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(54) Title: COMPOUND CONTAINING A NOVEL 4-ALKOXYPYRIDINE FORMATION AND MEDICINE CONTAINING
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(57) Abstract: Disclosed is novel compound and medicinal formulation containing same, possessing both angiotensin II receptor
blocking and PPARYy activation effect, of use as a medicine for prevention and/or treatment of hypertension, heart disease, angina
pectoris, cerebrovascular disorder, cerebral circulatory disturbances, post-ischemic peripheral circulatory damage, renal disease,
arteriosclerosis, inflammatory disorder, type 2 diabetes, diabetic complications, insulin resistance syndrome, syndrome X,
metabolic syndrome and hyperinsulinaemia. Further disclosed is the general formula I (where one or both of R! and R? represent a
Ci alkyl group, Rs represents a Cis alkyl group which may contain one or more substituent groups selected from group A, or a
Css cycloalkyl group which may contain one or more substituent groups selected from group B.) which represents the compound,
and salts thereof, solvates thereof, and medicinal compositions containing any of these.
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J: Ay T T EHK (coupling constant)

Hz : ~JLY (Hertz)

CDC I, EZOORILL

DMSO—ds: EVAFIAIKRERL R
TH-NMR : 70 F UBESH£E

I R : FROMBEIRIRA RS B

EHEFH1 2— { [6—TFIL—2—AF)I—5— [ [2" — (5—FFV
—4, 5= FA—-1, 2, 4—FFHTF7I—IL—83—-a)L) — [1,
1" —ET7IZI] —4—4JL] AFIL EVEDOU—4—A)L} £F}

BEEE T FILDELE
[1£9]
If81: 4 — [ (A—TF)—2—AF)l—6—FFY—1, 6—TFk

FOEYTYPY—6—4J)L) AFIL] — [1, 1" —ETzZ)L] —2—5
JWAR=ZFYJ (214mg, 0. B0mmo |) DN, N=UAFLKRILL
7k (8mL) BR&KIC55%KHRILFTFIVL (31mg, 0. 72mm
ol) ZMAEETIONEHLIE, JOEHEIFIL (110mg, O
66mmo | ) ZMA7 O CTHREBH L, RIGKICKZEMA, EFEET
FILTHE Lz, AREZMHE. KRUBMNEEKTHES L EKFRES ~Y)
JLERAWTERL, BEERBLZ. Bon-BREZLUHSILAS L0
RIS T4— (NFHU/BFBBIFIL=2: 1) 1L, 2— [ {6—T
FI—5—[ (2" =7/ —=[1, 1" —ETZxzZ)] —4—AJL) *F
W] —2—=AFIEYEIDOU—4—A)L} A%V} BFEETFIL (80mg
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[0094]

[0095]

[0096]

30%) #HEEMKYE L THT-
TH—NMR (CDC l,) 6 :

0.87 (3H, t, J=7 Hz), 1.27 (3H, t, J=7 Hz),

1.30-1.40 (2H, m), 1.47-1.59 (2H, m), 2.54 (3H, s),

2.65-2.74 (2H, m), 4.09 (2H, s), 4.24 (2H, q, J=7 Hz),

4.93 (2H, s), 7.32 (2H, d, J=8 Hz), 7.38-7.50 (4H, m),

7.58-7.65 (1H, m), 7.74 (1H, d, J=8 Hz).
T2 EFOFXFVILTIUIERE (212mg, 3. Ommo |) DT A
FILANLEREXY FBER (2mL) ITEREEKFRFFIDL (307mg, 3.
7mmo |) ZMA, 40°CT1HEERLE, RIGBERIZ2— { (6—7
FI—5—[ (2" =7/ —=[1, 1" —ETZxzZ)] —4—AJL) *F
W] —2—=AFIEYEZDOU—4—A)L} A%V} BFEETFIL (B4mg
0. 12mmo |) DYAFIAILKRFY FBR (1mL) #MZ90CT
BREBRH L, RIGRICKEMZAHEBRIFILTHE Lz, AREBZEHE. K
RUBMBIEKTHRE LEKFRES ) VAZAVTEERL, BERKBLE
c BoNE=BREZSVUAFSLASLIOR IS5 74— (NFH U/ BFEET
FIL=2:1) IZFL, 2— { (6 —=TFIL—5— [ [2" — (N —EF
AFAIWNLLZTEA)L) — [1, 17 —ETZzZIL] —4—AJL] AF
W —2—=AFNEYEIDOU—4—A)L} #F¥) BFBRIFILEST-.
I#3:2— {{6—TFIL—56—{[2" — (N —ErFAFIHILNL
A2RA)L) — [1, 17 —ETzZ)] —4—AJL] AFIIL} —2—2F
WEYEZO —4—q L) A%} BFETFIL (7Tmg, 0. 02mmo |
) DN, N=DAFIARILLTI FBERE (1mL) 121, 17 —HLKRZL
CAEHEY—I)L (7Tmg, 0. 04mmo l) . 1, 8=CF7HEISO [
5. 4. 0] 9TH—7—TIT>Y (Emg, 0. O4mmo |) ZMA, E
mT1RERE L, RIBERTHR, RISRICKZMA, BFEETF)LTHE L
tzo ARBEHE. KRUENEBIEKTHRE UEKFBRST MY DLEZANT
BEIEL., BEEBBLI, BonEREEZTILNS T IERBYOT RIS D
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[0097]

[0098]

[0099]

[0100]

14— (BFBETF)L) ICTHEEL, 2— [ {6—TFIL—2—AFIL—5— {
[27 — (B—FFVY—4, 5—2EFO—-1, 2, 4—FFHTT7V—I
—3—4J)) —[1, 1" —ETZxz=ZIL] —4—4)L] AFIL} EUETDY
—4—A)L} HF) EFBETFIL (5mg, 2EEFEINES 9%) ZEBHIK
MmE L THE-,
TH—NMR (CDC ;) 6 :

0.92 (3H, t, J=7.2 Hz), 1.24 (3H, t, J=7.2 Hz),

1.35-1.45 (2H, m), 1.55-1.68 (2H, m), 2.52 (3H, s),

2.69-2.78 (2H, m), 4.04 (2H, s),

4.14 (2H, q, J=7.2 Hz), 4.89 (2H, s), 7.24 (4H, brs),

7.39-7.65 (3H, m), 7.87 (1H, d, J= 7.8 Hz).
EiEF 2 2— { (6 —TFIL—2—4FI—5— [ [2" — (5—FFVY
—4, 5—2EFO—-1, 2, 4—FFHIFY—IL—-3—a)) — [1,
1" —ET7IZI] —4—4JL] AFIL EVEDOU—4—A)L} £F}
EEEL
[4£10]

I#1:2— {{6—TFIL—-6—-[(2" =>F7/—[1, 1" —ETzx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFEETFI)L (500mg, 1. Tmmol) MAR/—)L (10mL) —XK
(5mL) BEBKICKEIL)FOL—KNHM (237mg, 5. 6mmo
1) ZMAERT1RBEBERL-, RISKIZKEMZ, Y 00/RILLATHE
Lfz. BEZE6E. KRUBEHNREKTHE UEKFRET LY DLERAN
THERL, BEEMBLIz. BON-REEZLVASTILATLIAI LIS
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«— (YAaARILLSA AR —)L=20 1) IZfFL, 2— [ [6=TFIL
—5—[ (2" =Y7/—=[1, 17 —EZ7zZI] —4—4JL) AFIJ]
—2—AFIEYIOU—4—qL} XU} BFEE (467mg, 100%
) ZHBEKE LTHT,

[0101] "H—NMR (CD;OD) & :

0.86 (3H, t, J=7 Hz), 1.29-1.48 (4H, m), 2.58 (3H, s),
2.71-2.78 (2H, m), 4.17 (2H, s), 5.06 (2H, s),

7.40 (2H, d, J=8 Hz), 7.45-7.57 (4H, m),

7.66-7.74 (1H, m), 7.81 (1H, d, J= 8 Hz).

[0102] T#2: : 2— [ (6—TF)I—5—[ (2" —=vF7/—[1, 1’ —E7=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFBRIFILORDYIZ2—- [ (6 —TFIL—-5—-[ (2" =2 7/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
L A2 BEREROTEREG 1 OIE2, 3 ERBFRITIRE - [EL, 2
—{{6=TFIL—2—AF)L—5—{[2" — (B—FFV—4, 5—7
ErFO—1, 2, 4—FFHIPTF7Y—)L—-3—aJ) — [1, 1" —ET=x
ZIL] —4—AL] AFILY EVEDOU—A4—A)L} X BFEERER
BER (2BBIRES 7%) & LTHEK.

[0103] "H—NMR (CD;OD) & :

0.93 (3H, t, J=7.3 Hz), 1.40-1.52 (2H, m),
1.66-1.78 (2H, m), 2.82 (3H, s), 3.04-3.18 (2H, m),
4.05 (2H, s), 5.05 (2H, s), 7.14 (2H, d, J=7.6 H2),
7.21 (2H, d, J=7.6 Hz), 7.36 (1H, d, J=7.2 Hz),
7.45-7.65 (2H, m), 7.90 (1H, d, J= 8.0 Hz).

[0104] EEHIS 2— { {(6—TFIL—2—AF)I—5— [ [2" — (B—FFY
—4, 5—2EFO—-1, 2, 4—FFHIFY—IL—-3—a)) — [1,
1" —ET7IZI] —4—4JL] AFIL EVEDOU—4—A)L} £F}
T3 FDOEE
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[0105]

[0106]

[0107]

[0108]

[1E11]

I#1:2— {{6—TFIL—-6—-[(2" =>F7/—[1, 1" —ETzx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
E; (83mg, 0. 2mmo | ) RU1—ERAFIARVY RJTI—L
KM (42mg, 0. 3mmo |) MY/ ORARY (83mL) BREE
BTI1REEELI-, 7VEZ7 (28%KEK 0. 4mL) ZMAEE
TABMB® LI, RERICKZENZ, Y00KR/LLATHE Lz, AEE%
. KERUBRMBIEKTHESLUEKEEST ) VLZRANTEREL, BE
BfaLlz. Bonf-BEESUASLVASLYVAR M ZT74— (£ O0OK
WL 258/ —)L=20:1) IZfFL, 2— { {6 —TFI—5— [ (2’
-7/ —[1, 17 —ETzZ)L] —4—4JL) AFI] —2—AF)LE
J2OU—4—A)} FFD} TEZI R (73mg, 88%) ZREBE
KeELTHT-,
TH—NMR (CDC 1) 6 :

0.94 (BH, t, J=7 Hz), 1.37-1.49 (2H, m),

1.63-1.76 (2H, m), 2.59 (3H, s), 2.79-2.89 (2H, m),

4.08 (2H, s), 4.87 (2H, s), 5.28 (1H, brs), 5.48 (1H, brs),

7.25 (2H, d, J=8 Hz), 7.43-7.53 (4H, m), 7.62-7.79 (2H, m).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFBRIFILORDYIZ2—- [ (6 —TFIL—-5—-[ (2" =2 7/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
W A%} TEE2 I FERAVWTERF 1 DIE2, 3 ERRICRS - NE
L. 2= {{6—TFIL—2—AF)L—5—{[2 — (5—FFV—4,
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5—ekrA—-1, 2, 4—FFHOFY—I—83—aL) — [1, 1" —
EZz=)L] —4—A)L] AFIIL} EUTDOU—4—A)L} FD) 745
I FEREGRRY (2BBEIRESL 4%) £ LTHE-.
[0109] "TH—NMR (CDC l,) 6 :
0.92 (3H, t, J=7.2 Hz), 1.35-1.47 (2H, m),
1.60-1.72 (2H, m), 2.54 (3H, s), 2.73-2.88 (2H, m),
3.99 (2H, s), 4.75 (2H, s), 5.41 (IH, brs), 6.71 (IH, brs),
7.06 (2H, d, J=8.2 Hz), 7.20 (2H, d, J= 8.2 Hz),
7.29-7.39 (2H, m), 7.44-7.57 (2H, m).
[0110] =fEHI4 2— { {6 —TFIL—2—AF)L—5— [ [2" — (B—FFY
—4, 5—2EFO—-1, 2, 4—FFHIFY—IL—-3—a)) — [1,
1" —ET7IZI] —4—4JL] AFIL EVEDOU—4—A)L} £F}
—N—IFILT7E4E I FEE
[0111] [1B612]

[0112] TF81 : 7UoEZFORDYICIFILTIVERVTEEHNSOIR1 EF
BRICRIG -0BL, 2— { {6 —TFIL—-5—[ (2" =7/ —[1, 1
" —ETJIZN] —4—AJL) AFI] —2—AFIILEYIDOU—4—4)L
P %2} = N—IFIL7E2 3 FEXREREK (URE81%) & LTH:
[0113] "TH—NMR (CDC I,) 6 :
0.92 (6H, t, J=7 Hz), 1.35-1.46 (2H, m), 1.60-1.69 (2H, m),
2.59 (3H, s), 2.75-2.83 (2H, m), 3.08-3.17 (2H, m),
4.10 (2H, s), 4.87 (2H, s), 5.75 (1H, brs),
7.25 (2H, d, J= 8 Hz), 7.43-7.56 (4H, m), 7.62-7.69 (1H, m),
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7.77 (1H, d, J= 8 Hz).

[0114] T2 . 2— [ (6 —TF)I—5—[ (2" —=vF7/—[1, 1’ —EJ=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFBRIFILORDYIZ2—- [ (6 —TFIL—-5—-[ (2" =2 7/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
L} A% = N—IFIILT7EE I FEAVNT, EEFA1DOIE2, LA
BRICRE - 0EBL, 2— [ (6—TFI—2—A4FJL—5— { [2" — (5
—F%V—4, 5—-CEFO—-1, 2, 4—FFHTTFI—IL—-3—4JL)
—[1, 17 —EZ7zZ)] —4—4JL] AFI} EVZDOU—4—1)L}
XY - N—IFILT7E2 I FERECER (2BBIE24%) &LT
B/,

[0115] TH—NMR (CDC I,) 6 :

0.92 (3H, t, J=7.2 Hz), 0.96 (3H, t, J=7.2 Hz),
1.35-1.46 (2H, m), 1.57-1.69 (2H, m), 2.49 (3H, s),
2.64-2.74 (2H, m), 3.07-3.15 (2H, m), 4.02 (2H, s),
4.75 (2H, s), 5.84 (1H, brs), 7.12 (2H, d, J= 7.6 Hz),
7.24 (2H, d, J= 7.6 Hz), 7.35-7.41 (1H, m),

7.46 (1H, d, J=8.0 Hz), 7.86 (1H, t, J=7.2 Hz),

7.74 (1H, d, J= 7.2 Hz).

[0116] =EHIS 2— { {6 —TFIL—2—AF)L—5— [ [2" — (5—FFY
—4, 5—2EFO—-1, 2, 4—FFHIFY—IL—-3—a)) — [1,
1" —ET7IZI] —4—4JL] AFIL EVEDOU—4—A)L} £F}
—N, N=SIFLT7E42I FOHEE

[0117] [1B13]
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[0118] ITfE1 : FUEZTDRDLYICCIFATIVEAVTERFISOIRE &
FFRICRG - EBL, 2— [ {(6—TFIL—-5—[ (2" =>7/— [1,
1" —E7zxZ)] —4—AJL) —2—AFIEYEIOU—4—A)] FF
V=N, N=YUIFILT7EEI FEXABRBERK (IRET7 2%) & LTHE

[0119] "TH—NMR (CDC I,) 6 :

0.87 (3H, t, J=7 Hz), 1.15-1.41 (8H, m), 1.48-1.58 (2H, m),
2.53 (3H, s), 2.64-2.73 (2H, m), 3.29-3.46 (4H, m),

4.12 (2H, s), 5.02 (2H, s), 7.33-7.50 (6H, m),

7.58-7.64 (1H, m), 7.73 (1H, d, J= 8 Hz).

[0120] T#2 . 2— [ (6 —TF)I—5—-[ (2" —=vF7/—[1, 1" —E7=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFBRIFILORDYIZ2—- [ (6 —TFIL—-5—-[ (2" =2 7/—[1,
1" —E7zxZ)] —4—AJL) —2—AFIEYEIOU—4—A)] FF
v} =N, N=YIFILT7EE2IFZANT, EEH1OIE2, 3 LR
(TR -0EBL, 2— [ {6—TFIL—2—AF)L—5— [ [2" — (65—
THvY—4, 5—SERKO—-1, 2, 4—FFHSF7I—IL—3—qJ) —
[1, 1" —EZ7zZ)L] —4—4J)L] AFI} EYETDOU—4—AJ} F
Fo = N—IFLT7EEZI FEREBBRY (2EREIEA40%) LT
B/,

[0121] "TH—NMR (CDC I,) 6 :

0.88 (3H, t, J=7.2 Hz), 1.09 (3H, t, J=7.2 Hz),
1.28-1.40 (5H, m), 1.52-1.64 (2H, m), 2.52 (3H, s),
2.62-2.71 (2H, m), 3.31-3.42 (4H, m), 4.01 (2H, s),
4.95 (2H, s), 7.07 (2H, d, J= 8.0 Hz),
7.13 (2H, d, J= 8.0 Hz), 7.36-7.57 (3H, m),
7.74 (1H, d, J= 7.6 Hz).
[0122] EfEHl6e 4— { (6 —TFIL—2—AF)I—5— [ [2" — (5—FFY
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[0123]

[0124]

[0125]

[0126]

—4, 5—YbkRO—-1, 2, 4—FFHIOFY—IL—-3—4(L) — [1,
1" —ET7zZ] —4—AL] AFL} EYSDU—4—A L) FF]
TR UBRIFIOEE

[1£14]

I JOEBRIFILORDYIZCTOETR VEEIFILERTERSH
1TOIFET1 ERMRICKRG - WEL, 4— { {[6—TFIL—56—[ (2" =¥
7/—[1, 1" —ET7zZ)L] —4—AJL) AFIL] —2—AFJLEY =
DU—A—A)} XY} TEUVBIFIILEARBRRKY (IRFE43%) &
L T#HE=,
TH—NMR (CDC 1) 6 :

0.90 (3H, t, J=7 Hz), 1.18 (3H, t, J=7 Hz),

1.31-1.43 (2H, m), 1.53-1.64 (2H, m), 1.97-2.07 (2H, m),

2.28 (2H, t, J=7 Hz), 2.57 (3H, s), 2.68-2.76 (2H, m),

4.01 (2H, s), 4.07 (2H, a, J=7 Hz), 4.39 (2H, t, J=6 Hz),

7.24 (2H, d, J= 8 Hz), 7.37-7.52 (4H, m),

7.58-7.65 (1H, m), 7.74 (1H, d, J= 8 Hz).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
FBRIFILORDYIZ4—- [ (6 —TFIL—-5—[ (2" —=27/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
WY A%} TJRAVEBEIFILEZERAVWT, EEFI1OIE2, 3 LEAKIIRE
-EBL, 4— [ {6—TFIL—2—AF)—5— [ [2 — (5—FFY
—4, 5—2EFO—-1, 2, 4—FFHIFY—IL—-3—a)) — [1,
1" —ET7IZI] —4—4JL] AFIL EVEDOU—4—A)L} £F}
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TAUBIFILERBRRBIKY (2BREIES 2%) & LTHT.
[0127] "TH—NMR (CDC 1) 6 :
0.91 (3H, t, J=7.2 Hz), 1.15 (3H, t, J=7.2 Hz),
1.33-1.44 (2H, m), 1.56-1.68 (2H, m), 1.83-1.94 (2H, m),
2.00-2.09 (2H, m), 2.55 (3H, s), 2.65-2.78 (2H, m),
3.97 (2H, s), 4.01 (2H, g, J=7.2 Hz),
4.30 (2H, t, J=5.6 Hz), 7.09 (2H, d, J= 8.0 Hz),
7.25 (2H, d, J= 8.0 Hz), 7.38-7.64 (3H, m),
7.75 (1H, d, J= 7.6 Hz).
[0128] =HEH 7 4— { {6 —TFIL—2—AF)L—5— [ [2" — (5—FFY
—4, 5—2EFO—-1, 2, 4—FFHIFY—IL—-3—a)) — [1,
1" —ET7IZI] —4—4JL] AFIL EVEDOU—4—A)L} £F}
T2 UBOEE
[0129] [1B15]

[0130] T#1:2— [ {6—TFI—5—[ (2" =>F7/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
FBRIFILORDYIZ4—- [ (6 —TFIL—-5—[ (2" —=27/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
LY XD TEAVBIFILERVNT, EEF2OIE 1 ERBRKRIIKRG - 40
BL, 4— ([6—-TFI—-56—[(2" =2F7/—[1, 1" —ETz=
W]l —4—AJL) AFI] —2—AFIEYIOU—4—A)} F} T
2 UBEEBEE (IRFE100%) & LTHER,

[0131] "H—NMR (CD,0OD) & :

0.90 (3H, t, J=7 Hz), 1.35-1.46 (2H, m), 1.51-1.63 (2H, m),
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[0132]

[0133]

[0134]

[0135]

1.97-2.06 (2H, m), 2.23-2.31 (2H, m), 2.68 (3H, s),

2.84-2.93 (2H, m), 4.12 (2H, s), 4.54 (2H, t, J=6 Hz),

7.25-7.34 (2H, m), 7.46-7.57 (4H, m), 7.62-7.74 (1H, m),

7.77 (1H, d, J= 8 Hz).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
FBRIFILORDYIZ4—- [ (6 —TFIL—-5—[ (2" —=27/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
WY Ax2) JAVEERWT, EEG1DOIE2, 3 EEKRICRG - LB
L. 4— {[{6—TFIL—2—AF)L—5—{[2 — (5—FFV—4,
5—ekrA—-1, 2, 4—FFHOFY—I—83—aL) — [1, 1" —
EZzZ)L] —4—A)] AFIIL} EYSDOU—4—A)} X} Ty
BeaXEmEMIRY (2BREIRES 7%) & LTHR.
TH—NMR (CD,0OD) 6 :

0.92 (3H, t, J=7.3 Hz), 1.33-1.46 (2H, m), 1.51-1.61 (2H, m),

1.96-2.06 (2H, m), 2.26-2.34 (2H, m), 2.62 (3H, s),

2.76-2.84 (2H, m), 4.07 (2H, s), 4.49 (2H, t, J=6.0 Hz),

7.20 (2H, d, J=8.4 Hz), 7.27 (2H, d, J= 8.4 Hz),

7.48-7.55 (2H, m), 7.60-7.68 (2H, m).
EiEFH 8 4— { (6—TFIL—2—4FI—5— [ [2" — (5—FFY
—4, 5—2EFO—-1, 2, 4—FFHIFY—IL—-3—a)) — [1,
1" —ET7IZI] —4—4JL] AFIL EVEDOU—4—A)L} £F}
—JAF 2 FOEE
[{E16]
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[0136] T#1:2— [ {6—TFI—5—[ (2" =>F7/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BEORKbYIZ4— { (6 —TFIL—5—[ (2" =>7/—[1, 1’ —
EJzZIL] —4—AJL) AFIIL] —2—AFIEYETOV—4—A)} #*
*F} TJAVBERNT, EEGASOIE T EEKZRICRE - LEL, 4— |
{(6—TFI—-5—[(2" =27/—[1, 1" —EZ7z=Z)L] —4—4
L) AFI] —2—AFIEYVIDOU—4—A)L} #F2) TRFIRER
HEEEX (INES80%) & LTHE,

[0137] "TH—NMR (CDC I,) 6 :

0.91 (3H, t, J=7 Hz), 1.32-1.44 (2H, m), 1.56-1.67 (2H, m),
1.97-2.16 (4H, m), 2.57 (3H, s), 2.70-2.77 (2H, m),

4.02 (2H, s), 4.36 (2H, t, J= 6 Hz), 5.44 (1H, brs),

5.66 (1H, brs), 7.22 (2H, d, J= 8 Hz), 7.42-7.53 (4H, m),
7.61-7.67 (1H, m), 7.74-7.77 (1H, m).

[0138] T#82 : . 2— [ (6—TF)I—5—[ (2" —=vF7/—[1, 1" —EJ=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
FBRIFILORDYIZ4—- [ (6 —TFIL—-5—[ (2" —=27/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
WY Ax2) JASF S FEAVT, EEM1OIE2, 3 LEKZRIIRG -0
BL, 4— [ {6—TFIL—2—AF)—5—{[2" — (B—FFV—4

5—ekRA—-1, 2, 4—FFHOFTI—IL—3—-4)L) — [1, 1’
—ETJ7zIZI] —4—AJL] AFII} EYVIOU—4—AL} FHFY} =T
A5 REXBEEBHRY (2BEREI 7%) & LTH,
[0139] "TH—NMR (CDC l,) 6 :
0.89 (3H, t, J=7.2 Hz), 1.32-1.44 (2H, m),
1.58-2.00 (6H, m), 2.55 (3H, s), 2.66-2.74 (2H, m),
3.91 (2H, s), 4.20 (2H, brs), 5.28 (1H, brs), 6.49 (1H, brs),
6.94 (2H, d, J=7.6 Hz), 7.17 (2H, d, J= 7.6 H2),
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7.25-7.44 (3H, m), 7.51-7.58 (1H, m).
[0140] =fEHIO 4— { {6—TFIL—2—AF)L—5— [ [2" — (5—FFY
—4, 5—2EFO—-1, 2, 4—FFHIFY—IL—-3—a)) — [1,
1" —ET7IZI] —4—4JL] AFIL EVEDOU—4—A)L} £F}
—N—IFILTEF I FOEE
[0141] [1B17]

* CONHEt
P f

[0142] T#81 :2— [ {6—TFN—5— [ (2" =¥F7/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BEORKbYIZ4— { (6 —TFIL—5—[ (2" =>7/—[1, 1’ —
EJzZIL] —4—AJL) AFIIL] —2—AFIEYETOV—4—A)} #*
Fo) TAVBERWNT, EEFA4OIE EERICKE - LEL, 4— |
{(6—TFI—-5—[(2" =27/—[1, 1" —EZ7z=Z)L] —4—4
W) AFIIL] —2—AFIEYIDOU—4—A)} AFL) —N—IFILT
R FERABENR (INEB89%) & LTHT.

[0143] "H—NMR (CDC I,) 6 :

0.91 (3H, t, J=7 Hz), 1.01 (3H, t, J=7 Hz),
1.34-1.44 (2H, m), 1.57-1.67 (2H, m), 1.99-2.08 (4H, m),
2.57 (3H, s), 2.70-2.78 (2H, m), 3.13-3.22 (2H, m),
4.01 (2H, s), 4.32-4.38 (2H, m), 5.61 (IH, brs),
7.22 (2H, d, J= 8 Hz), 7.41-7.52 (4H, m), 7.61-7.68 (1H, m),
7.50 (1H, d, J= 7 Hz).
[0144] T#82 . 2— [ (6 —TF)I—5—[ (2" —=vF7/—[1, 1" —EJ=x

ZI] —4A—AJ) AFI] —2—=AFIEYETDU—4—A)L} TF)

n
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[0145]

[0146]

[0147]

[0148]

FBRIFILORDYIZ4—- [ (6 —TFIL—-5—[ (2" —=27/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
L} A%V = N—IFIILTEFT I RERAVNT, EEF1DOIE2, LA
BRICRE - WEL, 4— [ {(6—TFI—2—-A4FJL—5— {[2" — (5
—F%V—4, 5—-CEFO—-1, 2, 4—FFHTTFI—IL—-3—4JL)
—[1, 17 —EZ7zZ)] —4—4JL] AFI} EVZDOU—4—1)L}
THY) = N—IFIILTET I FERBERMRY (2BRIE28%) &L
THE-,
TH—NMR (CDC 1) 6 :

0.92 (3H, t, J=7.2 Hz), 1.03 (3H, t, J=7.2 Hz),

1.35-1.46 (2H, m), 1.62-1.85 (6H, m), 2.58 (3H, s),

2.74-2.80 (2H, m), 3.07-3.16 (2H, m), 3.95 (2H, s),

4.30 (2H, t, J=5.6 Hz), 5.55 (1H, brs),

7.05 (2H, d, J= 7.6 Hz), 7.27 (2H, d, J= 7.6 Hz),

7.40-7.48 (2H, m), 7.55-7.62 (1H, m),

7.69 (1H, d, J= 8.0 Hz).
EEFH10 4— [ {(6—TFIL—2—AF)L—5—{[2 — (5—FF
Y—4, 5—=TERO—-1, 2, 4—FFHTFI—IL—83—AJI) — [1

1" —EZ7zZ)] —4—A)L] AFI) EVEOU—4—A)L} FF

} =N, N=CIFILTRF I FOEE
[{k18]

I#1:2—-{{6—-TFNL—-5—-[ (2" =¥F7/—[1, 1" —ET=x
ZI] —A—AJ) AFI] —2—=AFIEYIDOU—4—A} THV]

n
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BEORKbYIZ4— { (6 —TFIL—5—[ (2" =>7/—[1, 1’ —
EJzZIL] —4—AJL) AFIIL] —2—AFIEYETOV—4—A)} #*
*Fo} JAVBERNT, EEFSOIE T EEBZRICRE - LEL, 4— |
{(6—TFI—-5—[(2" =27/—[1, 1" —EZ7z=Z)L] —4—4
W) AFIL] —2—AFILEYEZDOU—4—A )L} FL) —N, N=DI
FILTR T2 FERBERER (IREI 1%) & LTH

[0149] "H—NMR (CDC 1) 6 :

0.88 (3H, t, J=7 Hz), 1.01-1.11 (6H, m), 1.31-1.42 (2H, m),
1.51-1.62 (2H, m), 2.06-2.15 (2H, m), 2.32-2.39 (2H, m),
2.57 (3H, s), 2.65-2.72 (2H, m), 3.16 (2H, a, J=7 Hz),

3.34 (2H, q, J=7 Hz), 4.02 (2H, s), 4.40-4.43 (2H, m),

7.24 (2H, d, J= 8 Hz), 7.39-7.50 (4H, m), 7.58-7.66 (1H, m),
7.74 (1H, d, J= 8 Hz).

[0150] T#82 : : 2— [ (6 —TF)I—5—[ (2" —=vF7/—[1, 1" —E7=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
FBRIFILORDYIZ4—- [ (6 —TFIL—-5—[ (2" —=27/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
LY %L} =N, N=PIFILTEFTIFERVT, EEF1DOIFE2,
BEAMRICRE - WEBL, 4— { {6—TFI—2—AF)L—5— { [2’
— (5—#F%vVY—4, 5—YbKrO—-1, 2, 4—FFHTF7Y—)L—3—
AI) —[1, 17 —ETZzxZIL] —4—4a)L] AFI} EUETDOU—4—
AL} AFL) =N, N=DIFILTEF 2 FERFEHRY (2 BRREIE
30%) &LTH-,

[0151] TH—NMR (CDC I,) 6 :

0.88-0.92 (6H, m), 1.02-1.16 (3H, m), 1.31-1.44 (2H, m),
1.52-1.68 (4H, m), 2.09-2.20 (2H, m), 2.56 (3H, s),
2.65-2.77 (2H, m), 3.06-3.26 (4H, m), 3.92 (2H, s),

4.33 (2H, brs), 7.01 (2H, d, J= 7.6 Hz),
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[0152]

[0153]

[0154]

[0155]

[0156]

7.19 (2H, d, J= 7.6 Hz), 7.29-7.54 (3H, m),

7.65 (1H, d, J= 7.6 Hz).
EiEfF11 83— {4 — [ [4—TFIL—6— (2—IT+FILI+FY)
—2—AFIEYZTDOU—5—AJ)L] AFII} — [1, 1" —ETzZ)]
—2—4J)} =1, 2, 4—FFHPF7IJ—)IL—5 (4H) —FUDOHE
[1£19]

T1: JOEMBIFILORDYIC1I-—TJOE—2—I +rFTI42V%H
WT, EEFI1VDOIET ERARICRG - REL, 4" — [ [4—TFIL—6
— (2—IhrFPIPFY) —2—AFIEYZTDOU—5—A)L] AFI]
—[1, 1" —ET7zZ)L] —2—A)IRZ M) ILEXRERBRKY (UIFEO
1%) & LTHE,
TH—NMR (CDC 1) 6 :

0.89 (3H, t, J=7 Hz), 1.18 (3H, t, J=7 Hz),

1.32-1.42 (2H, m), 1.52-1.62 (2H, m), 2.57 (3H, s),

2.67-2.74 (2H, m), 3.52 (2H, t, J=7 Hz), 3.71-3.76 (2H, m),

4.03 (2H, s), 4.51-4.55 (2H, m), 7.27-7.36 (2H, m),

7.37-7.49 (4H, m), 7.57-7.64 (1H, m), 7.74 (1H, d, J= 8 Hz).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFBRIFILORDLYIZ4A — [ [4—TFIL—6— (2—IrFPIT XY
) —2—AFIEYETDU—5—AJL] AFIL} — [1, 17 ETz=)L]
—2—ALKRZFYLERVT, EEH1DOIRE2, 3 LREKICRG - 0E
L. 83— {4 — ({4—TFIL—6— (2—I+FPItFxP) —2-4
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[0157]

[0158]

[0159]

[0160]

[0161]

FILEYZDO—5—A)L} AF)} —[1, 17 —ETzZ)L] —2—4
L} —1, 2, 4—=FFHTT7I—IL—5 (4H) —FoEREEHKY (
2ERREANE 3 5%) & LTHEE.
TH—NMR (CDC 1) 6 :

0.90 (3H, t, J=7.2 Hz), 1.05 (3H, t, J=7.2 Hz),

1.33-1.42 (2H, m), 1.52-1.63 (2H, m), 2.47 (3H, s),

2.61-2.68 (2H, m), 3.44 (2H, t, J=71.2 Hz), 3.65-3.74 (2H, m),

3.97 (2H, s), 4.44-4.52 (2H, m), 7.16-7.22 (4H, m),

7.38-7.49 (2H, m), 7.56-7.64 (1H, m),7.79 (1H, d, J= 7.6 Hz).
EEHl12 3— (4 — [ [4—TFIL—2—-AF)L—6— (2—7OK
FUOIRFRY) EYVZSDOU-56—AJ] AFL} —[1, 1" —ETzZ)L
] —2—4J} =1, 2, 4—FFHYTF7Y—)L—5 (4H) —FUOHE
[1£20]

T JOEMBRIFILORDYIC [ (2—JOFIF2—1—4J) F
] (tert—TFI) PAFLOSVERNT, EEHA1OIE &
RikICRG - EBL, 47 — { {4—TFIL—6— [2— [ (tert—7
FILOAFILID)IL) FL] ThHY) —2—-AFIEYETDOU—-565—4A
LY AFNLY —1—=[1, 17 —ETzZ)U] —2—hLLRZbYILEKE
ik (IRE34%) £ LTHE-.
TH—NMR (CDC 1) 6 :

0.05 (6H, s), 0.86-0.90 (12H, m), 1.31-1.41 (2H, m),

1.51-1.62 (2H, m), 2.57 (3H, s), 2.65-2.72 (2H, m),

3.91 (2H, t, J=5 Hz), 4.03 (2H, s), 4.45 (2H, t, J=5 Hz),
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7.26 (2H, d, J= 8 Hz), 7.36-7.49 (4H, m),
7.57-71.64 (1H, m), 7.74 (1H, d, J= 8 Hz).

[0162] T2 : 4 — {{4—TFIL—6— {(2— [(ter t—TFILTAFI

[0163]

[0164]

DY) AXD] T hXYV) —2—AFIEYITDOU—-5—A)L} AFI]
—1—[1, 1" —EZzZ)] —2—HLKR=FrYJL (200mg, O.
8mmo | ) T FZEFATZY (4mL) BRICTRZITFILTUES
Dl TILAYER (IMTrSEROTZSVUEK 1. 5mL) ZHAER
THREER Lz, RERICKZEMZ, BFEIF/LCHE L, BRBEZE6E
 KRUBNBIEKTHRE LUEKRES D LEZANTRRL, BERE
Lize @oNREEZVATILASLIOAR IS 74— (NFH U BEE
BEIFIL=3:1) [fFL. 4" — [ [4—TFI—6— (2—EFOFY
IThFY) —2—AFILEYIDU—=5—A)L] AFI} — [1, 1" —E
JIZ)I] —2—=HALRZKRYJIL (75mg, 63%) FxRFEEHMEKY (UL
£63%) LLTHE-,
TH—NMR (CDC ;) 6 :

0.90 (3H, t, J=7 Hz), 1.33-1.43 (2H, m), 1.54-1.64 (2H, m),

2.58 (3H, s), 2.70-2.78 (2H, m), 3.27 (IH, brs),

3.82-3.87 (2H, m), 4.03 (2H, s), 4.47-4.52 (2H, m),

7.24 (2H, d, J=8 Hz), 7.39-7.50 (4H, m), 7.58-7.66 (1H, m),

7.74 (1H, d, J=8 Hz).
I3 : 4" — {[4—TFIL—6— (2—EFOFPIrFY) —2—-4
FILEYZDOU—5—AJ)L] AF)L} —[1, 17 —ETzZ)L] —2—5
JJIRZFJJL (80mg, O. 20mmo |) N, N=UAFILRILLT
SR (2mL) BRIC55%KFIELFFIIL (26mg, 0. 6mmo |
) EMAZET3ONEHLI-E, n—3—FK7A/fY (102mg, O,
6mmo | ) ZMA 5 0OCTREBH L=, RINKRITKZMZ, BFEETFIL
THH L=, AREZ6E. KRUBENBEKTHERSE LUEKRES DL
FRVTEEREL, BERMELz. Bohf-BREZTLAST+TEEY O
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IS T74— (NFZH U BEBETIFIIL=3 1) ITffL, 4" — [ [4—T
FIL—2—AFI—6— (2—TARFLI+XY) EYETDOU-—5—9)L
] AFI} — [1, 17 —EZ7z=)L] —2—AILE=ZFJJIL (41mg
46%) #EEMKME LTRHR,
[0165] TH—NMR (CDC l,) 6 :
0.85-0.96 (6H, m), 1.31-1.42 (2H, m), 1.51-1.62 (4H, m),
2.57 (3H, s), 2.67-2.74 (2H, m), 3.43 (2H, t, J= 7 Hz),
3.71-3.76 (2H, m), 4.03 (2H, s), 4.49-4.55 (2H, m),
7.29 (2H, d, J=8 Hz), 7.38-7.49 (4H, m), 7.58-7.65 (1H, m),
7.74 (1H, d, J= 8 Hz).

[0166] T#84 . 2— [ (6 —TF)I—5—[ (2" —=vF7/—[1, 1" —EJ=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFERIFILORDYIZ4A — [ [4—TFIL—2—AFIL—6— (2—70O
REVIRFRY) EVEZDOU—-5—AJL] AFJ)L} — [1, 17 —ETzZ
W] —2—=ANRZFYIILZRAWNT, EEFI1OIRE2, 3 LEKRIIRE -
WEL, 83— {4 — {[4—TFIL—2—-AFI—6— (2—TOR*>
ITrHY) EURTDOU—5—AJ)L] AFI} —[1, 17 —ETZz=Z)L] —
2=} =1, 2, 4—FFHOF7J—IL—5 (4H) —FUZXERM
K (2ERMEINES 3%) & LTHT-,

[0167] "TH—NMR (CDC 1) 6 :

0.80 (3H, t, J=7.3 Hz), 0.91 (3H, t, J=7.2 Hz),

1.31-1.49 (4H, m), 1.51-1.64 (2H, m), 2.48 (3H, s),

2.61-2.69 (2H, m), 3.34 (2H, t, J=6.8 Hz), 3.67-3.72 (2H, m),
3.98 (2H, s), 4.43-4.49 (2H, m), 7.21 (4H, brs),

7.38-7.53 (2H, m), 7.56-7.65 (1H, m), 7.82 (1H, d, J= 7.6 Hz).

[0168] EEHI13 33— (4" — [ [4—TFIL—6—[2— (2—A+FPIT
FU) IRFV] —2—AFIEYIOU=5—AJ} AFI} — [1, 1
T —E7zZ)] —2—qJ)) =1, 2, 4—FFHTFTIY—)L—5 (4H
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[0169]

[0170]

[0171]

[0172]

[0173]

) —F OB
[{£21]

If1 . 7O0ELTOS FORDYIZTI—TOEFE—2—-AA XL IR V%R
WT, EEHI1 20O ITEI EEKRICRE - WEL, 4" — [ {4—TFIL—
6— [2— (2—AFFLIFXY) —2—AFILEYZTDOU—5—A)L]
AFIIL —[1, 17 —ETzZ)L] —2—AIKRZ M) LERERBRY
(IR%E 4 3%) &LTH,
TH—NMR (CDC 1) 6 :

0.89 (3H, t, J= 7 Hz), 1.32-1.42 (2H, m), 1.52-1.62 (2H, m),

2.56 (3H, s), 2.65-2.74 (2H, m), 3.35 (3H, s),

3.48-3.53 (2H, m), 3.60-3.65 (2H, m), 3.75-3.84 (2H, m),

4.03 (2H, s), 4.53-4.59 (2H, m), 7.28 (2H, d, J= 8 Hz),

7.38-7.49 (4H, m), 7.57-7.65 (1H, m), 7.74 (IH, d, J= 8 Hz).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
HBRIFILORDYIZA — [ [(4—TFIL—6— [2— (2—4+FPI
) —2—AFILEYZDU—5—A)L] AF)IL} — [1, 17 —EZ
TZIU] —2—HILRZFYILZERWNT, EfEFA1OIE2, 3ELEEHKICK
i -EL, 83— {4 — [ {4—TFIL—6—[2— (2—AFFPITk
FU) IRFV] —2—AFIEYIOU=5—AJ} AFI} — [1, 1
T —E7zZ)] —2—qJ)) =1, 2, 4—FFHTFTIY—)L—5 (4H
) —AUEKREEHRRY (2BRMEINEL 3%) & LTHE.
TH—NMR (CDC 1) 6 :
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[0174]

[0175]

[0176]

[0177]

[0178]

0.92 (3H, t, J=7.2 Hz), 1.34-1.46 (2H, m),

1.58-1.68 (2H, m), 2.55 (3H, s), 2.70-2.77 (2H, m),

2.91 (3H, s), 3.31-3.43 (4H, m), 3.66-3.72 (2H, m),

3.99 (2H, s), 4.43-4.47 (2H, m), 7.14 (2H, d, J= 8.3 H2),

7.23 (2H, d, J= 8.3 Hz), 7.43-7.49 (2H, m),

7.60 (1H, dt, J=1.4, 7.6 Hz), 7.77 (1H, d, J= 7.8 Hz).
EiEHl14 33— (4 — [ [4— [2— (RUDLFFY) TrFY] -
6—TFI—2—AFIEYIDU—5—AJ} AFI} — [1, 17 —E
JxZN] —2—A)} =1, 2, A=FFHTTFI—I—-5 (4H) —F
v DEGE
[1E22]

TI1: 7OELTAE FORDYIIRUDILTOE RERAWLT, EHEH 1
2OIEIELEFKRICRG -LEL, 4" — [ {4—[2— (RUDLFHY
) ThHFY] —6—TFIL—2—AFIEYIDOU—-6—A)} AFI} —
[1, 1" —EZ7xzZ)L] —2—A)RZ MY L ZRERBIKY (UIRES 8
%) & LTHT-,
TH—NMR (CDC 1) 6 :

0.89 (3H, t, J=7 Hz), 1.32-1.44 (2H, m), 1.52-1.63 (2H, m),

2.55 (BH, s), 2.66-2.73 (2H, m), 3.78 (2H, t, J=5 Hz),

4.02 (2H, s), 4.53-4.59 (4H, m), 7.27-7.42 (11H, m),

7.56-7.76 (2H, m).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
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[0179]

[0180]

[0181]

[0182]

BEBRIFLORDYIZA — {{4— [2— (RUIDILAFFY) T Y]
—6—TFI—2—AFIEYIDOU—5—AJL} AFI} — [1, 17 —
EZxZ)L] —2—AIRZrJILERANT, EEF10IRE2, 3 LRAK%
[CRIG-EL, 3— {4 — {{4— [2— (RUDILAHY) T XY
] —6—TFIL—2—AFIEYITDOU—5—AJL} AFI} — [1, 1’
—E7zZ)I] —2—AL) —1, 2, A—FFHTTFYJ—I/L—5 (4H)
—FUERAERBIKY (2BEIE28%) & LTH ..
TH—NMR (CDC ;) 6 :

0.90 (3H, t, J=7.2 Hz), 1.31-1.42 (2H, m),

1.52-1.64 (2H, m), 2.45 (3H, s), 2.58-2.67 (2H, m),

3.76 (2H, t, J=4.4 Hz), 3.97 (2H, s), 4.43 (2H, s),

4.50 (2H, t, J=4.4 Hz), 7.07 (2H, d, J= 8.4 Hz),

7.12-7.22 (JH, m), 7.31 (IH, d, J= 7.6 Hz),

7.42-7.60 (2H, m), 7.75 (1H, d, J= 6.8 Hz).
EiEH 15 3— {4 — [ [4—TFIL—6— (2—EFOFIIT+FY
) —2—=AFIEYZTDU—-5—aJ] AFL} —[1, 1" —ETzZ)IL
] —2—4J} =1, 2, 4—FFHYTF7Y—)L—5 (4H) —FUOHE
[1£23]

I#1:2— {{6—TFIL—-6—-[(2" =>F7/—[1, 1" —ETzx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BEIFILORDYIZA — [ {(4—TF)IL—6—[{2— [(tert—7
FILOAFILDYN) AFL] ThHY} —2—AFILEYZIDOU—565—4
LY AFNLY —1—=[1, 17 —ETZzZ)I] —2—hALR=ZFYILERL
T, EEFl10IRE2, ILAKITRG - 0EL, 3— {4 — { {47
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FILl—6— (2= [ (ter t —TFILTAFILIYIL) FL] TEHD
} —2—=AFIEYETDU—=56—Aa)L} AFL} —[1, 1" —ETzZ)IL
] —2—4JL} =1, 2, 4—FFHTF7J—I)L—5 (4H) —FUZEHKA
MKy (IRE6 3%) & LTHE,
[0183] "H—NMR (CDC I,) 6 :
0.05 (6H, s), 0.80-0.86 (12H, m), 1.21-1.32 (2H, m),
1.38-1.52 (2H, m), 2.42 (3H, s), 2.48-2.55 (2H, m),
3.86 (2H, t, J=5 Hz), 3.89 (2H, s), 4.40 (2H, t, J=5 Hz),
7.06 (2H, d, J= 8 Hz), 7.11 (2H, d, J= 8 Hz),
7.24-7.46 (3H, m), 7.57 (1H, d, J= 8 Hz).
[0184] T722 : 33— {4 — {{4—TF)IL—6— (2= [ (ter t —TFILY
AFILDYL) FHV] ThFV —2—AFILEYUIDOU—-5—1)L} #
FIL} — [1, 17 —ETZz=Z)L] —2—q)} —1, 2, 4—FFHP7F
J—IJIL—5 (4H) =42 (120mg, 0. 2mmo |) OT 3 E KO
I3 (2mL) BRICT S TFILTUOE=ZDL LAY E (1MT K
JERATSVBRK 1. 1TmlL) ZMAEETE6RHERELE. RIGRIC
KeEmMZ, BFEETFILCTHE L=, AREZHE. KRUBEMRBEKTHESE
LEKFET MY DLEZRAVTIEREL, RERKEL-. Bohf-EEEITL
NTTATERBIORNI ST 14— (INTHU/EEEIFIL=38: 1) I
L. 83— {4 — [ [4—TFIL—6— (2—EFOFPIrFY) —2-—
AFIEYETOU—-6—AJ] AFII} — [1, 17 —ETzZ)L] —2—
A} —1, 2, 4—FFHTF7J—)L—5 (4H) — 4> (51mg, 6
0%) ZXREBMKME LTH,
[0185] "H—NMR (CDC I,) 6 :
0.92 (3H, t, J=7.2 Hz), 1.34-1.47 (2H, m),
1.59-1.69 (2H, m), 2.55 (3H, s), 2.73-2.81 (2H, m),
3.64-3.71 (2H, m), 3.98 (2H, s), 4.32 (2H, t, J=4.4 Hz),
7.13 (2H, d, J=8.2 Hz), 7.25 (2H, d, J= 8.2 Hz),
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[0186]

[0187]

[0188]

[0189]

[0190]

7.38-7.46 (2H, m), 7.56 (1H, t, J=7.0 Hz),

7.74 (1H, d, J= 8.0 Hz).
EiEf16 3— {4 — [ [4—TFIL—6— (2—a4VTORFLIT+
FY) —2—AFIEYETDOU—56—AJL] AF)I} —[1, 17 —ET=x
Z)] —2—4a4)L} =1, 2, 4—FFHTFTJ—I)L—5 (4H) —FD
&

[1k24]

T1: JOEMBIFILORDYICE —AFILROBURLKUE 2—
AVTORFLIFILERNT, EEH1OIE 1 ERKRICRE - WEL,
4" — [ [4—TFI—6— (2—4A4YTARFII+FY) —2—AF)
EYUISPU—5—aJL] AFIL} —1, 17 —ET7zZ)] —2—-HLKR=
FUILERERBIKY (REI 7%) & LTHE.
TH—NMR (CDC 1) 6 :

0.89 (3H, t, J=7 Hz), 1.14-1.42 (8H, m), 1.51-1.61 (2H, m),

2.56 (3H, s), 2.68-2.75 (2H, m), 3.56-3.66 (1H, m),

3.72 (2H, t, J=5 Hz), 4.02 (2H, s), 4.50 (2H, t, J=5 Hz),
7.27-7.49 (6H, m), 7.58-7.65 (1H, m), 7.75 (1H, d, J=8 Hz).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
HBRIFILORDYIZA — [ [4—TFIL—6— (2—A4VTAKRFII
) —2—AFILEYZDOU—5—A)L] AFJ} —1, 1" —ET=zx
ZI] —2—ANRZFYIIERNT, EEF1OIE2, 3 ELRAKRICREG
-REL, 3— {4 — {{[4—TFIL—6— (2—aVTARFII+F
V) —2—AFIEYETOU—5—A)} AFI} - [1, 17 —ETz=
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[0191]

[0192]

[0193]

[0194]

[0195]

W] —2—4a4)L} =1, 2, A—FFHTF7V—IL—5 (4H) —FU%EH
BHRY (2BEIE4L 4%) & LTHE
TH—NMR (CDC ;) 6 :

0.88 (3H, t, J=7.2 Hz), 1.08 (6H, d, J=6.1 Hz),

1.29-1.39 (2H, m), 1.49-1.58 (2H, m), 2.43 (3H, s),

2.54-2.63 (2H, m), 3.53-3.62 (1H, m), 3.68 (2H, t, J=4.8 Hz),

3.95 (2H, s), 4.45 (2H, t, J=4.8 Hz), 7.17 (4H, brs),

7.32-7.49 (2H, m), 7.50-7.59 (1H, m), 7.73 (IH, d, J= 7.1 Hz).
EiEF17 33— (4 — [ [4—TFIL—2—AF)L—6— [2— (AF
IWFA) TrHYV] EUEDOU—5—AJL} AFL} — [1, 17 —ET=zx
Z)] —2—4a4)L} =1, 2, 4—FFHTFTJ—I)L—5 (4H) —FD
&

[1£25]

TE1: JOEMBIFILORDYICTI —H00-2—AFILFAIZVE
FAWTERSF 1 OIE 1 ERRICKRE - BEL, 47 — [ {(4—-TFIL—2
—AFI—6— [2— (AFILFH) TrH2] EVIDOU—5—A)L} A4
FILY — [1, 1—E7zZ)L] —2—ALRZ FJILERBEEBIKY (UL
FE34%) & LTH-,
TH—NMR (CDC 1) 6 :
0.89 (3H, t, J=7 Hz), 1.28-1.41 (2H, m), 1.51-1.62 (2H, m),
2.15 (3H, s), 2.57 (3H, s), 2.66-2.74 (2H, m),
2.81 (2H, t, J=7 Hz), 4.02 (2H, s), 4.55 (2H, t, J=7 Hz),
7.26 (2H, d, J=8 Hz), 7.38-7.51 (4H, m), 7.59-7.66 (1H, m),
7.74 (1H, d, J=8 Hz).
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[0196]

[0197]

[0198]

[0199]

[0200]

I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —A—AN) AFII] —2—=AFILEYVEDU—4—AL} TFV)
BRERIFILORDYIZA — [ {(4—TFIL—2—S3F)L—6— [2— (A
FILFA) TrXP] EUEDOU—-5—A)L} AFI} — [1, 1—ET=x
ZI] —2—ANRZFYIIERNT, EEF1OIE2, 3 ELRAKRICRG
-REL, 3— (4" — [ {4—TFI—2—AF)L—6— [2— (AFIL
FA) ThFV] EVEOU—-5—AJL} AFI} — [1, 1" —ETz=
W]l —2—4a4)L} =1, 2, A—FFHTF7V—IL—5 (4H) —F &K
HEHKY (2BEIRES 9%) & LTHT-
TH—NMR (CDC ;) 6 :

0.90 (3H, t, J=7.2 Hz), 1.32-1.42 (2H, m),

1.52-1.62 (2H, m), 2.12 (3H, s), 2.48 (3H, s),

2.57-2.65 (2H, m), 2.78 (2H, t, J=6.8 Hz), 3.98 (2H, s),

4.53 (2H, t, J=6.8 Hz), 7.22 (4H, brs), 7.38-7.63 (3H, m),

7.85 (1H, dd, J= 0.8, 8.0 Hz).
EiEfl18 33— (4 — [ [4—TFIL—2—AF)L—6— [2— (AF
JWRILHRZIL) ThHXYV] EVEDU—5—A)L} AFI} — [1, 17 —
Eozxz=)L] —2—4JL} —1, 2, 4—FFHTF7J—)L—5 (4H) —
ToDEE
[1k.26]

83— {4 = {[4=TFL—2-AF)=6— [2— (AFLFH) T+
V] EYSVU—-5—AJL} AFI} —[1, 1" —ET7xz=Z)L] —2—
AL} —1, 2, 4—FFHYTF7YJ—)L—5 (4H) —4> (14mg, O
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[0201]

[0202]

[0203]

030mmo |) , RUAEELZVEIIL (1mg, 0. 003 0mmo |
) DAR/—IL (1. 5mL) HE&KIZ3 0%iBEEIEKFEK (1 7mg, O,
15mmo | ) ZMAERTREBH L, RIGRIZKEMAZ, BFEETFIL
THH L=, AREZ6E. KRUBENBEKTHERSE LUEKRES DL
ZRAWTEEL, REEHEL-. BohfBREZLUYNTILAZLYIAT R
5574— (NFHU/BFEETFIL=1:1) IZffL, 83— {4’ — { {4—
TFIL—2—AF)IL—6— [2— (AFIR)FKZ)L) TrFY] EVED
V—=5—AJ)} AFL} = [1, 1" —ETzZ)] —2—AJL} —1, 2
4—FFHTF7J—)L—5 (4H) —F2(13mg, 86%) ZRERE

KELTE,
TH—NMR (CDC ;) 6 :

0.91 (3H, t, J=7.2 Hz), 1.34-1.45 (2H, m),

1.56-1.68 (2H, m), 2.57 (3H, s), 2.71-2.77 (2H, m),

2.84 (3H, s), 3.37 (2H, t, J=5.6 Hz), 4.00 (2H, s),

4.82 (2H, t, J=5.6 Hz), 7.12 (2H, d, J= 8.2 Hz),

7.24 (2H, d, J= 8.2 Hz), 7.41-7.64 (3H, m),

7.82 (1H, dd, J= 1.0, 7.8 Hz).
EiEH 19 3— {4 — [ [4—TFIL—6— (2, 2=DARFLIH
FY) —2—AFIEYETDOU—56—AJL] AF)I} —[1, 17 —ET=x
Z)] —2—4a4)L} =1, 2, 4—FFHTFTJ—I)L—5 (4H) —FD
&

[1£27]

/LMeO OMe
NN
SO

[0204] T#1 : JOEEBIFILORDYIZ2—-TJ0F—1, 1—ARFDITA



WO 2011/105099 61 PCT/JP2011/001086

ERVWT, EEGI1OIRE EEAKRICRE - REBL, 4 — { [4—-TF
IW—6— (2, 2=DAREIIREXY) —2—AFIEYEZTDOU—-5—4
W1 AFI — [1, 17 —ET7zZ)L] —2—AIRZ MY IILERERS
K (UIRE 1 0%) & LTHEK.

[0205] TH—NMR (CDC l,) 6 :

0.89 (3H, t, J=7 Hz), 1.32-1.42 (2H, m), 1.52-1.62 (2H, m),
2.57 (3H, s), 2.68-2.74 (2H, m), 3.37 (6H, s),

4.02 (2H, s), 4.41 (2H, d, J=6 Hz), 4.69 (1H, t, J=6 Hz),

7.28 (2H, d, J= 8.0 Hz), 7.38-7.49 (4H, m), 7.58-7.65 (1H, m),
7.74 (1H, d, J=8 Hz).

[0206] T#82 : 2— [ {6 —TF)I—5—[ (2" —=vF7/—[1, 1" —E7=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
HBRIFILORDYIZA — [ [4—TFIL—6— (2, 2—=DA X
) —2—AFILEYZDU—5—A)L] AF)IL} — [1, 17 —EZ
TZIU] —2—HILRZFYILZERWNT, EfEFA1OIE2, 3ELEEHKICK
- MEL, 83— (4 — [ [4—TFIL—6— (2, 2—=DARFIIk
FU) —2—AFIIEYIDU—6—A)L] AFI} —[1, 17 —ET=z
Z)] —2—4a4)L} =1, 2, 4—FFHTFTJ—I)L—5 (4H) —F %
REEHKY (2BBIREI 5%) & LTH.

[0207] "H—NMR (CDC 1) 6 :

0.91 (3H, t, J=7.2 Hz), 1.32-1.44 (2H, m),
1.53-1.64 (2H, m), 2.50 (3H, s), 2.63-2.69 (2H, m),
3.28 (6H, s), 3.98 (2H, s), 4.36 (2H, d, J=5.6 Hz),
4.71 (1H, t, J=5.6 Hz), 7.18 (2H, d, J= 8.3 Hz),
7.23 (2H, d, J= 8.3 Hz), 7.42-7.52 (2H, m),
7.58-7.64 (1H, m), 7.82 (1H, d, J= 7.8 Hz).

[0208] =iEHI20 3— {4 — [ [4—TFIL—6— (2, 2—PThXPIk
FU) —2—AFIIEYIDU—6—A)L] AFI} —[1, 17 —ET=z
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[0209]

[0210]

[0211]

[0212]

ZI] —2—4J)} —1, 2, 4—FFHYTFTIJ—)L—5 (4H) —#4>D
HiE

[1£28]

T31: JOEMEBIFILORDYIC2-TO0E—1, 1-YVI X IR
ERVWT, EEGI1OIRE EEAKRICRE - REBL, 4 — { [4—-TF
IL—6— (2, 2=PIFFIIrFY) —2—AFIEYEZIDU—-5—4
W1 AFI — [1, 17 —ET7zZ)L] —2—AIRZ MY IILERERS
K (UIRE 1 0%) & LTHEK.
TH—NMR (CDC 1) 6 :

0.89 (3H, t, J=7 Hz), 1.22 (6H, t, J=7 Hz),

1.31-1.43 (2H, m), 1.51-1.61 (2H, m), 2.57 (3H, s),

2.64-2.74 (2H, m), 3.52-3.62 (2H, m), 3.66-3.76 (2H, m),

4.01 (2H, s), 4.36-4.45 (2H, m), 4.63 (1H, t, J=5 Hz),

7.24-7.34 (2H, m), 7.38-7.51 (4H, m), 7.57-7.65 (1H, m),

7.74 (1H, d, J=8 Hz).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
HEBRIFILORDYIZ4A — [ [4—TFIL—6— (2, 2—2T %I
) —2—AFILEYZDU—5—A)L] AF)IL} — [1, 17 —EZ
TZIU] —2—HILRZFYILZERWNT, EfEFA1OIE2, 3ELEEHKICK
- EL, 33— (4 — [ [4—TFIL—6— (2, 2—PTrFIITk
FU) —2—AFIIEYIDU—6—A)L] AFI} —[1, 17 —ET=z
Z)] —2—4a4)L} =1, 2, 4—FFHTFTJ—I)L—5 (4H) —F %
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REEMKY (2BBIREI 5%) & LTHE:.
[0213] "TH—NMR (CDC 1) 6 :
0.91 (3H, t, J=7.2 Hz), 1.12 (3H, t, J=7.1 Hz),
1.28-1.42 (5H, m), 1.50-1.63 (2H, m), 2.48 (3H, s),
2.52-2.68 (2H, m), 3.52-3.64 (4H, m), 3.98 (2H, s),
4.33-4.43 (2H, m), 4.83 (1H, t, J=5.6 Hz), 7.22 (4H, brs),
7.36-7.53 (2H, m), 7.57-7.63 (1H, m),
7.83 (1H, d, J= 7.6 Hz).
[0214] =fEHI21 33— {4 — [ [4—TFIL—6— (2—EFOFLFORF
V) —2—AFIEYETOU—5—A)] AFI} - [1, 17 —ETz=
W]l —2—A)L) =1, 2, 4—FFHYTTFY—I)L—5 (4H) —FLDE

S
=

[0215] [1B29]

[0216] T3 1 : FAEHBIFILORDYIZ [ (1—TRETONRY—2—9)L)
2] (tert—TFI) DTz ZUERANT, EEF1OIE
1 ECRBCIRE -MEBL, 47 — [ {4—TF)L—6— [2— [ (tert
—TFLOTzZPYIN) AF2] TARFY} —2—-AFJLEYET DY
—5—AqJL} AFII} =N —EeFOFP—[1, 17 —ET7z=Z)L] —2
—AIRFIA I FEREBHRRY (RFE18%) & LTH .
[0217] "TH—NMR (CDC I,) 6 :
0.89-0.95 (12H, m), 0.98 (3H, d, J=6 Hz), 1.34-1.45 (2H, m),
1.54-1.64 (2H, m), 2.55-2.69 (BH, m), 3.69-3.79 (1H, m),
3.89-3.99 (2H, m), 4.21-4.46 (2H, m), 7.24-7.66 (14H, m),
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7.56-7.65 (3H, m), 7.74 (1H, d, J=8 Hz).

[0218] T#2 . 2— {{6—TFIL—5—-[ (2" = F7/—[1, 1" —E7=x

[0219]

[0220]

ZIL] —A—AN) AFII] —2—=AFILEYVEDU—4—AL} TFV)
HEIFILORDYIZE — [ {(4—TFL—6— (2— [ (tert—7
FILTOTzZTYI) AFxL] TARFU —2—-AFNLEYETDU-5
—AI} AFNL —[1, 17 —ET7xzZ)] —2—=ANLKR=Z Y ILERAL
T, EEFl10IRE2, ILAKRITRG - 0EL, 3— {4 — [ [4—T
FIL—6— (2= [(ter t—TFLTTz=ILPY)) £#F] TOR
FY) —2—AFIEYETDOU—56—AJL] AF)I} —[1, 17 —ET=x
Z)] —2—4a4)L} =1, 2, 4—FFHTFTJ—I)L—5 (4H) —F %
REEHRY IRE50%) & LTHT,
TH—NMR (CDC ;) 6 :

0.89 (3H, t, J=7 Hz), 0.96-1.01 (12H, m), 1.26-1.36 (2H, m),

1.45-1.57 (2H, m), 2.24 (3H, s), 2.22-2.39 (2H, m),

3.76 (2H, s), 4.05-4.17 (2H, m), 4.24-4.34 (1H, m),

7.03 (2H, d, J=8 Hz), 7.13 (2H, d, J=8 Hz),

7.25-7.66 (13H, m), 7.78 (1H, d, J=8 Hz).
I#3:3— (4 — {({4—TFiL—-6—{2—[(tert—TFLD
AFILDYL) FHV] ThFV —2—AFILEYUIDOU—-5—1)L} #
FIL} — [1, 17 —ETZz=Z)L] —2—q)} —1, 2, 4—FFHP7F
J—IL—5 (4H) —F2DRHYIZ3— (4" — { [4—=TFIL—6— (
2— [ (tert—=TFILPT7zZIILIN) AFL] TARFY) —2—
AFIEYETOU—-6—AJ] AFII} — [1, 17 —ETzZ)L] —2—
AL} =1, 2, 4—FFYTFTJ—)L—5 (4H) —FVERANT, EIf
f5l1 5MOIFEI LRMRICKIE - DEL, 3— {4 — [ [4—TFIL—6—
(2—EFREFPTARFY) —2—AFILEYIDU—5—CJL] AFI
b= [1, 17V —EZz=)L] —2—4aJ} =1, 2, 4—FFHYTT7J—
IW—5 (4H) —FUZxXREBRBIKY (2EREIRES6 9%) & LTH -,
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[0221] TH—NMR (CDC 1) 6 :
0.95 (3H, t, J=7.3 Hz), 1.12 (3H, d, J=6.1 Hz),
1.39-1.51 (2H, m), 1.64-1.77 (2H, m), 2.58 (3H, s),
2.78-2.89 (2H, m), 3.86-4.37 (5H, m), 7.21 (2H, d, J= 8.2 Hz),
7.35 (2H, d, J= 8.2 Hz), 7.46-7.66 (3H, m),
7.81 (1H, d, J= 7.8 Hz).

[0222] EfEHl22 33— (4 — [ [4—TFIL—2—AF)L—6— (2—FFY
JOoRFY) EUSTOU—5—AJL] AFI} — [1, 17 —ETz=)L]
—2—4J)} =1, 2, 4—FFHPF7IJ—)IL—5 (4H) —FUDOHE

[0223] [1E30]

[0224] %81 : 83— {4 — { [4—TFIL—6— (2—EFOFTTOREY)
—2—AFIEYZTDOU—5—AJ)L] AFII} — [1, 1" —ETzZ)]
—2—4J)} =1, 2, 4—FFXFHIF7J—)L—5 (4H) =42 (330
mg, 0. 70mmo |) ®OTo 00422 (5mL) BRIZTAI—F >

RILI—=PF2 (590mg, 1. 4mmo | ) EMAEET2HKMEER
L=, RISEIZKEMZ, BFERTFILCHE L=, AHEEHE. KRV
MBEKTHES LEKEERS F)OLERANTEREL, BEEBELE. 85
NI=REZDVATLNAS LI ORI S 70— (Y OAKRILLSA AR —
W) 1L, 8= {4 — { [4—TFIL—2—AF)L—6— (2—FFV
JOoRFY) EUSTOU—5—AJL] AFI} — [1, 17 —ETz=)L]
—2—q4)} =1, 2, 4A—FFXHIFJ—)L—5 (4H) -4 (301
mg, 95%) ZAEREKELTH:,

[0225] TH—NMR (CDC 1) 6 :
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[0226]

[0227]

[0228]

[0229]

[0230]

0.91 (3H, t, J=7.3 Hz), 1.33-1.43 (2H, m),

1.54-1.66 (2H, m), 2.12 (3H, s), 2.45 (3H, s),

2.63-2.72 (2H, m), 4.03 (2H, s), 4.94 (2H, s),

7.18-7.27 (4H, m), 7.38-7.53 (2H, m),

7.60 (1H, dt, J=1.4, 7.6 Hz), 7.88 (1H, d, J= 7.6 Hz).
EEFl23 3— {4 — {[4—TFIL—6— (4—A+rFLTFXY)
—2—AFIEYZTDOU—5—AJ)L] AFII} — [1, 1" —ETzZ)]
—2—4J)} =1, 2, 4—FFHPF7IJ—)IL—5 (4H) —FUDOHE
[{£31]

TiE1: JOEFFBIFILOKDLYIC (4—TJOFTFFY) (tert—
TFI) 27z Z0FANT, EilE6 1 OIE 1 &ERKRICRG - LE
L. 4" — {{4=TFL—6—{4— [ (tert—TFLSTIZILY
JIL) AFL] ThHRY) —2—AFIEYITDOU—5—AJL} AFIL} —
[1, 1" —EZ7zZ)L] —2—A)LRZ ML EXRERBIKY (UIRFE6 O
%) & LTHT-.
TH—NMR (CDC 1) 6 :

0.88 (3H, t, J=7 Hz), 1.00-1.08 (9H, m), 1.32-1.41 (2H, m),

1.51-1.64 (4H, m), 1.76-1.86 (2H, m), 2.56 (3H, s),

2.65-2.74 (2H, m), 3.66 (2H, t, J=6 Hz), 3.97 (2H, ),

4.35 (2H, t, J=6 Hz), 7.19-7.76 (18H, m).
T#2:4" — {{4—TFIL—6— (2= [ (ter t —TFILIAFI
DY) AXD] T hXYV) —2—AFIEYITDOU—-5—A)L} AFI]
—1—=[1, 1" —=EZ7zZ)L] —2—=AHLRZFJYILORHYIZ4 — |
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(4—TFL—6—[4—[(ter t—TFLOTzZLIUL) £F
] ThHFV) —2—AFIEYETDU—5—A )L} AFI} — [1, 17 —
EZxZ)L] —2—AIRZFJILZERANT, EEH 1 20T 2 LRI
it -0EL, 4 — [ [4—TFIL—6— (4—EFOFTT+FY) —
2—AFIEYZTDOU—5—A)L] AFI} —[1, 17 —ETZz=Z)L] —
2—AIRZ YL ERBERBIRY (IRE6 3%) & LTH,

[0231] TH—NMR (CDC l,) 6 :

0.90 (3H, t, J=7 Hz), 1.32-1.44 (2H, m), 1.48-1.65 (4H, m),
1.72-1.81 (2H, m), 2.58 (3H, s), 2.67-2.76 (2H, m),

3.59 (2H, t, J=6 Hz), 4.01 (2H, s), 4.37 (2H, t, J=6 Hz),
7.22 (2H, d, J=8 Hz), 7.38-7.52 (4H, m), 7.58-7.67 (1H, m),
7.74 (1H, d, J=8 Hz).

[0232] T#83 : 4" — [ [4—TFIL—6— (2—EFOFPIrFY) —2—4
FILEYVZDOU—5—qJ)L] AF)L} — [1, 17 ETzZL] —2—H)
R=ZFJJ (80mg, 0. 20mmo |) AN, N=UAFILKRILLT S
FoHYizca — [ [4—TFIL—6— (4—EFOFPTrFY) —2
—AFIEYZTOU—-5—AJ] AFI} — [1, 17 —ETZzZ)] —2
—HIARZFYILZRAWL, n—F—FTORCORDYIZI—FARVER
WT, EiEHI 1 SOITEI EEMkRICKRE - WEL, 4" — [ [4—TFIL—
B— (A=A RFLTRFY) —2—AFILEYIDU—5—AJL] AFJ
} =01, 177 —EZ7z=Z)] —2—ALRZ b LEXRFERBKY (UINZE
6 0%) &LTH-,

[0233] "TH—NMR (CDC 1) 6 :

0.89 (3H, t, J=7 Hz), 1.32-1.43 (2H, m), 1.52-1.66 (4H, m),
1.74-1.83 (2H, m), 2.57 (3H, s), 2.66-2.75 (2H, m),

3.29 (3H, s), 3.36 (2H, t, J=6 Hz), 4.00 (2H, s),

4.36 (2H, t, J=6 Hz), 7.24 (2H, d, J=8 Hz),

7.36-7.52 (44, m), 7.58-7.65 (1H, m), 7.74 (1H, d, J=8 Hz).
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[0234] T#4 . 2— {{6—TFNIL—5—-—[ (2" = 7/—[1, 1" —E7=x

[0235]

[0236]

[0237]

[0238]

ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
HBRIFILORDLYIZA — [ [4—TFIL—6— (4—AFFPTFXY
) —2—=AFIEYZTDU—-5—aJ] AFL} —[1, 1" —ETzZ)IL
] —2—=ANLRZFIYLZRAVNT, EEH1OIE2, 3 LEKRICRE -0
BL, 3— {4 — [ [4—TFIL—6— (4—AFrFXLT+XY) —2—
AFIEYETOU—-6—AJ] AFII} — [1, 17 —ETzZ)L] —2—
IV} =1, 2, 4—FFHTFJ—IL—5 (4H) —FUERBABHKY
(2ERREINE 3 9%) & LTHT-.
TH—NMR (CDC 1) 6 :

0.92 (3H, t, J=7.2 Hz), 1.10-1.21 (2H, m),

1.36-1.71 (6H, m), 2.58 (3H, s), 2.69-2.78 (2H, m),

2.90 (BH, s), 3.14 (2H, t, J=8.0 Hz), 3.97 (2H, s),

4.24 (2H, t, J=5.8 Hz), 7.09 (2H, d, J= 8.3 Hz),

7.28 (2H, d, J= 8.3 Hz), 7.44-7.53 (2H, m),

7.58-7.65 (1H, m), 7.69 (1H, d, J= 7.6 Hz).
EEfl24 3— {4 —{{4—-[ (1, 3=UAFVYSU—2—1))
AREV] —6—TFIL—2—AFILEYZIDU—5—A)L} AFJ} — [
1, 1" —EZz=Z)L] —2—4J)L} —1, 2, 4—FFHL7J—)L—5
(4H) —FDHEE
[1£32]

Ti1: JOEMBIFILORDYIZ2— (TJOFEAFIL) —1, 3—F
FYSUERAWT, B 1OIE N ERFICRE - REBL, 47 — { {4
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— [ (1, 3=UFFRYTU—2—q)L) A +FY] —6—TFIL—2—4
FILEYZDOU—5—AJ)L} AF)L} — [1, 17 —ETzZ)L] —2—5
IWARZ ML ERERBKY (IRE12%) & LTHER.

[0239] "TH—NMR (CDC 1) 6 :

0.89 (BH, t, J=7 Hz), 1.31-1.41 (2H, m), 1.50-1.61 (2H, m),
2.57 (3H, s), 2.66-2.74 (2H, m), 3.85-3.99 (4H, m),

4.04 (2H, s), 4.46 (2H, d, J=4 Hz), 5.26 (1H, t, J=4 Hz),
7.28 (2H, d, J= 8 Hz), 7.38-7.51 (4H, m),

7.58-7.65 (1H, m), 7.74 (1H, d, J=8 Hz).

[0240] T#82 . 2— [ (6 —TF)I—5—[ (2" —=vF7/—[1, 1" —E7=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BRBIFILORDYIZ4A — [ {(4—-[ (1, 3=SHAFVYSU—2—9)L
) ARFEV] —6—TFIL—2—AFIEYIDOU—-65—A} AFI} —
[1, 1" —EZ7zxzZ)L] —2—ANLKRZFJILZAVTEEF 1 DIRE2
. BERBRICRIG - MEL, 3— (4" — [ {4—[ (1, 3=2FFVYS
V—=2—A)) AFV] —6—TFI—2—AFILEYIDU-5—A9J
P AFIY - [1, 17 —EZxZ)] —2—4L) —1, 2, 4A—FFH
UFVJV—IL—5 (4H) —FUEXRERMRY (2ERREINES 3%) &L T
B/,

[0241] TH—NMR (CDC 1) 6 :

0.88 (3H, t, J=7.2 Hz), 1.30-1.41 (2H, m),

1.51-1.61 (2H, m), 2.51 (3H, s), 2.61-2.68 (2H, m),
3.82-3.93 (4H, m), 3.97 (2H, s), 4.38 (2H, d, J=5.6 Hz),
5.21 (1H, t, J=5.6 Hz), 7.14 (2H, d, J= 8.3 Hz),

7.17 (2H, d, J= 8.3 Hz), 7.33-7.45 (2H, m),

7.50-7.58 (1H, m), 7.73 (1H, d, J= 7.6 Hz).

[0242] =EEHI25 2— [ [6—TFIL—2—AFIL—5— [ [2" — (5—FF
Y—4, 5—=TERO—-1, 2, 4—FFHTFI—IL—83—AJI) — [1
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[0243]

[0244]

[0245]

[0246]

T—ETx=] —4—AN] AFIL} EYUSDU—a—A L) 5]
—2—JIZ)EFEEA FILOEE
[1£33]

TE1: JOEMEBIFILORDYIC2-TOFE—2—-JxZ/LEFEEAFIL
ZRAWT, EEGI1VOIRE1 LEAKRICRE - REBL, 2— { {6 —TFIL—
5— [ (2" =Y7/—[1, 1" —EZzZ)L] —4—AJL) AFIJ] —
2—AFIVEYZIOU—A4—AL} FHY) — 2Tz ZIILEFEEA FILZ %
HEHKY (INE35%) & LTEE,
TH—NMR (CDC 1) 6 :

0.88 (3H, t, J=7 Hz), 1.31-1.42 (2H, m), 1.47-1.61 (2H, m),

2.56 (3H, s), 2.66-2.74 (2H, m), 3.72 (3H, s),

4.02-4.20 (2H, m), 6.25 (1H, s), 7.33-7.51 (11H, m),

7.58-7.64 (1H, m), 7.74 (1H, d, J=8 Hz).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFBRIFILORDYIZ2—- [ (6 —TFIL—-5—-[ (2" =2 7/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
W %23 —2-TxZIIVEFBEAFILZANT, ERGI1OIE2, 3&
B#ICKRG - REBL, 2— [ {6—TFIL—2—AF)L—5— [ [2" — (
5—4F%Y—4, 5—CbRO—-1, 2, 4—FFHTTF7Y—IL—-3—AJL
) — [1, 1—EZzZ)L] —4—A)L] AFI} EVEZDOU—4—4)L}
XL} —2—-Tx D LEFEEA FIILERERRKY (2BRIREI 8%) &
L T#HE=,
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[0247] "TH—NMR (CDC 1) 6 :
0.90 (3H, t, J=7.2 Hz), 1.33-1.43 (2H, m),
1.51-1.63 (2H, m), 2.53 (3H, s), 2.68-2.76 (2H, m),
3.69 (3H, s), 4.00-4.14 (2H, m), 6.31 (1H, s),
7.20-7.64 (12H, m), 7.85 (1H, d, J= 7.8 Hz).
[0248] EiEfHl26 2— [ {6—TFIL—2—AF)L—5— [ [2" — (5—FF
Y—4, 5—=TERO—-1, 2, 4—FFHTFI—IL—83—AJI) — [1
1—ET7zZ)L] —4—AL] AFL} EVEDOU—4—A)L} AFV)
—2—JxZ)LEFBRDHE
[0249] [1k34]

[0250] 2— { {6—TFI—5—[ (2 =L F7/—[1, 1" —EZzZ)L] —
4—A)L) AFI] —2—=AFJLEYIDOU—4—A)L} TF] BFBITF
LRbYIZ2— [ {6—TFIL—2—4AF)L—5— [ [2" — (5—FF
Y—4, 5—=TERO—-1, 2, 4—FFHTFI—IL—83—AJI) — [1

1—ET7zZ)L] —4—AL] AFL} EVEDOU—4—A)L} AFV)
—2—JxZ)VEFEEA FIILERWT, EEHI2OIE 1 EERICRE - 0LE
L. 2= {{6—TFIL—2—AF)L—5—{[2 — (5—FFV—4,
5—ekrA—-1, 2, 4—FFHOFTIY—I—83—qJ)) — [1, 1—E
TxZ)L] —4—A)] AFII} EYETDOU—4—A )L} XV} —2-7
T )VEFERZ AR AER (IE8 2%) & LTHET-.
[0251] TH—NMR (CDC l,) 6 :
0.92 (3H, t, J=7.2 Hz), 1.36-1.51 (2H, m),
1.64-1.79 (2H, m), 2.72 (3H, s), 2.91-3.18 (2H, m),
3.97-4.16 (2H, m), 6.65 (1H, s), 7.19-7.64 (12H, m),
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[0252]

[0253]

[0254]

[0255]

[0256]

7.99 (1H, d, J= 7.8 Hz).
EiEFH 27 2— ({6 —TFIL—2—AF)L—5— {[2" — (5—FF
Y—4, 5—=TERO—-1, 2, 4—FFHTFI—IL—83—AJI) — [1
1" —EZ7zZ)] —4—A)L] AFI) EVEOU—4—A)L} FF
} =3 =2z T70EFUEEAFILOEE
[1£35]

I#1: JOEMBIFILORDYIC2—TO0E—-3—-2JzZ/)LTAEAY
BEAFILERWNT, EHEF1OIRE ERMRICKE - DEL, 2— [ [(6—
TJFIL—56—[ (2" =L F7/—[1, 17 —EZ7zZ)L] —4—AJL) *
FIL] —2—AFILEYIDU—4—A)L} #FP) —3—-Tz=)LTOE
TUBAFILEREGHRY (IRE59%) & LTH,
TH—NMR (CDC 1) 6 :

0.85 (3H, t, J=7 Hz), 1.27-1.37 (2H, m), 1.43-1.52 (2H, m),

2.43 (3H, s), 2.58-2.67 (2H, m), 3.12-3.28 (2H, m),

3.71 (3H, s), 3.96-4.08 (2H, m), 5.48-5.54 (1H, m),

7.17-7.49 (11H, m), 7.58-7.66 (1H, m), 7.81 (1H, d, J=8 Hz).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFBRIFILORDYIZ2—- [ (6 —TFIL—-5—-[ (2" =2 7/—[1,
1" —EZ7xZ)] —4—AJ)L) AFI] —2—FAFIEYIDOU—4—4A
L %2 =3 —TxZITREFUEBAFILEZRANT, ERG 1 DOIE
2 LEMRICKRG - EBL, 2— { (6—TFIL—2—AF)L—5— [ [2]
— (5—#F%vVY—4, 5—YbKrO—-1, 2, 4—FFHTF7Y—)L—3—
AI) —[1, 17 —ETZzxZIL] —4—4a)L] AFI} EUETDOU—4—
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[0257]

[0258]

[0259]

[0260]

[0261]

A} XYY —3—TxZUNTAEFUEAFILERERBRY (2 KRR
IRE2 4%) & LTHE-.
TH—NMR (CDC 1) 6 :

0.88 (3H, t, J=7.2 Hz), 1.27-1.39 (2H, m),

1.45-1.58 (2H, m), 2.42 (3H, s), 2.55-2.66 (2H, m),

3.12-3.38 (2H, m), 3.69 (3H, s), 3.90-4.03 (2H, m),

5.52-5.58 (1H, m), 7.11-7.52 (12H, m), 7.81 (1H, brs).
EiEfF28 2— [ (6—TFIL—2—AF)L—5— {[2" — (5—FF
Y—4, 5—=TERO—-1, 2, 4—FFHTFI—IL—83—AJI) — [1

1" —EZ7zZ)] —4—A)L] AFI) EVEOU—4—A)L} FF

} —83—JzZ 7oA UEBOEE
[1£36]

I#1:2— {{6—TFIL—-6—-[(2" =>F7/—[1, 1" —ETzx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
HBRIFILORDYIZ2— [ (6 —TFIL—2—AF)L—5—{[2 — (
5—4F%Y—4, 5—CbRO—-1, 2, 4—FFHTTF7Y—IL—-3—AJL
) —[1, 17" —EZzZ)L] —4—4)L] AFI} EYTDOU—4—Aa)L
} %) =83 =Tz TOEFAVEBAFILERWNT, EEH2DIIE
ERIFRICKR - WEL, 2— [ (6 —TFIL—2—AF)L—5—{[2 -
(6—F*%vY—4, 5—CEKO-1, 2, 4—FFHCF7YI—IL—83—4
W) — [1, 17 —EZ7zx=Z)L] —4—4a)L] AFNL} EYURTDOU—4—4A
W} XL} —3—DzZ 0 AUEBEREERKY (INE4L44%) &
L T#HE=,

TH—NMR (CD,0OD) 6 :
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[0262]

[0263]

[0264]

[0265]

[0266]

0.86 (3H, t, J=7.2 Hz), 1.27-1.43 (4H, m), 2.51 (3H, s),
2.63-2.69 (2H, m), 3.18-3.38 (2H, m), 4.00-4.09 (2H, m),
5.62-5.67 (1H, m), 7.10-7.68 (13H, m).
EiEffl29 83— (4 — [ [4—TFIL—2—AF)L—6— [2—FFV
—2— (EQYYY—1—4)) T+FHFL] EYVIDU—5—A)L} AFI
b= [1, 17V —EZz=)L] —2—4aJ} =1, 2, 4—FFHYTT7J—
IL—5 (4H) —FDEE
[1£37]

T1 . 7ZUoEZT7ORKDYICEO—/ILFRAWNT, EEHI 3DIIE1 LR
[CRE-WEL, 4 — ([ {(4—TFIL—2—AF)L—6— [2—FFV—
2— (EAYDU—1—4)L) Tr*FT] EYITDOU—5—A)L} AFI}
—[1, 17" —=E7zZ)L] —2—AIRZFYILEREBTEILIFZR (
IRFE100%) &LTH,
TH—NMR (CDC 1) 6 :

0.87 (3H, t, J=7 Hz), 1.29-1.41 (2H, m), 1.48-1.58 (2H, m),

1.81-2.02 (4H, m), 2.54 (3H, s), 2.64-2.72 (2H, m),

3.46 (2H, t, J=7 Hz), 3.51 (2H, t, J=7 Hz), 4.11 (2H, s),

4.95 (2H, s), 7.33 (2H, d, J=8 Hz), 7.38-7.50 (4H, m),

7.58-7.64 (1H, m), 7.74 (1H, d, J=8 Hz).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFERIFILORDYIZA — [ {(4—TFIL—2—G34F)—6— [2—FF
V—2— (EAYDU—1—4)L) TrHFL] EVIDOU—-5—A)L} AF
L — [1, 17 —EZ7zZ)I] —2—AIRZFYILERNT, EHEH 1
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[0267]

[0268]

[0269]

[0270]

[0271]

DIFE2., SEAMRICKRE - LEL, 83— {47 — [ {(4—TFIL—2—-4
FI—6— [2—FFVY—2— (EOUYDo—1—qJ)) T+FP] EVUS
Do—5—AJ} AFILL —[1, 1" —ETz=Z)] —2—A4J)L} —1,
2, 4—FFXHYTTFY—IL—5 (4H) —FUEXEEBRY (2 BREINE
50%) &LTH-,
TH—NMR (CDC ;) 6 :

0.94 (3H, t, J=7.2 Hz), 1.36-1.49 (2H, m),

1.61-1.82 (4H, m), 1.93-1.99 (2H, m), 2.49 (3H, s),

2.74-2.84 (2H, m), 3.28 (2H, t, J=6.8 Hz),

3.52 (2H, t, J=6.8 Hz), 4.00 (2H, s), 4.84 (2H, s),

7.16 (2H, d, J= 8.3 Hz), 7.22 (2H, d, J= 8.3 Hz),

7.43-7.63 (3H, m), 7.78 (1H, d, J= 7.8 Hz).
EiEFHI 30 3— (4 — [ [4—TFIL—2—AF)L—6— [2—FFV
—2— (EXRJSU—=1—4)) T+FHFL] EVIDU—5—A)L} AFI
b= [1, 17V —EZz=)L] —2—4aJ} =1, 2, 4—FFHYTT7J—
IL—5 (4H) —FDEE
[1£38]

IB1 :FUoEZTORDYICERYDUZRANT, EFEFISOIET1 LR
RICRE - 0EBL, 4" — ({(4—TFIL—2—AF)L—6— [2—FFV
—2— (ERUDU—1—AJL) TrFY] EYZTDOU—-5—Aa)L} AFI
} —[1, 177 —EZ7z=Z)] —2—HIAR=ZFJLERERT7EILIFZR
(UIXE100%) & LTH,
TH—NMR (CDC ;) 6 :

0.87 (3H, t, J=7 Hz), 1.28-1.39 (2H, m), 1.48-1.70 (8H, m),
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2.55 (3H, s), 2.64-2.72 (2H, m), 3.32-3.38 (2H, m),
3.52-3.59 (2H, m), 4.10 (2H, s), 5.06 (2H, s),

7.33 (2H, d, J=8 Hz), 7.38-7.49 (4H, m), 7.56-7.64 (1H, m),
7.73 (1H, d, J=8 Hz).

[0272] T#82 . 2— [ (6 —TF)I—5—[ (2" —=vF7/—[1, 1" —E7=z
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFERIFILORDYIZA — [ {(4—TFIL—2—G34F)—6— [2—FF
V—2— (EXRJDU—1—4)L) TrHFL] EVIDOU—-5—A)L} AF
L — [1, 17 —EZ7zZ)I] —2—AIRZFYILERNT, EHEH 1
DIFE2., SEAMRICKRE - LEL, 83— {47 — [ {(4—TFIL—2—-4
FILl—6— [2—FFVY—2— (EXRJDU—1—qJL) T+FL] EYE
Do—5—AJ} AFILL —[1, 1" —ETz=Z)] —2—A4J)L} —1,
2, A—AFXHYTFTYJ—IL—5 (4H) —FUEXFEHRY (2 BREEIRE
57%) &LTH-

[0273] "H—NMR (CDC 1) 6 :

0.93 (3H, t, J=7.2 Hz), 1.36-1.53 (4H, m),
1.58-1.72 (6H, m), 2.50 (3H, s), 2.74-2.84 (2H, m),
3.34-3.43 (4H, m), 4.01 (2H, s), 4.93 (2H, ),

7.18 (2H, d, J= 8.4 Hz), 7.22 (2H, d, J= 8.4 Hz),
7.43-7.64 (3H, m), 7.79 (1H, d, J= 7.6 Hz).

[0274] E=EHS 1 33— {4 — [ [4—TFIL—2—FAF)L—6— (2—F/k
)/ —2—FFVI+XY) EUETDOU—-5—AJL] AFI} — [1, 1
—E7zZ)I] —2—AL) —1, 2, A—FFHTTFYJ—I/L—5 (4H)
-+ nEE

[0275]
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[1£39]

[0276] TF81  ZUEZT7DRDLYICEILRIY DERNT, EEFSOIRET EMFE
RICRE - 0EL, 47 — [ [4—TFIL—2—AF)L—6— (2—F/k
)/ —2—FFVI+XY) EUETDOU—-5—AJL] AFI} — [1, 1
—EJ7zZL] —2—HAIRZRJILEREBRTEILIZRX (IRE100%
) ELTHT-,
[0277] "TH—NMR (CDC I,) 6 :
0.87 (3H, t, J=7 Hz), 1.30-1.41 (2H, m), 1.49-1.61 (2H, m),
2.56 (3H, s), 2.66-2.73 (2H, m), 3.38-3.72 (8H, m),
4.10 (2H, s), 5.04 (2H, s), 7.31 (2H, d, J=8 Hz),
7.38-7.51 (4H, m), 7.57-7.66 (1H, m), 7.74 (IH, d, J=8 Hz).
[0278] T#82 . 2— [ (6 —TF)I—5—[ (2" —=vF7/—[1, 1’ —E7=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BERIFILORDYIZA — [ [4—TFIL—2—AF)IL—6— (2—F
R/ —2—FFVYILFY) EUETDU—5—AJ)L] AFI} — [1, 1
T —ET7IZ] —2—HNLRZMYIILERAWNT, EEFI1DOIE2, 3&
RI#RIC/RG - MEL, 3— {4 — [ [4—TFIL—2—AF]L—6— (2
—FIRY/ —2—FFVYILFY) EUVZIDOU—5—A)L] AFIL} — [
1, 1" —EZz=Z)L] —2—4J)L} —1, 2, 4—FFHL7J—)L—5
(4H) —FUERABBKY (2BEIRES5%) & LTHER.
[0279] "TH—NMR (CDC 1) 6 :
0.93 (3H, t, J=7.2 Hz), 1.36-1.48 (2H, m),
1.61-1.72 (2H, m), 2.51 (3H, s), 2.75-2.83 (2H, m),
3.42-3.50 (4H, m), 3.58-3.73 (4H, m), 4.02 (2H, s),
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4.94 (2H, s), 7.18 (2H, d, J= 8.0 Hz),
7.23 (2H, d, J= 8.0 Hz), 7.43-7.64 (3H, m),
7.79 (1H, d, J= 7.6 Hz).

[0280] EfEHIS 2 33— (4" — [ {4—TFIL—2—AF)L—6— [ [6—4F
IW=—2— (p—FJJIL) FHJ—IL—4—A)L] A XL} EVEDU-—
5—AJ} AFI} —[1, 17 —EZz=)L] —2—AJ)L} —1, 2, 4
— 4 FHCTFI—IL—5 (4H) —F D8

[0281] [1k40]

[0282] T3 1 JOEEBERIFILOKDYIC4— (TAEAFIL) —5—AFIL—
2— (p—FUJL) AFHVJ—ILERAWNT, EEH 1 OIRE 1 ERABRICKE
L, 4 — [ [4—TFIL—2—AF)IL—6— [ [6—AFJI—2—
(p— kL) FHY—IL—4—AaJL] A FL} EYVZDOU—-5—1)L
F AFIL — [1, 17 —EZzZ)L] —2—HILKRZ b YILEZEHBTEIL
J27ARELTHE,

[0283] TH—NMR (CDC l,) 6 :

0.88 (3H, t, J=7 Hz), 1.30-1.40 (2H, m), 1.50-1.58 (2H, m),
2.44 (3H, s), 2.61 (3H, s), 2.69 (2H, t, J=8 Hz),

4.02 (2H, s), 5.38 (2H, s), 7.23-7.26 (2H, m),

7.37-7.43 (JH, m), 7.56 (1H, td, J=8 Hz, 1 Hz),

7.72 (1H, d, J= 8 Hz), 7.97-8.01 (2H, m).

[0284] T#82 . 2— [ (6—TF)I—5—[ (2" —=vF7/—[1, 1’ —EJ=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
HBRIFILORDYIZA — [ {(4—TFIL—2—AF)L—6— [ [6—4
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[0285]

[0286]

[0287]

[0288]

FIb—2— (p—FJJI) AFHV—IL—4—A)L] A +FL} EVZDY
—5—AJL} AFI} —[1, 17 —ETzZ)] —2—HLLR=ZrYILZE
RAWT, EEF1OIE2, IERIRICRE - LEL, 3— {47 — { {4
—TFI—2—=AF)L—6— [ [6—AFIL—2— (p—bUJL) ZFHY
—Jb—4—AL] ARFT} EYVEIDOU—5—A)} AFI} — [1, 1’
—E7zZ)I] —2—AL) —1, 2, A—FFHTTFYJ—I/L—5 (4H)
—F U ERAEBRNTERYE L TE-.
TH—NMR (CDC 1) 6 :

0.94 (3H, t, J=7 Hz), 1.39-1.48 (2H, m), 1.64-1.72 (2H, m),

2.50 (3H, s), 2.58 (3H, s), 2.81 (2H, t, J=8 Hz),

3.95 (2H, s), 5.20 (2H, s), 6.81 (2H, t, J=8 Hz),

7.06 (2H, d, J=8 Hz), 7.17-7.21 (3H, m), 7.32 (2H, d, J=8 Hz),

7.53 (1H, d, J=8 Hz), 7.58 (1H, t, J= 8Hz),

7.70 (1H, t, J= 7 Hz), 7.84 (1H, d, J=8 Hz).
EEHI33 33— {4 — {[4—TFI—6— (2—ArFPIT+FL) —
2—AFIEYZTDOU—=6—AJ] AFI} —[1, 1" —ETzZ)L]—2
—qJ} =1, 2, 4—FFHTTFTY—IL—5 (4H) —FTUDEE
[{k41]

L

OMe

I#1: 4 — [ (4—=TFIL—2—AF)—6—FFY—1, 6—k
FOEYSDU—6—AaJ) AFIL] —[1, 1" —ETZzZ)] —2—7
JJAR=ZKYJL (1. 07 g, 2. 99mmol) , 2—ARFLITH/—)L
(8340mg, 4. 47mmo |)  RUKFYTzZILKRRT1s2 (790
mg, 3. O 1mmo |) Z3HMBENEL, 7ILTVEKRE, TrIE
FO235> (30mL) . RUZVYPALKRUVEBCIFIL (2. 2mo | /~
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LMILIVE®R 1. 4mL, 3. 08mmo |) #MA. EETS5HKRHEE
BLz, REEIZKZEMZ., BT FILCHEL, B#¥EZEE. KRU
EAFIRIE K THSE LEKFRET F)VLZRAVTERL, REEELZ. &
SBNF-BREZVUATLASLIAR IS T4— (NFY U /BRI FIL
=2:1)IIfFL, 47 — [ [4—TFIL—6— (2—A XTI +F)
—2—AFIEYZTDOU—5—AJ)L] AFII} — [1, 1" —ETzZ)]
—2—AIRZFYJL (683mg, 55%) ZEEMKIYMELTEE,

[0289] "TH—NMR (CDC I,) 6 :

0.89 (BH, t, J=7 Hz), 1.29-1.38 (2H, m), 1.52-1.63 (2H, m),
2.57 (BH, s), 2.70 (2H, t, J=7 Hz), 3.37 (3H, s),

3.69 (2H, t, J=5 Hz), 4.03 (2H, s), 4.53 (2H, t, J=5 Hz),
7.28 (2H, d, J=8 Hz), 7.38-7.51 (4H, m),

7.62 (1H, t, J=8 Hz), 7.75 (1H, d, J= 8 Hz).

[0290] T#82 : : 2— [ {(6—TF)I—5—[ (2" —=vF7/—[1, 1" —EJ=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
HBRIFILORDLYIZA — [ [4—TFIL—6— (2—AFFPIT XY
) —2—=AFIEYZTDU—-5—aJ] AFL} —[1, 1" —ETzZ)IL
] —2—=ANLRZFIYLZRAVNT, EEH1OIE2, 3 LEKRICRE -0
BL, 3— (4" — [ [4=TFL—6— (2—A+FP I +FxY) —2-—
AFIEYETOU—-6—AJ] AFII} — [1, 17 —ETzZ)L] —2—
AL} =1, 2, 4—FFHTTFIJ—I)L—5 (4H) —FUEEBHKYL
L T#HE=,

[0291] "TH—NMR (CDC 1) 6 :

0.92 (3H, t, J=7 Hz), 1.33-1.42 (2H, m), 1.52-1.63 (2H, m),
2.52 (BH, s), 2.72 (2H, t, J=7 Hz), 3.19 (3H, s),

3.63 (2H, t, J=5 Hz), 3.99 (2H, s), 4.45 (2H, t, J=5 HZ),
7.14-7.30 (4H, m), 7.40-7.54 (2H, m), 7.62 (1H, t, J=8 Hz),
7.85 (1H, d, J= 8 Hz).
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[0292]

[0293]

[0294]

[0295]

[0296]

EiEH34 3— {4 — [ {(4—TFIL—6—[ (4—EFOF>PH0O
ANFDI) FFRV] —2—AFIEYETDU—-5—A)L] AFIL} — [1,
1" —EZ7zZ)UL] —2—AJ)) —1, 2, 4A—FFHTTF7I—IL—5 (4
H) — A D&

[1£42]

TIR1 2= AFX2I8/—ILOKDYIZ4— [ (ter t—TFILDHA
FILDYI) FHRL] voandd/—ILERANT, EEFIS IDIE &
FFRICRS - 0EBL, 4" — { {4—TFIL—6— [ {4— [ (tert—
TFILDAFIILLYI) FT] oanFtiiLl #F%3) —2—AFILE
JEOU—5—AJ)L} AFI} —[1, 17 —ETZzZ)IL] —2—HLKR=
FUILERERBIKY (RFE28%) & LTHT.
TH—NMR (CDC 1) 6 :

0.03 (6H, s), 0.82-0.93 (12H, m), 1.32-1.65 (10H, m),

1.81-1.93 (2H, m), 2.53 (3H, s), 2.67-2.73 (2H, m),

3.68-3.75 (1H, m), 3.99 (2H, s), 5.14-5.26 (1H, m),

7.20-7.29 (2H, m), 7.36-7.49 (4H, m), 7.56-7.63 (1H, m),

7.68-7.74 (1H, m).
I#2:2— {{6—TFIL—-56—[(2" =>F/—[1, 1" —ET=zx
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BEIFILORDYICA — [ {(4—TF)IL—6—{{4— [(tert—
TFILDAFIILLYI) FT] oanFtiiLl #F%3) —2—AFILE
JEOU—5—AJ)L} AFI} —[1, 17 —ETZzZ)IL] —2—HLKR=
FJILERWT, EEF1OIE2, IEEKRIIRE - QEL, 3— {47
—{{4—TFL—6—{{4—[(tert—TFILSAFIYIYIL) *
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[0297]

[0298]

2] Ot XV —2—AFILEYITDU—5—AJL} AF
L = [1, 17 —EZ7zZ)L] —2—A)L) =1, 2, 4—FFHTT7Y
—JIL—5 (4H) —AUZXREBBRY (UXFE48%) & LTH,
TH—NMR (CDC 1) 6 :

0.05 (6H, s), 0.82-0.98 (12H, m), 1.32-1.77 (10H, m),

1.92-2.08 (2H, m), 2.40 (3H, s), 2.52-2.62 (2H, m),

3.66-3.77 (1H, m), 4.00 (2H, s), 5.11-5.18 (1H, m),

7.16-7.34 (4H, m), 7.41-7.57 (2H, m), 7.62-7.69 (1H, m),

7.76-7.84 (1H, m).
I#3:3— (4 — {({4—TFiL—-6—{2—[(tert—TFLD
AFILDYL) FHV] ThFV —2—AFILEYUIDOU—-5—1)L} #
FIL} — [1, 17 —ETZz=Z)L] —2—q)} —1, 2, 4—FFHP7F
J—IL—5 (4H) —F2DRDHYIZ3— (4" — { [4—=TFiL—6— |
(4= [ (tert=TFILTSAFYIYI) XL] oaOAxI)L} F
FUL —2—AFILEYIDU—6—A)L} AFI} —[1, 17 —ET=zx
Z)] —2—4a4)L} =1, 2, 4—FFHTFTJ—I)L—5 (4H) —F %
FAWT, XEiEfl1 5OIEI LRABkRICKE - BVEL, 3— {4 — [ {4—
TFIL—6— [ (4—EFROFTIvAANTUL) #F2] —2—AFIILE
J)EOU—5—AJ)} AFI} — [1, 17 —ETZzZ)L] —2—A)L} —
1, 2, 4—FFYTF7Y—IL—5 (4H) —FUERFEEBKY (IRFE1
00%) &LTH.

[0299] "H—NMR (CDC ) 6 :

0.90 (BH, t, J=7.3 Hz), 1.31-1.69 (10H, m),
1.78-2.04 (2H, m), 2.53 (3H, s), 2.58-2.64 (2H, m),
3.52-3.73 (1H, m), 4.00 (2H, s), 5.09 (1H, brs),
7.08-7.22 (2H, m), 7.27-7.38 (2H, m),

7.41-7.50 (2H, m), 7.54-7.74 (2H, m).

[0300] EfEHI3 S 33— {4 — {{4a—TFIL—2—AF)L—6— [ (4—F*%
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[0301]

[0302]

[0303]

[0304]

vyioanxo) A%V EVUEDOU—-5—A)} AFIL — [1, 1
—E7zZ)I] —2—AL) —1, 2, A—FFHTTFYJ—I/L—5 (4H)
-+ nEE

[1£43]

83— {4 — ([4—TFIL—6— (2—EFOFITOREY) —2-4
FIEYZDOU—5—A)L] AF)L} — [1, 17 —ETzZ)L] —2—4
WY =1, 2, 4—FFHTFTIY—IL—5 (4H) —A2DORHYIZ3— {
4" — {({4=TFiL—6—[ (4—EFrRAFIIoO~NTIIL) FFV]
—2—AFIVEYZIDOU—6—AJ} AFI} — [1, 17 —ETzZ)]
—2—4J)} =1, 2, A—FFHTFTVIJ—I)L—5 (4H) —F2FANT
. EiEfl2 20T ERABKICKRE - VEL, 3— (4" — [ {4—TFNL
—2—AFI—6— [ (4—FFViorOnFxii) #F] EVZIDU—
5—AJ} AFI} —[1, 17 —EZz=)L] —2—AJ)L} —1, 2, 4
—FFHTTI—IL—5 (4H) —AUEXRERRKY WE79%) &L
THE-,
TH—NMR (CDC 1) 6 :

0.92 (3H, t, J=7.3 Hz), 1.33-1.46 (2H, m),

1.58-1.71 (2H, m), 1.85-2.07 (4H, m), 2.26-2.41 (4H, m),

2.56 (3H, s), 2.68-2.78 (2H, m), 3.99 (2H, s),

5.38 (1H, brs), 7.10 (2H, d, J= 8.3 Hz),

7.25 (2H, d, J= 8.3 Hz), 7.38-7.51 (2H, m),

7.60 (1H, dt, J=1.4, 7.6 Hz), 7.73 (IH, d, J= 7.6 Hz).
EiEHIS6 3— {4 — [ {(4—TFIL—6— [3—A+FP—4— (2
—AFEXVIRRY) TJxRbEFV] —2-AFILEYEIDOU-5—1)L}
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AFIY —[1, 17 —EZ7zxz=)L] —2—4JL} —1, 2, 4—FFHT
7Y—JIL—5 (4H) —A>OHRE
[0305] [1k44]

[0306] THE1 : 2—A RFIIHR/—ILDKDYIZ2— [B—AFFI—4— (2
—ARFTVIREY) TJzD)I] TR/ —ILERAWT, EEF I IOIFEN
ERFRICK - MIEBL, EHEGIS INOIE1 LEAKICKRS - WEL, 47 —
[ {4—TFIL—6— [B—AbrFP—4— (2—AFLIrFY) Tz
FEFEV] —2—AFIEYIDU-5—A)} AFI} - [1, 17 —E
TJxZ)] —2—ALRZ MY LEBERIRME L THE,

[0307] "TH—NMR (CDC l,) 6 :

0.88 (3H, t, J=8 Hz), 1.33-1.42 (2H, m), 1.52-1.63 (2H, m),

.57 (3H, s), 2.67 (2H, t, J=8 Hz), 2.98 (2H, t, J=7 Hz),

41 (BH, s), 3.73 (2H, t, J=5 Hz), 3.78 (3H, s),

.97 (2H, s), 4.11 (2H, t, J=5 Hz), 4.55 (2H, t, J=7 Hz),

.70-6.79 (2H, m), 6.82 (1H, d, J=8 Hz),

.18 (2H, d, J=8 Hz), 7.38-7.46 (3H, m),

49 (H, d, J=7 Hz), 7.62 (IH, td, J=8, 1.5 Hz),

.75 (1H, d, J= 8 Hz).

[0308] T#82: : 2— [ (6—TF)I—5—[ (2" —=vF7/—[1, 1" —E7=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
HBRIFILORDYIZA — [ [4—TFIL—6— [3—AFFP—4— (
2= A FFRIVIMRY) TJxRbFV] —2—AFIEYIDOU-5—1)L
P AFLY = [1, 17 —ET7xz=Z)L] —2—ALR=ZbYILERANT, E

~N AN Y O LN
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[0309]

[0310]

[0311]

[0312]

85

PCT/JP2011/001086

HEH1OIE2. 3LEABICRE -MEBL, 3— {4 — [ {4—TFI)L—
6— [B—FAFXV—4— (2—AFXPIFFY) TJxRbFY] —2-—

AFIEYETO—5—4)L} AFI} — [1,

A4} —1,
L TH-,

"TH—NMR (CDC 1) &:

0.80
2.51
.20
.81
66
94
AT

1.71
EhEfl 3 7

~N oo o w w

1" —EF2Jzxz=)L] —2—

2, A—FXHTFYIY—I/L—5 (4H) —FUHxERBKDPE

(BH, t, J=7 Hz),

(3H, s),

(2H, t, J=5 H2),
(2H, d, J=8 Hz),
(2H, d, J=8 Hz),
(1H, t, J=8 Hz),
(1H, d, J= 8 H2).
3— {4’

—6—RUFILEY

]l —2—1JL} —1,

[1£45]

—
-~
—

1.21-1.29 (2H, m), 1.35-1.45 (2H, m),
(2H, t, J=7 Hz), 2.55 (3H, s), 3.03 (2H, t, J=6 Hz),
3.28 (2H, t, J=5 Hz), 3.64 (3H, s),

3.89 (2H, s), 4.54 (2H, t, J=6 Hz),

6.69-6.79 (3H, m),
7.21-7.33 (1H, m),

7.57 (1H, t, J=8 Hz),

— [ [4— (2—=AFFLITFFY) —2—AF)L
Ou—5—qJL] AFI} — [1,

1" —EZxz=Z)L

2, 4—FFHYTFIJ—IL—5 (4H) —FUOHE

ITf1: 4 — [ (4—TFIL—2—AF)L—6—FFY—1, 6—2EF

OEYIOU—5—qJL) AFJ] — [1,

1" —EZ2zx=)L] —2—AHI

RZFJILDEDYIZE — [ (2=FAFI—6—FFY—-4—-RUFI)L—
1, 6—2YEFAEYETDOU—56—AaJ) AFIL] — [1, 1" —ETz=
L] —2—=ANRZFYIILERNT, EMEHFI3 3DIE1 ERAkRICRG - L
HL, EfFI33DIE1ERRICKRE - DEL, 47 — [ [4— (24
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FEYIRFY) —2—AFIL—6—RUFIEYJITDOU-5—A)L] AF
L — [1, 1—EZ7zZ)] —2—ALKRZ Y LZEEBHKYMELTE
T=o

[0313] "TH—NMR (CDC I,) 6 :

0.85 (3H, t, J=7 Hz), 1.22-1.38 (4H, m), 1.52-1.63 (2H, m),
2.57 (3H, s), 2.70 (2H, t, J=8 Hz), 3.37 (3H, s),

3.68 (2H, t, J=5 Hz), 4.03 (2H, s), 4.53 (2H, t, J=6 Hz),
7.28 (2H, d, J=8 Hz), 7.37-7.54 (4H, m),

7.62 (1H, td, J=8, 1.5 Hz), 7.74 (1H, d, J= 8 Hz).

[0314] T#82 . 2— [ (6 —TF)I—5—[ (2" —=vF7/—[1, 1" —E7=x
ZIL] —4A—AN) AFI] —2—AFIEYIDOU—4—A)L} FFV)
BFBRIFILORDYIZE — [ [4— (2—AFFII+FY) —2—AF
W—6—RUFIEYITOU—5—AJ)] AF)} — [1, 1—-ETZz=Z)L
] —2—=ANLRZFIYLZRAVNT, EEH1OIE2, 3 LEKRICRE -0
BEL,. 3— {4 — {[4— (2—AFFPITFFY) —2—FFIL—6—
RUFIVEYEZDOU—=5—A)L] AFL} — [1, 17 —ETzZ)IL] —2
—AL} =1, 2, A—FFHTOTFY—)L—5 (4H) —FUERERTE
WI7RELTHER,

[0315] "TH—NMR (CDC I,) 6 :

0.87 (3H, t, J=7 Hz), 1.24-1.38 (4H, m), 1.56-1.65 (2H, m),
2.46 (3H, s), 2.64 (2H, t, J=7 Hz), 3.20 (3H, s),
3.62 (2H, t, J=5 Hz), 3.97 (2H, s), 4.44 (2H, t, J=5 Hz),
7.18 (2H, d, J=8 Hz), 7.21 (2H, d, J=8 Hz),
7.41-7.52 (2H, m), 7.61 (1H, td, J=8, 1.5 Hz),
7.82 (1H, d, J=8 Hz).
[0316] BRI 1 : DU FREHEMEICBITEZ7oCHT oYU IERER
FEADILEVDT VAT oIV A T 1 ZBERICHT 2iEHAERIE
VY ERBELABEERERANVTT OO T OOV & B MERMER I3
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THORE—RICHRICEYVEH LT, BIB, oHF (New Zealand White : &
M, 2. 4~3. Okg) DMEBBRENR' > J1EXR%Krebs-Henseleitei® (
#Hk:118mM NaCl, 4. 7mM KCIl, 2. 55mM CaC
l,, 1. 18mM MgSO,, 1. 18mM KH,PO, 24. 88m
M NaHCO; 11. 1TmM D—glucose) THRIELETIRXR
BICBEL, RRBELEMOHFEET (1nmo |l /L~10umo | /L)
DF7oTFTUIUI (10nM) WERIEESTZ. BIEFIEITIXAER
Z37CITREL., THIHEEHR (95% O, 5% CO,) Ti&EHM
[CBRALf. P00 TV UIINERIGE, SRBRILEVDIEELETDT
ATV (10nM) IZ&BDIRMEIC T HHEXHE (%) ITHBREL,
BoN-RE—RICHIRE YEMEIT IO 5L, S ASHIERK/ Sy 47—
Ver5. O (SAS institute Japan Co., HJE) ZAWLTS5 0%EFEE (

I Csoff) ZEH LT,

IR, EEAICEEHLIEAYME. 1OUMUTORETT VAT
DUVIIBEEEEERELTVWS LN HER SN, FELWMERERLIZE
EYPOBRER1ITTET, R1bhbbNd&S1Z, AERADLEMTA DY

DOFTUVUIEREREE T A ENHRINT, BB, A—FH#T
DTIWVEHILEDDT ATV VIIBEEEEEI Cs,DEMNO. 025
UMTHoT=,

[0317] [&1]

\'
\\' 0

REMES IC, (M)
1 0. 81
2 0. 23
4 0. 29
5 0. 06
6 0.13
15 0.77
22 0.10
26 0. 38
28 0. 64
30 0. 23
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