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IiE, BlzIE, 1ERRIE. RIEKREEIE. 3 VbKRERIE. MERIR. MBLIE.
) VERD & D IR DRI INIE ; REBMIBE. XY VAR UVERIRE. T4
VRAIWKRVERIR, NVEVRIVKRVEEERE., p— MLIVRIKRVERE, <L
1 VERIE., 7 VIVBRIE. TEABRIE. VT UBRIE. BFERIESOAMER OB
BENFETFOLNS,

—BX (1) TRINZ(LAEY. EZ0EOREME LTI, AXIE
. KHMMELIrBFLNZHN. CHhICEREINZEDTIERL,

BB, EERICBVWTREINT—H/R (1) TRINS(LEMICERS
h2E. WhbwaTORS Yy VTHTRTAFERICEEIND, AFKBPOD
LEMOTORS Yy TEaERT2EESLTUEL. T7OJLR -4V - X574
<> (Progress in Medicine) | . SAT7H AT VR - XFTq1ht, 198
5%, 6%, 2157—216 1 R=JICBHINTWDIEDL, BIIEE
Q99 0&T EXRDRAFRK] £748 DFHRET163—19 8R—-JIIEHI
NTWBENET LN,
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WIS DRHDOFETHEET DI ENTE, FICHIRIND D TIEAL
CBIAE ORICERBAT A RIGIRICKWRIET 5 ENTES, £, T
RISZETOEICEWT, RIESBAUADEBREREICOVWTIEBEICHRLCTFD
FRELTHE, BULEBICBVWTINEZREELTELL, IHIC. 8T
RICBWT, RISKBEITONSHEATIT AL, BERRITERLE. B
i, 7Y T2 74 —FDBRAINDIFEZERERL. XIdHEAE
bETITAELWL,

(WIEFHE)

1. BERAR (IV) TH2LEW (Ia) OBRLESE

AFEBPO—HRX (1) TRINZLEYDO> S, —KRK (Ia) THRIND
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IEEMILUTOREICIYEETEZIENTESDN, TNIREINEED
TRV, B, FERGREE1ICEHEOBY., BV ZILAFILNTA
K (VI) &B—#bIZFIIL (VII) &Z2RIBIE. BonbE® (VIII)
EEHRR T VEZ TV LERIGS ., RWTEEKY (IX) XigEgs0Y) K (X
) ERISIEDE. PYILTI /e (XI) pMES5NE, PYILT I /e
(XI) IZ7 2 /& (XII) 2RISIE D&, EY P/ UFSHK (XIID)
MESNE, EYIY /) VvEEE XIID) 7Y NMeaeRIGIE S &,
AFEBEO—MKN (Ia) TRINDILENMERET DI ENTE S,
[RGFEEE 1]
[0054] [1k6]
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[0055] (KM, BBA. R', R2, R3 R4, Xi&, #i@ERALBDERL., RelEC
e PIVFILEREDAILRFVIEDRERZRL, WENOTVETRE
DRBE AT, )

[0056] [TRE1] EVIZIAFINTAR (VI) EB—4 I XTIV (VII) O
I, AE, BERONOTS ) FOL (VFoLo0Y R, VUFILA
703X RE) OBFETICEYITI I ENTES, BiEE L TIRFICHIIRISHE
WA, N, N=IXFIFRILLTIR, N=XFLEOY Ry, IXFILZR
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[0057]

[0058]

WERFVR, VFFH2, FhZekO75>, 7MY, FOES
ZhILEEBRXBEAEDETERT I ENATE S, BEIIFICHIR
Emnh, FIAIEEY Y N, N=IUXFLT7I/EYY Y (DMAP)
LAYy vFYY 1, 8-YTPHEY O[5, 4. 01 -7 -9V
FE>v (DBU) . 1, 5=Yy7HE> o 0O [4. 3. 0] =5—-/%> (
DBN) ., 1, 4—Y7HEvsn0[2. 2. 2] #9%> (DABCO)
N)IFILT7IV, D4V FOELTIY, P4V TOELIFILTIY
IUAYTOEMRYFILTIV, NIXAFILT7IVEOERIEERE, KRE
VF oL, KRIEFR) DL, KFRIEH)TLFOKRIETIVAY B
KEBIEY) F o L, KEEIEF MY DL, KEEIEA) T LEDKELETILAYE
B, kB FIL, KRBT N)TL KBAHY VA KEEDULEDR
BR7ILA) BB RKBKRFTMN)ILEOERBTIVL) EBEAERT
5ENTED, RIGEMHE, FRTIERMHUCL > TERSD A, —f&IC—2
0~120C, IF£L<IF20C~100CIKT, 19H~2H[. LYiFs
LLIFS5D~3 6RERBIEDZEICL>TEEY (VIII) MELN DS,
[T722—-1] & (VIII) &EBE7 Y E=7V AORIGIEAE S, BOE
ERICELYITITENTE S, BEE LTI, HICHFRIEBRWA, X5/ —
e T/ =), 4V TN =), BEBETFIV, B4V 70OEIL, ML
IV, RyEBY, VAFHY, FhZekO75>, 7MY, 7O
EFA=ZRJI. N, N=IAFIFIVLTIR, N=XF)LEOY R, T
AFIANERFY REZBRNIIHAEODETHERT LI ENATE S, B
LTiE. FICHIBRIEAWD, BIXIFEEEE. N 74 O, o4 Vg
. REBBREOIOMVE, MELEFIY. =T vibRDKR BEEZZX
ZEDOIARBEFERATHIENTEZ, REBEHIE. FRIZERICEST
Bdh, —MRICO~180T, iFExLLIEF50C~150CIKT, 19~
24850, SYBFFELLIES S~ 1 8BBBEIRIBIETEDZ &ICEL2TITI,
[Ti22—-2] AEABELTEONBERY EBREKY (IX) EDORIK
WWBOBEETICLYITO ZENTES, BE LTE. FICHRIFARWD, 4



WO 2012/124311 37 PCT/JP2012/001709

ZIEEEEE. MY 7 A OFEE. SOEA VR REEREZOIONVERAE
AT enTED, RISEMHIE. BRTIERBICE>TERSD, —MKIC
0~180C, FFL<IF50C~120TCIKT, 19H~2HM. LYiFz
LLIESD~24BBRIBIBEZIEICEL>TTZ VLTI /8 (XI) »18
bnd,

[0059] F/, BAEEZBFELTHEONEERYERERI/O) K (X) EDORIGE,
A, BEOBEETXXEERETICTITIZENTES, A LTEHE
ICHEIRRIE AW, BIAIE. 7>k brkO735Y, MLITY, OFFH2, N
, N=AFIRILLATI R, N=XF)LEOY K>, 1, 2=-700XT
v, Toonx sy, soaRivhs, PN, TOEFA=NYIL
SEBRIEHFEDETHERT 2 N TE S, BRIGEICHRIERVA
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NYUEEE. KB)F UL KEFN)DL KBAYIL KEBEDDL
ZORBBTIVAY) EBE. RKBKZRFTMN)TVLEEZFERTHIENTES,
RIGEMEE, ERTIERICEI>TERSD., —RIC—20~100C, #F
FLLIF15~80CICT, 59~4 8B, FZ L < IE 5~ 3 6857
RISIEZIEICE>TTYLTI /e (XI) HBLNh 3,

[0060] [TFE3] LEOHETHEONLETILTI /Y XI) &7 /{68 X
II) ORBIEAESR, NI TILFLTILIZILDEETICEYITIZEN
TE 2, BEELTE. BICHRIEARWA, 1, 2—-Y200I49>, 70
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[0071]

[0072]

[0073]

PUESTAL. 2FL. RAFL, BERIE., RBRH. KSXNFCLEEO0KS
BNEFOEND, T/, TOEIARBLAOFEDODEERK ZANT 5ICIE, &
ODBEMBD BT, XISMOREFHFAINZEHEH, 815, BEA. &6
Bl e, BEX. REEEH. BREL 28K, BEH. RER. B
#l, R, HES. FRASL2EEEAEDETERMERYE L THRRTE
%,

AEBOEFEDERSEIF. BEDKE. 8. A, BRFICL - TER
A, BERADBE, —HBKX (1) THRHLINZLEWELT, 1HO.
1~1000mg, $IC1~300mg%i, —EIXFHROICHITTROKS
XIFHEROKETHIENTE S,

= e
RIS, EHEFEZIFTAKBRZ I SICRAT 25, AFRA N S EkA
ICIREINDEDTERY, BB, TREREFAPTHRAVLNTLSEESIET
RORKETRT,
s : VTl v h(singlet)
d: ¥ 7L k(doublet)
t : ML w KN(triplet)
q : BT v houartet)
m: <JILFFTL v b(nultiplet)
b r : 70— K(broad)
J Ay ) TEH (coupling constant)
Hz : ~JLY (Hertz)
CDCIl;:E/D0ORNIA
DMSO—dg:EIVAFIRIFFYR
"TH-NMR : 70 b S HE
| R : FRARRINZARY ML
Rf1 55— {{6—[2— (TH-FISV—-=5-a)) 7=/
1BV =3~AlL} AFN} —6—TFIL—-3— (6-ArFIEYSI
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[0074]

[0075]

[0076]

[0077]

=2 =)L) —2—AFIEYIYU—4 (3H) —FDEE
[{£8]

TR1T:ZILIVFEIT. 2— [6— (FOEXFIL) EVIV—-2—41
NI RYVZRYIL (31, 9g, 11T 7Tmmo |l), 3—FFYANTHY
BEXFI (27. 8g, 176mmo |) ., A4y FOLIFILTIV (
31. O0g, 240mmo ) RG®YFoAL20OURK (8. 2g, 193m
mol) ®FFSEROT7SY (900mL) &%K%A 2 3EEMEER LK
o RIGHRICKZEMA, BFBBT F I THIE L, BRELZ&EDLE. KRV
BIEKTRABRBKFREBST M) VLAEZRAWVWTEEL, BERBLE, 550
EEREE)ATNAZLIOX NI ZT74— (NFHY /BT FIL=2
1) IKfFL, 2= {[6—(2=>7/27xZ)) EYIV—=3—1)]

AFI} =3 —FFYANTHIVEEAFIL (20, 99, 51%) 2HBEHK
e LTE%k,

"TH—NMR (CDC | ;, 400MHz) & :

0.87(3H, t, J=7 Hz), 1.18-1.32(2H, m), 1.47-1.59(2H, m), 2.34-2.39(1H
, m), 2.55-2.67(1H, m), 3.20-3.29(2H, m), 3.73(3H, s), 3.84(1H, t, J=
7 Hz), 7.50(1H, td, J=8, 1 Hz), 7.63-7.74(3H, m), 7.76-7.87(2H, m), 8
.61(1H, s).

T#E2:2— {[6— (2=27/7zxZ)) EYIY—=3—=4)L] XFI
} =3 —FFYANTHUEAFI (3. 50g, 10. Ommo | ) RUHEE
B7VEZYL (23, 2g, 300mmo |) ®MILITY (50mL) —
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[0078]

[0079]

Befg (7mL) BR%E, 1RENBER L, BEEZBEROKAIC. R
TCHEKEE (51. 29) RUHEE (5. 79) #2Mx T, 0CT3 0%
EE#E. 70CT1. SEBEEBH L, RINRICEEKEZNA. 700K
WALTHHE L, BREEZELE, BAHMREKTESE LEKEEF M) YA
ERWTEIEL, REBELE. SohiEEZ> VAT IVAZL7OT N
7574 — (NFHY/TPEIN=5:1) 1L, (Z) —3—-71E43
F—2—{[6—(2=>7/7x=)) EYIY—=3—14)I] XFI} —
2—~TFUBEAFI (0. 9759, 25%) EKEEHBRYE LTEL
TH—NMR (CDC |, 400MHz) & :
0.91(3H, t, J=7 Hz), 1.33-1.45(2H, m), 1.46-1.57(2H, m), 2.18(3H, s),
2.94(2H, t, J=6 Hz), 3.71(3H, s), 3.75(2H, s), 7.50(1H, t, J=8 Hz),
7.58(1H, d, J=8 Hz), 7.63-7.72(2H, m), 7.75-7.83(2H, m), 8.60(1H, s),
11.9(TH, s).
TR : ZILIVEHSIT. 2—-7I/-5—-XMFIEYZITYY (220
mg, 1. 74mmo |) @1, 2—y4s00xT4%Y (30mL) BEICE
SBTCMNYAFLTILEZYL (2mo | /LAFH VAR, 1. 45mL,
2. 90mmo |) ZMA. FIRET8 OoEEBHLE, (Z) —3-—-7t
HIR—2—-{[6—(2=>7/7x=)) EVIY=3—4J)L] XFI
} —2—ATFFUEEXFIL (227mg, O. 58mmol) ®1, 2=
JO00T9 VAR (20mL) 2FETHNL., 1 7EEMBER L. K
ISRICIBAE 7 Y EZD LKBBRRG700RIVLENA, 254 N2BLE
o DROEMEALEL, KBAZ/OQKRILLATHHELE, AREEZSDLE
. KRUBEMBIEKTHRAEBEKRE T N Y AZRWTEEL, BERNE
L7ize BONEREEZS) ATV AS LAY NI S 74— (NFH Y BE
BIFIL=2:1)IFL. 2— {6— {[4—TFI—1— (5—Xb*
IV =-2—4)) —2—=XF)—6—-FFY—-1, 6—-YkROKE
B—AI] XFIL} EYTSU—2—A)} RYZKYJ) (20

\'I
Ay

JEPYE
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Tmg, 77%) Zz&BHMRYE LTHEL,

[0080] "TH—NMR (CDC | 5, 400MHz) & :
0.95(3H, t, J=7 Hz), 1.36-1.48(2H, m), 1.58-1.70(2H, m), 2.16(3H, s),
2.63-2,72(2H, m), 3.97(2H, s), 4.01(2H, s), 7.47(1H, m), 7.60-7.71(2
H, m), 7.72-7.83(3H, m), 8.54(2H, s), 8.70(1H, d, J=1 Hz).

[0081] T#4 : 2— {5— {[4—TFIL—-1—- (E—AIPFIEYIIVV-2—
AIV) —2—AFIL—6—-FFY—1, 6—-SbROPYITY—-5—9)
1 XFI EYTSY—2—q)} RV ZKMYJ (200mg, 0. 43m
mol) LTy (20mL) BRICKIAFILSYILTIR (8. 68
g, 75. 3mmo |l) EBEYTFIAX (55mg, 0. 22T mmo
1) A, PIITVFEEKTICTIOSCT24BMIBHLE, RVAES
BELBONWLKEEZYVATX VAT LIOR NI S 74— (V00K L
A/ —=)=100:1) [CTHBEERL, 5— {{6—-[2— (TH-
ThSV—=I—=5—-4)) 72zZ)] EVIV—=3—-4)L} XF)} —6—
TFIL—3— (B=—XPMFYEYIVY—-2—A)) —2—AFIEVIY
¥—4 (3H) —#> (174mg, 80%) Z&BHMRYE LTH,

[0082] "H—NMR (CDC | 5, 400MHz) & :
0.93(3H, t, J=7 Hz), 1.33-1.48(2H, m), 1.55-1.73(2H, m), 2.16(3H, s),
2.58-2,72(2H, m), 3.95(2H, s), 4.00(3H, s), 7.20-7.35(1H, m), 7.38-7
.58(3H, m), 7.62-7.82(1H, m), 8.00-8.22(1H, m), 8.54(2H, s), 8.50-8.6
3(1H, m).

[0083] E£MEFI2 5— { {6—[2— (1H-Fr5Y—IL—-5—1qJ) 7=/
1YY Y=3—=q4L} AFI} —6—TFIL—-—3— (6—IhFIEDZ
TU=2—=q)) —2=AFLEYITYV—4 (3H) —ADEE

[0084]



WO 2012/124311 45 PCT/JP2012/001709

[1£9]

[0085] T2 1 : RUCEMEM 1 DIRIICEITZ2—-T I/ -5—X I FIEYIY
ORHLYIC2—TI/—5—-—IhFIEYIIVVERVWTERER1DIFESI
ERBRICKRI - WEL, 2— {(6— {[4—-TFI-1—- (b—Ih*F2E
IV —2—q)) —2—AFI—-6—-FFY—-1, 6-YkRrROKY=X
VU—=5—q)L] XAFI} EYIr—2—A)L} Ry KM (% : 4
6 %) &F,

[0086] '"H—NMR (CDC | ,, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.38-1.46(2H, m), 1.51(3H, t, J=7 Hz), 1.60-1.68
(2H, m), 2.16(3H, s), 2.65-2.69(2H, m), 3.97(2H, s), 4.22(2H, q, J=7
Hz), 7.47(1H, m), 7.64-7.81(5H, m), 8.51(2H, s), 8.70(1H, d, J=1 Hz).

[0087] T2 : RiEERMEM 1 DITRA4ICEITZ2— {5— {[4—TFIL—1— (
B—XPMFIEYIVU-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROEYIVY=5—-q)I] XFIIL} EVIOV-2—-A)L} RV =}
DILogbyic2— {(5— {[4—-TFIL—1—- (- bF2EYZIIY
—2—qJ)) —2—XFI—-6—-FFY-—-1, 6-YROEYIIV-5
—AN] XFI} EYUISY =2} RV Z M) ILERBWTEE 1D
T4 EAKRICRIG - WEL, 5— {{6—-—[2— (1TH-Fr3ZYV—IL—
B—A)) Z2x=ZN] EYIY=3 =)} XFI} —6—TFIL—3— (
B—IRFIEYIIY-2—A)) —2—AFIEY)ITI>V—4 (3H)
-4y (IRFE: 46%) 2RBBEBTEILI7RAEL TR,



WO 2012/124311 46 PCT/JP2012/001709

[0088] "TH—NMR (CDC |5, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.38-1.44(2H,m), 1.51(3H, t, J=7 Hz), 1.61-1.68(
2H, m), 2.17(3H, s), 2.66-2.70(2H, m), 3.97(2H, s), 4.22(2H, q, J=7 H
z), 7.37(1H, m), 7.48-7.58(3H, m), 7.78(1H, m), 8.21(1H, m), 8.51(2H,
s), 8.62(1H, m).

[0089] E£EFHI3 5— { {6—[2— (1H-FrS5Y—IL—-5—1qJ) 7=/
1YY Y=3—=a)} AFI} —6—TFIL—2—IF)—3— (5—X%
MEIEYIDY—-2—-a)) EYIPVY—4 (3H) —HAVOEHE

[0090] [{b10]
N/fj/ox
Py

~

N

[0091] T 1 : gikdRE[ 1 OIR1 THELNWE2- {[6— (2—-27/7x1=
W) EYVIY=3—AL] AFI} =3 —FFYANTHIVEBEAFIL (1. O
3g, 2. 94mmo | ) RUEEBET7VE=UL (6. 80g, 88. 2m
mo l) ®hITY (36mL) —EfE (4mL) BR%EZ. 1FEMNBRER
L7 AEABEBROEREIC. KRU2mo | /L KE{EF MUY AKER
ZMA. 700FRILVATHE LE, FEZBEZORED1, 2—-2/00
I&Y (10mL) BFRICFOEA=ZL20U K (544mg, 5. 88m
mo |l) REMJIFILF7IY (595mg, 5. 88mmo |) #MXT
. 50CT1 6sAEIBH LA, RIGRICKENMA, 700K ATHELE
. BMELZADE. SANRIBKTHRE UEBKREBTN) YAZREWTEEL
BEEBBLE, SONEREEZS VATV AZLIOR NI ZT7 40— (N
¥/ 7EAy=5:1) AL, (Z2) —2—=-{[6—-(2=>7/7
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o) EVYY=3—4)] XFII} =3—-TOEEFFIRN-2-~TF
VEEXFI (464mg, 39%) EBEHRYME L THEL,

[0092] "H—NMR (CDC | 5, 400MHz) & :
0.91(3H, t, J=7 Hz), 1.23(3H, t, J=8 Hz), 1.34-1.51(4H, m), 2.43 (2H,
q, J=8 Hz), 2.89-2.99(2H, m), 3.70(3H, s), 3.75(2H, s), 7.49 (1H, td
, J=8, 1 Hz), 7.58(1H, dd, J=8, 2 Hz), 7.64-7.73(2H, m), 7.77-7.86(2H
, m), 8.60(1H, s), 11.88(1H, s).

[0093] T#22 : BIEEMER 1 DITRIICHEITSZ (Z2) —3—-7EH4Irk-—2—- {[
86— (2=>777x=)) EYIYY=3=q4I] AFIL} —2—~TF>
BAFILOKDLYIC (Z2) —2— {[6— (2—=27/7xz=)) EYVDY
—3—AN] AFI} =3 —-TOEAFTIR-2-—~"TFUVEBEAFILERLV
TEREGI T OIRI EAKICKRR - 0EBL, 2— {5—- {[4—-TFNL—-2
—IFI—1— (5—XrFIEYIIV-2—q)) —6—FFV-—-1,
6—TkROBYIYY—5—aI] AFIL} EYIV—2—A)L} RVY
=R (NE: 70%) ZREGRRGKE LTHEL,

[0094] "H—NMR (CDC | 5, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.18(3H, t, J=7 Hz), 1.35-1.46(2H, m),1.62-1.74(
2H, m), 2.32(2H, q, J=7 Hz), 2.69(2H, t, J=8 Hz),3.96(2H, s), 4.00(3H
, s), 7.47(1H, td, J=8, 1 Hz), 7.61-7.70(2H, m), 7.73-7.82(3H, m), 8.
b3(2H, s), 8.69(1H, s).

[0095] T#23 : BUEEMER 1 DITR4ICHEITZ2— {5— {[4—TFIL—1— (
BE—XAMFIEYIVUV-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROEY IV =5—qJL] AFI} EYVIU—=2—A)L} RV}
JILDRHLYIC2— {(5— {[4—TFI—2—-IFI—1— (5—AIF
vEVIYV-2—4)) —6—-FFVY—-1, 6-JROEEYIYV-5
—AN] AFIL} EYISY =2} RV Z M) ILERBWTERER 1O
TRR4EEZRICRS - 0EBL, 5— {{6—-—[2— (1TH=-FFZV—=I—
B—Al) Z2z=ZN] EVDY=3—4)} AFIL} —6—-TFI—-2-I
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FIL—3— (5—X I FEYIYV—-2—-94)L) EY
—ZY (XX : 6 0%) #\|MEMTEHRME LTHEEL,
[0096] "H—NMR (CDC | 5, 400MHz) & :

1

Yv—4 (3H)

0.94(3H, t, J=7 Hz), 1.18(3H, t, J=7 Hz), 1.34-1.47(2H, m),1.60-1.75
(2H, m), 2.32(2H, q, J=7 Hz), 2.70(2H, t, J=8 Hz),3.96(2H, s), 4.01 (
3H, s), 7.29-7.38(1H, m), 7.43-7.59(3H, m),7.76(1H, d, J=8 Hz), 8.18
(1H, s), 8.54(2H, s), 8.61(1H, br s).

[0097] E£HEHI4 5— {{6—[2— (1H-Fr5Y—IL—-5—1qJ) 7=/
1YY Y=3—=q4L} AFI} —6—TFIL—-—3— (6—IhFIEDZ
Vv—2—=q)) —2—-IFIEYIIYV—-4 (3H) —FVDEE

[0098] [{E11]

‘0

[0099] T#21 : RIRCEMEMIDIR2ICHEIFEH2-F I/ —5-—X hFVEYIY
YORDLYIL2 -7/ -5-—IrFIEYITIVERVWTEREF3IOIRE
2 CRAFRICKRR - WEL, 2— {6— {[4—-TFI—-1—-(5—ThF>

)XV —-2—4)) —2—-IF)—6—-FFY—-1, 6= ROEY
IUV=D—AN] AFIL} EYT V=2 —A)L} RV Z MY (UK ;
80%) =XEBENKE LTHEL,

[0100] "H—NMR (CDC | 5, 400MHz) & :

A%

0.94(3H, t, J=7 Hz), 1.18(3H, t, J=7 Hz), 1.37-1.47(2H, m),1.51(3H, t
, J=7 Hz), 1.62-1.72(2H, m), 2.32(2H, q, J = 7 Hz), 2.66-2.72(2H, m),
3.97(2H, s), 4.22(2H, g, J=7 Hz), 7.47(1H, t, J=8 Hz), 7.64-7.69(2H,



WO 2012/124311 49 PCT/JP2012/001709

m), 7.74-7.83(3H, m), 8.51(2H, s), 8.70(1H, d, J=2 Hz).

[0101] TF22 : AIEERMEF 1 OTR4ICHBIFE2— {(5— {[4—TFL—1— (
BE—XAMFIEYIVUV-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROBYIVY-5—qL] AFIL} EYIY=2—A)L} XYY}
DILoRbyic2— {56— {[4—-TFIL—1—- (B—IhrFIEUIIY
—2—q4J)) —2—-IF)L—-6—FFY-1, 6-YROEYITr-5
—AI] AFI} BV —2—A)} RV Z MY ERWTERSG 1O
TRR4EEZRICRS - 0EBL, 5— {{6—-—[2— (1TH=-FFZV—=I—
E—AJ) 7x=)] EYIY=3—4JL} AFI} —6—-TFIL—-3— (
E—IRFIEYIYY-2—-Aa)) —2—-IFIEYII>V—-4 (3H)
—ZY (NFE: 75%) =2EEMTEHRTDE LTEE,

[0102] "H—NMR (CDC | 5, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.18(3H, t, J=7 Hz), 1.36-1.47(2H, m), 1.51(3H,

‘0

t, J=7 Hz), 1.61-1.74(2H, m), 2.33(2H, q, J=7 Hz), 2.70(2H, t, J=8 Hz
), 3.97(2H, s), 4.22(2H, q, J=7 Hz), 7.38(1H, d, J=8 Hz), 7.47-7.60(3
H, m), 7.78(1H, dd, J=8, 2 Hz), 8.20-8.28(1H, m), 8.51(2H, s), 8.64(1
H, s).

[0103] £=/fFI5 5— { {6—[2— (1TH=FFr5Y—I—-5—4aJ) Z7T=)
1 VI Y=3—=qJ} XFI} —6—-TFIL—-2—-4Y7OEIL—-3— (
B—XARFIEYITYV-2—q)L) EYITYV—4 (3H) —Fro8E

[0104] [{E12]

‘0

NN
Nl
F J a -MNH
i
N RN



WO 2012/124311 50 PCT/JP2012/001709

[0105] T#1 : giEdRERA3IOIRI1ICE T 7oA/ s0) ROoRbHYITA
V7FUoal) ReAWTEEA3IOIR1 EAMRICKRES - MEBL, (Z
) —2—{[6— (2—=>7/7x=)) EYVIU—=3 =] AFIL} —
B=AYVYTFIIR—2-ATTFUVEAFIL (IRF: 4 9%) 2&EHRKY
ELTHEE,

[0106] "TH—NMR (CDC | 5, 400MHz) & :
0.90(3H, t, J=7 Hz), 1.25(6H, d, J=7 Hz), 1.33-1.55(4H, m),2.49-2.63(
TH, m), 2.90-2.99(2H, m), 3.71(3H, s), 3.75(2H, s),7.49(1H, td, J=8,
1 Hz), 7.59(1H, dd, J=8, 2 Hz), 7.64-7.73(2H, m), 7.79(1H, dd, J=8, 1
Hz), 7.83(1H, dd, J=8, 1 Hz), 8.61(1H, d, J=1 Hz), 11.90(1H, s).

[0107] T322 : BIEEMER 1 DIRIICHEITSZ (Z2) —3—-7H4Irk-—2—- {[
6— (2=Y777x=)) EYIY=3—=4I] XFI} —2=—~TFV
BAFILORDLYIC (Z2) —2— {[6— (2=27/7x=)L) EYDY
—3=AN] AFIN} =3 —AYVTFSIIRN=—2—-ATFTUVBEAFILEZRL
TEREF 1 OITRI3 EAKICKRE - LEBL, 2— {(6— {[4—-TFIL-2
-4V 7OEL—1— (=X FFIENVIIV—-2—1)L) —6—FFV
-1, 6=>bbrOBBYISY—-5—Aa)L] XFI} EYVISV—-2—-9)}
RYYVZR)IIL (IXE: 55%) 2HFEBHRME LTEL,

[0108] "TH—NMR (CDC | 5, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.20(6H, d, J=7 Hz), 1.33-1.49(2H, m), 1.62-1.75
(2H, m), 2.21-2.35(1H, m), 2.69(2H, t, J=8 Hz), 3.95(2H, s), 4.00(3H
, s), 7.46(1H, td, J=8, 1 Hz), 7.61-7.70(2H, m), 7.74-7.83(3H, m), 8.
53(2H, s), 8.69(1H, d, J=1 Hz),

[0109] T#E3 : FUECEMEHFI 1 DITRE4ICHITE2—- {5— {[4—TFIL—-1—- (
BE—XAMFIEYIVUV-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROEY IV =5—qJL] AFI} EYVIU—=2—A)L} RV}
JILDRHLYIC2— {(5— {[4—TFILV—-2—9V7OEL—-T1— (5-
ARFIEYIVYV—-2—-9q)) —6—FFY—-1, 6=k ROEYIY
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V=5 —AN] AFIL} YT —2—q)} RV Z MY ILERWTER
BI1OIRA EAFRICKRS - RLEBL, 5— {{6—[2— (1H=-FFr5VY
—I=5—AJ)) 7z=N] EYIY=3—=AJ)} XFI} —6—TFI)L—
2—A4V7O0ENL=-3— (B—AFPEYIIYV-—2—-aJ)) EYZIDY
—4 (3H) —#4Y (INE: 6 9%) *J\WEMTHRIE L THEL,

[0110] TH—NMR (CDC | ,, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.20(6H, d, J=7 Hz), 1.33-1.47(2H, m), 1.60-1.75
(2H, m), 2.22-2.35(1H, m), 2.70(2H, t, J=8 Hz), 3.95(2H, s), 4.01(3H
, s), 7.33(1H, d, J=8 Hz), 7.45-7.57(3H, m), 7.77(1H, d, J=7 Hz), 8.1
8(1H, br s), 8.53(2H, s), 8.61(1H, s).

[0111] E£HEFHI6 5— { {6—[2— (1H-Fr5Y—IL—-5—1qJ) 7=/
1YY Y=3—=q4L} AFI} —6—TFIL—-—3— (6—IhFIEDZ
Jy—2—4qJ)) —2—AVFAELEYII V-4 (3H) —FrDEE

[0112] [{B13]

[0113] T2 1 : BIECEREM 1 OTRIICHE TS (Z) —3—-TEH4IR-—2—- {[
6— (2=>7/7xZ)) EYVIY=3—=4L] XFI} —2=~TF>
BAFILOKDLYICERHISDIRTI THELNEL (2) —2— {[6— (2
-7/ 7)) EVSY—=3—A4)] AFI} —3—AYVTFSIK—-
2—A~NTFUBAFIERW, MD2-TFI/)-5-X K FIEYIIVD
RbWYIC2—-T7IXI/—-5—-—IMFIEYIOVERWVWTERAT1TDODIREIE
E#RICRG - LEBL, 2— {5—-{[4—-TFL—-1—- (5—-ThFIEY
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[0114]

[0115]

[0116]

[0117]

‘0

Jv—=2—4)) —2—4vSOEL-6—-FFVY—-1, 6—-—TLROK
P —5—q)] XFIIL} BEYIU—2 =)L} RyYVZ MY (RFE
79%) ERERBEKE LTHEL,
TH—NMR (CDC |5, 400MHz) & :

0.94(3H, t, J=7 Hz), 1.19(6H, d, J=7 Hz), 1.35-1.45(2H, m), 1.51 (3H,
t, J=7 Hz), 1.63-1.74(2H, m), 2.22-2.35(1H, m), 2.69(2H, t, J=8 Hz),
3.95(2H, s), 4.22(2H, q, J=7 Hz), 7.46(1H, td, J=8, 1 Hz), 7.62-7.70
(2H, m), 7.75-7.83(3H, m), 8.50(2H, s), 8.67-8.71(1H, m).

T2 : GIEEEREF 1 OTRR4ICEIFE2— {(6— {[4—-TFIL—-1— (
BE—XAMFIEYIVUV-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROEY IV =5—qJL] AFI} EYVIU—=2—A)L} RV}
DILoRgbyic2— {(5— {[4—-TFIL—1—- (- hFIEYVIIY
—2—qJ)) —2—4qVy7OEL—-6—-—FFY—-1, 6—-TbROEYIY

-~
Py
~

')

n
\'I

V=5 —AN] AFIL} YT —2—q)} RV Z MY ILERWTER
BI1OIRA EAFRICKRS - RLEBL, 5— {{6—[2— (1H=-FFr5VY
—I=5—AJ)) 7] EYIY=3—=A)} XFI} —6—TFI)L—
3= (5—IThFIPEYIVV-2—-49)) —2—q4v7OELEYIDY
—4 (3H) =AY (IRF: 99%) #RE\EMTTHRME L THBL,
"TH—NMR (CDC |5, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.20(6H, d, J=7 Hz), 1.35-1.46(2H, m), 1.51(3H,
t, J=7 Hz), 1.63-1.75(2H, m), 2.22-2.35(1H, m), 2.71(2H, t, J=7 Hz),
3.96(2H, s), 4.22(2H, q, J=7 Hz), 7.37-7.45(1H, m), 7.48-7.63(3H, m),
7.81(1H, dd, J=8, 2 Hz), 8.25-8.33(1H, m), 8.51(2H, s), 8.67 (1H, s)

E=HFH7 55— {{6—[2— (1TH=FF>ZY—=IL—5—4J) 7=
1YY Y—=3—A)} XFII} —6—TF)—-2—->-070EE)L—3—
(B=APMFIEYVIYV=-2—4a)) EYVIZYV—4 (3H) — VD&

S
=
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[0118]

[0119]

[0120]

[0121]

[0122]

[1E14]

T :fIRREEASOIRTICEF2 oA=L 70Y FOoRbYIZY
so7anrAHR=ZLs0Y) RERAWTEEGA3OIR 1T ERAKICKG -
MIBL, (Z2) —2—-{[6—-(2=->7/7xz=)) EVY V=3 -9
1 XFI} —=3— (7O 7anVALNRFSYIR) —2—-~"TFVBAF
L (K : 6 9%) #FEEHRYE LTHEL,
TH—NMR (CDC |, 400MHz) & :

0.78-0.98(5H, m), 1.02-1.12(2H, m), 1.31-1.65(5H, m), 2.88-3.02(2H, m
), 3.72(3H, s), 3.76(2H, s), 7.50(1H, t, J=8 Hz), 7.60(1H, d, J=8 Hz)
, 7.63-7.74(2H, m), 7.76-7.87(2H, m), 8.61(1H, s), 12.2(1H, s).
T2 : AR 1 OIR3ICHITD (Z) -3 -7tz rk-2- {[
6— (2=>7/7xZ)) EYVIY=3—=4L] XFI} —2=~TF>
BAFILOKDLYIC (Z) —2— {[6— (2=YF7/7x=)L) BTV
—3—=A)] AFI} =3 — (/O 7anrRVALRFHIR) —2-~7
TUVBAFILERWTERS 1 DOIR3 EEAKICRE - LEL, 2— {5—
{[4=—TFN—2->s07OEL—-1— (=X bFPEYZIVY-2
—qJ) —6—AFY—-1, 6= ROEYIIY-5—-a)] XFI}
VI —2—A)} RYVZRYJL (RXK: 63%) 2&HEHRWELT
57,

TH—NMR (CDC |, 400MHz) & :

0.82-0.87(2H, m), 0.92(3H, t, J=7 Hz), 1.07-1.15(1H, m), 1.21-1.27 (2
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[0123]

[0124]

[0125]

[0126]

H, m), 1.32-1.41(2H, m), 1.53-1.64(2H, m), 2.61(2H, t, J=8 Hz), 3.94(
2H, s), 4.01(3H, s), 7.44-7.49(1H, m), 7.66(2H, t, J=8 Hz), 7.74-7.82
(3H, m), 8.56(2H, s), 8.68(1H, d, J=2 Hz).

T3 : RIEERMER 1 DITR4ICBIFE2— (56— {[4—TFIL—1— (
B—XRFIEYIIV-2—q)) —2—AFI—6—-FFY—-1, 6—
JeEROEBYIYY=5—q)L] XFL} EYIV—2—A)} RV k
JILDRHLYIC2— {(5— {[4—TFIL—-2-2707OEIL-1- (5
—APMFIEYVIVV-2—A9)) —6—FFY—-1, 6=k RO X
V=5 =] AFII} EYIr—2—A)} RV ZMNJJIERBWTE
FEFI1 DTFRE4 ERAKRICKRIS - WEBL, 6— { {6—[2— (1TH=-F+F
J—=Il—=5—AJ)) 7x=)L] EYIV=3—=A)L} XFIL} —6—-TFI
—2—-27070EL-3— (5—XAFIEYIYY-2—-9q)) EYZ
Jv—4 (3H) —74Y (INFE: 100%) aREEMETEHRYE LTEL
"TH—NMR (CDC |5, 400MHz) & :

0.82-0.89(2H, m), 0.92(3H, t, J=7 Hz), 1.06-1.15(1H, m), 1.21-1.27 (2
H, m), 1.31-1.43(2H, m), 1.56-1.67(2H, m), 2.63(2H, t, J=8 Hz), 3.94(
2H, s), 4.01(3H, s), 7.40(1H, d, J=8 Hz), 7.47-7.62(3H, m), 7.75-7.82
(1H, m), 8.23-8.32(1H, m), 8.56(2H, s), 8.65(1H, s).

EHEHE8 5— {{6—[2— (1TH=FFSY—=IL—5—-AJ) 7z=)
1 EYVSY=3—=qJ} XFI} —6—TFNL—-2-0TFIL—-3— (
BE—XNFIUEYIVV—-2—-A)) EYITYY—4 (3H) —AVDEE
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[1£15]

[0127] T#1 :gIEEFA3IOIR1ICHSTFH7OEA =70 ROKRDLYICY
o782 ANRZILIOY) REFAWTERBAI3OITET EAKICKRIG - 4
BL, (2) —2—-{[6—(2=->7/7z=Z)IL) EYYY—3—4)]
AFIY —=3—= (oOTIVALRFHIR) —2—-~"TFUVBAFI (
INZE: 7 2%) 2REHRYME LTHEL,

[0128] "H—NMR (CDC | 5, 400MHz) & :
0.91(3H, t, J=7 Hz), 1.33-1.54(4H, m), 2.19-2.44(6H, m), 2.95(2H, t,
J=8 Hz), 3.12-3.25(1H, m), 3.70(3H, s), 3.75(2H, s), 7.49(1H, td, J=8
, 1 Hz), 7.58(1H, dd, J=8, 2 Hz), 7.64-7.73(2H, m), 7.76-7.86(2H, m),
8.60(1H, s), 11.78(1H, s).

[0129] T#22 : RIEZEMREM 1 DITRIICHE TS (Z) —3—-TEHIR-—2—- {[
6— (2=>7/7xZ)) EYVIY=3—=4L] XFI} —2=~TF>
BAFILOKDLYIC (Z) —2— {[6— (2=YF7/7x=)L) BTV
—3—4J)] AFI} =3 — (oQTIVALKRFHIRN) —2—-~TF
VEEAFIERWTERGI T OIREI EEKICKRE - WIEBL, 2— {5— {
[4—TFL—2-2907FL—1— (5—AKrFIEYIIYV-2—4A
V) —6—FFVY—1, 6= ROEYIYY—=5—A)L] AFIL} EY
TJv—=2—4} RV MY (XK : 6 5%) ZRECEGKE LTHE

]
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[0130]

[0131]

[0132]

[0133]

[0134]

TH—NMR (CDC |5, 400MHz) & :

0.96(3H, t, J=7 Hz), 1.34-1.51(2H, m), 1.65-1.83(6H, m), 2.36-2.51(2H
, m), 2.71(2H, t, J=8 Hz), 3.07-3.17(1H, m), 3.96(2H, s), 4.00 (3H, s
), 7.46(1H, td, J=8, 1 Hz), 7.61-7.70(2H, m), 7.73-7.82(3H, m), 8.52(
2H, s), 8.69(1H, d, J=1 Hz).

T3 : RIEERMER 1 DITR4ICBIFE2— (56— {[4—TFIL—1— (
BE—XAMFIEYIVUV-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROEY IV =5—qJL] AFI} EYVIU—=2—A)L} RV}
JILDRHLYIC2— {(5— {[4—TFNL—2—-270TFIL—-1— (5—
ARFIEYIVYV—-2—-9q)) —6—FFY—-1, 6=k ROEYIY
V=5 —AN] AFIL} YT —2—q)} RV Z MY ILERWTER
BI1OIRA EAFRICKRS - RLEBL, 5— {{6—[2— (1H=-FFr5VY
—I=5—AJ)) 7] EYIY=3—=A)} XFI} —6—TFI)L—
2—2907FI—-3— (b—AbMFIEYVIYV-2—-a)) EYVIIY
—4 (3H) —#4Y (INE: 74%) =J\/EMHTHRIE L TEL,
"TH—NMR (CDC |5, 400MHz) & :

0.95(3H, t, J=7 Hz), 1.34-1.50(2H, m), 1.65-1.83(6H, m), 2.37-2.51 (2
H, m), 2.72(2H, t, J=8 Hz), 3.04-3.20(1H, m), 3.96(2H, s), 4.01(3H, s
), 7.31(1H, d, J=8 Hz), 7.45-7.56(3H, m), 7.76(1H, d, J=8 Hz), 8.16(1
H, br s), 8.52(2H, s), 8.59(1H, s).

EHEH9 55— {{6—-[2— (1TH=FFrSY—=IL—5—-AJL) 7z=)
1 EYVSY=3—=qJ} XFI} —6—TFNL—-2-0TFIL—-3— (
5E—IhFIEYIVV—-2—-A)) EYITYVY—4 (3H) —AVDEE
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[1E16]

[0135] T2 1 : BUEEMER 1 DIRIICHE TS (Z2) —3—-7EH43Irk-—2—- {[
6— (2=>777x=)) EYIYY=3=q4JI] AFIL} —2—-~TF>
BAFILORDLYICEEFASDIRI THELNE (Z2) —2— {[6— (2
-7/ 7)) EVIV=3—4)] XFI} -3 - (¥oOTv4A
WRFHIR) —2—-ATFFUBAFILERW, MAD22—-FI/—-5—-XF|
FOE)IVUVDRDLYIL2—TI/—-5—-IrFIEYIVUVERWTE
efl 1 OTRE3 EEKICKR - WEBL, 2— {(5— {[4—-TFL—-2—-%
oA7FI—1— (5b—IhFIEYITV—-2—-qJ) —6—FFY—1
, 6=k RO ITVY=5—Aa)] XFI} BEYIV=-2—-A)} RV
VM) (IXE: 89%) #RFEBENKE LTHEL,

[0136] TH—NMR (CDC | 5, 400MHz) & :
0.96(3H, t, J=7 Hz), 1.39-1.47(2H, m), 1.51(3H, t, J=7 Hz), 1.61-1.84
(6H, m), 2.36-2.51(2H, m), 2.67-2.75(2H, m), 3.03-3.16(1H, m), 3.96(
2H, s), 4.22(2H, q, J=7 Hz), 7.48(1H, dd, J=8, 1 Hz), 7.62-7.70 (2H,
m), 7.72-7.83(3H, m), 8.49(2H, s), 8.69(1H, d, J=2 Hz).

[0137] T#22 : BIEEMER 1 DIR4ICEITZ2— {5— {[4—TFIL—1— (
BE—XAMFIEYIVUV-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROEY IV =5—qJL] AFI} EYVIU—=2—A)L} RV}
JILDRHLYIC2— {(5— {[4—TFNL—2—-270TFIL—-1— (5—
IMNFIEY IO V-2—4)) —6—FFY—-1, 6—kRrROEYIY
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V=5 —AN] AFIL} YT —2—q)} RV Z MY ILERWTER
BI1OITRAEEZRICKRIS-REBL, 5— {{6—[2— (TH=FKr5Y
—I=5—AJ)) 7z=N] EYIY=3—=AJ)} XFI} —6—TFI)L—
2—2907FI—-3— (b—IbFIEYVIVV-2—-a)) EYVIIY
—4 (3H) —#Y (NFE: 99%) wXREB\EMTHRME L THE,
[0138] TH—NMR (CDC | 5, 400MHz) & :
0.95(3H, t, J=7 Hz), 1.36-1.47(2H, m), 1.51(3H, t, J=7 Hz), 1.63-1.85
(6H, m), 2.37-2.50(2H, m), 2.73(2H, t, J=8 Hz), 3.07-3.18(1H, m), 3.
97(2H, s), 4.22(2H, q, J=7 Hz), 7.40(1H, d, J=8 Hz), 7.48-7.62(3H, m)
, 7.76-7.82(1H, m), 8.24-8.31(1H, m), 8.49(2H, s), 8.66(1H, s).
[0139] EHeFI10 55— {{6—[2— (1H-FKZYV—IL—5E—qJ) 7=
W EVSY=3—4q4L} AFIL} —6—-TF)I—2->70RVFIL—3
— (B—IhFIEYIYV—-2—q)) EYVIYV—4 (3H) —H4VD
HE

[0140] [{b17]

[0141] T 1 :gIEEFA3IOIR1ICHSTFI7OEA =700 RORDLYICY
JARVEIVANKRZLIOY ReAWTERGI3DIR1T ERAKRICKE -
MEBL, (Z2) —2—{[6—(2=vF7/7x=)l) EYSY-3 -1
1 XFI} —=3— (7aRVEIVANEKRFYIR) —2—-~"TTFVBAF
W (NE: 44%) z@88H8KME LTEE,
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[0142] TH—NMR (CDC | 5, 400MHz) & :
0.90(3H, t, J=7 Hz), 1.33-2.03(12H, m), 2.70-2.82(1H, m), 2.89-2.99 (
2H, m), 3.71(3H, s), 3.75(2H, s), 7.49(1H, td, J=8, 1 Hz), 7.59(1H, d
d, J=8, 2 Hz), 7.64-7.73(2H, m), 7.76-7.86(2H, m), 8.60(1H, s), 11.89
(1H, s).

[0143] T2 : giCRMER 1 DIRIICHEITSZ (Z2) —3—-7EHIR-—2—- {[
6— (2=>777x=Z)) EYYY=3=q4I] AFII} —2—-~TFV
BAFILIORDYIC (Z) —2— {[6— (2=>F7/7zxZ)) BUIY
—3—AN] AFI} =3 = (/AR VIVAHIKRFHIR) —2-A7F
TUBAFILERW, MD2—TI/)—5—-XNFIEYITIVORDYIC
2—73I/-5-IRrFIEYIVVERVWTEREN1ODIRIEFKRICKR
S -BL, 2—- {(5—-—{[4—-TFL—-2—->7ORVFIL—1— (5—
IMFIEYIOV-2—q)) —6—FFY—-1, 6—-TEROYIY
V=5 —A)I] AFIL} EYT—2—A )} RYY=ZRYJ (INFE: 57
%) ZxREBEkE LTHEE,

[0144] "TH—=NMR (CDC | 5, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.34-1.54(7H, m), 1.60-1.80(6H, m), 1.90-2.03 (2
H, m), 2.42-2,48(1H, m), 2.64-2.70(2H, m), 3.95(2H, s), 4.22(2H, q, J
=7 Hz), 7.47(1H, td, J=8, 1 Hz), 7.63-7.69(2H, m), 7.77(2H, dd, J=8,
1 Hz), 7.80(1H, dd, J=8, 1 Hz), 8.51(2H, s), 8.69(1H, d, J=2 Hz).

[0145] T2 3 : RUGSEMEM 1 DITRA4ILHETZ2— {5— {[4—TFNL—1— (
B—XRFIEYIIV-2—q)l) —2—AFI—6—-FFY—-1, 6—
e ROEYIVY-5—-q)] AFII} EYIU—=2—-A)L} RV Z |
DILDRHLYIC2— {(5— {[4—TFL—-2—-20RVFIL—-1- (5
—IbFIEYVIVV-2—Aa)) —6—FFY—1, 6=—rAOEY X
TJU=5—A)L] XFN} EYIU—2—A)} RV ZRNYJIERNTE
Mefl 1 OTREA EAKICKR - WEBL, 56— { {6—-[2— (1TH=F}5
V—=IL—=5—4)L) 7z=)L] EYIY=3—=A)} XFIL} —6—-TFI
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—2—-29QRVFI -3 - (5—IThFIBEYIZYV—-2—-a)) EYZX
=4 (3H) —Z> (RFE: 40%) 2RF\EBTENL I 7R ELTEL
[0146] TH—NMR (CDC | ,, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.52(3H, t, J=7 Hz), 1.57-1.78(8H,m), 1.81-1.93(5
H, m), 2.70(2H, t, J=8 Hz), 3.94(2H, s), 4.23(2H, q, J=7 Hz), 7.38(1H
, d, J=9 Hz), 7.47-7.62(3H, m), 7.78(1H, d, J=8 Hz), 8.22-8.29(1H, m)
, 8.52(2H, s), 8.65(1H, s).
[0147] =HEHI11 5~ {{6—[2— (TH=F+5Y—=IL—5—-1qJ) 7x=
Wl EYVIY=3—qL} AFL} —6—-TF)—-2->/O0~FII)I—3
- (5—IrhFIEYIVV-2—9)) EYZYV—4 (3H) —F>D
=3

[0148] [{18]

[0149] T 1 : FIRERFASOIRIICHEF2TOEFZ L 0 ROKDYICY
JAnFHUALRZLIOY REZRAVWTERHIOIRT EERICRG -
MEBL, (Z) —2—{[6—-(2=YT7/7x=)) BYSy—3—44)b
1 XFI} =3— 7andxHVANERXEHFIR) -2 —ATFUBAF
V(K : 52%) 2@8E8HRKYME LTHEE,

[0150] "H—NMR (CDC | 5, 400MHz) & :
0.90(3H, t, J=7 Hz), 1.16-2.03(14H, m), 2.45-2.59(1H, m), 2.89-2.98(2
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[0151]

[0152]

[0153]

[0154]

H, m), 3.71(3H, s), 3.75(2H, s), 7.49(2H, td, J=8, 1 Hz), 7.58(1H, dd
, J=8, 2 Hz), 7.63-7.74(2H, m), 7.76-7.86(2H, m), 8.61(1H, s), 11.84(
H, br s).

T2 : GIEEEREF 1 0TI ICHITS (Z) —3-T7E43Irk-2—- {[
6— (2=Y7/77x=)) EYIY=3—=a4I] XFI} —2=—~TFV
BAFILOKDLYIC (Z2) —2— {[6— (2—=27/7x=)) EYVDY
—3—=A)] AFI} =3 — (7O~FHUVALRFHIR) —2-A7
TUBAFILERW, MD2—-TI/—5—-AKFIEYVITVVODRDYIC
2—7X/-5—-IMFIEVIIVVERVWTERA1OIR3 EAKICK
e IBL, 2— {5— {[4—-TFL—-2->a~FII)—1— (5—
IMNFIEY IO V=-2—4q4)) —6—FFY—-1, 6—TkRrROEYIY
V=5 —AJ] AFIL} BYT—2—A I} RyVZRrYJ (IXFE: 80
%) EHRFBEEKRE LTHEE,

"TH—NMR (CDC |5, 400MHz) & :

0.94(3H, t, J=7 Hz), 1.16-1.91(17H, m), 2.65-2.71(2H, m), 3.95(2H, s)
, 4.23(2H, q, J=7 Hz), 7.47(1H, td, J=8, 1 Hz), 7.63-7.68(2H, m), 7.7
5-7.82(3H, m), 8.51(2H, s), 8.69(1H, d, J=1 Hz),

T3 : GIEEEREF 1 OTRR4ICEIF22— {(6— {[4—TFIL—-1— (
BE—AMFIEYIVU-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROEY IV =5—qJL] AFI} EYVIU—=2—A)L} RV}
DILDRHLYIC2— {(5— {[4—TFL—-2-270~FV)L—-1—- (5
—IRhFIEYIYV-2—q)) —6—FFY—-1, 6= ROEY I
V=5 =] AFII} EYIr—2—A)} RV ZMNJJIERBWTE

M1 DIR4 ERKICKRE - WEBL, 56— { {6—[2— (1TH=-FF+5

J—=IL—=5—4)) 7x=Z)] EYDY=3 -1} AFIL} —6—-TFIL
—2-=2O0~FY)—-3—- (5—IPFIEYIYV-2—-9q)L) BV X
Pv—4 (3H) —#¥ (NFE: 58%) #EAMERRYE L TEL,
TH—=NMR (CDC |, 400MHz) & :
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0.94(3H, t, J=7 Hz), 1.51(3H, t, J=7 Hz), 1.61-1.82(8H, m), 1.90-2.05
(5H, m), 2.46(2H, t, J=8 Hz), 2.69(2H, t, J=7 Hz), 3.95(2H, s), 4.22(
2H, q, J=7 Hz), 7.39(1H, d, J=8 Hz), 7.48-7.62(3H, m), 7.79(1H, dd, J
=8, 2 Hz), 8.22-8.31(1H, m), 8.51(2H, s), 8.65(1H, s).

[0155] EhefFl12 5— {{6—[2— (1H-FKZYV—IL—5E—qJ) 7=
W BV Y =3 —qL} AFIL} —6—TFIL—2—XAF)I—3— {5—
[2— (AFIFA) ThFRVIEYVIIV-—2-Aa)} EYZIIV-4 (
3H) —#Avn&E

[0156] [{k19]

[0157] THE 1 : RUEEERMEFI 1 DITRRIICHETB2—TI/—-5—X F2EYIY
ORHYIC2—=T73I/—-5—-[2— (AFIFF) TbFI]IEYIIVE
AWTERGITOIRE3 EAKICKRE - WEBL, 2— {(5— { {4—-TFI
—2—XFI=1—={5—-[2— (XFIFF) TrFL] E)IIV-2
-} —6—FFY—-1, 6= ROEYIIY-5—-AJ} XFI}
BEVIY—2—A)} RV ZRYJIL (RFKR: 64%) 2FHEHRMELT
57,

[0158] "TH—NMR (CDC | 5, 400MHz) & :
0.95(3H, t, J=7 Hz), 1.33-1.48(2H, m), 1.57-1.73(2H, m), 2.17(3H, s),
2.24(3H, s), 2.67(2H, t, J=8 Hz), 2.96(2H, t, J=7 Hz), 3.97(2H, s),
4,33(2H, t, J=7 Hz), 7.47(1H, t, J=8 Hz), 7.62-7.70(2H, m), 7.73-7.83
(3H, m), 8.55(2H, s), 8.70(1H, s).
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[0159] T#22 : RIEZEMREM 1 DTR4ICHEIFE2— (56— {[4—TFL—-1— (
B—ARFIEYIIY—-2—AJ)) —2—AFI—6—FFVY—-1, 6—
e ROEY IV =5—qJL] AFI} EYVIU—=2—A)L} RV}
JILDRHLYIC2— {5— { {4—TFL—2—=XF)—1— {5—[2—
(AFILFF) TbFP]IEYVIYY—-2—A9)} —6—FFY—1, 6—
e ROEY IV =5—qJ} AFI} EYVIU—=2—A)L} RV}
DILERWTERATOIRS EEAKRICKRIG -0EBL, 5— { {6— [2-—
(TH=FF3Y—=I=5—-9)L) 7z=)L] EYIY=3 =1L} AFI
} =6 =T FIN—2—-XFI—-3—{5—[2— (XFIFF) Th*F]

PYIVY—2—qJ} BYIVV—4 (3H) — 4> (IRFK: 80%) %

HEBRYE LTHE,

[0160] '"H—NMR (CDC |5, 400MHz) & :
0.82-1.00(3H, m), 1.33-1.47(2H, m), 1.55-1.73(2H, m), 2.15(3H, s), 2.
23(3H, s), 2.55-2.76(2H, m), 2.95(2H, t, J=7 Hz), 3.82-4.03(2H, m), 4
.33(2H, t, J=7 Hz), 7.07-7.33(1H, m), 7.35-7.57(3H, m), 7.59-7.80(1H,
m), 7.85-8.15(1H, m), 8.47-8.62(1H, m), 8.55(2H, s).

[0161] =MEM 13 5— {{6—[2— (TH=FKZY—=I—=-5—-9J) 7x=
W] EVSY=3—=qJ} AFIL} —6—TFI—-2—AFIL—-3— {6—
[2— (XFIRILKZI) ThF2] EYIPV-2—-q)} EYIDY
—4 (3H) —#>OHE

[0162] [{k20]
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[0163] wIEEMEA12TEHELNEZS—- {{6—[2— (1TH=-F+ZYV—I—-5
—M) ZxZI] EYVI =3 =)} XFI} —6—TFIL—2—XF
W=3—{b—=—[2= (AFIFF) TbFI]EYIYV-2—-q)} E
)XV —4 (BH) —#> (24mg, 0. O42mmol) X4 J)—
(1. 0) BRICEBELKFEK (30%F®K, 24mg, 0. 21 1Tmm
ol) ®Xx%/—J)L (0. 4mL) BERKRGIEILSY &I (1. Emg, O

OO042mmol) A% /=)L (0. 4mL) BEREMATz, BIRICT
1 20581 E. BAELEELE, BONEREBEZY ) AFVAS LIOY
NIST74— (ZBAKRILA: X /)—)L: NJIFLTIV=4:1:0
4) IfL5— {{6—[2— (1TH=FF>Y—IL—5—AJ) 7=
W1 YD Y—=3 =AY AFI} —6—TFIL—2—-—XFI—3— {5-—
[2— (XFIRILKZI) ThF2] EYIPV-2—-q)} EYIDY
—4 (3H) —4> (24mg, 93%) ZRE\EBT7ENTI7RELTEEL

[0164] "TH—NMR (CDC | 5, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.34-1.47(2H, m), 1.54-1.71(2H, m), 2.16(3H, s),
2.66(2H, t, J=8 Hz), 3.09(3H, s), 3.55(2H, t, J=5 Hz), 3.93(2H, s),
4.64(2H, t, J=5 Hz), 7.10-7.24(1H, m), 7.31-7.55(3H, m), 7.65-7.77(1H
, m), 7.92-8.04(1H, m), 8.45-8.53(1H, m), 8.59(2H, s).

[0165] EMefl14 33— {2—{5—-—{[4—-TFI—-2-AFI—-6—-FFY—
T—(EYYy—2—9qJ)) —1, 6= ROEEYITVY-5—-1JL] X
FIY EYSY—2—qJ)} 7z} =1, 2, 4—FFHTTP7V—)L—
5 (4H) —#A>DEHE

[0166]
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[1E21]

[0167] T2 1 : BICEMREM 1 DITRIICHEFE2-FI/—5-—XhFTVEYIY
YORDLYIC2-FI/E) DV ERWTERGITOIREI ERAKRICKE -
MEBL, 2= {5—{[4—-TFL—-2—AF)—-6—-FFY—-1-— (EY
TVv—=2—4)) —1, 6=YEROEYIIYY-5—-1)] XFI} EY

SU=2—AN} RV ZRMJ (IXE: 61%) 277

[0168] "TH—NMR (CDC | 5, 400MHz) & :

‘0

0.95(3H, t, J=7 Hz), 1.43(2H, sextet, J=8 Hz), 1.61-1.69(2H, m), 2.17
(3H, s), 2.66-2.70(2H, m), 3.97(2H, s), 7.36-7.50(3H, m), 7.65-7.69(2
H,m), 7.76-7.81(3H, m), 7.93(1H, m), 8.67-8.70(2H, m).

[0169] T2 : E RKOF VI T I VIRERIE (1. 429, 20. 4mmo |) OY
AFINANRF RER (20mL) ICxEEKEFFMIDL (2. 02mg
, 24, Ommo | ) ZmMA. 40CTI1RERBH L, RIGBE®RIC2— {
5—{[4—TFL—-2—AFN—6—FFY—-1—-— (BYYrv—-2—-1JL
) —1, 6= RAOEYIVY-5—-q)] AFIL} EYTSVv-2—-A)
} RV ZRAYJJIL (430mg, 0. 987mmo |) DIYAFIAIKF
SRBK (3mL) A#MA90°CT 1 QRSEIBIE L, RISHKIC/KA N AEE
BRI FILTHH UL, B#EZSbE. KRUBRNBIEKTHRSE L BKRE
FR)DLZRWTEEREL, RERELL, SONEEZL )V ATILAS
LA NI Z 74— (BEBETF) IfFL. 2— {5— {[4—=TFI—
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[0170]

[0171]

[0172]

[0173]

2—XAFI—6—-FFVY-1—-(EVPV-2—-9)) —1, 6=k RO
EVIYVY—-5—a)] XFIL} EYI—-—2—q)L} =N —kROF
RYZAZIHFIRN (430mg, 93%) #HEENKE LTHE,

TR3 :2— {6— {[4—TFIL—2—-AF)—6—-FFY—1— (EY
vv—=2—-4J)) =1, 6=yeRkOBYITVU-=5—-q0)] AFIL} EY
vv—=2—4J)} =N —eROFIRVZIL/IHFIKN (430mg, O.
918mmo | ) OIAFIIKILLTIRNEK (25mL) 1IZ1, 17 —H
WRZWNIALAZIEYY—)L (490mg, 3. O2mmo ). 1, 8=7
eSO [6. 4. 0] 9FHhH—T7—ITY (460mg, 3. 02mm
ol) AMA. ERETIMBEBH L, RIMETHE, RISRICKEMA, B
BRI FILTHH UL, B#EZSbE. KRUBRNBIEKTHRSE L BKRE
FR)DLZRWTEEREL, RERELL, SONEEZL )V ATILAS
LoOX NS 74— (BFEETFI) ICTHHEL, 3— {2— {5—- {[4
—TFL—2=—AFN—6—-FFY—-1— (EYYV—=2—-4A)) —1, 6
—JebrOBYIOY-5—Aa)] XFI} EYSV—-2—-A)} 7T=Z)
} =1, 2, 4—FFHBYPY—)—-5 (4H) — 4> (160mg, 35
%, 2ERMEINE) ZWMEEBRYE L TH,
"TH—NMR (CDC |5, 400MHz) & :

0.94(3H, t, J=7 Hz), 1.42(2H, sextet, J=8 Hz), 1.60-1.68(2H, m), 2.17
(3H, s), 2.64-2.68(2H, m), 3.93(2H, s), 7.33-7.56(6H, m), 7.74-7.77(2
H, m), 7.95(1H, dd, J=8,2 Hz), 8.45(1H, s), 8.67(1H, d, J=4 Hz).
EEF 15 3— {2—{5— {[4—TFI—2—=XF)—1— (4—-X
FILEYSY—-2—-q4)) —6—FFVY—-1, 6—-YrOEYITV-5
—AI] XFI} BEYI=2—q)} T} —1, 2, 4—FFHY
7YV—IL—5 (4H) —F>D8E
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[0174]

[0175]

[0176]

({22}

TR : BRI OTREIKLEIZ2-7TI/—-5-A FEYEY
VOROYIK2 =TI/ -4 —AFLEY IV ERVTEREM 1 OIR3 &
BRRICRS - EBL, 2~ {(b— {[4~TFh—2-XFI—-1—- (4-
AFNLEYI Y =2=4)) —6~FFV~—1, 6-YROLYyITr-
5—AN] XFI} EYIY=2—A)} XV Z R (RZFE: 6 1%)

YR

TH—=NMR (CDC |5, 400MHz) & :

0.95(3H, t, J=7 Hz), 1.42(2H, sextet, J=8 Hz), 1.60-1.69(2H, m), 2.17
(3H, s), 2.45(3H. s), 2.66-2.70(2H, m), 3.96(2H, s), 7.19(1H, s), 7.2
4-7.27(24, m), 7.48(1H, m), 7.65-7.69(2H, m),7.76-7.82(2H, m), 8.51(1
H, d, J=b Hz), 8.70(1H, s).

T2 :AIERM140TR2ICEFE2—- {(5—- {[4-TFN—-2~
AFL—6-FFVY—-1—- (EYTr—-2—-4)L) —1, 6= ROty
IVV-5—AN] AFN} EYTVY=2—=A} RUVZRIIORDY
WK2—= {6~ {[4-TFL—-2-XFN—-1— (4-AFNEVIV-2
—qIN) —6~FFVY—1, 6= ROEYITU-5—-A)L] XFI}

BTy —2—A)} RV ZMYIERWTERA 1 40ITR2 EEKIC
RIS -BL, 2= {5~ {[4~-TFh-2-AFI—-1— (4=XAFJ
Fyyy—-2—-4J)) —6—-FFvV—1, 6=y ROofyYyzoy>r—-56-4
Wl AFR EYTr—=2—q4} =N —bEROFIRVYIMIFINE
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[0177]

[0178]

[0179]

[0180]

B,

T3 : RICEMRER 1 4DTR3ICHEITE2— {(6— {[4—TFIL—2—
AFI—6—-FFY-—-1—-(EYLv-2—-94J)) —1, 6=k kO
IUV=5—A)] AFIL} EYYY—=2—-4)L} =N —kROFIRY
AAZFIFORDYIC2- (56— {[4—-TFL—-2—-AFIL—-1— (4
—AFIEYT—-2—-A)) —6—FFVY—-1, 6-—JErOEYIY
—5—=a] XFI} EYYY—2—4a4)} =N —EROFIRVIALZ
FINZRAWTERGIT4DOTEI ERAKICKIE - LEL, 3— {2— {5
—{[A—TFIL=2-AFI=1— (A=AFIEYIY=2—-1)V) —
6—FFV—-1, 6=k ROEYITV-5—-qJ] LAFI} EYI V-
2—AN} 7T} —1, 2, A—FFHI PV —)L—5 (4H) —FV
(INZFE : 4 5%, 2KMBINE) 2WEGHRKNE L THEL,
"TH—NMR (CDC | 5, 400MHz) § :

1

» ~
e

0.95(3H, t, J=7 Hz), 1.42(2H, sextet, J=8 Hz), 1.61-1.69(2H, m), 2.17
(3H, s), 2.46(3H, s), 2.65-2.69(2H, m), 3.94(2H, s), 7.21(1H, s), 7.2
4-7.28(2H, m), 7.37-7.60(3H, m), 7.78(1H, dd, J=8,2 Hz), 7.85(1H, d,
J=7 Hz), 8.50-8.51(2H, m).

EfBI16 3— {2— {5— {[4—TFI—1— (5—AFFIEYZX
TV =2—=4)) —2—=AFI—-6—-—FFVY-—-1, 6= ROEYIVY
—5—AJ)] AFIL} EYS Y —2—A)} 7=} —1, 2, 4—F%F
BTV —I—5 (4H) —F>DBE
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[1£23]

[0181] T#E1 : giEEEF 1 4DTR2ICHEITZ2— (56— {[4—-TFIL—2—
AFI—6-—FFV—-—1—- (BEYTv—2—-9J)) —1, 6=k ROEY
IVUY=5—A)] AFII} EYVIU=2—=A)L} RV ZRN)ILOKRDHY
ICHISERMER 1 T3 TELNE2— {(6— {[4—TFIL—1— (5-—
ARFUEYIVY—2—qJ) —2—AFL—6—-FFVY—-1, 6 -k
FOEDIYY—=5—q] XFI} EYIV—2—A)} RYYZKNY )L
ERAWTEREAT1ADIR2 EAKICKRE - WBL, 2— {5— {[4—-7
FIL=1—= (B=AFFYEYIIV—-2—A)) —2—-XAF)—6—-FF
V=1, 6=YEROEYIYY—5—qJ)L] AFIL} EYIv—2—AJL
} =N —eROFIRVIMIFIRNEE,

[0182] T#22 : AUEEMEF 1 4 DITREIICHEFE2— {5— {[4—TFIL—2—
AFI—6-—FFV—-—1—- (BEYTv—2—-9J)) —1, 6=k ROEY

Y=5—q)] AFII} EYVIY—-—2—-4)} =N —kROFIRY

-~
~
-~

i
\4

AATFITRORDYIC2— {5— {[4—TFIL—1— (5=-XrF2P
VIYY—2—q)) —2—-AFL—-6—FFY—-1, 6-YrOEYSI
OU—5—4A)L] AFI} EYS—2—gq)L} =N —bRkozxiRyX

AIFIREZEVWTERHATA4OTRRI EERICKE - WL, 3— {2—
(56— {[4=—TFIL—-1— (5—XFFIEYIVV—2—qJ)) —2—
AFI—6—FFY—1, 6=k ROEYITIY—-5—a)L] XFIL} ¥
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)y —2—4)} 72z} =1, 2, 4—FFHI7Y—)L—5 (4H
) —FY (INFE: 48%, 2BBINEK) 2J\METFTELI7RE L TR,

[0183] "H—NMR (CDC | 5, 400MHz) & :
0.94(3H, t, J=7 Hz), 1.43(2H, quint, J=8 Hz), 1.61-1.68(2H, m), 2.17(
3H, s), 2.65-2.69(2H, m), 3.95(2H, s), 4.01(3H, s), 7.36-7.69(4H, m),
7.76-7.86(2H, m), 8.51(1H, br), 8.54(2H, s).

[0184] EHEHI17 33— {2— {5— {[4—-TFL—-1— (65— hFIEYZ
TVU=2—=4)) —2—=AFI—-6—-—FFVY-—-1, 6= ROEYIVY
—5—AJ)] AFI} EYVSY—=2—4)} 2T} =1, 2, 4—FF
HIF7J—I—5 (4H) —FVDHEE

[0185] [{b24]
/K\ |
N

Y

N N
O
R 0 o
7
N
} \‘ \\(,NH
i L !
N

[0186] T#21 : RIEEEF 1 4DITR2ICEITE2— {(6— {[4—TFIL—2—
AFI—6—-FFY—-1—-(EYv—-2—-94J)) =1, 6=k kO
IUV=5—A] AFIIL} EYVIU=2—=A)L} RUYYVZKN)ILDOKRDHY
ICRTREER 2 DTR1 THELNE2—- {5— {[4—TFIL—1—- (5—
IThFIVEYIVV—-2—AJ)) —2—AF)—-6—-FFY—-1, 6-k
FOEDIYY—5—qL] XFI} EYIV—=2—A)} RYYIZRNY )L
ERWTERATADIR2 EAKICKRE - WIBL, 2— {5— {[4—-7
FL—1— (B—IPFFIENVIVV-2—A)L) —2—XAFI—6—FF
V=1, 6=YERAOEYIYY—-5—q)] XFIL} EYTSr—2—-A)L
} =N —eROFIRVILIFIRNEEL,

1
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[0187] T#22 : gist=REF1 4 DTR3ICHBITE2— {(6— {[4—TFINL—2—

[0188]

[0189]

[0190]

AFIL—6—FFY—1—(EYSv—-2—4J)L) —1, 6= ROty
U —5—A)] XFI} EYSy—2—4)} =N —bROFIRY

1
\'I

AA1THFITRORDYIC2— {5—{[4—TFIL—-1—-— (5—IThF>F
VIYY—2—q)) —2—-AFL—-6—FFY—-1, 6-YrOEYSI
OU—5—4A)L] AFI} EYS—2—gq)L} =N —bRkozxiRyX

1IFIRZAVTERAT14DTIREI EFAKICKRIEG - NEBL, 3— {2—
{(6—{[4-TFIL—1—-(B—IhFVEYITVV—2—qJ) —2—
AFI—6-—FFY—1, 6-JROBYITV-5—-9J] XFI} E
NSOy —2—4)} 20} =1, 2, 4—FFHIF7Y—)L—5 (4H
) —FY (IRFE: 18%, 2EMEINE) 2REBBTEIL I 7RELTEE,

"TH~NMR (CDC |5, 400MHz) & :

0.95(3H, t, J=7 Hz), 1.38-1.48(2H, m), 1.51(3H, t, J=7 Hz), 1.62-1.68
(2H, m),2.17(3H, s), 2.66-2.70(2H, m),3.95(2H, s), 4.22(2H, q, J=7 Hz
), 7.38-7.61(4H, m), 7.79(1H, d, J=7 Hz), 7.90(1H, d, J=7 Hz), 8.51(2
H, s), 8.54(1H, s).

EwFl18 33— {2— {5— {[4-TFIL—-2—-IFIL—1— (5—x%
hoEYVIYY—-2—q)) —6—-FFVY—-1, 6—YEROEYIDY
—5—A L] AFIL} EYTV=2—9q)} 7N} —1, 2, 4—FF
HIF7V—I—5 (4H) —F>D8E

[1£25]
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[0191] T2 1 : BISEERH 1 4DIR2ICHIFZ2— (56— {[4—TFIL—2—-
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=E—AN] AFIIL} EYVIV=2—=A)} RYYZMN)JLDODRDY
ICRISEEEM 3 DIR2TELNAL2— {(5— {[4—TFIL—-2—-IFI
— 1= (5—XAKFIEYIIV-2—-q)) —6—FFY—-1, 6-k
FOEYIIY—-5—q)L] XFI} EYIV—2—q)L} RV ZMYL
ZRWTEREA14ADIR2 EAKICKRE - WEBL, 2— {5— {[4—-7
FIL=2—-—IFI—1— (5—-APFIEYIVV-2—-q)) —6—FF
V=1, 6=k rROEYIY Y-=5—4)L] XFI} EVIV—-2—-9)
} =N’ —eROFIRVYIAIHFINESBL,

[0192] T#22 : BIEEMER 1 4DITREIICHITZ2— {5— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY
AT RrRORDLYIC2— {5— {[4—-TFI—2—-TFI—1—- (5
—APMFIEYVIVV-2—A9)) —6—FFY—-1, 6=k RO X
VU=5—=A)] XFI} EYIV=2—=q)} =N —bRAOFIRVZX
AIFIFREZAVTERA14DTIREI EFAKICKRIEG - NEBL, 3— {2—
{(6—{[4—-TFL—2—-IFIL—1— (E—AIFPEYIYV-2—
AI) —6—FFY—-1, 6= rfOEYIIVY-5—-aJL] XFI} E
)y —2—4)} 72z} =1, 2, 4—FFHIP7Y—)L—5 (4H
) =AY (RFE: 53%. 2EBENE) ZHETEILT 7R ELTHEE,

[0193] "H—NMR (CDC | 5, 400MHz) & :
0.95(3H, t, J=7 Hz), 1.18(3H, t, J=7 Hz), 1.36-1.50(2H, m), 1.61-1.75
(2H, m), 2.32(2H, q, J=7 Hz), 2.71(2H, t, J=8 Hz), 3.95(2H, s), 4.00(
3H, s), 4.79(1H, br s), 7.38(1H, d, J=8 Hz), 7.45(1H, dd, J=8, 1 Hz),
7.51(1H, dd, J=8, 1 Hz), 7.59(1H, td, J=8, 2 Hz), 7.79(1H, dd, J=8,
2 Hz), 7.89(1H, dd, J=8, 1 Hz), 8.52-8.55(3H, m).

[0194] EHEFI19 33— {2— {6— {[4—-TFNL—1— (B—IThFIEYZX
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[0195]

[0196]

[0197]

V—=2—4)) —2—-IFN—-6—-FFVY-—-1, 6= ROEYITY
—5—AJ)] AFN} EYVSY=—2—-4)} 2TV} —1, 2, 4—FF
HIF7V—I—5 (4H) —F>D8E

[1£26]

TH1 : BItEMREF 1 4DTR2ICEITZ2— {(6— {[4—TFIL—2—
AFI—6—-FFY—-1—- (Y v-2—-94J)) —1, 6=k koY
IVUY=5—A)] AFII} EYVIU=2—=A)L} RV ZRN)ILOKRDHY
ICHISEEMREF 4 D TR1 BN 2—- (56— {[4—TFL—1— (5-
IhFVEYIVV—-2—-AJ)) —2—IF)I—-6—-FFY—-1, 6-k
FOEDIYY—=5—q] XFI} EYIV—2—A)} RYYZKNY )L
ERAWTEREAT1ADIR2 EAKICKRE - WBL, 2— {5— {[4—-7
FIL—1— (B—IhFFYEYIYV-2—-A)) —2—-IFI—-6—-FF
V=1, 6=k ROEEYVIYY—5—AaJL] XFI} EYT—-2—-14)L
} =N —eROFIRVIMIFIRNEE,

T2 : BIstEMREF 1 4DTR3ICHEITZ2— {(6— {[4—TFIL—2—
AFI—6—-FFY—-1—- (Y v-2—-94J)) —1, 6=k koY
V=5—AN] AFI} EYIV—2—-A)} =N —kbROFIRY
SHIRORDYIC2— {(5— {[4—TFIL—1—- (B—IhFE
v=—2—-4)) —2—-IFI—-6—-FFY—-1, 6-SkRrkOrY=
5—4AL] XFI} EYYY—2—a4)} =N —eROxFxoRUX
IHIRZAVTEREAT14D0IREI EAKICKRD - WNEBL, 3— {2-—

-~
~
~

= N
=~ \

-~
~
~

N/
%

-

(4

\
\

A
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[0198]

[0199]

[0200]

[0201]

{(s—{[4—-TF—-1—-(B—IbMFIEY)IYV—-2—-Aa)) —2—
IFI—6—FFY—1, 6—2rFOEEYIIY-5—-—1)L] XFI} ¥E
)y —2—4)} 72z} =1, 2, 4—FFHIP7Y—)L—5 (4H
) =AY (RFE: 73%. 2EBENE) ZHETELT 7R ELTHEE,
TH—NMR (CDC |5, 400MHz) & :

0.94(3H, t, J=7 Hz), 1.18(3H, t, J=7 Hz), 1.34-1.47(2H, m), 1.51(3H,
t, J=7 Hz), 1.60-1,74(2H, m), 2.32(2H, q, J=7 Hz), 2.70(2H, t, J=8 Hz
), 3.94(2H, s), 4.22(2H, q, J=7 Hz), 7.36(1H, d, J=8 Hz), 7.41-7.61(3
H, m), 7.77(1H, dd, J=8, 2 Hz), 7.85(1H, dd, J=8, 1 Hz), 8.48-8.53(3H
, m).

EEFH20 33— {2— {5— {[4—TFL—-2—q4v7OEL—-1— (
5—XbMFIEYIVV-2—q)) —6—FFV—-1, 6=YEROEY
TUV=5—A)] XFNL} EYYYV—-2—-4)} D)} —1, 2, 4
—FFHIF7YV—IL—5 (4H) —AVDELE

[1627]

T2 : IEEEREA 1 4DTRR2ICHITE2— (56— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=E—AN] AFIIL} EYVIV=2—=A)} RYYZMN)JLDODRDY
ICRISEEEF S DIR2TELNAE2— {(5— {[4—TFIL—-2—-qYT
OEL—1— (=X FPEYVIYY—-2—qJ)L) —6—-FFY—1, 6
—2JEeROEBYIYVY=5—q)] AFII} EVIV—-—2—-A)} RVYJZ
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MUWNERAWTERGAT4DOTE2 ERAKICKRIE - LEBL, 2— {6— { [
4—TFL—2—4V7OEL—T1— (B—XAKFIEYVIIV-2—1)
) —6—FFY—1, 6=y RAEYIIY-5—q)L] XFI} EUYY
v—=2—14J)} =N —EeROFIRVI[IFIRNEFE,

[0202] T#22 : AIEEEH 1 4DIRIICHEITZ2— (56— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY
AAL4IFIRORDYIC2—- {5—-{[4—-TFL—-2—a4vFOEL—1
— (B=XIFIEYIYVY—-2—-q)) —6—FFY—1, 6= KO
EVIYVY—-5—a)] XFIL} EYI—-—2—q)L} =N —kROF
NRYZAZIHFIREZAVWTERBT140TREI3 ERAKICKE - RLEL, 3 -
{(2—{5—-—{[4—-TFL—-2—q4v7OEL—-1—- (E=XIFPEY
IVV-—2—qJ)) —6—FFY—-1, 6—krOPYIIV-5—9)L
1 XAFLY EYSy—2—AJL} 2=} —1, 2, 4—FFHIT7Y—
V=5 (4H) —#> (IFE: 6 0%. 2KEINEK) Z2HETEILI7RE
L TF7

[0203] "H—NMR (CDC | 5, 400MHz) & :
0.95(3H, t, J=7 Hz), 1.19(6H, d, J=7 Hz), 1.31-1.49(2H, m), 1.60-1.75
(2H, m), 2.23-2.35(1H, m), 2.70(2H, t, J=8 Hz), 3.93(2H, s), 4.00(3H,
s), 7.36(1H, d, J=8 Hz), 7.43(1H, dd, J=7, 1 Hz), 7.49(1H, dd, J=7,
1 Hz), 7.57(1H, td, J=8, 1 Hz), 7.79(1H, dd, J=8, 2 Hz), 7.85(1H, dd,
J=8, 1 Hz), 8.50(1H, d, J=2 Hz), 8.53(2H, s).

[0204] EHEFI21 33— {2— {56— {[4—-TFNL—1—- (B—IThFIEYZX

Su—=2—4)) —2—4vVSOEL-6—-FFY—-1, 6T ROEY

TUV=5—A)] XFNL} EYYYV—-2—-4)} D)} —1, 2, 4

—ZFHITYV—IL—5 (4H) —F DEE

‘0

[0205]
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[1£28]

[0206] T#21 : AUEEERHI1 4 DIRE2ICHIT22— {(6— {[4—-TFIL—-2—-

[0207]

AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=E—AN] AFIIL} EYVIV=2—=A)} RYYZMN)JLDODRDY
ICRISEEEF 6 DIR1 TELNAE2— {6— {[4—TFIL—1— (5—
IMFYENVIVV-2—q)) —2—4AVTOEIL—-6—-FFY—-1, 6
—2Je RO IOV =5—q)] XFIL} EVIV=—2—q)L} RV
MUWNERAWTERGAT4DOTE2 ERAKICKRIE - LEBL, 2— {6— { [
4—TFL—1— (B—IThFIEYIPV-2—-9)) —2—qvFOE
V=—6—FFY—-1, 6—EROEEYVIVY-5—-9)L] XFI} EYD
v—=2—14J)} =N —EeROFIRVI[IFIRNEFE,

T2 : BItEREF 1 4DIRIICEITZ2— {(6— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY
13 RORDYIC2— {5— {[4—TFIL—-1—- (- hFE
IVV=-2—4)) —2—4q4VTFOEL—-6—-FFY—-1, 6—-TEKNO
EVIYVY—-5—a)] XFIL} EYI—-—2—q)L} =N —kROF
RYZAIHFIREAVTERG14D0ITRI EAKICKRE - WEL, 3-—
{(2—{6={[4—TFIL—-1—- (B—IhFTEYIYV-2—-1))
—2—4q4vy7OEL—6—FFY—1, 6=k rOYIyy—5—-AaJ
1 XAFLY EYSy—2—AJL} 2=} —1, 2, 4—FFHIT7Y—

N
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[0208]

[0209]

[0210]

[0211]

V=5 (4H) —#>¥ (XK : 66%. 2KMEBINEK) Z2HETEILI7RE
L TF7

TH—NMR (CDC |5, 400MHz) & :

0.95(3H, t, J=7 Hz), 1.20(6H, d, J=7 Hz), 1.36-1.46(2H, m), 1.51(3H,

t, J=7 Hz), 1.62-1.74(2H, m), 2.23-2.35(1H, m), 2.72(2H, t, J=8 Hz),

3.94(2H, s), 4.22(2H, q, J=7 Hz), 7.40(1H, d, J=9 Hz), 7.46(1H, dd, J

=8, 1 Hz), 7.52(1H, td, J=8, 2 Hz), 7.61(1H, td, J=8, 2 Hz), 7.82(1H,
dd, J=8, 2 Hz), 7.95(1H, dd, J=8, 1 Hz), 8.51(2H, s), 8.58(1H, d, J=

2 Hz).

EF22 33— {2— {5— {[4—TFIL—-2-vya7aAL—-1-
(6—AXbFIEYIYV—-2—-9)) —6—FFY—-1, 6=k rOL
)XV —=5—q)] XFIL} EYIV—2—-q4)} 7=} —1, 2,

4 —FFHIF7V—)L—5 (4H) —F it

[1£29]

T2 : IEEEREA 1 4DTRR2ICHITE2— (56— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=E—AN] AFIIL} EYVIV=2—=A)} RYYZMN)JLDODRDY
ICRISEEMER 7 DIRR2 THELNAL2— {5— {[4—-TFIL—-2->40O
J7OENL—-1— (B—XFFIEYIVV-2—-A9)) —6—FFV—-1,
6—TkROBYIYY—5—aI] AFIL} EYIV—2—A)L} RVY



WO 2012/124311 78 PCT/JP2012/001709

“MINERAWTERGT4DOTRE2 EAKICKRIE - LEL, 2— {5— {
[4—TF)—2->sO0OEL—1— (5—X P FIEYIVY—-2—
AI) —6—FFY—-1, 6= rfOEYIIVY-5—-aJL] XFI} E
)ov—2—4)} =N —kEROFIRVISLIFINEEFL,

[0212] T2 : ISR 1 4D0TRIICHETZ2— (56— {[4—TFIL—-2—-
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY

AA4IFIRORDYIC2—- {5— {[4—-TFL—-2->/070EIL—

T—(5—XpMFPEYIYV—-—2—q)) —6—FFY—-1, 6=-YENR
AT —=5—4)] XFIL} EYYV—-2—-414)L} =N —kKrNOF
URVZAIFINEAVWTEEAT140TREIEEKRICKS - REL, 3
—{2—-{5—-—{[4—-TFIL—2-278ENL—-1— (B—X I FY
VIV -2—-4)V) —6—-FFY—-1, 6-YrOEYITV-5-—
AN] AFI} EYVIY—=2—A)} 220} =1, 2, 4—FFHI7
V—=Il—=5 (4H) —F4Y (IRFE: 84%., 2EBEINE) 2ABTEILT 7
A& LTHEL,

[0213] "TH=NMR (CDC | 5, 400MHz) & :
0.81-0.89(2H, m), 0.93(3H, t, J=7 Hz), 1.06-1.15(1H, m), 1.24(2H, t,
J=4 Hz), 1.32-1,44(2H, m), 1.55-1.67(2H, m), 2.63(2H, t, J=8 Hz), 3.9
2(2H, s), 4.00(3H, s), 7.37(1H, d, J=8 Hz), 7.45(1H, d, J=8 Hz), 7.51
(1H, dd, J=8, 1 Hz), 7.59(1H, td, J=8, 1 Hz), 7.78(1H, dd, J=8, 2 Hz)
, 7.89(1H, d, J=7 Hz), 8.52(1H, d, J=2 Hz), 8.56(2H, s).

[0214] E£fEFI23 33— {2— {6— {[4-TFL—-2—-2/07OEL—-1—
(6—IhFEYVIYVY—-2—-q)) —6—FFY—-1, 6—YEKrOK
)XV —=5—q)] XFIL} EYIV—2—-q4)} 7=} —1, 2,
4 —FFHIT7V—=)IL—5 (4H) —F>DEsE

[0215]
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[0216]

[0217]

[0218]

[1&30]

TH#1 : GIEEREG 1 OIREIICLBIFTE2—-TI/—5—-A FIEYIY
OROLYIC2=TI/—5-—IrFIEYIIVERW, D (Z2) —3—
TEHIR=-2—- {[6— (2=2F7 /7)) EVIV=3—=9)L] X
FIL} =2 =A~ATFVBAFILORDYIC (Z) —2—- {[6— (2—=v7
7)) EYVIU=3—4I] AFI} =3 — (oO7anvAaILR
FHIN) —2-ATFUVBAFILEZAVTERG 1 DIRI3 EAKRICKRIS
L, 2— {5—{[4—-TFIL—2->sOSOEL—-1—- (65—
hoEYVIYY—-2—q)) —6—-FFVY—-1, 6—YEROEYIDY
—5—A)] AFIL} EVOY=2—q)L} RYYJZM)JL (RE: 65%
) EEEHRME LTHE,

"TH~NMR (CDC | ;, 400MHz) & :

0.79-0.87(2H, m), 0.92(3H, t, J=8 Hz), 1.09-1.16(1H, m), 1.18-1.29(2H
, m), 1.30-1.43(2H, m), 1.51(3H, t, J=7 Hz), 1.54-1.66(2H, m), 2.61(2
H, t, J=8 Hz), 3.94(2H, s), 4.22(2H, q, J=7 Hz), 7.47(1H, t, J=8 Hz),
7.57-7.69(2H, m), 7.71-7.83(3H, m), 8.54(2H, s), 8.68(1H, s).

T2 : IEEREF 1 4DTRR2ICHITE2— (56— {[4—TFIL—-2—
AFI—6—FFY—-1— (EYYVv=-2—-4)) —1, 6= ROrEY
IVUY=5—A)] AFII} EYVIU=2—=A)L} RV ZRN)ILOKRDHY
WK2—{6—{[4—-TFN—2->/070EL—-—1—- (B—IhFIE
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[0219]

[0220]

[0221]

JIYVv—-2—q4J)) —6—FFVY—-1, 6-YerOEYITr-5—4
LI XFLY EYIY—=2—q)} RV ZRNYJLERWTEREF1 40T
B2 EAFRICKRER - 0EBL, 2— {(5— {[4—-TFL—-2-2y0O70OFK
W—1— (5—IhFIEYIYVV-2—-AJ)) —6—-FFVY—-1, 6 -V
ErOEYIOY—-5—q)] XFIL} EYVIV—2—-9)L} =N —kEFR
OF RV XAIFIREEL,

T3 : IEEEREA 1 4DTR3ICHITE2— (56— {[4—TFIL—-2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY
AA4IFIRORDYIC2—- {5— {[4—-TFL—-2->/070EIL—
T—(5—IThFIEYZDV-2—-A9)) —6—FFY—-1, 6—YER
AT —=5—4)] XFIL} EYYV—-2—-414)L} =N —kKrNOF
URVZAIFINEAVWTEEAT140TREIEEKRICKS - REL, 3
—{2—-{5—-{[4—-TFIL—2—-vy78ENL—-1—- (B—I hFY
VIV -2—-4)V) —6—-FFY—-1, 6-YrOEYITV-5-—
AN] AFI} EYVIY—=2—A)} 220} =1, 2, 4—FFHI7
V—Il—=5 (4H) =74 (IRFE: 38%. 2EBEINE) 2EBHKERMEMK
ELTHEE,

"TH—NMR (CDC |5, 400MHz) & :

0.76-0.87(2H, m), 0.92(3H, t, J=7 Hz), 1.05-1.15(1H, m), 1.16-1.28(2H
, m), 1.32-1.44(2H, m), 1.51(3H, t, J=7 Hz), 1.54-1.66(2H, m), 2.61(2
H, t, J=8 Hz), 3.91(2H, s), 4.22(2H, q, J=7 Hz), 7.34(1H, d, J=8 Hz),
7.38-7.50(2H, m), 7.51-7.59(1H, m), 7.71-7.86(2H, m), 8.46(1H, s), 8
.54 (2H, s).

EHEF24 33— {(2—{6—{[4—-TFL—-2-20TFIL—1— (
5—XbMFIEYIVV-2—q)) —6—FFV—-1, 6=YEROEY
=5 =] AFIL} BEYI—=2—-q)L} 7z} -1, 2, 4
—ZFHITYV—IL—5 (4H) —F DEE

1
\'I
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[0222] [{L31]

[0223] T#1 : AUEEERAI1 4 DIRE2ICHIT22— {(6— {[4—-TFI—-2—-

[0224]

AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=E—AN] AFIIL} EYVIV=2—=A)} RYYZMN)JLDODRDY
ICRISEEEF 8 DIRR2 THELNAL2— {5— {[4—-TFIL—-2->40O
TFIL—1— (B=XPFIEYIYYV—-2—-A)) —6—FFY—1, 6
—2Je RO IOV =5—q)] XFIL} EVIV=—2—q)L} RV
MUWNERAWTERGAT4DOTE2 ERAKICKRIE - LEBL, 2— {6— { [
4A—TFL—2=-270TFI—1— (5—AKFIEYVIIV-2—1)
) —6—FFY—1, 6=y RAEYIIY-5—q)L] XFI} EUYY
v—=2—14J)} =N —EeROFIRVI[IFIRNEFE,

T2 : BIECEREA 1 4DTR3ICHITE2— (56— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY
AAZIFIRORDYIC2— {5— {[4—-TFI—-2->/0TFI—1
— (B=XIFIEYIYVY—-2—-q)) —6—FFY—1, 6= KO
EVIYVY—-5—a)] XFIL} EYI—-—2—q)L} =N —kROF
RYZAIHFIREAVTERG14D0ITRI EAKICKRE - WEL, 3-—
{(2—{5—-—{[4—-TFL—2-2707FNL—-1—- (E=XIFPEY
IVY—2—AJ)) —6—FFY—1, 6—EROEYIIY-5—1)
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1 XFILY EYSY=2—Aq)L} 70} =1, 2, d—FFHIT7YV—
V=5 (4H) —#> (IFE: 65%. 2KEBINEK) Z2HETEILI7RE
L TF7

[0225] "H—NMR (CDC | 5, 400MHz) & :
0.96(3H, t, J=7 Hz), 1.35-1.51(2H, m), 1.64-1.85(6H, m), 2.37-2.53(2H
, m), 2.72(2H, t, J=8 Hz), 3.04-3.20(1H, m), 3.94(2H, s), 4.00(3H, s)
, 7.34(1H, d, J=8 Hz), 7.39-7.44(1H, m), 7.44-7.49(1H, m), 7.51-7.59(
H, m), 7.74-7.83(2H, m), 8.48(1H, d, J=2 Hz), 8.52(2H, s).

[0226] EEFI25 33— {2— {6— {[4—-TFL—2—-200TFNL—1— (
5—IhF2EYIVV-2—q)) —6—FFV—-1, 6=YEROEY
TUV=5—AI)] XFN} EYYYV—-2—-4)} D)} —1, 2, 4
—ZFHITYV—IL—5 (4H) —F DEE

[0227] [{k32]

[0228] T#21 : RIEEEH 1 4DITR2ICEITZ2— (56— {[4—TFIL—2—
AFI—6—-FFY-—-1—-(EYLv-2—-94J)) —1, 6=k kO
SUV=5—A)] AFII} BV =2—=A)L} RYYZKN)ILDORDHY
ICRTSBEREFRODTR1 THLNE2— {5— {[4—TFIL—-2-240O
TFIL—1— (5—IrFIEYIYV—-2—-qJL) —6—FFY—1, 6
—2JEeROEBYIYVY=5—q)] AFII} EVIV—-—2—-A)} RVYJZ
M)V ERAWTERAI1T4D0TR2 EAKRICRIG-WEBL, 2— {(5— {[
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4—TF)—2-07FI—-1—-— (5—IbF2EYIIV-2—9L
) —6—FFY—1, 6=y RAEYIIY-5—q)L] XFI} EUYY
v—=2—14J)} =N —EeROFIRVI[IFIRNEFE,

[0229] T2 : gicEMER 1 40T ICHEIFZ2— {56— {[4—-TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY
AAZIFIRORDYIC2— {5— {[4—-TFI—-2->/0TFI—1
- (b—IhFIEYIYVY—-2—-1J)) —6—FFY—-1, 6= KO
EVIYVY—-5—a)] XFIL} EYI—-—2—q)L} =N —kROF
NRYZAZIHFIREZAVWTERBT140TREI3 ERAKICKE - RLEL, 3 -
{(2—-{5—-{[4—-TFL—-2-207FNL—-1—-(E-IThFx2EY
IVY—2—AJ)) —6—FFY—1, 6—EROEYIIY-5—1)
1 XFILY EYSY=2—Aq)L} 70} =1, 2, d—FFHIT7Y—
V=5 (4H) —#> (XK : 48%. 2KEBINEK) 2HBETEILI7RE
L TF7

[0230] "H—NMR (CDC | 5, 400MHz) & :
0.97(3H, t, J=7 Hz), 1.35-1.47(2H, m), 1.48-1.83(9H, m), 2.38-2.52(2H
, m), 2.74(2H, t, J=8 Hz), 3.03-3.18(1H, m), 3.95(2H, s), 4.22(2H, q,
J=7 Hz), 7.40(1H, d, J=8 Hz), 7.46(1H, d, J=8 Hz), 7.54(1H, dd, J=8,
2 Hz), 7.61(1H, td, J=8, 2 Hz), 7.81(1H, dd, J=8, 2 Hz), 7.95(1H, dd
, J=8, 1 Hz), 8.49(2H, s), 8.58(1H, d, J=2 Hz).

[0231] £HEfFI26 33— {2— {6— {[4-TFL—-2—-27ORVFI—-1-
(6—IhFEYVIYVY—-2—-q)) —6—FFY—-1, 6—YEKrOK

)XV —=5—q)] XFIL} EYIV—2—-q4)} 7=} —1, 2,

4 —FFHIT7V—=)IL—5 (4H) —F>DEsE

[0232]
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[1£33]

[0233] T#E1 : AUuEcRMEHI1 4 DITRR2ICHETFd2— {(b— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=E—AN] AFIIL} EYVIV=2—=A)} RYYZMN)JLDODRDY
ICEIEERMER 1 O T2 THELNE2— {(6— {[4—TFIL—-2-79
ARYFIL—1— (5—IhFIEYIVV-2—-q)) —6—FFV—1
, 6=k RO ITVY=5—Aa)] XFI} BEYIV=-2—-A)} RV
VZM)ILERWTEREF140ITR2 ERAKICKE - RLEL, 2— {5-
{[4A—TFNL—2—-27ORVFIL—1— (B—IrFIEYIIV-2
—q)) —6—FFVY—-1, 6= rROEYIVY—-5—-A)L] AFI}
EYydr—2—4)L} =N —keROFIRVIAMIFIRERE,

[0234] T#E2 : RUscRMEHI1 4 DIR3ICETE2— {(b— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY

ZAZIFIRORDLYIC2— {5— {[4—-TFI—-2-/AQRVFIIL—

T—(5—IThFIEYZDV-2—-A9)) —6—FFY—-1, 6—YER

AT —=5—4)] XFIL} EYYV—-2—-414)L} =N —kKrNOF

UNRVZAIFIRERAVWTERAT4DOIEI ERAKICKRR - LEL, 3

—{2=-{5—-—{[4—-TFL—-2-20O0RVYFI—1— (5—IrF¥

VIV -2—-4)V) —6—-FFY—-1, 6-YrOEYITV-5-—

~~
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[0235]

[0236]

[0237]

[0238]

AN] AFI} EYVSY—=2—A)} 20} =1, 2, 4—FFHI7
V—Il—=5 (4H) =AY (IFE: 56%. 2KENE) 2XEBET7EILTY
7 A& LTHEL,

TH—NMR (CDC |5, 400MHz) & :

0.94(3H, t, J=7 Hz), 1.32-1.57(7H, m), 1.60-1.85(6H, m), 1.90-2.06(2H
, m), 2.36-2.52(1H, m), 2.68(2H, t, J=7 Hz), 3.93(2H, s), 4.22(2H, q,
J=7 Hz), 7.35(1H, d, J=8 Hz), 7.40-7.60(3H, m), 7.78(1H, dd, J=8, 2
Hz), 7.83(1H, dd, J=8, 1 Hz), 8.49(1H, d, J=2 Hz), 8.51(2H, s).
Epm27 33— {2—{6=-{[4-TFi—-2-v7O0~FI)L—1-
(6—IhFEYVIYVY—-2—-q)) —6—FFY—-1, 6—YEKrOK
)XY —=65—q)] XFIL} EYIV—2—-q4)} Tz} —1, 2,
4 —FFHIT7V—=)IL—5 (4H) —F>DEsE

[1£34]

T : BICERER 1 4DTR2ICEITZ2— {(6— {[4—TFIL—2—
AFI—6—-FFY-—-1—-(EYLv-2—-94J)) —1, 6=k kO
SUV=5—A)] AFII} BV =2—=A)L} RYYZKN)ILDORDHY
ICRIEEEREAI 1 1 OIRR2TRH/ONE2— {(6— {[4—TFIL—2-7
ONFII—1—- (B—IhFIEYITVV-2—-Aa)) —6—-FFY—1
, 6= RAEYIVY=5—-qJ)L] AFI} EYVIY=-2—-1)L} RV
VM)W ERWTERR140TR2 EAKICKRE - LEL, 2— {5—
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[0239]

[0240]

[0241]

[0242]

{[4—TFNL—2—-v7O~FY)L—1—- (Bb—IrFEYIIV-2
—q)) —6—FFVY—-1, 6= rROEYIVY—-5—-A)L] AFI}
EYydr—2—4)L} =N —keROFIRVIAMIFIRERE,
T2 : BItEREF 1 4DIRIICEITZ2— {(6— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY
ZAZIFIRORDYIC2— {5— {[4—-TFi—-2->7a~FI)IL—
T—(5—IThFIEYZDV-2—-A9)) —6—FFY—-1, 6—YER
AT —=5—4)] XFIL} EYYV—-2—-414)L} =N —kKrNOF
URVZALAIFIRERVTERERNT14DIREI ERAFKICKS - LEL, 3
—{2—{5—{[4—TFL—2—-O0~FV)—1— (5—IhF¥
VIV -2—-4)V) —6—-FFY—-1, 6-YrOEYITV-5-—
AN] AFI} EYVIY—=2—A)} 220} =1, 2, 4—FFHI7
V—IL—5 (4H) —F> (NE: 60%) 2XBETELTI7RELTE
7=

"TH—NMR (CDC |5, 400MHz) & :

0.89-1.07(5H, m), 1.34-1.94(16H, m), 2.68(2H, t, J=8 Hz), 3.92(2H, s)
, 4.23(2H, q, J=7 Hz), 7.34(1H, d, J=8 Hz), 7.39-7.49(2H, m), 7.50-7.
59(1H, m), 7.74-7.83(2H, m), 8.47(1H, d, J=2 Hz), 8.51(2H, s).
Empa28 33— {2—{6—-{{4-TFI—-2-XFI—-1—- {5-1[
2— (XFNUNFF) ThF2]IEYIVV—-2—q)} —6—FFV-1,
6—keROEYITY—-5—-qJ} AFI} EYDV-2—-9q4)} 71=
Wy =1, 2, A—FFHIT7YV—)I—5 (4H) —FVOEE
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[1£35]

[0243] T3 1 : giscEERf 1 4DITR2ICHBIFH2— {(6— {[4—-TFIL—-2—-
AFI—6—-FFY-—-1—-(EYLv-2—-94J)) —1, 6=k kO
SUV=5—A)] AFII} BV =2—=A)L} RYYZKN)ILDORDHY
ICRIEEEREAI 1 2DITRR1 TRONE2— {(6— {{4—-TFIL—-2—-XF
W=1—{6—-[2= (AFIFA) T+FI] EVIDV-2—-1)} —
6—FFV—-1, 6=k ROEYITV-5—-qJ} LAFI} EYI V-
2—A)} RV ZRYIIERWTERAG T 4DITRE2 ERKRICKE - LB
L. 2= (6= {{4—TFL—2—-XFL—1— {5—-[2— (AFLF
) ThF2IEYVIYVV-2—q)} —6—FFYV—-1, 6—-ErO¥
)XV —5—q)} AFIL} EYDY—2—a)} =N —kErFOFIR
VXA INERFE,

[0244] T2 2 : giEeEMEHf 1 4 DITREIICHITFZ2— {(5b— {[4—TFIL—-2—
AFI—6—-FFY-—-1—-(EYLv-2—-94J)) —1, 6=k kO
IUV=5—A)] AFIL} EYYY—=2—-4)L} =N —kROFIRY
Z1ZFIFORDYIC2- (56— {{4—=TFL—-2—-AFIL—-1—- {5
—[2— (AFIWVFF) IPFPIEYIVY-2—q)} —6—FFYV—
1, 6=keROEBYISY-5—-qJ} AFI} EYIV=-2—-9)} —
N —EROFIRVISISFIREAVTERAET4DOIR3 ERAKICK
- EBL, 3— {2—-{6b—-—{{4—-TFL—-2—-AF)—1—- {6—-[
2— (AFILFA) ThEFVIEYVIYV-2—-A)} —6—-FFV-1,

1
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[0245]

[0246]

[0247]

[0248]

6—YERAEYIVY—=5—q} AFL} EYIVY=—2—-A)L} 7=
WY —1, 2, 4—FFHTIFPYV—)L—5 (4H) —F>Y (NFE: 56%,
2 BRFEINER) 2WEREEMRYE LTHEE,
TH—NMR (CDC | 5, 400MHz) §& :

0.95(3H, t, J=7 Hz), 1.40-1.46(2H, m), 1.50-1.70(2H, m), 2.17(3H, s),
2.24(3H, s), 2.68-2.71(2H, m), 2.96(2H, t, J=7 Hz), 3.96(2H, s), 4.3
3(2H, t, J=7 Hz), 7.40-7.62(4H, m), 7.66-7.97(2H, m), 8.55(2H, s), 8.
58(1H, s).

EmfM29 33— {2—-{6—-{{4-TFL—-2-AFI—-1—- {6-[
2— (AFIRIEKEZ)) ThEFRV]IEYVIIV-—2—-9)l} —6—-FFY
—1, 6=YEROEYIYY-5—-qJ} XFIL} EYVIV—-2—-1)}
7Tz} =1, 2, 4—FAFHYTTPYV—)IL—-5 (4H) —FVOHE
[1£36]

BIEEERER 2 8 THEOLNE3 — {(2— (5= { {4—=TFI—-2—-XF)
—1—={5—=[2— (XFILFH) TrFY]IEYIYV—-2—-AJ} —6
—ZFFY—-1, 6=bbrfOEYIVY—-5—-q)} AFI} EYIV-2
— A} 7L} =1, 2, A—FFHITY—)L—5 (4H) —F %
AV, MG 3EAKRICKRIS - REL, 3— {2— {5— { {4—-TFN
—2—AFI=1—={b6=[2= (AFINRIKRZI) TrFT] EYIY
v—2—q4J)} —6—-FFY—-1, 6-—YeROEYIIV—-5—10)} X
FIY EVOY—=2—A)} 7z} =1, 2, 4—FFHITYV—I)IL—
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(0249]

[0250]

[0251]

[0252]

[0253]

[0254]

5 (4H) —F4Y (FK: 63%) #EEHRWE LTEL,
TH—=NMR (CDC | 5, 400MHz) & :

0.95(3H, t, J=7 Hz), 1.40-1.46(2H, m), 1.65-1.70(2H, m), 2.18(3H, s),
2.67-2.71(2H, m), 3.09(3H, s), 3.53-3.55(2H, m), 3.92(2H, s), 4.63-4
.66(2H, m), 7.36-7.60(4H, m), 7.74(1H, d, J=8 Hz), 7.88(1H, d, J=8 Hz
), 8.59(1H, s), 8.60(2H, s).

EHEHI30 5— {{5—[2— (1TH=FFk>YV—=)=5—-qJ) 7=
W EYIY—=2—94)L) AFL} —6—-TFI—2—-XAF)L—-3— (EY
Vv—=2—4)) EYIYv—4 (3H) —FrosE

[1£37]

T : fIESEREG 1 OIR1ICEIF22-[5— (FAEAFIL) EYIY
—2—ANIRVYYZRMNYLORDYIZ, 2— [6— (FOEXFL) EYY
V=3 =4I RV ZN)ILEAWTERF 1 OIRT EARICKE - L
BL, 2—{[6—-—(2=27/7x=)) EYIV—=2—4)L] AFI}
—3—FFYANTHUEEAFIL NFE: 6 9%) 2HFHBHRYE L THK,
"H—NMR (CDC | 5, 400MHz) & :
0.89(3H, t, J=7 Hz), 1.24-1.34(2H, m), 1,54-1.61(2H, m), 2.59-2.76(2H
, m), 3.37-3.55(2H, m), 3.73(3H, s), 4.37(1H, t, J=7 Hz), 7.33(IH, d,
J=8 Hz), 7.50(2H, t, J=7 Hz), 7.66-7.70(1H, m), 7.78-7.83(2H, m), 8.
63(1H, d, J=2 Hz).
T2 : gikgEmf 1 oIR2ICHEITd2—- {[6— (2->v7 /7=
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) EVYY—=3—A4)L] XFI} =3 —FFYANTHIVEBAFILOKRDYIC
2—{[6—-—(2=27/27zxz=Z)) EVZY=2—4)L] AFI} —3—
FHFRYANTIVEBAFINERWTEREAN 1 OIR2 EEKICRG - LEL.
(Z) =3—=-7E%3IKk—-2—-{[6—(2=>F7 /7)) EYIV-—
2—AI)] AFI} —2=-A~"TFUBAFIL RE: 100%) z&HEHRK
e LTE%k,

[0255] "TH—NMR (CDC | 5, 400MHz) & :
0.89(3H, t, J=7 Hz), 1.27-1.40(2H, m), 1.47-1.59(2H, m), 2.24(3H, s),
3.14(2H, t, J=8 Hz), 3.78(3H, s), 3.88(2H, s), 7.42-7.56(3H, m), 7.6
5-7.91(3H, m), 8.63(1H, s), 10.9(1H, s).

[0256] T#3 : RIGCEMEM 1 DITRIICHEITE2—-TI/—-5—-—X I FIEYIY
YORDYIC2-T7I/ YT VERW, D (Z) —3-T7EHIF-2
—{[6—(2=>7/7zxz=)) EYVZV=3—=4)] AFI} —2—~
TTFVBAFLORDYIC (Z) =3 —-FE¥IRk-—2—- {[5—- (2—¥
T)I7IZI) EVIY=2—4)L] XFI} —2—-~"TFVBAFIEH
WTERER 1 OITRE3 ERRKRICRE - LEBL, 2— {6— { [4—-TFIL—
2—AFI—-6—FFVY-1-(EVIYV—-2—14)) —1, 6=-YER
OEY)IPY—=5—q)] AFIL} BEYIY—=3—aI} RYYJZKYIL (
IN% : 35%) =137,

[0257] "TH—NMR (CDC | 5, 400MHz) & :
0.93(3H, t, J=7 Hz), 1.42(2H, sextet, J=8 Hz), 1.60-1.75(2H, m), 2.17
(3H, s), 2.74-2.78(2H, m), 4.17(2H, s), 7.38-7.50(5H, m), 7.67(1H, m)
, 7.77-7.80(2H, m), 7.93(1H, m), 8.65(1H, d, J=2 Hz), 8.68(1H, d, J=3
Hz).

[0258] T#24 : RUSZEMREM 1 DTR4ICHETFE2— (56— {[4—TFL—-1— (
BE—XAMFIEYIVUV-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROEY IV =5—qJL] AFI} EYVIU—=2—A)L} RV}
JILDORHYIC2— {6 — {[4—TFIL—2—XF)L—6—FFV—1-
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[0259]

[0260]

[0261]

[0262]

(EVIXZYv—2—q4)) =1, 6= ROEYITVY—-5—-A)L] XF
WY EVYY=3—=A)} RV Z M) LERWTERAF 1 DIEL R
KRS -EBL, 5— {{6—[2— (1TH=FFZYV=I=5—-1)L) 7
TNl BV =24} XFII} —6—TFIL—2—XF)L—3— (
Yy —2—a)I) BYIYY—4 (3H) =Y (RFE: 79%) %%
BRTELIZI7RAELTEL,

"TH—NMR (CDC |5, 400MHz) & :

0.89(3H, t, J=7 Hz), 1.30-1.35(2H, m), 1.50-1.58(2H, m), 2.18(3H, s),
2.51-2,54(2H, m), 3.75(2H, s), 6.99(1H, d, J=8 Hz), 7.16(1H, d, J=8
Hz), 7.31-7.36(3H, m), 7.48- 7.56(2H, m), 7.83-7.87(2H, m), 7.97(1H,
s), 8.56(1H, d, J=4 Hz).

EFHEH3T 5— {{5—[2— (1H=FF,>5Y—IL—-5—4J) 7=/
1EYSY—=2—q4)L} XFI} —6—TFIN—-3— (5—-XbFPEYY
V=2=AN) —2—=XAFIEYIYV—4 (3H) —F>DELE

[1£38]

e
NJ\N Y

T 1 : GUSEMA 1 DIRIILBITZ2-FI/—-6—-ArFIEYIY
YORDLYIC2 =TI/ —5—XAKFIEYIUERW, HD (Z) —3—
7EHIR-—2—-{[6— (2=27/7xz=)) EVZY=3—4)L] X
FIL} =2 =ATFUVBAFILORDYICAILEEFNIONDIR2 THLN
= (Z) =3—-7t43r-2—-{[b6— (2=27/7x=)) EYIY
—2—=AN] AFII} —2-A~ATFUBAFILERWTERHF1OIRI &
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[0263]

[0264]

[0265]

[0266]

FRRICKRE - WEBL, 2— {6— {[4—TFI—1— (B—XKrFEY
TVo=2—=4)) —2—=AFI—-6—-FFVY-—-1, 6= ROEYIIY
—5—A)] AFIL} EVIY=3—=A)} RV (IRE: 65%
) BRBBBTELI 7 RELTEL,
"TH—NMR (CDC |5, 400MHz) & :

0.93(3H, t, J=7 Hz), 1.37-1.46(2H, m), 1.58~1.66(2H, m), 2.18(3H, s),
2.76(2H, t, J=8 Hz), 3.92(3H, s), 4.16(2H, s), 7.27-7.30(1H, m), 7.3
8-7.49(4H, m), 7.65-7.69(1H, m), 7.77-7.79(2H, m), 8.30(1H, d, J=3 Hz
), 8.65(1H, d, J=2 Hz).

T2 : GIEEEREF 1 OTRR4ICEIFE22— {(6— {[4=TFIL—-1— (
B—XRFIEYIIV-2—q)) —2—AF)—6—-FFY—-1, 6—
e ROEY IV -=5—q)] AFIL} EYVDv—=—2—-A)L} RV =}
DILDRHLYIC2— {6— {[4—TFIL—1—- (5—=AKFIEYYY -
2—q)) —2—AFI—6—FFY—-1, 6= ROEYIYV-5—
AI] AFL} EYVDY =3 =A)L} RV ZMNYJLERBWNWTEEF 1 OT
B4 EAKRICRIG -0EBL, 5— {{56—-[2— (1TH=FFZYV—I—5
—q) ZzZIL] EVIV—2—4)} XFI} —6—-TFIL—-3— (5
—ARNFIEYIV-2—A)) —2—AFNEYIY—4 (3H) —F
Y (IRFE:72%) EREBTEN I 7 RELTHER,
"TH—NMR (CDC |5, 400MHz) & :

0.87(3H, t, J=7 Hz), 1.21-1.30(2H, m), 1.40~1.48(2H, m), 2.09(3H, s),
2.38(2H, t, J=8 Hz), 3.60(2H, s), 3.90(3H, s), 7.00(1H, d, J=8 Hz),
7.14(2H, dd, J=8, 2 Hz), 7.20(1H, d, J=9 Hz), 7.34-7.38(2H, m), 7.53-
7.61(2H, m), 7.84(1H, d, J=7 Hz), 7.90(1H, s), 8.21(1H, d, J=3 Hz).
EEHI32 5— {{6—[2— (TH=-FF3Y—=IL=5—-9J) 7=
Wl e)yoy—2—A4)} AFI} —6—-TFIL—-3—-[3—-00—-5-—
(RYZA0xXFI) BYSy—2—A)IL] —2—XFIEYITv—4
(3H) —A>D&E
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[0267] [{E39]

[0268]

[0269]

[0270]

T : AIEEERG 1 OTREIICLHIFTE22—-TI/—56—-A P FIEYIY
YORDYIL2—-F7I/-3—-700-5— (hY7)40xXFI) YT
veRW, M (Z) - 3-FPE4Ir-2-{[6—-(2-vF7/7x=
W) BT =3—AN] AFN} —2=~"TFUVEBAFILOKRDLY ICHIE
EEFMI3I0ODIR2THESNE (Z2) —3—-T7EF¥IKk-2- {[5— (2
-2/ T7IZI) EYIU—=2—A4)] XFIN} —2—-A~ATFVBELFI
ZRAWTERGI1 OTREI EAKICKRE - NEL, 2— {6— { {4—-TF
W=—1—=[3—=200-5— (MJT7LAOAFIL) EYIY—2—1)L]
—2—AFI—6—FFY—-1, 6=k rRAEYIVV-5—-a)} AF
W} BV =3 —=A)L} RYVZRMY)L (XK : 41%) 2REBTEIL
77 RELTHE,

TH—NMR (CDC | ,, 400MHz) & :

0.94(3H, t, J=7 Hz), 1.37-1.47(2H, m), 1.57-1.68(2H, m), 2.16(3H, s),
2.70-2.83(2H, m), 4.19(2H, s), 7.38(1H, d, J=8 Hz), 7.46-7.53(2H, m)
, 7.65-7.69(1H, m), 7.77-7.83(2H, m),7.89(1H, m), 8.65(1H, d, J=2 Hz)
, 8.84(1H, s).

T2 : GIEEEREF 1 OTR4ICHIFE2— (56— {[4—TFIL—1— (
B—XPMFIEYIVUV-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
TEROBYIIYY-5—q)L] AFL} EYSY—2—q)} Rk

1
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Dirogbyic2a— {(6— {{4—-7FL—1-[3—-2700-5—- (Y
ZNAOAFII) EYVT—=2—4)] —2—-XFI—-6—-FFV—-1, 6
—2JeROBYIYY—=5—q)} XFI} EVIV=3—-q)L} RV
M)ILERAWTERGI1TDOIRES ERAKICKRE - LEL, 56— { {5—-[2
— (TH=FFZY—==5—AJ) 2x=)L] EYVDV—=2—4)L} XAF
LV} —6—TF)I—3—-[3—s0B8-5— (h)7)AOXFI) EYT
V=2—=A)] —2=AFNEYIIV—-4 (3H) —FY (RFX: 43%
) BRBBBTELI 7 RELTEL,

[0271] "TH=NMR (CDC | 5, 400MHz) & :
0.87(3H, t, J=7 Hz), 1.22-1.30(2H, m), 1.43-1.50(2H, m), 2.09(3H, s),
2.35-2.43(2H, m), 3.55(2H, dd, J=19, 16 Hz), 6.95(1H, d, J=8 Hz), 7.
11-7.14(1H, m), 7.38-7.40(1H, m), 7.54-7.61(2H, m), 7.86-7.89(1H, m),
7.94(1H, m), 8.18(1H, d, J=2 Hz), 8.81(1H, s).

[0272] £heFI3 3 5— { {b—[2— (1H=-FKrZYV—IL—5E—qJ) 7=
LWl EYVYOY—=2—=A)} AFL} —6—=TFIL—3— (5—AKFIE
IVUV=2—A)) —2=AFLEYIIV—4 (3H) —Fro8E

[0273] [{t40]

N/’j/o\.
NJ\N/L\\N
T

o N==
! A
N N. NH

[0274] TH21 : ROSCEREM 1 OTRIICHE TS (Z) —3—-TEHIR-—2—- {[
6— (2=>7/7xZ)) EYVIY=3—=4L] XFI} —2=~TF>
X FILORDYICRIEZEREFAISONDIR2 TELOhE (Z) —3—-T1&%
IF=-2=-{[5—-(2=v7/7xz=)) EYIV=2—414)L] XFI}
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[0275]

[0276]

[0277]

[0278]

[0279]

—2=A~NTTFUBAFIVERWTERG 1 OIEI3 ERAKICKG - LIE L,
2— {6—{[4—TFL=1—= (B=AIFIEYIYVV-2—-a)) —
2—AFI—6—FFY—-1, 6—=YEROEYIIY=5—-9J)L] AFI
PEYVIY=3 AL} RV MY (RZE: 51%) ZREBTEILY
7 A& LTHEE,

TH—=NMR (CDC | 5, 400MHz) §& :

0.93(3H, t, J=7 Hz), 1.36-1.45(2H, m), 1.57-1.65(2H, m), 2.16(3H, s),
2.75(2H, t, J=8 Hz), 4.00(3H, s), 4.17(2H, s), 7.40-7.49(3H, m), 7.6
4-7.69(1H, m), 7.77-7.79(2H, m), 8.54(2H, s), 8.65(1H, d, J=2 Hz).
T2 : gUitEmfl 1 OITR4ICBIFE2— (56— {[4—TFIL—1— (
B—XPMFIEYIVU-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROEYIVY=5—-q)I] XFIIL} EVIOV-2—-A)L} RV =}
DILoKHLYIC2— {6— {[4—TFIL—1— (5—XIFEYZIIY
—2—qJ)) —2—XFI—-6—-FFY-—-1, 6-YROEYIIV-5
—AN] XFN} EVIY =3 =)L} RV Z M) ERWTERRER 1O
TRA4CERICRIG - 0EBL, 5— {{5—-[2— (1TH=FFZV—=IL—
B—Al) Z2x=ZN] EVYY—=2—4)L} AFIL} —6—TFIL—3— (
B—ARFIEYIIY-2—A)) —2—AFIEY)ITI>V—4 (3H)
-4y (IRFE:52%) 2RBBETEILTI7RAEL TR,
TH—=NMR (CDC | 5, 400MHz) §& :

0.86(3H, t, J=7 Hz), 1.20-1.29(2H, m), 1.41-1.49(2H, m), 2.09(3H, s),
2.43(2H, t, J=8 Hz), 3.62(2H, s), 3.98(3H, s), 7.00(1H, d, J=8 Hz),
7.13(1H, dd, J=8, 2 Hz), 7.39(1H, d, J=8 Hz), 7.51-7.60(2H, m), 7.84(
H, d, J=8 Hz), 7.95(1H, d, J=2 Hz), 8.48(2H, s).

EREHI34 5— {{5—[2— (TH=FKr>YV=I=5—9J) 71=
Wl EVSY=2—q4)} AFI} —6—TFI—-3— (55— hFTEY
IUV-2—4) —2=AFIEYITIV—4 (3H) —F>oiE
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[1b41]

[0280] T#21 : RIEESERAI1 DIEIICHEITFTH2-TI/-5-X I FIEYIY
YORDLUYIL2 =TI/ -5-IhF2E)ITVVERW D (Z) -3

—FPEH4IR=-2—{[6—- (2=>F7)7x1=)) EYSY—3—4a)]
AFI}Y =2 = ATFUBAFILOKRDLY ICRIEEREGH3I ONDITIE2 TES
nhi- (2) —3—743xrk—2—-{[6—-—(2=>7/7x=)) EYD

V=2—A)N] AFI} —2—A~"TFUBAFILERWTEREF 1 OIRES
ERRICKRR - WL, 2— {6— {[4—TFL—-1—-(b—IhFIE
JITU—2—AJ)) —2—AFI)—6—-FFY—-1, 6=k RO
TJU—=5—q)] AFIIL} EYIV=3—q)} RN (IRFK: 7

0%) #REBEBT7ELI7RELTHEL,

[0281] TH—NMR (CDC | 5, 400MHz) & :
0.92(3H, t, J=7 Hz), 1.36-1.45(2H, m), 1.51(3H, t, J=7 Hz), 1.57-1.65
(2H, m), 2.16(3H, s), 2.75(2H, t, J=8 Hz), 4.18(2H, s), 4.22(2H, q, J
=7 Hz), 7.41-7.52(3H, m), 7.64-7.68(1H, m), 7.77-7.81(2H, m), 8.52(2H
, s), 8.63-8.65(1H, m).

[0282] T#22 : RUEEMER 1 DTRAICHEITZ2— (56— {[4—TFIL—1— (
B—XRFIEYIIV-2—q)) —2—AFI—6—-FFY—-1, 6—
JeEROEBYIYY=5—q)L] XFL} EYIV—2—A)} RV k
DioRbyic2— {6— {[4—-TFIL—1—- (B—IrFIEUIIY
—2—qJ)) —2—AFNL—-6-FFY-—-1, 6-2EROEYIVYV-5
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[0283]

[0284]

[0285]

[0286]

—AN] AFIL} EYIY =3 =)} RV M) ILERWTERER 1O
TR4EEZRICRS - 0EBL, 5— {{6—-—[2— (1TH=FFZV—=I—
5—4Al) 7xzZL] EVYY—=2—4)L} AFIL} —6—TFIL—3— (
E—IRFIEYIIYY-2—A)) —2—AFIEYITI>V—-4 (3H)
-2 (XE: 63%) 28B7EILTI7RELTHEL,
TH—NMR (CDC |5, 400MHz) & :

0.86(3H, t, J=7 Hz), 1.18-1.29(2H, m), 1.40-1.50(2H, m), 1.49(3H, t,
J=7 Hz), 2.09(3H, s), 2.42(2H, t, J=8 Hz), 3.61(2H, s), 4.20(q, 2H, J
=7 Hz), 7.00(1H, d, J=8 Hz), 7.12(1H, dd, J=8, 2 Hz), 7.39(1H, d, J=8
Hz), 7.51-7.61(2H, m), 7.86(1H, d, J=7 Hz), 7.74(1H, d, J=2 Hz), 8.4
6(2H, s).

EEF35 55— {{(5—[2— (1TH=-FFZYV—IL—-5—qJL) 7=
W1 YD Y—=2—A)L} AFII} —6—TFI—3— (4, 6—-—UXKF
YEYITVY—-2—q)) —2—=XFLEYITYV—4 (3H) —FDHE
s

[1b42]

T : GIEEREF 1 OTREIICHITE2-TI/—5—-X I FIEYIY
VORDLYIC2—TI/)—4, 6= AMNFIEYIVVERWL, IO (Z
) —3—-T7tE43IRk-2—-{[6—-—(2=->7/7zxz=)) EYVPVY—-3—
AN] AFIL} =2 =~ATFUBAFILOKRDLY ICRIEEREFAIONDIIE2
TtBoNniE (Z) —3—-7E¥IRK-2—-—{[6—-—(2—-vF7/7x=))
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[0287]

[0288]

[0289]

[0290]

BV —=2—AN] AFN} —2—-A~"TFUVBAFILEZRAVWTERG 1O
T3 EEKICRG - LEBL, 2— {6— {[4—TFIL—-1—- (4, 6—
TXRNFIEYIVY=2—A)L) —2—AFI—6—FFVY-1, 6=V
EROEYIOY—-5—-A)L] XFI} EYVIV—=3—q)L} RV ZNY
W (IXFE: 49%) ZREBTENL I 7 RELTEE,
TH—NMR (CDC |5, 400MHz) & :

0.93(3H, t, J=7 Hz), 1.38-1.47(2H, m), 1.56-1.67(2H, m), 2.24(3H, s),
2.76(2H, t, J=8 Hz), 3.96(6H, s), 4.19(2H, s), 6.12(1H, s), 7.45-7.5
0(3H, m), 7.65-7.69(1H, m), 7.77-7.82(2H, m), 8.66(1H, d, J=2 Hz).
T2 : GIEERMER 1 DIR4ICHIFZ2— {(6— {[4—TFIL—1— (
BE—XAMFIEYIVUV-2—q)) —2—AFIL—-6—-FFVY-—-1, 6—
e ROEY IV =5—qJL] AFI} EYVIU—=2—A)L} RV}
DILDRHLYIC2— {6— {[4—TFIL—1— (4, 6=IUAIFIEY
IVY—2—qL) —2—AXFI—6-—-FFY—1, 6-YEROKYIY
V—=5—AN] AFIL} BYISU =3 -} RV ZNJILERVWTENR
BI1OIRA EAFRICKRD - REBL, 5— {{5—[2— (1H=-FF3VY
—I=5—AJ)) Jz=N] EYIV—2—A)L} XFI} —6—TFI)L—
3— (4, 6=IUAPMFIYENIVY=2—0J) —2—=XFIEYZ
—4 (3H) —4Y (NFE:53%) 2RE"EEBETFTEILT7AELTHERL,
TH—NMR (CDC |5, 400MHz) & :

‘0

T

0.88(3H, t, J=7 Hz), 1.22-1.32(2H, m), 1.43-1.50(2H, m), 2.17(3H, s),
2.42(2H, t, J=8 Hz), 3.62(2H, s), 3.89(6H, s), 6.06(1H, s), 7.02(1H,
d, J=8 Hz), 7.14(1H, dd, J=8, 2 Hz), 7.40(1H, d, J=8 Hz), 7.53-7.62(

2H, m), 7.31(1H, d, J=8 Hz), 7.95(1H, s).

EHFHI36 3— {2— {6— {[4—TFI—1— (5—ArFIEYY
v=2—4I)) —2—AFL—-6—FFVY-—-1, 6=k ROEEYIIV -
B—AJ)L] XFIL}Y EYI V=3 —a4L} 2z} —1, 2, 4—FFH

ISPV —I—5 (4H) —FvpElE
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[0291] [{kb43]

[0292] T3 1 : BiEEMmEM 1 4DITR2I1ICHEITZ2— {5— {[4—TFIL—2—
AFIL—6—-FFY—-1—- (BEYPVv—-2—-9q)) —1, 6—-kROrEY
IVV=5—AN] AFIIL} EYVIV=2—A)} R ZMN)ILDKDHY
ICRISERMEF 3 1 DIRI1 THEONhE2— {(6— {[4—TFIL—1— (5
—ARNFIEYIV-2—-A)) —2—AFI—6—FFY—-1, 6-L
FOEYIIY—-5—q)L] XFI} EYIY—=3—q4)IL} RV ZMYL
ERWTEREFAT14O0TRE2 EAKICKD - RWEBL, 2— {6— {[4—-7
FIL=1—= (B=ARFIEYIV—=2—A)L) —2—XFIL—6—-FFVY
=1, 6=2bROEYIYY—-5—a)L] AFI} EYIV—=3—1)}
=N —EROFIRVYILIFIN (RXKR: 64%) 2KECTELT 7
AELTEL,

[0293] "TH~NMR (CDC | 5, 400MHz) & :
0.90(3H, t, J=7 Hz), 1.34-1.43(2H, m), 1.54-1.62(2H, m), 2.16(3H, s),
2.71(2H, t, J=8 Hz), 3.91(3H, s), 4.13(2H, s), 4.50(2H, s), 7.29-7.4
2(5H, m), 7.45-7.49(1H, m), 7.55-7.57(1H, m), 7.66-7.69(1H, m), 8.29(
H, d, J=3 Hz), 8.60(1H, d, J=2 Hz),

[0294] T#22 : gISCEMEB 1 4 DTE3ICHITZ2— {5— {[4—-TFNL—2—
AFIL—6—-FFY—-1—- (BEYPVv—-2—-9q)) —1, 6—-kROrEY

=5 —=4)] AFIL} EYIv—-2—4q4)} =N’ —kROFIRY

IHYIRORDYIC2— {6— {[4—TFIL—1— (54X FIE

n
\'I

N
A

1
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)V —=2—=q)) —2=AFI—6—-—FFY—-1, 6= RrkOEYzIv
v=5—=A4)J] XFI} EYVIU=3—=a4)} =N —kROFIRVIA
IHIRZAVTEREFT14D0IREI EAKICKRD - WEBL, 3— {2— {
6— {[4—TFNL—1—(B—XKFIEYIVY=2—qJL) —2—XF
V=—6—FFY—-1, 6—EROEEYVIVY-5—-9)L] XFI} EYD
v—3—AJ)} 7L} =1, 2, 4—FFHITY—)L—5 (4H) —
v (RFE:70%) ZXEBET7ENLTI7RELTHEE,

[0295] "TH—NMR (CDC | 5, 400MHz) & :
0.92(3H, t, J=7 Hz), 1.30-1.39(2H, m), 1.49-1.57(2H, m), 2.11(3H, s),
2.51(2H, t, J=8 Hz), 3.62(2H, s), 3.91(3H, s), 7.15(1H, d, J=8 Hz),
7.23(2H, d, J=9 Hz), 7.32-7.39(2H, m), 7.48-7.52(2H, m), 7.57-7.61(1H
, m), 7.70(1H, d, J=8 Hz), 7.99(1H, s), 8.18(1H, d, J=3 Hz).

[0206] EEFIS 7 3— {2— {6— {[4—TFIL—1— (B—XIFIEYZX
TV =2—=4)) —2—=AFI—-6—-—FFVY-—-1, 6= ROEYIVY
—5—A)] AFIL} EYIY=3—=A)L} 7z} =1, 2, 4—FF
BTV —I—5 (4H) —F>DBE

[0297] [{k44]

[0298] T#21 : giEeEMEH 1 4 DITRE2ICHIFZ2— {b— {[4—TFIL—-2—
AFI—6—-FFY-—-1—-(EYLv-2—-94J)) —1, 6=k kO
SUV=5—A)] AFII} BV =2—=A)L} RYYZKN)ILDORDHY
ICRTEEEER3 3DIR1THLNE2— {6— {[4—TFIL—1—- (5
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—ANFIVEYVIVU-2—A)) —2—AFI—6—-FFVY—-1, 6%
EROEYIPY—=5—qJ)L] AFI} EYIV=3—-qI} RVYZRY
IWERWTERG 1 40ITRE2 EABRICKRE - QEL, 2— {6— { [4-
TFI—1— (B=XPFIYENIVY—=—2—A)) —2—XAF)—6—F
FY—1, 6=YeROEYIYY=5—-AJ)L] AFIL} EYYV—-3—41
IV} =N —eROFIRVYILIFIN (INE: 50%) ZXREFBETEIL
77 AELTEL,

[0299] "TH—NMR (CDC | 5, 400MHz) & :
0.90(3H, t, J=7 Hz), 1.34-1.43(2H, m), 1.54~1.62(2H, m), 2.15(3H, s),
2.73(2H, t, J=8 Hz), 3.99(3H, s), 4.13(2H, s), 4.50(2H, s), 7.28-7.4
2(3H, m), 7.45-7.49(1H, m), 7.53-7.57(1H, m), 7.66-7.69(1H, m), 8.53(
2H, s), 8.59(1H, d, J=2 Hz).

[0300] T#22 : AIEEEEF 1 4DIRIICHEITE2— (56— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV—-2—-9q)L) —1, 6—k RO
IVUV=5—ANL] AFNL} EYIV—=2—-A)L} =N —kbROFIRY
AALIFIRORDYIC2— {6— {[4—TFIL—-1—- (5—XbFIE

VIV —2—q)) —2—AFI—6—-FFY—-1, 6—-2kRrROKYS3

2 5—4] AFI} EYDY—=3—-4a4J)L} =N —krROFIRVZX
1IFIFRZAVTERA14DTIREI EFAKICKE - NEBL, 3— {2—
(6= {[4—TFNL—1—= (B—XKFIEYVITVV-2—-q)L) —2—
AFI—6—-FFY—-1, 6=k rROEYICy—-5—-9)L] AFI} E
)y —=3—qJ)} 72z} =1, 2, 4—FFHBI7Y—)L—5 (4H
) =AY (RFE: 85%) 2RBEBETELTI 7 RELTHEL,

[0301] "H—NMR (CDC |5, 400MHz) & :
0.90(3H, t, J=7 Hz), 1.27-1.36(2H, m), 1.45~1.53(2H, m), 2.11(3H, s),
2.45(2H, t, J=8 Hz), 3.56(2H, s), 4.00(3H, s), 7.12(1H, d, J=8Hz), 7
.38(1H, d, J=8 Hz), 7.50-7.60(2H, m), 7.60-7.64(1H, m), 7.72(1H, d, J
=1 Hz), 7.90(1H, s), 8.51(2H, s).

\/_
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[0302] =MEMHI38 33— {2— {6— {[4—TFI—1— (G-I hFIEYZX
TVU=2—=4)) —2—=AFIL—-6—FFVY-—-1, 6= ROEYIIY
—5—AN] XFI} EYSY=3—-aJ)} 70} =1, 2, 4—FF
HIF7YJ—I—5 (4H) —FVDHEE

[0303] [{t45]

N/E Qw/
A
0
R
o~
N NH

N [,
N

[0304] T3 1 : BiEEMmEM 1 4DITR2ICEITZ2— {5— {[4—TFIL—2—
AFI—6—FFY—-1—-(EYSv=—2—-q9)) —1, 6= RrROrY
IVV=5—AN] AFIIL} EYVIV=2—A)} R ZMN)ILDKDHY
ICRISERMEF 3 4 DTRI1THEONE2—- {(6— {[4—TFIL—1— (5
—IRFVENITVV-2—A)) —2—AF)—6—FFVY—-1, 6 -
EFOEYIOY—5—aJL] XFI} EYIV=3—-q)} RVYZNY
WERWTERAIT4DTRRE2 EAMKICKRIE - RLEBL, 2— {6— { [4—
TFIL—1— (B—IPFIENVIVY—2—q)) —2—XAF)—6—F%
*FY—-1, 6—=kebrfAEYIY-5—-—9)L] AFI} EYY V-3 —4A
IV} =N —eROFIRVYILIFIN (INE: 52%) 2XEBTEIL
77AELTEL,

[0305] "H~NMR (CDC |5, 400MHz) & :
0.90(3H, t, J=7 Hz), 1.35-1.43(2H, m), 1.50(3H, t, J=7 Hz), 1.51-1,62
(2H, m), 2.15(3H, s), 2.72(2H, t, J=8 Hz), 4.13(2H, s), 4.21(2H, q, J
=7 Hz), 4.51(2H, s), 7.28-7,49(4H, m), 7.55-7.57(1H, m), 7.66-7.69(1H
, m), 8.50(2H, s), 8.59-8.60(1H, m).
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[0306] T#E2 : AUEcRMEHI1 4 DIR3ICETE2— {6— {[4—TFIL—2—
AFI—6—-FFY—-1—-(BEYDV-2—-9q)) —1, 6=k krkOEY
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY
AAIFIRORDYIC2— {6— {[4—-TFIL—1— (B—IThFIE
JIVY—2—q)) —2—AFI—-6—-FFY—-1, 6-YEkROEYZX
TU=5—=A)] XFI} EVI=3 =4} =N —kROFIRVZX
AIFIFREZAVTERA14DTIREI EFAKICKRIEG - NEBL, 3— {2—
{6—{[4—-TFI—-1—-(B—IbFIEY)IYV-2—-Aa)) —2—
AFIN—6—-FFY—-1, 6=k rOEYI V-5—-9)] XFI} E
)y —=3—qJ)} 72z} =1, 2, 4—FFHIP7Y—)L—5 (4H
) =4y (NFE: 89%) ZREBTEILT 7R ELTHE,

[0307] "H—NMR (CDC | 5, 400MHz) & :
0.90(3H, t, J=7 Hz), 1.27-1.36(2H, m), 1.45-1.52(5H, m), 2.11(3H, s),
2.49(2H, t, J=8 Hz), 3.59(2H, s), 4.22(2H, q, J=7 Hz), 7.18(1H, d, J
=8 Hz), 7.38(1H, d, J=8 Hz), 7.50-7.55(2H, m), 7.60-7.64(1H, m), 7.72
(1H, d, J=8 Hz), 7.93-7.97(1H, m), 8.49(2H, s).

[0308] £EFIS 9 33— {2— {6— {[4—TFIL—1— (4, 6-IUXIFY
EYVIYVY—2—q)) —2—XF)—6—-FFY—-1, 6—YErOEY
TUV=5—AI)] XFN} EYYY=3—=4)} 7z} —1, 2, 4
—ZFHITYV—IL—5 (4H) —F DEE

[0309] [{k46]

o/

|
/L/’I‘\ 7

N O
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[0310] T2 1 : AICERM1 4DITR2ICHEFZ2— {(5— {[4—TFNL—-2—
AFI—6—-FFY-—-1—-(EYLv-2—-94J)) —1, 6=k kO
SUV=5—A)] AFII} BV =2—=A)L} RYYZKN)ILDORDHY
ICRTSEEER3 5 DT 1 THLNE2— {6— {[4=TFIL—1- (4
, B=IUXARFIYEYITVY=2—()) —2—AFIN—6—-FFV—1,
6—TkROBYIYY—5—a] AFIL} EYIY=3—A)L} RVY
“MINERAWTERGT4DOTRE2 EAKICKRIE - LEL, 2— {6— {
[4—TFIL—-1—-(5—IhFIE)ITIV-2—-A)) —2—AFI)—
6—Z4FvV—1, 6—-2erROEYITY-5—-q)L] XFII} EYIV—
=4} =N —EROFIRVYZISIFIN (RFK: 47%) &2%KEE
TEILI7RELTHER,

[0311] "TH—NMR (CDC | 5, 400MHz) & :
0.92(3H, t, J=7 Hz), 1.36-1.45(2H, m), 1.56-1.64(2H, m), 2.23(3H, s),
2.73(2H, t, J=8 Hz), 3.95(6H, s), 4.14(2H, s), 4.49(2H, s), 6.12(1H,
s), 7.32-7.43(3H, m), 7.46-7.50(1H, m), 7.56-7.58(1H, m), 7.69-7.71(
1H, m), 8.57-8.61(1H, m).

[0312] T#22 : AUEEERMEFH 1 4 DITREIICEFZ2— {5— {[4—TFIL—2—
AFI—6—-FFY-—-1—-(EYLv-2—-94J)) —1, 6=k kO
TUV=5—AN] AFNL} EYIV—=2—q)} =N —kROFIRY
ZAIFIROKDLYIC2— {6— {[4—TFI—1— (4, 6 - Xk

YEVIIV-2—4)) —2—-XFI—-6—-—FFV—-1, 6—-YE KO
EVIOY—-5—aJ)L] XFIL} EYIY=3 -4} =N —krOF>
NYZXAIFIRZHAVWTERB14DOTREI ERAKICRE - QWEBL, 33—
{(2—{6—{[4—TFTFL—-1— (4, 6= AIFIEYIVV-—2—
AI) —2—=AFI—6—FFY—1, 6—-bROEYITY—-5—-1J)
1 XFILY BYSY—=3—qL} 72z} —1, 2, 4—FFHI7Y—
=5 (4H) —F>v (NFE: 52%) 2XKEBT7EILI7RELTHE,

[0313] "H—NMR (CDC | 5, 400MHz) & :

At
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0.92(3H, t, J=7 Hz), 1.31-1.40(2H, m), 1.50-1.58(2H, m), 2.18(3H, s),
2.51(2H, t, J=8 Hz), 3.67(2H, s), 3.92(6H, s), 6.08(1H, s), 7.21(1H,
d, J=8 Hz), 7.41(1H, d, J=8 Hz), 7.50-7.56(2H, m), 7.63(1H, t, J=8 H

z), 7.74(1H, d, J=8 Hz), 8.01(1H, d, J=2 Hz).

[0314] EFEFM40 33— {2— {(5—{[1—(Bb—IhFPEYIIV-2—41
V) —2—qvoElL—-6—-—FFY—-4—-7O0ENL—-1, 6=k ROE
)XV —=5—q)] XFIL} EYIV—2—-q4)} 7=} —1, 2,

4 —FFHIF7V—)L—5 (4H) —F it

[0315] [{t47]

oy

N "N” °N

[0316] T#1 : ZITIVFEKT, 2— [6— (FJOEXAFI) BEYYv—-2—4
Wl RyYZRMYJL (1, 1g, 3. 9mmo |) . 3—FFYAFH U
AFJ) (0. 68g, 4. Tmmo |) . A4V FOECLIFILTIV (1

Og, 7. 8mmo |) ROYFHLT7OIRNTKMY (0. 4949, 4

7Tmmo |) OFhZEROTZY (20mL) EEY% 1 SEEMNEERE
Mllce RISRICKZMA., 2700FRILVALAT3IEME L, EREZEDLE
. KRUBEMBIEKTHRAEBEKRE T N Y AZRWTEEL, BERNE
L7ize BONEREEZS) ATV AS LAY NI S 74— (KM FH =D
#HBESNAPTOOHP) (ANFHY  BEEEIFIL; 5./71-11) 1T
L. 2= {[6— (2=>7/7zxZ)l) EYVIV=3—=1q)] AFIL} —
S—FFYANFHUVEAFIL (1. 29, 91%) zE28HKMELTHEEL
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[0317]

[0318]

[0319]

[0320]

]

TH—=NMR (CDC | 5, 400MHz) § :
0.87(3H, t, J=7.4 Hz), 1.50-1.55(2H, m), 2.36-2.68(2H, m), 3.21-3.27(
2H, m), 3.73(3H, s), 3.84(1H, t, J=7.6 Hz), 7.50(1H, td, J=7.6, 1.4 H
z), 7.64-7.73(3H, m), 7.77-7.85(2H, m), 8.61(1H, br s).
TiE2:2— {[6— (2=>7/7x=Z)) EUYYY=3—14J] AFIL
} —3—FFYAFHUEBAFIL (1. 2g, 3. 6mmo | ) RUBEET
YEZYLAL (8. 3g, 108mmol) ®DhILTY (45mL) —FfE (
S5mL) BAEWE. 1RBEMBERLL, BRE THE. BMKEBKERS
MUDLKBREMA., ML THE UL, SSMBIRKTHREL, BKR
BrhUDLZRWTEELE, RERBL., (Z) —3-73/-2—{
[6— (2—=>T7 /7)) EYVIY=3—=4)L] AFI} —2—~Ft
VEEXFI (1. 159) 2@EBMROMERME LTHRE, ThiaBRY
5 ERRIFRICAWE,
T#3: (Z2) —3—-73/-2—-{[6—-(2=>7/7x=Z)L) BEYY
V=3—ANL] AFN} —2—AFEVEEXFI) (575mg) D1, 2—
voooxr4dy (10mL) WRICAV7FIILsaY R (219mg, 2
O6mmo l) ROCKMYIFIF7IY (208mg, 2. O6mmo |)
ZMAT, 50CT1 6B LA, REKRICKEZMA., Y7AQKRILAT
HH Lz, BREZEHLE, BHMRIEKTHRSE LUEKEER TN DALAZHL
TEBRL, BERMELE, BOonEREES Y ATV ASLIOY NI ST
4= (KM FH—JHBESNAPSOHP) (~NFHY BBEIFIL; 5/
T—=1/1) L, (Z2) —2—{[6— (2—->7/7xz=)) EYY
V=3—=AN] AFI} =3 —AYVTFIIR-—2—-A~"FEVEBALFI (1
58mg, 23%; 2TRINE) 2R2BHNRNE LTHEL,
TH—=NMR (CDC | 5, 400MHz) § :
0.99(3H, t, J=7.4 Hz), 1.19-1.29(8H, m), 2.49-2.62(1H, m), 2.88-2.97(
2H, m), 3.71(3H, s), 3.76(2H, s), 7.51(1H, dd, J=7.6, 1.3 Hz), 7.59(1
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[0321]

[0322]

[0323]

H, dd, J=8.1, 2.1 Hz), 7.64-7.73(2H, m), 7.77-7.86(2H, m), 8.60(1H, s
), 11.90(TH, s).
T4 : 7IITVFEHKT. 2—-7I/-5—-IhF2EYZITY (108
mg, 0. 78mmo |) M1, 2—-00IT4%Y (5mL) BRICER
TRUAFITILI=ZOAL (2mo | /LAFH VAR, 0. 39mL, O
78mmo |) ZMA. ERT7 Op@EEHLE, (Z) —2— {[6—
(2=27)7zx=Z)) ENVSU—=3—A)L] XFI} =3 —AYVYTFZX
R—2 —AFtVEEXFI (158mg, 0. 39mmo ) ®1, 2—
oo VAR (2mL) 2FETHETNL. SEEMNBERLAL, RIGK
ICEBE7YEZVLKBERRG7OQKILLEMLZ, £54 b2BLE, 2
BOEMEEZNBEL., KEBZ/7O0OKR/LLTHHELE, B¥EBEZSOLE, K
RURMBIEKTRSBRBEKTREST M) VALAEZRAWTEEL, RERELL
o BONEBREASVATILASLIOARNIS T4 — (N1 45 —THHE
Flashi12M) (#O0QKILVA/ XY/ —)b=40:1) IfFL. 2—
{(6—{[1—-(B—xThFoEYIZV-2—-9q)) —2—4aV7OEL
—6—FFV—-4-OEIL—-1, 6-—YERAOEYITIV-5—-9)L] X
FILY BT —2—A)} RV =ZhYJ (11 1mg, 58%) 2#%E
SRR E LTH7,
"TH—NMR (CDC | ;, 400MHz) & :
0.97(3H, t, J=7.4 Hz), 1.17(6H, d, J=6.6 Hz), 1.49(3H, t, J=6.9 Hz),
1.66-1.77(2H, m), 2.19-2.32(1H, m), 2.60-2.70(2H, m), 3.93(2H, s), 4.
10(2H, q, J=7.1 Hz), 7.45(1H, td, J=7.7, 1.1 Hz), 7.60-7.67(2H, m), 7
.73-7.80(3H, m), 8.49(2H, s), 8.67(1H, d, J=1.3 Hz).
TITRES e ROFVILTIVIERE (838mg, 12, Tmmol) O
AFIANLEFLR (1 5mL) BEWMICKEEKEZF M) DAL (1. 194
, 14, Tmmo |) ZMA. 40CTI1REREH L, RIGKRIC2— {5
—{[1=— (5—IhFYEYIVV-2—9)L) —2—44VYSOEIL—6
—ZFY—-4-70E)L—-1, 6= ROBYIIV—-5—1)L] XFI
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[0324]

[0325]

P EVYY—2—q4)} RV MY (353mg, 0. 71mmo |)
DIAFILZNEFRSR (15mL) BEREMAIOCT 1 8EsEEHLE
o RIGRICK (80mL) RUEEETFIL (20mL) %Nz, 3 0OEH
L7c, T LBz 5L, KRUBBRIFILTHESRELE, ThZzRER
BL, 2— {5—{[1— (B—IbFIEYIYY-2—9)) —2—41
vOoEL—-6—-—FFY—-4-7OE)L—-1, 6-YkrOEYIIY -

o

1

—AI] XFL} EYSY—=2—q)L} =N —EROFIRVILZH
N (214mg, 57%) 2HBEHKE LTHE,
"TH—NMR (CDC |5, 400MHz) & :

0.98(3H, t, J=7.3 Hz), 1.19(6H, d, J=6.6 Hz), 1.51(3H, t, J=7.0 Hz),
1.68-1.78(2H, m), 2.25-2.32(1H, m), 2.63-2.70(2H, m), 3.92(2H, s), 4.
22(2H, q, J=6.9 Hz), 4.72(2H, br s), 7.40(1H, td, J=7.5, 1.3 Hz), 7.4
3(1H, d, J=8.5 Hz), 7.49(1H, td, J=7.6, 1.5 Hz), 7.55(1H, dd, J=7.6,
1.2 Hz), 7.58(1H, dd, J=7.8, 1.2 Hz), 7.66(1H, dd, J=8.2, 2.3 Hz), 8.
51(2H, s), 8.60(1H, d, J=1.7 Hz).

IT#6:2— {6— {[1— (Bb—IZhFIEYITSV-—2—qJ) —2—
4vaEL—-6—-FFvy—-4-OE)IL—-1, 6—-YeblOEYIIv -
B—AJ)] XFI} EYVIY—2—4)L} =N —bROFIRVISIH
TR (212mg, 0. 40mmo |) OvyO0OX%Y (4mL) RUOT
fZeErOZ7ZY (4mL) BEBRICT, 17 —ALNKRZALIAI5Y—
J (130mg, O. 80mmol). 1, 8=Y7HEYs0O [5. 4.
Ol 9vFH—7—xTv (122mg, 0. 80mmo l) =i, EET
SFFEEBIH L, RIGRTH., RIEKICTMIERKZINA, 700K AT
HE L. BREZKTHRFAUEKBEFN) DLAZRAVWTERREL, RER
WL, BonrEEEZI VATV AZ LAY NI S 74— (VOOKRL
L/ A —=)b=20:1) ICTHAEL, 3— {2— {6— {[1—- (5—
IrFYENVIVV-2—A)) —2—4A4VTSOEL-6—FFY—-4-T
AE)L—1, 6= RrROEEYIVY—-5—94)L] XFI} EYIV—-2—
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AN} 2z} =1, 2, A—FFHIF7YV—)I—-5 (4H) —F> (2
O1lmg, 91%) ZABTEIL 77 RAE L THE,

[0326] TH—NMR (CDC | 5, 400MHz) & :
1.01(3H, t, J=7.3 Hz), 1.19(6H, d, J=6.6 Hz), 1.51(3H, t, J=7.0 Hz),
1.71-1.82(2H, m), 2.26-2.32(1H, m), 2.66-2.73(2H, m), 3.95(2H, s), 4.
22(2H, q, J=7.0 Hz), 7.39(1H, d, J=8.1 Hz), 7.45(1H, d, J=8.1 Hz), 7.
51(1H, t, J=7.6 Hz), 7.60(1H, t, J=7.7 Hz), 7.83(1H, dd, J=8.1, 1.7 H
z), 7.93(1H, d, J=7.8 Hz), 8.51(2H, s), 8.56(1H, s).

[0327] Ehefl4 1 3— {2— {6— {[2—->/07OEIL—-1—- (B—IhF*
YEYIYVU-2—-4)) —6—FFYV—-4-TOEL-1, 6-TE RO
EYVIYVY—=5—4q4)I] XFI} EYYY—2—a)} 7=} —1, 2
, A—FFHITYV—I—-5 (4H) —F>DEE

[0328] [{k48]

[0329] T#E 1 : RUEEEMEHI4 ODIRIICBFBAVTFUraY) ROKRbYIC
von7aEiLaiLR=nonl) REEWTEREHF4 0DITRE3 EREKRICK
- EL, (Z) —2—{[6—(2=->7/7x=)) EYDY—-3-—
AN] AFI} =3 =2007aRVAHLRFHIRN—2—AFEVEXAF
U (XK : 58%) w571,

[0330] "H—NMR (CDC |5, 400MHz) & :
0.83-1.10(8H, m), 1.58-1,62(2H, m), 2.87-2.96(2H, m), 3.71(3H, s), 3.
76(2H, s), 7.49(1H, td, J=7.6, 1.3 Hz), 7.58(1H, dd, J=8.1, 2.1 Hz),



WO 2012/124311 110 PCT/JP2012/001709

7.65-7.72(2H, m), 7.77-7.86(2H, m), 8.61(1H, s), 12.15(1H, s).

[0331] T2 : BIBEEM 4 ODIRL4ICEITSZ (Z2) —2— {[6— (2—=v7F
7)) EYI =3 -] AFI} =3 —AYVTFSZIRK-2—-~
FEVBAFILORDYIC (Z2) —2— {[6— (2=>7/7x=)) E
)Y =3 —=4I)] XFII} =3 — (a7 vAILRFHIR) -2
—A~NFEVBAFILEBWTEREA4 ODIRL EAMRICKRD - LEL, 2
—{5—{[2-yvO7AEL—-1—-— (5—IhFIEYITV-2—4
V) —6—FFY—4—-7OFKIL—1, 6—kROEYIVY—-5—1qJL
1 XFILY EYVOY=2—=A)L} RYYZKNYJ) (IXFK: 58%) 287Kk,

[0332] "TH=NMR (CDC | ,, 400MHz) & :
0.80-0.87(2H, m), 0.96(3H, t, J=7.5 Hz), 1.08-1.14(1H, m), 1.21-1,25(
2H, m), 1.51(3H, t, J=7.0 Hz), 1.61-1.72(2H, m), 2.57-2.61(2H, m), 3.
94(2H, s), 4.22(2H, q, J=6.9 Hz), 7.47(1H, td, J=7.6, 1.1 Hz), 7.63-7
.69(2H, m), 7.74-7.82(3H, m), 8.54(2H, s), 8.68(1H, d, J=1.8 Hz).

[0333] T#3 : gikcEmH4 ODIESICHIFTE2— {6— {[1— (B—IT b
vEVIYV-2—q4)) —2—4V7OEL-6—-FFV-4-TOE)L
-1, 6=>bbrOBBYISY—-5—Aa)L] XFI} EYISV—-2—-9)}
RyYVZMILOKRDHLYIC2—- {6— {[2—->v07OEL—-1— (65—
IhFIEYIVV-2—-A)) —6—FFVY-4-TOEL-1, 6 -V
EROEYIOY—-5—A)L] XFI} EYVIV—2—A)} RV =NV
WERWTERGI4 0DTIES LAMKICKRIS - REL, 2— {6— {[2—
von7oEN—1— (5—IrFIEYIIV—-2—4)) —6—FFVY
—4—-7O0EL—-1, 6=k ROEBYIIY-5—4a)L] XFL} EYD
v—2—A)L} =N —EROFIRVIS/IFIRK RX: 67%) %5
7=

[0334] TH=NMR (CDC | 5, 400MHz) & :
0.79-0.88(2H, m), 0.94(3H, t, J=7.4 Hz), 1.06-1.15(1H, m), 1.19-1,26(
2H, m), 1.51(3H, t, J=7.1 Hz), 1.59-1,71(2H, m), 2.53-2.64(2H, m), 3.
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[0335]

[0336]

[0337]

[0338]

91(2H, s), 4.22(2H, q, J=7.0 Hz), 4.73(2H, s), 7.40(1H, td, J=7.3, 1.
6 Hz), 7.43(1H, d, J=7.6 Hz), 7.49(1H, td, J=7.6, 1.5 Hz), 7.55(1H, d
d, J=7.6, 1.0 Hz), 7.58(1H, dd, J=7.7, 0.9 Hz), 7.64(1H, dd, J=8.2, 2
.3 Hz), 8.54(2H, s), 8.59(1H, d, J=2.2 Hz).

T4 : BItERFI4 ODIR6ICHITH2— {5— {[1— (5—T h=F
vEVIYV-2—q4)) —2—4V7OEL-6—-FFV-4-TOE)L
-1, 6=>bbrOBBYISY—-5—Aa)L] XFI} EYISV—-2—-9)}

—N' —EROFIRVIIIFIRORDYIC2— {6— {[2->40O
J7OEL—-1— (6—IbFIEYIVV-2—-A9)V) —6—FFY—-4-—
JOElL—1, 6—=YEROEYIYY=5—A)L] AFIL} EYT V-2
—qJ} =N —EROFIRVISIFIRERAVTERERSLONDIEG
ERBRICKRM - WEL, 3— {2— {6— {[2—-y7O070OE/L—-1— (
BE—IbFIEYIVV-2—q)) —6—FFVY—-4-TOEIL-1, 6
—JebrOBYIOY-5—Aa)] XFI} EYSV—-2—-A)} 7T=Z)
} =1, 2, 4—FFHBITFY—)I—-5 (4H) —FVERBTELTI 7R
ELTR/E (IXFE: 94%) .

"TH—NMR (CDC |5, 400MHz) & :

0.81-0.89(1H, m), 0.97(3H, t, J=7.4 Hz), 1.06-1.15(1H, m), 1.21-1,27(
2H, m), 1.51(3H, t, J=7.0 Hz), 1.66-1,70(2H, m), 2.61(2H, t, J=7.4 Hz
), 3.94(2H, s), 4.22(2H, q, J=6.8 Hz), 7.39(1H, d, J=8.3 Hz), 7.45(1H
, d, J=7.6 Hz), 7.52(1H, t, J=7.6 Hz), 7.60(1H, t, J=7.2 Hz), 7.81(1H
, dd, J=7.9, 1.8 Hz), 7.94(1H, d, J=7.8 Hz), 8.54(2H, s), 8.55(1H, s)

Emf42 33— {2-{6—-{[1-(b—-ThFIEYIVV-2—4
V) —2—4qvyOEL—-6—FFY—-4—-RUF)—1, 6=k ROE
)XY —5—4q4)I] AFL} EYSVY—2—A)} 7L} —1, 2,
4—AFHYITJ—I—5 (4H) —FOHIE
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[1£49]
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[0339] T#21 : RIEEREM L ODIRI1ICEITZ3I —FFYAFHUVBAFILIOR
DYIL3 —FF VA IS VEBEAFINERWTERA4 ODIRET EAKICKR
- L, 2— {[6— (2=27/7x=)) EYYY—=3—aJL] X
FIt =3 —FFVFIVIVEEAFIL (INFE: 88%) &5,

[0340] "H—NMR (CDC | 5, 400MHz) & :
0.86(3H, t, J=6.9 Hz), 1.19-1,32(4H, m), 1.49-1,55(2H, m), 2.35-2.67(
2H, m), 3.20-3.26(2H, m), 3.73(3H, s), 3.84(1H, t, J=7.4 Hz), 7.50(1H
, td, J=7.6, 1.3 Hz), 7.64-7.73(3H, m), 7.77-7.85(2H, m), 8.61(1H, br
s).

[0341] T#22 : RUECEMEM4 ODTRR2ICHIFZ2— {[6— (2—-vF7/7z=
W) EYVIY=3—aL] AFIN} =3 —FFYAFHUVBAFILOKDY
i2—{[6—(2=>7/7x=)Lb) EYYY=3—4)L] XFJ)} =3
—FFVFIIVBEAFIVERWTERGI4 ODTRE2 ERARKRICKRE - NIE
L. (Z2) = 3—-73/-2—-{[6—(2=27/2x=)) EYIV—
S—=AIN] XFI} ZUVFTVEEXAFIL (NF: 82%) =HBHIROBER
MELTHBE, INEBRETZIERRIBICAVWE,

[0342] T3 : BIBEEM4 ODIRIICHITS (Z2) —3—-F73I/—2—- {[6
— (2=Y7/7xZ)W) EVIY=3—=4)L] AFI} AFEVBAFIL
ORHYIC (Z) —3—-7x/—-2—-{[6— (2—->7/27z=)) EY
D=3 =AII] AFII} FIVTUVBAFILERAWVWTERA4 O0ODIEI L
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FERRICRE L7z, RHEGA4O0DIRI EAKICHLEL, (Z) —2— { [
6— (2=>7/7x=Z)) EVIV=3—=4)L] XFII} =3 —A4YTF
SIR—2—FIFTVBAFILIEHERYNE LTHEL, ThEBRTIIIE
RORIRRICAWE,

[0343] T#E4 : RUEEEMEHI4 ODTIRR4ICHETS (Z2) —2—- {[6— (2—->7
J7xTZ)) BEUYDY=3—ANL] AFIV} =3 -4V TFIIR-2-~
FEVBAFILORDLYIC (Z) —2— {[6— (2=>F7 /7)) E
)T —=3—=AN] AFIN} =3 —AVTFIIN—2—FVFTVEXAFI
ERAWTEREF4O0ODIRES ERAKICRE -0EBL, 2— {5— {[1— (
B—IRFIEYIIYV-2—-AJ)) —2—4YTOEL-6—-FFY—4
—RVFI—=1, 6=-YerOEYITIV=5—1)L] XFI} EYI V-
2—AIL} RYYVZRMYIL (NE: 86%) 5157,

[0344] "TH—NMR (CDC | 5, 400MHz) & :
0.90(3H, t, J=6.8 Hz), 1.20(6H, d, J=6.8 Hz), 1.32-1.39(4H, m), 1.51(
3H, t, J=7.0 Hz), 1.65-1.75(2H, m), 2.24-2.33(1H, m), 2.65-2.71(2H, m
), 3.95(2H, s), 4.22(2H, q, J=7.0 Hz), 7.47(1H, td, J=7.6, 1.1 Hz), 7
.63-7.69(2H, m), 7.76-7.82(3H, m), 8.51(2H, s), 8.70(1H, d, J=1.5 Hz)

[0345] T#25 : RIEEMH 4 ODITRRLICHITZ2— {(5— {[1— (55— h=F
vEVIYV-2—q4)) —2—4q4Vv7OEL-6—FFV-4-TOEL
-1, 6=>bbrOBBYISY—-5—Aa)L] XFI} EYVISV—-2—-9)}
RyYyZMNJLORLYIZ2— {(56— {[1— (B—IbhFIEVIVY-
2—4J)) —2—4A4AVYTOEL—-6—FFY—4-RVUFIL—-1, 6Tk
FOEYIIY—-5—q)L] XFI} EYIV—2—q)L} RV ZMYL
HRAWTEREF4 ODITREL EAMKICKS - REBL, 2— {5— {[1— (
BE—IbFIEYIVV-2—-9)) —2—4VTOEL-6—-FFYV—4
—RVFI—=1, 6= brOEBY)ICY-5—q)L] XFI} EYVIV -
2—4J)} =N —EROFIRVILSIFIFN (INFK: 59%) =257,
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[0346]

[0347]

[0348]

[0349]

TH—NMR (CDC |5, 400MHz) & :
0.90(3H, t, J=7.0 Hz), 1.21(6H, t, J=12.2 Hz), 1.30-1.39(4H, m), 1.51
(3H, t, J=7.0 Hz), 1.65-1.74(2H, m), 2.25-2.32(1H, m), 2.68(2H, t, J=
7.6 Hz), 3.92(2H, s), 4.22(2H, q, J=7.0 Hz), 4.73(2H, br s), 7.40(1H,
td, J=7.6, 1.4 Hz), 7.43(1H, d, J=8.5 Hz), 7.49(1H, td, J=7.5, 1.3 H
z), 7.55(1H, dd, J=7.6, 1.2 Hz), 7.58(1H, dd, J=7.6, 1.2 Hz), 7.66(1H
, dd, J=8.2, 2.3 Hz), 8.51(2H, s), 8.59(1H, d, J=2.0 Hz).
T#E6 : giscRMEH4 ODIRR6ICHIFTH2— {(5— {[1— (b—T b+F
vEVIYV-2—q4)) —2—4V7OEL-6—-FFV-4-TOE)L
-1, 6=>bbrOBBYISY—-5—Aa)L] XFI} EYISV—-2—-9)}
—N —keROFIRVZISZIFIRrORDYIC2—- {5— {[1—- (65—
IMFVENVIVV-2—AJ)) —2—4AVTFOEL—-6—FFY—-4-—R
VFIL—1, 6= RAOEYIVY-5—-9)] AFI} EYIV—-2—
A} =N -k ROFIRVILIFTIREZAVTEEFNL4ODIEG &
BRICRES - WEBL, 3— {2—{6—{[1— (B—ZIhkFPEYZIDY
—2—q)) —2—4AVYTAEL—-6—FFY—-4—-RVFJI—-1, 6 -
ErROEYIDY-5—q4)L] AFII} EYSY—2—-4)} TV} —
1, 2, 4—#AFHT7Y—)I—-5 (4H) —F>O&E (IXFE: 99%)
=137,
TH—NMR (CDC |5, 400MHz) & :
0.90(3H, t, J=7.0 Hz), 1.20(6H, d, J=6.6 Hz), 1.31-1.42(4H, m), 1.51(
3H, t, J=7.1 Hz), 1.67-1.77(2H, m), 2.26-2.32(1H, m), 2.71(2H, t, J=7
.6 Hz), 3.95(2H, s), 4.22(2H, q, J=7.0 Hz), 7.41(1H, d, J=8.1 Hz), 7.
45(1H, dd, J=7.8, 1.2 Hz), 7.53(1H, td, J=7.7, 1.2 Hz), 7.61(1H, td,
J=7.6, 1.5 Hz), 7.84(1H, d, J=8.3 Hz), 7.97(1H, d, J=7.6 Hz), 8.51(2H
, s), 8.59(1H, s).
EHEH43 33— {2— {6— {[2—->s07OEL—-1—- (5—ITh*
YEYIYY=-2—-q)) —6—FFY—-4-RUF)J—-1, 6= RO
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EY)IYy—-5—-a4I] XFIIL} EYOSY—-2—a)L} 7=} —1, 2
, A—FXHTTY—)L—5 (4H) —FDEE

[0350] [{t50]

Y

N "N

N= O\/
1Y
O

o o
N

[0351] T 1 : gt EER[4 ODIREIICHIFTH AV TF)rOl) ROKHLYIC

[0352]

[0353]

vonr7aEiaiR=rsnl) ke, (Z) —3-73x/—-2—- {[6—
(2=>7/)7xZ0) EVIY=3=4)L] AFI} NFEVBEBAFILO
KbWiZ (Z2) - 3—-73x/-2—-{[6—-(2=-27/27x=)) EYY
V=3 —AN] AFN} FOTUVBAFINEAVWTEREHN4ODIREI &M
BICRIE L, REFI4 ODITRI EAKICHMLEL, (Z) —2— {[6
—(2=Y7/)7xZIW) EYVYSY=3—=q)] AFI} =3-=>2070
WRYANWVKRFHFIR-2—F 0T UVBAFILEZHERME L TEL, Ihx
BRI ERORIRBICAW,

T2 : pIREEEA4 ODTIRAILHIFD (Z2) —2— {[6— (2->7
7)) EUYDY=3—ANL] AFIV} =3 -4V TFIIR-2-~
FEVBAFILORDLYIC (Z) —2— {[6— (2=>F7/7xZ)) E
)V =3 —=4)] AFI} =3=O07ANRVANKRFHIN-2-F
DFVEBAFILERWTEEMNS ODITRAL EAKICKS - LEBL, 2— {
5—{[2=ys07O0EBL—1— (B—IhFYEYIIV-2—-1))
—B6—FFY—-—4-—RVYFII—1, 6= ROEYITVY=5—1)L] X
FIL} EYVDU—2—q)} Ry ZPMYJ) (IXFE: 64%) 227
TH—NMR (CDC |, 400MHz) & :
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0.81-0.91(5H, m), 1.07-1.14(1H, m), 1.21-1.26(2H, m), 1.29-1.36(4H, m
), 1.49-1.53(3H, m), 1.60-1.65(2H, m), 2.57-2.63(2H, m), 3.94(2H, s),
4.22(2H, q, J=7.1 Hz), 7.44-7.50(1H, m), 7.63-7.69(2H, m), 7.73-7.83
(3H, m), 8.54(2H, s), 8.69(1H, s).

[0354] T#23 : BIEEMEM 4 ODIFRESICHEITZ2— {5— {[1— (5—IbpF
vEVIYV-2—q4)) —2—4q4Vv7OEL-6—FFV-4-TOEL
-1, 6=>bbrOBBYISY—-5—Aa)L] XFI} EYVISV—-2—-9)}
RyYVZMILOKRDHLYIC2—- {6— {[2—->v07OEL—-1— (65—
IhFIVEYIVY-2—A)) —6—FFY—-4—-RVYF)—-1, 6 -V
EROEYIOY—-5—A)L] XFI} EYVIV—2—A)} RV =NV
WERWTERGA4 0ODIRL ERAKICKRIN - MEBL, 2— {6— {[2—
von7oEN—1— (5—IrFIEYITIV—-2—4)) —6—FFY
—4—RYFI—-1, 6=YEROEYIVY-5—-AL] XFIL} EYY
v—2—A)L} =N —EROFIRVIS/IFIRK RX: 70%) %5
7=

[0355] "TH—NMR (CDC | ,, 400MHz) & :
0.81-0.86(2H, m), 0.89(3H, t, J=6.8 Hz), 1.06-1.15(1H, m), 1.19-1,25(
2H, m), 1.28-1.35(4H, m), 1.51(3H, t, J=7.1 Hz), 1.58-1.65(2H, m), 2.
60(2H, t, J=7.9 Hz), 3.90(2H, s), 4.22(2H, q, J=7.0 Hz), 4.73(2H, br
s), 7.40(1H, td, J=7.5, 1.5 Hz), 7.43(1H, d, J=7.8 Hz), 7.49(1H, td,
J=7.6, 1.5 Hz), 7.55(1H, dd, J=7.6, 1.5 Hz), 7.58(1H, dd, J=7.9, 1.1
Hz), 7.64(1H, dd, J=8.1, 2.4 Hz), 8.54(2H, s), 8.58(1H, d, J=1.7 Hz).

[0356] T#4 : gsikcEmH4 0NIRE6ICHIFTE2— {6— {[1— (BE—ITbF
vEVIYV-2—q4)) —2—4q4Vv7OEL-6—FFV-4-TOEL
-1, 6=>bbrOBBYISY—-5—Aa)L] XFI} EYVISV—-2—-9)}
—N' —EROFIRVIIIFIRORDYIC2— {6— {[2->40O
JOEL—-1— (6—IbFIEYIVV-2—-9)) —6—FFY—-4-—
RYFI—1, 6=2bROEYVIVY-5—qJ] AFIL} EYDV-2
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—qJ} =N —EROFIRVISIFIRERAVTERERLONDIEG
ERBRICKRM - WEL, 3— {2— {6— {[2—-y7O070OE/L—-1— (
B-—IrFIEYIIV-2—q)) —6—FFY—-4-—-RVFIL—-1, 6
—JebrOBYIOY-5—Aa)] XFI} EYSV—-2—-A)} 7T=Z)
} =1, 2, 4—FFHBITFY—)I—-5 (4H) —FVERBTELTI 7R
ELTH/E IRFE: 91%) .

[0357] "TH—NMR (CDC | ,, 400MHz) & :
0.82-0.93(5H, m), 1.07-1.15(1H, m), 1.21-1.27(2H, m), 1.29-1.38(4H, m
), 1.51(3H, t, J=7.0 Hz), 1.59-1.70(2H, m), 2.62(2H, t, J=7.7 Hz), 3.
93(2H, s), 4.22(2H, q, J=7.0 Hz), 7.40(1H, d, J=7.8 Hz), 7.45(1H, d,
J=7.6 Hz), 7.53(1H, td, J=7.6, 1.2 Hz), 7.61(1H, td, J=7.7, 1.4 Hz),
7.81(1H, dd, J=7.9, 2.1 Hz), 7.96(1H, d, J=7.8 Hz), 8.54(2H, s), 8.57
(1H, s), 7.60(TH, t, J=7.2 Hz), 7.81(1H, dd, J=7.9, 1.8 Hz), 7.94(1H,
d, J=7.8 Hz), 8.54(2H, s), 8.55(1H, s).

[0358] £HEFI44 33— {2— {5— {[1— (B—IhFIEYIYV-2—4
V) —4—IF)L-2—qVySOEL-6—-—FFY—-1, 6= ROEY
TUV=5—A)] XFNL} EYYYV—-2—-4)} D)} —1, 2, 4
—ZFHITYV—IL—5 (4H) —F DEE

(03597 [{£51]
T Nf]/O\/
NZ N)%N
0

Yoo oA

[0360] T#A1 : FISERFILI ODTIRINICBITDEI—FFYAFHUEBAFILONR
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[0361]

[0362]

[0363]

[0364]

YIS —FFYRVEVEEAFINERWTERA4 ODIRET ERAKRICKR
S-MEBL, 2—- {[6— (2=YF7/7xZ)) BEYYY—=3—a)L] X
FILY =3 —FFYRVEYVEAFIV (IFE: 43%) &5k,
TH—NMR (CDC |, 400MHz) & :

1.05(3H, t, J=7 Hz), 2.44(1H, dq, J=22, 7 Hz), 2.66(1H, dq, J=22, 7 H
z), 3.24(2H, dd, J=7, 7 Hz), 3.73(3H, s), 3.84(1H, t, J=7 Hz), 7.50(1
H, dd, J=8, 1 Hz), 7.67-7.70(3H, m), 7.78(1H, d, J=8 Hz), 7.83(1H, d,
J=8 Hz), 8.60(1H, d, J=2 Hz).

T2 : RIECEMREF4ODTIR2ICEITE2— {[6— (2—-vF7 /7=
W) EYVIY=3—aL] AFIN} =3 —FFYAFHUVBAFILOKDY
ic2— {[6— (2=27/7zx=Z)L) EYIY—=3—a)I] AFIL} —3
—FFYRVIVBEAFIVERWTERGI4 ODTRE2 ERARICKRE - NIE
L. (Z) =3—=-732/-2—-{[6—-(2=Y7/)7x=Z)L) BYYv-—
S3=AII] XFI} RYFUBAFIVERERYME LTEL, IhaEid
5 ERRIFRICAWE,

T3 : RICEMREF4 ODTIRIICHEITS (Z2) —3—-73/—-2—- {[6
— (2=Y7/7xZ)W) EVIY=3—=4)L] AFI} AFEVBAFIL
ORHLYIC (Z) —3—-F73x/—-2—- {[6—(2=-27/7x=)) EY
=3 —=4I] AFIN} RUTFUBAFIVERWTERGI4 0DIREI &
AKICRIG LT, EiEfl4 ODTREI EEMKICELEL, (Z2) —2— {[
6— (2=>7/7x=Z)) EVIV=3—=4)L] XFII} =3 —A4YTF
TEIR—2-RUFUVBAFIL (2BBINE: 3. 3%) 2HERME LT

it
IS

]

TH—NMR (CDC | ;, 400MHz) & :

1.17(3H, t, J=7 Hz), 1.25(6H, d, J=7 Hz), 2.57(1H, sept, J=7 Hz), 3.0
(2H, q, J=7 Hz), 3.71(3H, s), 3.77(2H, s), 7.49(1H, dd, J=8, 1 Hz), 7
.60(1H, dd, J=8, 2 Hz), 7.70(2H, m), 7.79(1H, d, J=8 Hz), 7.83(1H, d,
J=8 Hz), 8.61(1H, d, J=2 Hz), 11.9(1H, s).
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[0365] T#24 : gicEMmAI4 ODTRRA4ICHITS (Z2) —2— {[6— (2= 7F

[0366]

[0367]

[0368]

7)) EYVIY=3—4N] AFIN} =3 —-AVTFSIK-—2—-~
FEUVBAFILORDYIC (Z2) —2—- {[6— (2=vF7/271=)) E
VIV =3—=AN] AFN} =3—AVYTFIIR-2-RYFVEXFI
ERAWTEREF4O0ODIRES ERAKICKRE - 0EBL, 2— {5— {[1— (
S5—IPFIEYIVV-2—9)) —4—-IFIL—-2—-41YSOEIL—-6
—FFV—1, 6= ROEYIIV-5—-A)L] XFIL} EYIV-=2
—MI} RV ZRYJ RE: 58%) %2587,
"TH~NMR (CDC |5, 400MHz) & :

1.20(6H, d, J=7 Hz), 1.25(3H, t, J=8 Hz), 1.52(3H, t, J=7 Hz), 2.29(1
H, sept, J=7 Hz), 2.72(2H, q, J=8 Hz), 4.0(2H, s), 4.21(2H, q, J=7 Hz
), 7.47(1H, dd, J=8, 1 Hz), 7.64-7.68(2H, m), 7.76-7.78(3H, m), 8.51(
2H, s), 8.70(1H, d, J=2 Hz).

THE5 : BIEEEHEAI4 ODTIRRSICHEITE2— {(5— {[1— (5—Th=*
vEYVIYV-2—q4)) —2—4V7OEL-6—FFY—-4-TOEL
—1, 6= ROEBYIZVY-56—q)L] AFIL} EYIV—-2—1)L}
NyYyZhMILORHLYIZ2— {6— {[1—- (B—IbFIEYIIY-
2—1AJ)) —4—IF)-2—4Y T OEL—-6—-FFY—-1, 6-VER
OEYIYY—=5—a4)] XFL} EYSUY—2—()L} RYYZRY )%
AWTERREF4ODIRES ERAKICRE - WEBL, 2— {5— {[1— (5
—IRFVEYIVV-2—-AI) —4—IFI—-2—q4YFOEIL—6—
ZFY—1, 6= RAOEYIVY=-5—-q4)] AFIL} BEYIVv—-2—
AL} =N —eROFIRVZILSIFIRN (AXR: 61%) 2557k,
"TH~NMR (CDC |5, 400MHz) & :

1.19(6H, d, J=7 Hz), 1.22(3H, t, J=8 Hz), 1.50(3H, t, J=7 Hz), 2.29(1
H, sept, J=7 Hz), 2.69(2H, q, J=8 Hz), 3.91(2H, s), 4.20(2H, q, J=7 H
z), 4.78(2H, br), 7.37-7.40(2H, m), 7.44-7.51(2H, m), 7.56(1H, dd, J=
8, 1 Hz), 7.63(1H, dd, J=8, 2 Hz), 8.50(2H, s), 8.57(1H, d, J=2 Hz).
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[0369]

[0370]

[0371]

[0372]

TFE6 : giscRMEH4 ODIRR6ICHIFTH2— {(5— {[1— (Bb—T hF
vEYVIYV-2—q4)) —2—4V7OEL-6—FFY—-4-TOEL
—1, 6=2bROEYIYY—-5—a)L] AFI} EYVIV—2—9)}

=N —EROFIRVISIIFIRORDYIC2— {5— {[1— (5—
IhFIEYIVV—-2—A)) —4—IFI—-2—44YFOEIL—6—F
FY—-1, 6=k RrRAEYIYY-5—-—9)L] AFI} EYVSV—-2—4A
IV} =N —eROFIRVYISIFINEAVTEEFAL4O0DTIRG EH
BRICKRIG - L, 3— {2— {6— {[1—- (B—IbFoEYIIY-
2—1AJ)) —4—IF)-2—4Y T OEL—-6—-FFY—-1, 6-VER
AEYIYY—5—a4)] xFL} EYSY—2—a)} 72z=)0} —1,

2, 4—AFxHIF7YV—I—5 (4H) —F> (NE: 56%) 2 RKELT
BT 7RELTHER,

"TH~NMR (CDC |5, 400MHz) & :

1.19(6H, d, J=7 Hz), 1.24(3H, t, J=8 Hz), 1.51(3H, t, J=7 Hz), 2.28(1
H, sept, J=7 Hz), 2.69(2H, o, J=8 Hz), 3.93(2H, s), 4.22(2H, q, J=7 H
z), 7.30(1H, d, J=8 Hz), 7.37-7.41(2H, m), 7.49(1H, dd, J=8, 1 Hz), 7
.67(1H, d, J=8 Hz), 7.77(1H, dd, J=8, 2 Hz), 8.39(1H, d, J=2 Hz), 8.5
1(2H, s).

EREM4IS5 33— {2— {5— {[2—v/O7aAEL—-1— (5—IhF*
YEYTYV-2—4)) —4—-IFIL—-6—-FFVY-—-1, 6—TLROK
VIOV —=6—A)] XFIL} EYIV=—2—-q4)} TJzZ)} —1, 2,

4—FFxHIF7V—)L—5 (4H) —F it



WO 2012/124311 121 PCT/JP2012/001709

[1£52]

[0373] T#E 1 : RUEEERMEHI4 ODIRIICBTFBAVTFUraY) ROoKbYIC
vop7oEiaR=wsnl) K&, (Z) —3-73x/-2—- {[6-
(2=>7/)7xZW) EVIY=3=4)L] AFI} NFEVBEAFILO
KbWiZ (Z2) - 3—-73x/-2—-{[6—-(2=-27/27x=)) EYY
Y=3—=4] AFI} RYTFUVBAFILEAWTERGF4O0ODIEI EH
BICRIE L, REFI4 ODITRI EAKICHMLEL, (Z) —2— {[6
—(2=Y7/)7xZIW) EYVYSY=3—=q)] AFI} =3-=>2070
INRAIRFHFIR-2-RUTFTUBAFIV (2BBEIE: 3. 7%) =Ml
e LTHEE,

[0374] "TH—NMR (CDC | 5, 400MHz) & :
0.85-0.90(2H, m), 1.05-1.08(3H, m), 1.16(3H, t, J=8 Hz), 2.98(2H, q,
J=8 Hz), 3.72(3H, s), 3.77(2H, s), 7.49(1H, dd, J=8, 1 Hz), 7.59(1H,
dd, J=8, 2 Hz), 7.66-7.72(2H, m), 7.79(1H, d, J=8 Hz), 7.83(IH, d, J=
8 Hz), 8.62(1H, d, J=2 Hz), 12.1(1H, s).

[0375] T#22 : RiEEHEF 4 ODTRAICHITSZ (Z2) —2— {[6— (2—7
7)) EUYDY=3—ANL] AFIV} =3 -4V TFIIR-2-~
FEVBAFILORDLYIC (Z) —2— {[6— (2=>F7 /7)) E
)V =3 —=A4)] AFN} =3—=2s07anVANLRFEFIR-2-R
VTFVBAFILERWTERAA4 ODIRRAL ERABRKICKE - BB L,
2—{5=-{[2=-y9O07O0EL—-1T— (BE—IbhFIEYIIV—-2-—
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[0376]

[0377]

[0378]

[0379]

AIV) —4—IFIL—6—-FFY—1, 6—-bROPYITY—-5—9)
1 XFILY EYVOY=2—=A)L} RYYZKNYI (XK : 13%) 287k,

TH—NMR (CDC |5, 400MHz) & :

0.82-0.88(2H, m), 1.08-1.15(1H, m), 1.18(3H, t, J = 8 Hz),1.23-1,28(2
H, m), 1.50(3H, t, J=7 Hz), 2.63(2H, q, J=8 Hz), 3.95(2H, s), 4.21(2H
, q, J=7 Hz), 7.44-7.48(1H, m), 7.64-7.66(2H, m), 7.76-7.78(3H, m), 8
.53(2H, s), 8.7(1H, d, J=2 Hz).

T3 : BIstERFI4 ODIRSICHEITE2— {5— {[1— (5—Th=F
vEVIYV-2—q4)) —2—4q4Vv7OEL-6—FFV-4-TOEL
-1, 6=>bbrOBBYISY—-5—Aa)L] XFI} EYVISV—-2—-9)}

RyYVZMILOKRDHLYIC2—- {6— {[2—->v07OEL—-1— (65—
IrFVEYIVY—2—A)) —4—IFI—-6—-FFY—-1, 6—k
FOEYIIY—-5—q)L] XFI} EYIV—2—q)L} RV ZMYL
HRAWTEREF4 ODIREL EAMKICKS - WEBL, 2— {5— {[2—->
so7oEL—-1— (5—ZhFIEYIIV-2—()) —4—-IF)—
6—FFY—-1, 6=k ROEEYVIVY—-5—aJ] XFII} EYIV—
2—4J)} =N —EROFIRVILSIFIFN (INFK: 52%) 2157

"TH—NMR (CDC |5, 400MHz) & :

0.82-0.88(2H, m), 1.04-1.12(1H, m), 1.15(3H, t, J=8 Hz), 1.22-1.28(2H
, m), 1.50(3H, t, J=7 Hz), 2.62(2H, q, J=8 Hz), 3.90(2H, s), 4.21(2H,
q, J=7 Hz), 4.76(2H, br), 7.38-7.40(2H, m), 7.47-7.51(2H, m), 7.57(1
H, d, J=8 Hz), 7.61(1H, d, J=8 Hz), 8.53(2H, s), 8.57(1H, s).

T4 : BItERFI4 ODIR6ICHITE2— {5— {[1— (5—T h=F
vEVIYV-2—q4)) —2—4q4Vv7OEL-6—FFV-4-TOEL
-1, 6=>bbrOBBYISY—-5—Aa)L] XFI} EYVISV—-2—-9)}

—N' —EROFIRVIIIFIRORDYIC2— {6— {[2->40O
JO0EL—-1— (6—IbFIEYIVV-2—-9)V) —4—IFIL—6—
FTFVY—1, 6= rROEEYIVY—-5—-94)L] XFL} EYVIV—-2—

1
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[0380]

[0381]

[0382]

A} =N —eROFIRVZISMIFINEZAVTEREHL4O0DIFREE &
ERICRS - REBL, 3— {2— {6— {[2—->Ys07OEL—-1— (5
—INFVEYIVV-2—A)N) —4—IFIL—-6-FFVY-1, 6=
ErROEYIOY—-5—AJL] XFI} EYVSVY—=-2—-14)} TJzZI)L} —
1, 2, 4—FFHYT7Y—)IL—5 (4H) —FVERBEBTENLTI7RE
LTHB7e RFE: 45%) ,
TH—NMR (CDC |, 400MHz) & :
0.82-0.90(2H, m), 1.08-1.11(1H, m), 1.18(3H, t, J=8 Hz),1.23-1.26(2H,
m), 1.51(3H, t, J=7 Hz), 2.63(2H, q, J=8 Hz), 3.91(2H, s), 4.21(2H,
9, J=7 Hz), 7.31(1H, d, J=8 Hz), 7.37-7.44(2H, m), 7.51(1H, dd, J=8,
2 Hz), 7.73(1H, d, J=8 Hz), 7.76(1H, dd, J=8, 2 Hz), 8.40(1H, d, J=2
Hz), 8.54(2H, s).
AERG 1 Y XFEHENEICS I Ty I Ty VITERER
AEBAOILEMOT v OAT I VIISA 1 SHREKICHT 2EHERIZ
VU FBHNEERERWTT Y IUAT Y Y VINL & 2 MEIEER IS
TORAE-RIGHRICIYER LA, BB, U4 F (New Zealand White : fff
H, 2. 4~3. Ok g) OWEBKREIR') >~ J1ZEAR%Krebs-Henseleitei®r (
R :118mM NaCl, 4, 7mM KC1l, 2. 55mM CaC
l,, 1. 18mM MgSO,, 1. 18mM KH,PO,, 24. 88m
M NaHCO,, 11. 1TmM D-glucose) THIELETY X AEICHRE
L. ERBELEMWOEET (1nmo |l /L~10umo |l /L) 7V
A7V VII (10nM) ERINERTZ, BEPIEYTI2ERE3 7T
ICIRBL. T2ABEHR (95% 0,, 5% CO,) TEMIIESTL
feo P9 FT I VIIRRRIGIE., BRICENOEBEETOT7VIFT
II (0. 1TuM) [C&BIUBICHT 2HENE (%) ICHBREL K,
DFER. REAICEEH L/LE®IE. 0. 1T uMDBETT VY4 TV
FAEEMABE L TWD I EAMBINL, RRLEEYWDO. 1 uMD
ATV VII (10nM) OBEEE (%) 22Xk 1ICKT. &

(4

\

4,

g

\'I

‘0

o\
f\\H

N

DTV

i
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THhHhbhdEDIC. AEPOLEEMIRBWNT VATV VIIERER%Z
BELTHBY., ZOEMERRETILIHIYVERKTH =, BB, A—F
HTOTFIIHNIVOTIFT I VILEMHEERIE85. 3% THo
7=

[0383] [&1]

0. 1 MORET

REFHE = OF »IPFFT s

II S EE %
1 100
2 50.8
12 100
13 100
14 58.3
15 78.3
16 72.9
17 52.1
21 70.3
22 59.5
23 75.2
28 86.5
29 96.3
40 68.3
41 89.9

[0384] FHERGI2 : PP AR v EMILIER

AEBPEEWOPPARYICHTZ2T7 IR MNEMEIE., 727VAIRYY
IOBHRMAERTHSZCOS THIRE (DST7—vNRAFXF 1A, K
fR) ZFAWE NS YR 720237 yEARICEYRAELRE, COS 7
REDIEEILS %D C O RETITL., BERICIET 0%DT U RERIME. 7L
SIVBRUNENEEZEE TS5 DMEMEHZ AW,

RHEANII—& LTE. BEROGEERTFTHSEGa | 4DDNAKBERESE
E. ENPPARY 2DV AHY NMaEBREZME LAF X Zk, BIL. Ga
| 4G ERFO1Hh514T7THFEBOT7I/BERCENPPARY2MD 182
MOS0 FEHDV7I/BEMELAEEDZAWE, £, LR—4%9—RY
#—& LT, 7OE—9—RIBICSEDG a | 4BHBEIINSENTVWSBR
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[0385]

SIS T —EERAW:, BBADTZSAINORNZVYRTTIYaY
EjetPE I (770> RR)EZAWERAERICLYITo R, BICB—HZ
ONEF—CEDORIMARI S —2RNEEEE L THWE,

HREADNS VRT3 0% HRIEESWERML7ZDME MiEh(
1%IEER)ICKEL, BIC1 6BEOEELITo . TOR, MIAER
FONY TS5 —EERRVPB-AZT7 b F—EEMZRE LT,

BB, ARBRTIRERILESDOARE - FMITIEIAFINANEKFS R (D
MSO) #F\., MBEADLEDEIEDMEMIEH (1 %IMESH) DD
MS ORENO. 1%ICMDELDICHELE, BiEbameLTRI IS
v/~ (ALEXIS Corporation, Switzerland) ZF\., A4 Y4 (3 —1
Oumo | /LYDILYT725—EFEME 10 0%, HRIEEWIERMBEDIL
0717 —EEEEORE LEBO&ERBRIELEY (1-30umo | /L)
DT I5—EEUISERE (%) 2EBH L, SERLEWD5 0%
HWREE (ECyo. 50% effect concentration)ldEstf@T 7O > A, S A
SHIEEFR/Sv 4 —< Ve r5. O (SAS institute Japan Co., BHZ) AW
TEH L,

DR, EREAICEELALEWIE. 3OUMDEBETPP ARy &S
EERZBE L TWB I EPHREIN, TNOHDEC; DIEEZR2ICIKT,
R2HE5HLMNDBEDIC. AEBADLLEMIERNLP PAR yEHLEREZSE
TEHIENHERINE, WIS, K2, WS DODDIEEMIFEC s DIEAD T
uMEKHETHY., TIIHLI LY EENLPPAR yERLEREZEL
TWh, Fo WL OADEEMICDOWT, OV T )Y Y ORAEMICH
TERNNARBRREMREDHEREAERIICTT, XK3INLhbNELIIC. &
FKPEOLAMIOLTYFIIvD20~6 9%DEAEEERLTEY, P
PARYICHTB+RAT I NMEAZET 2 ENERIN, RFIC,
EEHl4 0, 41, 42, 43DEMRITILIVILIVERRBEU LD 4
2~69%DEXEMEEZEL TV, B, B—RETOTLIHILIVD
PPAR yEMILERIZEC; DIEIX 1 ~5 uMTH o7, ., AV Y
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[0386]

[0387]

[0388]

AV DERAFEEICHTDEITILIHILY VOB EAENERE (% MAX
vs Rosiglitazone) (3 0~50%TH o7,

[%2]
wEBHES ECg (1 M)
6 1.36
15 3.61
17 3.12
18 3.39
19 1.50
20 0.85
21 0.45
22 1.55
23 0.78
24 1.46
25 0.82
26 0.38
27 0.67
32 2.74
40 0.40
41 0.56
42 0.65
43 .59
[5&R3]
% 16 I B 2 * MAX vs
- Rosiglitazone
40 69
41 65
42 B
43 42

DLEDERIY., ARBOCEMITENRT VY IF Ty VIIRBERER
ERRUCPPAR vEMCERZHER O EIMEINE, o T, £F
BRDILEMR O EFDREMICHFRINDEIE, 7V IFT7 VI VIIEPPA
Ry DES5Y KRS A SMEE. RS FE. KOEFES. K
BIRIEE., EMMHAMEBERES. BRE. BIRE(LE. REEERSR. 28
FRAE. FERBMSHE. 4 VR VIEMMEERE. Y FO—4X, X8R
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[0389]

Vw oy RO—5L, @1 VRY) VINEEDERBEDFHRT,/ XIEEERFD
BYRZE L TIHFEICERTESZENM b >,

ERLOF AR

AFEBEO—MHRR (1) TRINZ 7z EY IVFEFELLIEEDE
 XiFEFENSOBREMMIE, TYIATYOVIISAREERIEAREPPAR
yIEMEER S A HER OFRIEEMTHY . ARBITLUZFRLELEMRT
TNESE L TRIERERMEZIRHETZ2EDTH D, AFKBPOLEDII.
ToIFTUIVIIEPPARYyDEAST KRE. HIAIE. SMERE. K
By HOE. MMEREE. KERES., EOWREERES. BKRE,. Bk
FE(LIE. RAEMERE. 2 BIERMA. BIRFUESHE. 1 >R ) VIERRMER
B, v RO—LX, X9RYy ooy RO—4L, &1 YVRY) VIMEFDRK
BOFHRCG/ XISEFEFE LTERLBFRLEEZEROEMRD &Y., E
FEtoMATREEZELTWS,
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