, s), 8. 39 (2H, s), 11.
05 (1H, s).

#l1 38 : {LEWMER1 3 8DLEhDEE

ERIL LT, 2— (ORUVINTF—RAT5—/) TFxV—5—[(1, 1-VA
F) =FA] —N— [3, 5—ER (M) T7AFurFN) T==)b] XX
FIF ((bAWEE137) EAVWTH 5 1 ERAHRRBRELTV, EELEwE

B,
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= :100. 0%

IH—NMR (DMSO—-dg):8 1:.381 (9H, s), 7. 32 (1H, d,
j=8. 1Hz), 7. 58—7. 63 (2H, m), 7. 82 (1H, s), 8.
43 (2H, s), 11. 11 (1H, s).

#1339 :{LAWBES 13 9DLaniliE

EEE LT, 5— [(1, 1—-PAFN) =FNV] —2—TF—RTF—/FFXY
~N-—[3, 5—FX (FYVTAFEAFL) T2=] RUXTIF (LEY
21 38) BEAWVWTHS 2 & AEREBIELITV., BELEDNERT.

XL :85. 0%

IH—NMR (DMSO—-dg):8 1.29 (9H, s), 7. 23 (1H, d,
J=8. 7THz), 7. 48 (1H, dd, J=8. 7, 2. 4Hz), 7. 63
(1H, d, J=2. 7Hz), 7. 74 (1H, s), 8. 55 (2H, s), 1
3. 47 (1H, s).

Bl140 :{LEHWESL40DLEMDOEE

EE L LT, 5—7uE—2—k Faexy—N-— [2, 5—EX () TAn
AFN) Te=mV] RUXTIR @129 (1) ofkd). ROED VRUAS
Y ONVERWTH S 0 ERAERBELZITV. BELEYERI

INR:84. 1%

IH—NMR (DMSO—d,):8 5.14 (2H, d, J=7. 8Hz), 5.
15 (2H, d, J=7. 8Hz), 7. 26—7. 39 (11H, m), 7. 7
6 (1H, dd, J=8. 7, 2. 1Hz), 7. 87 (1H, m), 7. 91 (1
H, d, J=8. 7Hz), 8. 05 (1H, d, J=7. 8Hz), 8. 09 (1
H, s), 10. 61 (1H, s).
BHll141:LEmES1410keh0lE

EE L LT 5—TuE—2— (PR INT3—RT 44—/ ) A%V —N—[2,
5—t R (R IAFRAFL) Te=] RUXT IR (bEHES140)
BHEWTH 5 1 & RFRBEZITV. BELEYERI
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X% :85. 4%

1H—NMR(DMSO-dQ:6 7.41 (1H, d, J=8. 4Hz), 7.
756—7. 79 (2H, m), 7. 90 (1H, d, J=7. 8Hz), 8. 05
(14, d, J=8. 1Hz), 8. 15 (1H, s), 10. 42 (1H, s).
#1442 {bAWEEL420EMOEE

BB LT, 65— uE—2—T4+—RA7F—/4FT—-N—-1[2, 56 —X (b
YINFuAFL) Teo] RUIXTIF (LEBES141) ZHAWTHS
2 L RERBERITV. BELLEWERT.

% :89. 3%

IH—NMR (DMSO—d,):é 7.32 (1H,d, J=8.4Hz), 7.
62 (1H, dd, J=8. 4, 2. 7THz), 7. 69 (1H, d, J=2. 4
Hz), 7. 86 (1H, d, J=8. 1Hz), 7. 92 (1H, s), 8. 02
(1H, d, J=8. 4Hz), 12. 44 (1H, s).

#1443 :{LAMES1430ehnibE

EBE LT, 5—72E—N— {3, 5—vx [(1, 1=-VAFN) =FN] 7
z=) —2—bB RERFIRUATIR (F190 (1) oftdd), RUEY VR
TRUTUAEFNTH 5 0 & RRREBRELZITY., BELEMERI.
IWE:94. 7%

IH—NMR (DMSO—d,):6 1. 23 (18H, s), 5. 08 (2H,
d, J=8. 4Hz), 5. 10 (2H, d, J=7. 2Hz), 7. 16—7.
34 (12H, m), 7. 65 (2H, d, J=1. 5Hz), 7. 71 (1H,
dd, J=9. 0, 2. 7THz), 7. 82—7. 83 (1H, m), 10. 43
(1H, s).

#Hl144:{tAWESL440EHORE

EBL LT, 65— ue—2—(ORUINVTF—RAT 53—/ )FF—N—{3,
5—Fx [(1, 1—=UAFN) =FN] Z==i4) RUXTI R ((LEaWES1
43) BRWTHIS 1 & RAkRBREEZTV., BEILEWEET
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*E:94. 8%

'H—NMR (DMSO—d,):6 1. 28 (18H, s), 7. 15 (1H,
t, J=1. 5Hz), 7. 38 (1H, dd, J=8. 7, 0. 9Hz), 7.
61 (24, d, J=2. 1Hz), 7. 70 (1H, dd, J]=8. 7, 2. 4
Hz), 7. 77 (1H, dd, J=2. 7, 0. 6Hz), 10. 31 (1H,
s).

#l1 45 :{LEHESL45DLEMDOEE

ERE LT, 5—72E—N— {3, 5—tX [(1, 1—-VAFN) =FNV] 7
=) —2— (FH—RT7F—/)ZFY) RUVATIF (bEWEST144)
ZRAWTHI5 2 L ARREBEELZTV. EELEMERI

Mg : 75, T%

IH—NMR (DMSO—d,) 6 1. 28 (18H, s), 7. 11 (1H,
t, J=1. 5Hz), 7. 30 (1H, dd, J=8. 7, 0. 6Hz), 7.
55 (1H, dd, J=8. 7, 2. THz), 7. 72 (2H, d, J=2. 1
Hz), 7. 79 (1H, d, J=2. 7THz), 12. 00 (1H, s).
#1146 :{bEHESL460LEmORE

(1) 2—e FuFy—5— (3—Fx=) —N— [3, 6—ERX (b TNV
FrAFN) Tz=V] RUVAXTIF

ERE LT, 2—k Fr¥y—5—3—F—-N— [3, 6—EX (F)T7ngtn
AFN) T V] RUXTIER HIs1 (1) ofvE) . RO —FAF 7=V
AerBEAnWTH8 1 (2) LREBEOBIELITV., EELEVERT.

NE: 38. 7%

'H—NMR (DMSO—d,):6 7.06 (1H, d, J=8. 7THz), 7.
57 (1H, dd, J=4. 8, 1. 5Hz), 7. 66 (1H, dd, J=4.
8, 3. 0Hz), 7. 81—7. 84 (2H, m), 7. 86 (1H, s), 8.
18 (1H, d, J=2. 1Hz), 8. 49 (2H, s), 10. 90 (1H,
s), 11. 33 (1H, s).
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(2) 2— (BEATx—Y ) ANR=N) FFY—5— (3—F==/) —N—
[3, 5—tFX (MU TZAFBRAFN) T==0] RUXTIF (bkeWES1
46)

EE L LT, 2—b Fe¥xv—5— (3—F==)) —N— [3, 5—ER (h
YINFEAFN) Te=V] RUXTI R, ROEATZ 3=V —4—T R
=sul FERWTH 7 1 LRAFOBIEZITV., EEILEMZ /I
REL:92. 7%

IH—NMR (CDC1,) :86 8. 58—3. 72 (8H, m), 7. 05 (1
H, d, J=8. 4Hz), 7. 36 (1H, dd, J=4. 8, 1. 2Hz) 7.
43 (14, dd, J=5. 1, 3. OHz), 7. 48 (1H, dd, J=38.
0, 1. 5Hz), 7. 60—7. 64 (2H, m), 7. 89 (1H, d, J=
2. 7THz), 8. 09 (2H, s), 9. 15 (1H, s).

Bl147 (bAEYEEL4LTOEHOEE

EB LT, 5—7uE—2—tbFed%dy—N— [8—RArF¥—5— (b7
VAT AFN) Te=mA] SUXTIF (B8 7 (1) ofbgh) . RUED VR
TRV ERWTH S 0 & FARREBEEEZITV., BELEMERT,
WR:77. 7%

IH—NMR (DMSO—d,):86 3. 78 (3H, s), 5. 09 (2H, d,
j=8. 1Hz), 5. 10 (2H, d, J=7. 5Hz), 7. 00 (1H, s),
7. 23—7. 36 (11H, m), 7. 56 (1H, m), i 73—7. 77
(2H, m), 7. 87 (1H, d, J=1. 8Hz), 10. 84 (1H, s).
#1148 {tEWBES1 48 DLEORE

FEEE LT, 5—7ue—2— (PRUPNTF—RAT5—/) XY —N—[3
—RAFFT—5— (MY TAFRRAFA) T==] RUXTIF ((bEWEE
147) ZAVWTH 5 1 EREEREBIELITV., BEILSWER.

L :98. 1%

IH-NMR (DMSO—d,):6 3.83(3H, s), 7. 00 (1H, s),
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7. 37 (1H, d, J=8. 7THz), 7. 57 (1H, s), 7. 71—7.
77 (3H, m), 10. 80 (1H, s).

Hl149 :{bAYWESL49DLEawDEE

EEL LT, 5—7uE—N— [3—A XY —5— (b T7AFRAFIL) 7
e —2— (FA—RT7F—)F%Y) RUXTIFK (bEWEST148)
FRWTHI 5 2 & RRBIEELITV. BELEMERIT

X%E: 98. 6%

IH—NMR (DMSO—dg ) :8 3.82(3H, s), 6. 95 (1H, s),
7. 26 (1H, d, J=8. 7THz), 7. 61 (1H, dd, J=8. 7, 2.
AHz), 7. 70 (1H, s), 7. 74 (1H, d, J=2. 4Hz), 7. 8
6 (1H, s), 12. 62 (1H, brs).

#1150 :{LEYWESL50DLeh0EE

(1) 2—b RFu%y—5—TZ==,xF=b—N— [3, 6 —EX (FI TN
FaRrAFN) Tz=] RUVATIF

29—t Fp¥xy—5—a—F—N— [3, 5—t X (b TAFBRAFN) T=
=A] RUXTFIR 81 (1) ok 475meg, 1mmo 1), AFV
v (130mg, 1. 25mmo 1), BENS7YU A (4. 5mg, 0. 02m
mol)., hUR (FNVE—HhUA) KATZ 4> (12. 2mg, 0. O 4mmo
1), o4V Fab A7y (388mg, 3mmo l), N, N=UAFNVT
— VAT IR (2mL) OEAWE 8 HEIMEET L, KNSNBEWEERET
BE%. ke, BB UCHIN Lz, AH#EZK. EMEEK TS, &
KR~ 7 3T ACHR L, BRZBEEERL (BbhcEEEZY I TV
HS AU N TTT 44— (n—~FHr iy uero—7T=211—>1"
1) TERLT, EElewoREAREK (173me, 38. 3%) &R
IH—NMR (DMSO—dg):§ 7.04 (1H, d, J=8. 4Hz), 7.
20—7. 29 (3H, m), 7. 38 (2H, t, J]=7. 6Hz), 7. 59
(2H, d, J=7. 5Hz), 7. 72 (1H, dd, J=8. 4, 2. 1Hz),

218



WO 03/103656 PCT/JP03/07127

7. 86 (1H, s), 8. 07 (1H, d, J=2. 1Hz), 8. 49 (2H,
s), 10. 89 (1H, s), 11. 33 (1H, brs).

(2) 2— (EFATH—Y IANKR=) FFY—5—T 2=/ T7 =)V —N—
[3, 5—F2R (FRUTZLABRRAFN) Tz=] RUXTIK (LEHES1
50)

EBE LT, 2—t Fa¥y—5—7=z=AxF=—N— [3, 6 —R (h
YoadFaAFL) el RUXT IR, RUEAT 3= Y—4—TVR
=Azul RERWTH 7 1 & REOBELTV., BELEDNERT.

¥L: 99. 5%

1H—NMR (CDC1,):86 3.61—3.69 (8H, m), 7. 08—7.
12 (3H, m), 7. 32 (1H, d, J=7. 2Hz), 7. 36—7. 41
(2H, m), 7. 51—7. 53 (2H, m), 7. 59 (1H, dd, J=8.
4, 2. 4Hz), 7. 65 (1H, s), 7. 87 (1H, d, J=2. 1Hz),
8. 11 (2H, s), 9. 05 (1H, s).

Hl151 :{LAWESL5 LOLEMDOEE

ER L LT, 2—E Fuddy—5—7==AxF=b—N— [3, 5—tX (b
YIAFRAFN) Te=V] RUATIER 150 (1) OLE¥) . RO
) VB DRV UL ERWTH B 0 & RERREBERTV. BELEDERT.
ML :82. 0%

1H—NMR (DMSO—d ) :8 5. 12 (2H, d, J=8.4Hz), 5.
13 (2H, d, J=7. 5Hz), 7. 25—7. 43 (16H, m), 7. 6
3 (24, d, J=7. 2Hz), 7. 78—7. 82 (2H, m), 7. 96 (1
H, s), 8. 40 (2H, s), 11. 17 (1H, s).

BRG] ¢ NF — « BIEH LERE

NTF — « BIEMAGEZER % Hill b0k (v (Cell)), CKE), 1993
BT 3%, 28, p. 395—40628R,) BB LTHEMLL, NF
— « B #EAEF] (TGGGGACTTTCCGC) % 5 M (¥ 7 Al LicF Y IX I v
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FFRETF—ENNYT =25 —PEET Luc) OLERBITHEARAAILETT AR
K (pNF kB—Luc Reporter Plasmid : STRATAGENE #&) % FT A7 =
7 < g 3R (Effectene, QIAGEN #81) Z v Tk MFEHEEMMEA He p G 2
IZ QIAGEN D71 h 2 —MZREVW RS v A7 =7 b LT, 6 ~24 RFHEER LT
D%, WHRLEWOFEETXUIEEET T, TNF — o (40 ng/nl) M2 T4
BRREEEE Let. MlaN/ —Av 7 =9 —BEEE Yy I V-V LT OREA Y
AR ROV ESER . (SPECTRAFLUORPLUS, TECAN #:81) % VW THIE
Lir. BRIV EWFEEETIRRIT ANV T =T — BEEMEICK L COLRTHE
R AR e, WRILE Y 10 u g/ml RO 1 pg/ml FEAEFICBIT A NF — « BIGIEME
ERE FRORITTRT,

e EE NF — k BiEHEALEEE (%)
EHEE1O0p g/ mL |EWREEL1Leg /mL
1 95. 8 94. 9
2 98. 6 97. 9
3 98. 4 96. 1
4 97. 5 94. 2
5 98. 0 96. 1
6 98. 1 94. 4
7 98. 8 93. 9
8 97. 9 95. 0
9 97. 3 94. 6
10 97. 4 95. 3
11 99. 2 97. 3
12 97. 5 95. 5
13 98. 7 96. 6
14 99. 4 98. 9
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15 99. 1 97. 9
16 98. 4 96. 6
17 96. 8 97. 0
18 98. 1 95. 4
19 98. 8 97. 9
20 98. 1 94. 8
21 98. 7 96. 7
2 2 98. 7 35. 3
23 97. 3 19. 8
2 4 96. 8 96. 3
25 97. 2 93. 4
26 98. 9 97. 8
27 99. 2 95. 8
28 98. 4 96. 4
29 97. 5 90. 2
30 97. 0 96. 4
31 97. 2 97. 2
32 98. 8 98. 0
33 98. 6 96. 6
34 99. 5 51. 9
35 98. 3 96. 9
36 98. 7 97. 8
37 98. 1 96. 6
38 98. 6 97. 8
39 98. 4 96. 7
40 97. 5 96. 2
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41 99. 1 91. 4
4 2 96. 9 92. 7
4 3 97. 6 94. 9
4 4 98. 6 85. 9
4 5 95. 4 84. 7
4 6 96. 3 89. b
47 92. 5 84. 7
4 8 90. 4 37. 9
49 99. 0 80. 1
50 97. 1 90. 7
51 96. 6 89. 7
52 96. 5 76. 3
53 92. 0 21. 5
54 98. 0 96. 0
55 99. 1 97. 1
56 98. 9 96. 8
57 97. 2 95. 4
58 98. 8 97. 9
59 97. 8 96. 2
60 98. 9 97. 7
61 99. 2 98. 6
6 2 97. 8 96. 8
6 3 98. 2 97. 1
6 4 97. 5 96. 3
6 5 97. 3 95. 8
6 6 41. 4 12. 2
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6 8 47. 4 53. 0
69 18. 7 29. 7
70 89. 6 48. 1
71 78. 0 70. 6
72 35. 2 39. 4
74 58. 1 56. 2
75 94. 9 94. 3
76 98. 2 98. 9
77 31. 0 69. 7
79 70. 2 88. 1
80 68. 4 91. 4
81 29. 2 26. 4
83 18. 0 23. 5
85 29. 8 21. 4
86 11. 9 23. 4
87 55. 4 29. 7
89 35. 9 48. 3
92 93. 9 86. 3
93 24. 0 44. 3
94 51. 7 56. 1
95 71. 4 31. 3
96 96. 1 54. 1
97 94. 4 21. 6
98 96. 6 94. 9
99 94. 7 92. 3
100 98. b 96. 1
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101 42. 8 41. 0
102 70. O 39. 1
103 45. 9 40. 4
104 58. 8 48. 4
105 56. 0 71. 8
106 83. b 61. 0
107 52. 1 47. 4
109 95. 9 21. 0
110 39. 2 38. 6
111 96. O 94. 3
112 49. 5 4 7. 2
113 97. 9 96. 8
114 98. 5 97. 2
115 92. 2 41. 8
116 20. 1 35. 1
117 56. 7 34. 8
118 97. 4 94. 0
119 >99. 9 >99. 9
122 >99. 9 >99. 9
125 >99. 9 >99. 9
128 >99. 9 >99. 9
130 N. 18. 9
131 N. T >99. 9
132 N. T 32. 3
133 12. o N. T.
136 N. T >99. 9
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139 N. T. 64. 3
142 N. T. >99. 9
145 N. T. 93. 1
149 N. T. >99. 9
N. T.:®RBRET
FE¥ FooF| I REtE

AREOEEIIBEERFNF — k BOFEEAREFERZA L, & DICKEEY A

N4 v OREAEMENEEREET SO T, NF—« BEELICERTRER
OREMEY A P4 VEABRICERT 2REDOTH RO/ SUIERA L LTH
RAT® 5,
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