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lica gel F254 (Merck. No.5715) #@ERL. WSV TRUNY VEY TTY
-T2/ —LEBREFAVTRE L, BE. BREETRAZZOE
FAW-,

[0027] =5EHI 1.

Ne-Zo O I-L-bJTrT7UoAFILITRATILDEE,

L-F) TR T7OAFILIRATIVIERE (5.0 g) Oy O0OKR/)LL (120 mb)
BRIC, KATRUIFAFTEY (14nl) Mz, BIZFHUILEE (1.6 mL
) EMATz. RUWT, DCC (4.9 g) DI/IEAFLY (B0 ml) BHREBF LI
o ERTUREMNERE &R, BEEZFIPBRETTEEL, 7LV ZMA
—BRAEEICEEBEL, FUIFILT7IVERIELNCILT7EAEL, B
DBAEEFRETTEELTEONLEBERKMEL VAT ILAZ LY AT
9574— BW-127ZH, y00FRIILL : A2/ —)L=19:1) THREL TKE
L& (1.5 g 28%) #ZHkME L TH.

[0028] =il 2.
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[0029]

[0030]

[0031]

Ne-[3-2-7E X T7zZ)) 7o) OAL]I-L-F YT R T7UAFILIR

TILDOHEE,

L-rYTRIT7OAFLIRATIVERE (7.3 g) OELEAFLY (180 m)

BEEIZ, OCTrYUTFATEY (48m) . -7 XV KB (7.1

g) RUWSC-HCl (6.6 g) Mz, BRTOBMMIEEL, RIGEEME

KL%, BHRELZEKRES ) VLTER L, BEEZRETTEE

LT/ on=BERKBELVATILASLIOT NS5 T7 40— (BW-127ZH,
200/RILL: AR/ —)L=100:1) THELT, XEILEY 8.9 g 76%
) EfERE LTH

=it 3.

Ne-[3-Q-7E b T7zZ)) 7o 0RAL]I-L-FYTRT7UAFILIR

TILDOEE,

L-b)TRID7UAFLIRATFIVIEEREE 3.08) . FUIFILTIY (2.0

m) | T rXIrAKER (2.9 g) . WSC-HCI (2.7 g) RUMBIEAFL

v B0 ml) M, EHEFl2 ERBICLTRBELSY 4.7 ¢ 9% %2ERE
BAE LTH-,

Ehtfl 4 .

Ne-[3-(4-7E X T7z))7o0AALI-L-FY TR TP AFILIR
TILOEE,

L-r) TR I7UAFIILTRATIVIERE B.0g) . FUIFILTIY (2.0
mb &7 rXI7AKEEE (2.9 g) . WSC-HCI (2.7 g) RUMBIEAFL

> B0 mL) M, EEF 2 ERBRICLTRBIEESY (4.5 g 93%) FHRY
ELTHEE,

Ehfl 5.

Ne-[3-(2-AB 7z W) 7o UOAN]I-L-bY TR I 7 UAFILIRT
IWDOEE,

L-F) TR TP UAFILIATIVIERE 5.0g) . FUIFILTIY (2.9

mb) . 2-TNFAB7a K (3.4 g . WSC-HCI (3.9 g) RUIBIEAFL Y
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[0032]

[0033]

[0034]

[0035]

(130 mL) Mo, il 2 ERBHICLTRELSY (7.1 g 99%) ZimiKY
ELTHERE=,

B 6 .

Ne-[3-@-o04 07z )L) 7o) OAIL]-L-b) TR I 7V AFILIRT
LOHE,

L-b ) TET7UAFIIRTIVIEERIE (40g) . FUZTFILTIY (2.3
mb) . 3=TNADTAKEEE (2.7 g) . WSC-HCI (3.2 g) RUMBILAFL Y
(100 mL) Mid, THEHI 2 ERBHRICLTRELESY (4.2 g 74% ZiHKY
& LTHT-,

EhEH 7 .

Ne-[3-(4-TAA DTz IV TFTOURAINI-L-F) T I 7O AFILIRT
ILWDEE,

L-FUTRIT7UAFALIATIIVERRE A 0g) . FYZTFILTIY (4.8
mL) | 4-TIA DT A KER (2.9 8)  WSC-HCI (3.3 g) RUMRIEAFL Y
(150 mL) Hio, EEHI 2 ERBRICLTREILLEY (4.3 g 74%) ZiHmikdY
& LTHET-,

EhEfl 8.

Ne-@B-J L7084 -L-r T rIT7UoAFILIRATILOELE,
l-FU TR 7AFILIRTIVIEEER (4.0g) . FUIFALTIY (4.8
mb) . 74 KRER (2.6 g) . WSC-HCI (3.3 g) BRUEI{LAFL > (150 mL)
Mo, B2 ERBRICUTREREY Q3.7 ¢ 67% Z@KMELTHEE:
EhEHl 9 .

Ne-[3-Q2-2 7/ 2z=)V) 7o AAN]I-L-b )T T7UAFILTATIL
DEIE,

L-FU TR 7 AFILTRTILIEEEIR (40g) . FUIFILTIY (2.6
mb) . 2->F7/ A KEE (3.3 g) . WSC-HCI (3.6 g) RUMEIEAFL Y (1
00 mL) M. EHEHI 2 L ERKICL TRELEY (5.8 g 99% #Fdmik& L
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(0036]

[0037]

(0038]

[0039]

THE-,

EiEH 1 0.

Ne-[3-Q2-b U TIABAFALIZIL T UBAILI-L-F) T T 724

FILIRATILORIE,

L-F) TR T7UOAFIITRATIVIERE 308 . RUIFILT7TIY (2.0

mL,) 2=k A QAFILTA KB (3.1 g) . WSC-HCI (2.7 g) RUME

EAFLY (80 mL) K, EMEH 2 ERBICLTERBEILLEY (3.4 g, 70%)
R E LTHE,

e 1 1.

Ne=[3-(2-X rF2 Tz )L) 7L )AANI-L-F) TR IZ7 U AFILITRT

ILDEE,

L-F)TET7AFILZATIVIERIE L40g) . FUZFILT7IY (4.8

mb) . 2-A X7 AKRER (3.1 g) . WSC-HCI (3.3 g) RUMEIEAFL >
(150 mL) A5, RHEFI2 ERFICL TREILESY (5.2 g 88%) ZiMRY
& LTHE-,

=i 1 2.

Ne-[3-(2-oBOT7z=)L) 7O VRAANI-L-FY T T 7 UAFILTRTIL
DEE,

L-F)TRIT7AFILIRATIIVIERE 3.0g) . RUIFILTIY (2.0

mb) . 2~y 00451 (2.6 g) . WSG-HGI (2.7 g) RUB{EAFL Y (8
0mb) Mo, EiEhl2 ERKRICLTREILLEY (4.5 g 99%) Zimik¥me L
TH=,

=Bl 1 3.

Ne-[3-Q2,6->oNAB7z=)L) 72 UAALI-L-b ) TR T7 o AFILT
ATILDEE,

L-F)TET7OAFILIATIVIERE 3.0g) . RUIFILT7TIY (2.0
mb) . 2,6-UT)LADOYTAKEE (2.6 g) . WSC-HCI (2.7 g) RUMBIEAF
LY (80 mL) m™5., EHEH 2 ERERICL TRELAEY (3.9 g 85%) #imik
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[0040]

[0041]

[0042]

[0043]

MmeE LTE-,

=il 1 4.

Ne-[3-(2,4-2T0ART7z=)L) 7O ) AAL]I-L-FYT LT 7 AFILT
ATILDOEE,

L-r) T T 7UAFILTRATIVIERSE B.0g) . FUIFILTIY (2.0
mb) . 2,4-CoINA0rAEEE (2.6 g) . WSC-HCI (2.7 g) RUEIEAF
LY (80 mL) A, EMEH 2 LRABKICLTRBELLEY (4.5 g 99%) Zihik
MmeE LTE-,

=1 5.

Ne-[3-(2,5- o040 7z=)L) 72 )AAIL]I-L-FYT LT 7 AFILT
ATILDOEE,

L-r) T T 7UAFILTRATIVIERSE B.0g) . FUIFILTIY (2.0
mb) . 2,5-U7INA0rAEEE (2.6 g) . WSC-HCI (2.7 g) RUBIEAF
L> (80 mL) A, EMEF 2 LRABKIZLTRBELLEY (4.1 g 90% Zihik
MmeE LTE-,

=1 6.

Ne—{3-[3,5-EX(FYTILABAFIL) 7z T72)BAALI-L-F) Tk
T7UAFIILTRATILOEE,

L-r) T T 7UAFILTRATIVIERSE B.0g) . FUIFILTIY (2.0
mb) . 3,5-EX (MU ZILAOAFI) 74 EE (4.0 g) . WSC - HCI (2.7
g) RUOMEILAF LY (80 mL) A, EEH 2 LRAKRICTL TREILLEY (2.6
g, 64%) Z=HERE L THI-

el 1 7.

Ne-[3-(4-Tx/F>T7z=)L) 7O )AAIL]I-L-FYT R IT7UAFILIR
TILDOHEE,

L-r) T T 7UAFILTRATIVIERSE B.0g) . FUIFILTIY (2.0
m) . 4T/ XK (3.4 g) , WSC-HCI (2.7 g 14.1 mmol) RU
BIEAF LY (80 ml) M, EMfEFI 2 EFBICLTRBELLAY (4.9 g 94%
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[0044]

[0045]

[0046]

[0047]

[0048]

) TiHRMmE LTHER,

EhEfl 1 8.

Ne-( ROV ITZU-2-AILARZ)-L- b U TR I 7 U AFILIRTILOEE,
L-c)T T 7UAFILTRTIVIEERIE 4.0g) . FUIFILTEIY (2.2
m) . ARV IT52-2-A)LARE (3.1 g) . WSC-HCI (3.6 g) RUIEIE A
FL2 (100 mL) A, EhEH2 &EEHRICL THRELEY (5.6 g 98%) %
ke L THI=,

=Bl 1 9.

Ne— (DY o-3-BINARZI)-L-FUT I 7 O AFILIRTILDOEIE,
L-c)T T 7UAFILTRTIVIERRE B.0g) . FUIFILTIY (2.0
mb) . 2 -3-hILARUEE (2.7 g) . WSC-HCl (2.7 g) RUBIEAFL
v (80 mL) M., EEHI2 EEERICLTRELED (2.0 g 43% ZFiHKY
& LTHET-,

EhEfl2 0.

=AFI-L-R Y TR IT7 O AFIILTRTILIEERIED RIE,

AR J—)L (150 mL) 1ZEIEFA =)L (16.7 mL) %0 CTHT LIz, 1-4
FIL-L-bJTrT7> (10.0 g) ERBTMA Tz, TOEF208FMMZEE
=%, ORFEIMBER L1z, BEEZRETTEELTHEONIBREIZCIFI
IT—TLEMAZ. B L-HBRZEZAWML CKRELEY (10.7 g 8% ##Hi-
=il 2 1.

Ne-[3-Q2-7ZE X7z )L) 7o) AALI-1-AFI-L-F) T TP 4
FILTATILORE,

EiEfl2 0 THELNT-ILEMW B0 . PUIFILTEY (1.7TW) [ 27
thFIr BB (258 . WSC-HCl (2.4 g) RUMEIEAFL Y (80 mL)
Mo, RS 2 LEKRICLTREILESY 3.9 g 83% ZHmikME LTHIZ

[¢]

EEfl2 2.
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[0049]

(00501

[0051]

[0052]

Ne-[3-Q2-T0AR 7)) 7o )AALI-1-AFI-L-b Y TR TP AF
IWIXRTILDOHEE,

XEhl20TcH/oN-LEY 40g) . FUIFALTEY 2.3 m) | 2-2
WADSA EEE (2.7 g) . WSC-HCI (3.1 g) RUMEIEAFL > (100 mL)
Mo, EEH 2 LREKICLTRBELEESY Q.1 g 54%) #HKkMELTEE
Xl 2 3.

Ne-[3-U-TUAB Tz FHOUAALI-1-AFI-L- YT R T 7 AF
IWIRTILDOREE,

Xkfl20oTcHELNEEY 208 . FUTFLAFTIY (11 0) | 4-7
WA O A KBS (1.4 g) . WSC-HCI (1.6 g) RUEIEAFL > (80 mL) M
o, EiEfl 2 ERBRICLTRELLEY (2.7 g, 94% ZimKME L TE,
EEF 2 4.
Ne-[3-Q2,6-2TNA BTz L) THYOALI-1-AFIL-L-LYTrT7 Y
AFLIRATILOEE,

Xkl 2 0 THoNTLEY (1.4e) . PUITFALFTIY (0.72m) { 2,6
~OIJNA R A KEE (1.0 g) . WSC-HCI (1.0 g) RUEBIEAFL Y (50 m
L) ™5, Eiaffl 2 LEBICLTRELED (1.1 g, 51%) ZidmRkPeE LTHE
f=o

EEf 2 5.
Ne-[3-(Q2,4-ooNAB 7z L) ToJAAILI-1-AFII-L-t YT o772
AFILTATILOEE,

Xkfl2 0 TcHoN-EEY (1.0 . FUZFAFTIY (0.54m) ( 2,4
-UTIA 0T A BB (0.72 g) . WSC - HCl (0.75 g) BRUMEILAFL Y (40
mb) A5, EHEH 2 ERRICUTRELSY (0.73 g 49% FdmRipe L
THE=,

Eiehl2 6.

Ne-[3-(Q2, - o040 7z2)L) THIVBAN]I-1-AFII-L-b) T T 7 2
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[0053]

[0054]

(0055]

AFIITRATILDOEIE,

EfEf 20 THELONEEY (20 . FYTFATEIY (11wl | 2,5-
CINAOrAERE (1.5 g) . WSC-HCI (1.6 g) RUMEIEAFL > (80 mL
) v, Eiffl2 ERRICLTRELLSY (2.9 5 98%) ZmRe LTHE
T=o

EhEfl 2 7.
1=AFNNe-[3-4-Tz/ F2oxz)L) 72 0AANI-L-t Y TR T 74
FILZRTILDEIE,

EiEfl2oTcHELNILEY (1.0 . FPUIFATID (0.54 mb) | 4-
2/ X5 4KEE (0.94 g) . WSC-HCI (0.75 g) RUMEIEAFL > (40
mL) M5, EFEH 2 L ERRICL TERELLEY (0.93 g 55%) ZEKMELT
B/

EhEfH 2 8.
Ne—tert-J FX S ANRIII-T1-RILIN-L-FY TR I7UAFILIRATIL
DELE,

EEEH VDL (6.2 g) DDNF (50 mL) BEBKIT, No-tert-T FF T HhLR=
IW-1-RILZN-L-FU T rT7> (10.0 g) DODNF (70 mL) Bi&#%#0 CTi#
FL. ZETIEHEMNZEE, RWVT, I—FA4 2 (2.8 mL) DODMF (25
mb) BREOCTHT L, BRTRAMNEEE . RIGESHEKKFIZFE
Trd, BRI FIILTHEL-, ARELZEKREBS M JLTERLE
 BEERETTEEL TR ONEREBEZ VDL IS LA LTS
4 — (BW-127ZH, n-~FH>  BEBBITF/L=7:3) THE L TEELEY O
0 g 86%) Z#H&EELTHER.

=il 2 9.

R I-L-R U TR I 7 OAFILIRATIIVIERSIEOHE,

EWEH 2 8 THONI-1LAEY (8.9 g 25.7 mmol) DIFILAFL Y (200 mL
) BRIT. 4 mol /LIBIE KRR —VAFHYY (19nl) #FETHTLT., 20
FFISHENZEE-, MHLEHEREAML, PTFLI—-—TFTILTHREL
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[0056]

[0057]

[0058]

[0059]

(0060]

TRBELEY (1.2 g 99%) %B/f-

=63 0.

Ne-[3-Q2-I A B T7z=)L) 7Y URALI-A-FRLZ-L-F) TR T7 24
FILTRATILDEIE,

EiEpl 2 9o THELNIELEY 4 0g . RUTFILFTIY (2.2 m) | 2-7
WA OT A KB (2.6 g) . WSC-HCI (3.0 g) RUMEIEAFL > (100 mL)

Mo, EiEfl 2 ERIKICLTRBILEY (4.8 g 86%) ZHRKME L TEE:
=3 1.

Ne-[3-(2-T ATz )Ly 7o U BAL]-D- YT RI7UAFILIRT
ILDHEE,

D-FUThT7UAFITATIVIERRE (258 . PUIFILTIY (1.6
mb) . 2-T)A 04T AKEE (2.0 g) . WSC-HCI (2.3 g) RUMBIEAFL Y
(80 mL) M5, EEHI2 ERARIC L TREILEY (3.1 g 86% ZEHKkM&

TH=.
il 3 2.
N-tert- b XL ALNRZIL-O0-AFII-L-FOLUAFILIRTILOHE,
N-tert-F tX 2 hURZI-L-FOy (50.0g) . I—FAZ2> (28 mL)

. REEHYDL (62.0 g) RUDMF (500 mL) M5, EiEHi2 8 ERBRIZLT
KRELEW (50.7 g 92%) Zimk¥E LTHI

SEEBI 3 3.

0-AFI-L-FRASUAFII TR TILIEERIEDE &

Xl 3 2 THLNTALEY (50.6 g) . 4 mol/LIBILKF—DFFH> (12
Iml) RUMEEAF LY (400 mL) M5, EiEH 2 9 LEHKRICL TRBEILLS
¥ (33.7 g, 84%) ##E&RELTHE-,

EhiEfl 3 4.

N-Z2)BAI-0-AFII-L-FOLUAFILZATILORE,

EHIS 3 THELNILEY B.3 g . FTHYINILE (1.1 m) . DCC (3.4 g
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(0061]

[0062]

[0063]

[0064]

) o FUIFATEY (9.5m, 68.2 mmol) RU OARIILL (140 mL) A
o, NG 1 ERMRICL TRBEILLEY (2.1 g 58% ##&E L THE,
EiEfI3 5.

N-[3-2-7E X2 T7xz)L) 72 )M IL]-0-AFI-L-FOL U AFIT
ATILDOEE,

RiEfl3 3THRLONILEY B0 . FUIFLFTEY 5.4m) . 2-7
XA KEER (8.1 g) . WSC-HCI (7.5 g) RUEIEAFL > (200 mL
) Ao, EiEfl 2 ERRICLTREILEY (8.8 g 68%) ##EHELTHEI
513 6.

N-B~-C-7ErXT7zZ)I) 7o AANL]I-0-AFII-L-FOLUAFILT
ATILOEE,

Xiefl3 3T/RONLEY 2.08) . FYIFILTIY (1.4m) | 3-7
XU/ REE (220 g) . WSC-HCI (1.9 g) RUMEILAFL > (60 mL)
Mo, RiEHI2 ERABRICLTRBEILEY Q.1 g 96%) Zmik¥e LTHIE
EHEHIS 7.

N-[3~-4-7ErX2TzZ) T2 )AAN]I0-AFII-L-FOLUAFILT
ATILDEE,

KBl 3 3 TR/RLOoNIELEY 208 . FUIFILFTEY (1.4m) | 4-7
XA RE (2.0 g) . WSC-HCI (1.9 g) RUMEIEAFL > (60 mL)
Mo, EiEH 2 ERRICLTREILEY (2.6 g, 19%) #E#H&ELTHER.
a3 8.

N-[3~-Z-TNABRTz=)L) 7o) AAIL]-0-AFI)L-L-FALVAFILTR
TILOREE,

XiE#l3 3THLONT-LEY 4.8 . FJITFILTETY B3 m) . 2-7
WA O A KB (3.9 g) . WSC- HCI (4.5 g) BRUME{EAF LY (150 mL)
Mo, RiEH 2 ERAKRICLTRBILEY (6.0 g, 86%) Z#H&EELTH .
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[0065]

[0066]

[0067]

[0068]

[0069]

K5l 3 9.

N-[3-C-T.407zz) 7o )AL NL]I0-AFIIL-L-FOLUAFILTR
TILOHEE,

RiEfl3 3 TEHEoNIELEY 208 . RUIFLFTEY (1.4m) | 3-7
NAOTA ke (1.6 g) . WSG-HCI (1.9 g) RUEBI{EAFL Y (60 mL) M
5. EEH 2 ERKRICLTRBEILEY (2.9 & 9% ZilR¥E LTH-.
EhEfI4 0.

N-[3-(4-T4RT7z)L)7H ) BAL]-0-AFIL-L-FALUAFILIR
TILOHIE,

KB 3 3 THLONIZEEY (2.5 . FUIFILFTETY QB 1m) | 4-7
WAoo 4 ke (1.9 g) . WSC-HCI (2.1 g) RUMEIEAFL > (100 mL)
Mo, EHEH 2 ERARICLTRELLSY (2.5 g 69%) #FEREERELT
B/,

EMEH4 1.
0-AFIL-N-B-Tz=UNT7HBAI)-L-FOLUAFILIATILOEE,
RiEHl3 3 THLoNIILEY 2.5g) . FUIFLTEY @1 m) . 4
g (1.7 g) . WSC-HCl (2.1 g) RUME{EAFL Y (100 mL) A5, Eif
fl2 EERICLUTRBIEAS (1.0 g, 29% Z=HikME LTHE-,
EmEfl 4 2.

N-[3-Q2-2F/ 2z L) 72 BAIL]-0-AFIN--FOL U AFILTAT
ILDEE,

Xikfl3 3 T/HLoNLEY 2.5 . PUIFALTEY (170 | 2-0
T/ AR (2.1 g) . WSC-HCI (2.3 g) RUEIEAFLY (0 mL) M
. BiEefl 2 ERRICLTREILEY (3.2 g 86%) #F#ESEELTHE,
Efhtfl 4 3.

0=-AFIL-N-[3-2-b Y TNADAFLTzZIV) T YDA LI-L-FOD Y
AFILTRATIDEE,

X6l 3 3 THLoNILEYW 258 . FUIFLFTEY (1.7 1) . 2-F
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[0070]

[0071]

[0072]

[0073]

LA BAFIVrA KB (2.6 g) . WSC-HGI (2.3 g) RUMBIEAFL >V
(70 mL) A5, EMEHF 2 ERARICLTREILLED 4.1 g 99%) ZFEREE
KeELTHT-,

EhEGl4 4.

N-[3-(2-A XS0z Z)L) 7O )AAIL]-0-AFIIL-L-FALAFILTR
TILDOHEE,

Xl 3 3THLONT-LEH 2.5 . FUIFILTEY @G 1m) | 2-4
A BEEE (2.0 g) o WSC-HCI (2.1 g) RUMEIEAFL > (100 mL)
Mo, EEG 2 ERAKRICLTREILLEY (2.8 g, 76%) ZESKEEKRELT
B/,

£l 4 5.

N-[3-2-2007z=)L) 72 URANL]I-0-AFIIL-L-FAOLUAFILIRT
ILDHEE,

X3 3THLoNLEY 2.5 . FUIFALTEY (1.7 M) | 2-
o044 KEg (2.2 g) . WSC-HCI (2.3 g) RUEIEAFL Y (70 mL) A5
. EiEfl 2 EERICLTRELLED (2.9 g 76% F#ESELTHE.
EiEfl 4 6.

N-[3-(2,6- 2.8 7xz2)L) 72 ) AAIL]-0-AFIL-L-FOL D AFIL
IRATILDOEE,

EiE#l3 3THLON=ILEY (2.5 . FUITFILTEY (1.7 M) | 2,6-
DONAOTAEEE (2.2 g) . WSC-HCI (2.3 g) RUME{EAFL > (70 mL
) o, M2 ERRICLTREILEY 3.1 g 82%) ##EMmELTHEL:
ErEGl4 7.

N-[3-(2,4-2.4a07x2)L) 72 ) AAIL]-0-AFIL-L-FOL D AFIL
IRATILDOEE,

Xl 3 3THLONTLEY 2.5 . FUIFILFTEY (1.7 M) | 2,4-
DONAOTAEEE (2.2 g) . WSC-HCI (2.3 g) RUME{EAFL > (70 mL
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[0074]

(0075]

[0076]

(0077]

) BhE. EEHI 2 LRBICLTREILLEY 3.0 g 80% %E#E&EELTE:
=Gl 4 8.

N-[3-(2,5-C 2407 x=)L) 7o) AANLI-0-AFI-L-FOIUAFIL
IRATILDEE,

Effi3 3THOoNILEY 258 . FUTFALFTETY (1.7 m) | 2,5-
DoAY A KRB (2.2 g) . WSC-HCI (2.3 g) RUEIEAFL > (70 mL
) M, EfEHI2 ERRICLTREILLSY (2.8 g 74%) ##&EELTHE
EiEBl4 9.

N-{3-[3,5-ER(FYTNARQAFIL) T ZL]T Y )B4 LI -0 4 F)L-L-
FOLUAFILIXTILOEE,

EiEHl 3 3 TR/RoNIIEEY 258 . FUZFALFTEY (1.7 m) | 3,5-
EX (MJZILAO*AFIL) 74 KB (3.5 g) . WSC-HCI (2.3 g) RUIE
EAFL2 (0 mL) Mo, EifEf 2 EERRICLTERELEY (3.4 g 70%
kM E L TR,

=Bl 5 0.

0-AFIL-N-[3-4-Tz/F2T7xzZ)V) 70 AAN]-L-FOLUAFILT
ATILDEE,

Xkl 3 3 THoNLEY 2.58) . FUZTFALTEY (1.7Tm) | 47
T/ XA REE (2.9 g) . WSC-HCI (2.3 g) RUMEIEAFL > (70 mb)
Mo, EHEG 2 ERRICLTERBELLEY 3.3 g 74%) E#H&ELTHER.
EHEHIS 1.

N-(RUVTZo-2-ANLERZI)-0-AFIL-L-FOL U AFIILTRATIILOE
Eifl3 3THLON-LEY 2.5 . FIIFATEY (1.7m) ( RN
VIS-2-AIKRUEE (2.0 g) . WSC-HCI (2.3 g) RUEBIEAFL Y (70
mL) A5, EiEH 2 LERICLTRELLED (3.4 g 6% FHKMELT
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[0078]

[0079]

[0080]

[0081]

[0082]

B/,

£ 5 2.

N-(Z 1) o-3-AIRZJL)-0=-AFII-L-FOLUAFILIRATILOEIE,
X3 3THLoNLEY 2.5 . FUIFALTEY (170 | U7
1y 2-3-hILARUEE (2.3 g) . WSC-HCI (2.3 g) RUEIEAFL Y (70 mL
) 5, EiEF 2 ERRICLTREILEY (2.8 g T1%) ##EMAEELTHE:
EhEfl 5 3.

N-[3-2-TL4AB87z=)L) 7Y YAAILI-L-O4 LU AFIILIXATILOEE
L-O4 U AFILTATILIEESE 3.0g) . FUITFLFTIY (2.5m) |
2-7)LA045 (KB (3.0 g) . WSC-HCI (3.5 g) RUME{AFL Y (100 m
L) ™5, M2 & EBRICLTRBEILEY (4.3 g, 8% #HERELTHI:
£ 5 4.

N-[3-2-TLAB87z=)L) 72 YAAILI-L-E ) D AFILIXTILO&E,
L) AFILTRATIVIEEIE 2.5¢g) . FUIFILTEY (2.4 m) | 2-
ZIA O A KEE (2.8 g) . WSC-HCI (3.2 g) RUEIEAFL > (100 mL
) 5, EiEF 2 ERRICLTREILEY (4.2 g 98%) ZHEKMELTHE
T=o

EhEfl5 5.

N-[3-2-T0ABT7z=)L) 7O )AAIII-L-AFAZUAFIILIRTILOH
&,

L-AFAZUAFILIRATIIERE 25¢g . RUIZFILTEY (2.1 ml)
2= AOr A KEE (2.5 g) , WSC - HCI (2.9 g, 15.0 mmol) R UE{L A
FL2 (80 mL) M, EiEHl 2 EREBRICLTERELREY (3.7 g 9% %M
Kié LTHI

Ehtfl5 6.
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[0083]

[0084]

[0085]

N-[B-Q2-INAB 7z 7oA N-L-TNI S VBEDIFILIATIL
DEIE,

L-FWASUBUIFILIRATIL 40g) . FUTFLFZIY (5.2 ml) |
2-)0WLFA0YS A KEE (3.1 g) . WSC-HCl (3.5 g) RUMEIEAFL Y (150 m
L) 5. EKHEfl 2 LEKICLTRELLEY 4.0 g 68%) ZFRKBEEKREL
THT-,

EhEhI5 7.

Ne-[3-(2-ZAB T z=)L) 7o )AAIL]-N-tert-T b X HINHRZ)L-L-
FTILZFUOAFILIATILOEE,

Ne-tert-TJ b2 ADILRZI-L-F I =ZF o AFILTRTI)LIEFEE (5.0 g)
hUIZFLTEY @Q0m) | 2-7LFA O KEE (3.1 g) , WSC - HCI (
4.1 g) RUEBIEAFLY (100 mL) M5, EHEH 2 &EHRICL TRELED
(6.9 g, 99%) ZimkME LTHT=-,

EHEHIS 8.

Ne-[3-(2-TADTz=)L) 7o UBAI)L]-Ne—tert-T b XL HILARZ)L-L-
JOUAFILTATILOHE,

No-tert-T b F P AINRZI-L- DU AFI TR TIVIEEE (100 8) . b+
JIFILT7EY B.6m) ( 2-70A07 1K (6.7 g . WSC-HCI (7.7
g) ROMEILAF LY (200 mL) A5, EiEH 2 &ERICL TERELLED (10
28 T4 E#HERELTHER,

EiEfl5 9.

Ne-[3-2-TABT7z=)L) 72 UAAIL]I-N-(2,2,4,6, T-RUBAFILY
ERARD YIS U-5-RILRIN)-L-FILFZUAFILIZATILOEE,
No=(2,2,4,6, T-RUBAFITE RORYY TS5 0-5-Z )Lk L) -L-FILE
ZUAFILIRATIVIEEE 5.0 g) . FUITFATEL (1.8 m) L 2-TL
AOAKEE (2.1 ) . WSC-HCl (2.4 g) RUME{LAF LY (150 mL) M
B, EEGI2 ERRICULTEREILLESY (6.1 g 99%) ZERBEEERELTHE
f=o



WO 2010/032771 29 PCT/JP2009/066217

(0086]

(0087]

[0088]

[0089]

[0090]

1516 0.
Ne-Z2UBRAI-L-bUT+T7oF RUDLIE [EEW1] ORE,
EiEBl 1 THoN-IEEY (1.0 g 3.7 mmol) HAR/—/L (50 mL) B&
(2. 1 mol /LIKERAEF b U LKBR (5.6 ML) #FRTHMATz, FDEF2
RN EEE %, BEEZRETCTEELTEONIEEICIKEMRZ, R
AFLUEEE;- LI R VEBBE—X (2.8 mmol/g) (2.0 g) TpH%E
WHAZ Lz, E—XZIYRT7I4INF—THEL=%E. PBREBETT
BELTHHL-BRESIFALI—TILTAMLTERELLEY (0.9 g, 87

% &I,

EMEHI6 1.

Ne-[3-(2-E FRZL Tz L) 7o )AANLI-L-bU TR T7oF YDA
IE eem2] oasE,

EEfl 2 THRONTIALEY (5.0 g) . 1 mol/LAKEGIET b U DLKER (37
mL) RU A%/ —JL (300 mL) H i, EiEHI6 O ERIKICLTRELED (4
3 g 94%) EFEMELTHI.

EiEBI6 2.

Ne-[3-@-E FOXL D)V THIVRANI-L-FJ T T 7oF )DL
15 [lbame] o,

RiEFI 3 THRONZILE® (4.7 2 . 1 mol/LKEEIESF b 1) T LKEBER (35
mb) RUA%/—JL (300 mL) A5, EMHEHI6 0 ERIKICLTRELEY (2
.8 g 65%) EHEMEL TR,

EHEBI 6 3.
Ne-[3-(4-EFBXFSTzZJL) TV UAAILI-L-FYTT7oF )DL
18 (ta®m7] Ol

EiEfl 4 THRLONTILE® (4.5 g) . 1 mol/LKERIESF b D LKER (33
mL) RU A&/ —)L (300 mL) Ao, EMEH6 0 EREKICLTRELLED G
T g 90% ZE#H&EELTR.

£ 6 4.
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[0091]

[0092]

[0093]

[0094]

Ne-[3-Q2-T)ABT7z)L) 7o )aA4)L]-L-r) T T7> [EEWMI]
DHIE,

EiEfl s THon-LEYM (7.1 g OA%R/—)L (290 mL) F&IZ. 1 mol/
LAKERIEF b U LKBR (29 mL) Z=ETHEF LIz, ZOFERF2IFEMNE
BE-%, BEZHEETCTERLTRONIRBIIKEMA -, HFIEHMTH
MICLTHHEL-RRESIMLT, RELEYW G.4¢ 1% %/
£ 6 5.

Ne-[3-@-Z/A0 Tz L) 7o UOAL]-L-tU T T7oF U LE
[ltEM4] DEIE,

EmBl 6 THRoNELEW (4.2 g) . 1 mol/LKE&IEF b Uy Lokidik (17
mL) RUA%Z/—)L (170 mL) A5, EHEHI6 0 LEHRICL TRELED 3
.1 g 86% ZFMEEKELTHE-.

Etfl 6 6.

Ne-[3-(4-ZA DO Tz )L) 7o UOAL]-L-tU T T7oF U LE
[e&#5] D&E,

EMBl 7 THRoNTEEW (3.0 g) . 1 mol/LKE&IEF by LKiEHR (35
mL) RUA%Z/—)L (150 mL) A5, EMEHI6 0 LEHRICL TRELED 3
.0 g 98%) ZE#H&MELTH .

EmBI6 7.
Ne-B-Zxz=)L7o)aq4))-L-r )T bT7oF b LE [{EEHS]
DHIE,

EmBl8 THoNTALEM (3.7 g) . 1 mol/LKEEIEF by LKiER (32
mL) RUA%Z/—)L (150 mL) A5, EMEHI6 0 LEHRICL TRELED 3
.1 g 98%) ZE#H&ELTH R,

=i 6 8.

Ne-[3-(2-2F7/ 2z )L) 7O VBEAIN]I-L-FUTbT7oF MU LE [
t&mol DEE,

EMBIO THRLoNTLEY (5.8 g) . 1 mol/LKE&IEF by LKiEHR (23
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[0095]

[0096]

[0097]

[0098]

[0099]

mb) RUOA%R/—)L (200 mL) A5, EiEfl 6 0 LEHIZL TRELEY (4
3 g 1) EHEEELTHE

EEfl6 9.

Ne-[3-Q2-b YU TNABAFILIzZIL) 72 )OA)L]I-L-bY T T70F
FUDLIE [EE®M1 0] OHEE,

Eifl 1 O THoNLEY (3.4 2) . 1 mol /LKERESF b YU D LKER (1
2m) BRUAR/—)L (120 mL) b, EEHI6 O LEBRICLTRELED
(1.6 g 46%) Z#H&EELTH .

EiEBl7 0.

Ne-[3-(2-A FFL Tz L) 7HUAASILI-L-F) TR T7oF ) S LIE
[E&1 1] D&,

Rl 1 1 THLoNLEY (5.2 g) . 1 mol/LKERIES b LKBE (4
2mb) RUAR/—I)L (150 mL) M5, EHEFI6 0 LRRIZL TREILAD
(2.9 g, 55%) Z#HE&MEELTH -,

EhEfl7 1.
Ne-[3-2-00RZJz=)L)7o)aA4)LI-L-r )T o777 [EE®1 2]
DEGE,

Rkl 1 2 THLoNTALEY (4.5 ) | 1 mol /LKEEIES ~ 1D LoKBHE (1
8 ml) RUAZ/—)L (180 mL) Mo, EMHEHI6 4 LFEHFICLTRBEILEYD
(3.7 g, 85%) %=#EME LTHT-.

EhEfl7 2.
Ne-[3-Q2,6-7A0A BTz L) 7oA ILI-L-FYTtT7oF MU
LE [E&#1 3] D&,

Riefl 1 3THLONTLEY (3.9 2) . 1 mol/LKEILF bV D LKBER (1
S5mb) BRUA%/—JL (150 mL) Mi>, EMEHI6 O LRHIZL TREILLED
(2.7 g, 68%) ZEHEREKELTHE,

=57 3.
Ne-[3-(2,4-oTNABT7z=)L) 72 )AAI)LI-L-bY T TP F D
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[0100]

[0101]

[0102]

[0103]

[0104]

LiE [E&®m1 4] OHEE,

=il 1 ATELNT-EEW (4.5 2) . 1 mol/LKERIEF b YD LKER (1
8ml) BRU AR/ —JL (180 mb) M5, ZFEFI6 O EBRITL TRBEILEY (
4.1 g 8% EFRBEEMKRE L TH

EhEHl 7 4.

Ne-[3-(2,5-2 0487z )L) 7o )BRAIINI-L-b) T 772 [LeaW
15] ODHE,

EiEfl1 5 THOoNTALEW (4.1 2) [ 1 mol/LKERIEF + U D LKERKR (1
6 ml) RUAZ/—)b (160 mL) » 5, EEHI6 4 LRAKICL TRELEY
(3.9 g, 99%) ZHMm&ELTH.

=Bl 7 5.
Ne—{3-[3,5-EX(r U ZATXFI) Tz LI7HUAAL}-L- 1) T+
J7r (EEM16] OEE,

Eiefl 1 6 THLOoNTLEW (2.6 g) . 1 mol/LKERIEF YD LKBHE (8
Oml) RUAS/—JL (80 mb) M5, EHEHI6 4 LERICL TRELEY
(2.1 g 8% #ZH&MEELTHE:,

ENEfF 7 6.
Ne-[3-(4-Tz/F27xz)L) 7o )BANLI-L-R) T 770 [EEH1
81 DHEE,

EWEF 17 THoNALEH 4.9 8) . 1 mol/LKERIEF YD LKER (1
Tml) RUAZ/—)L (170 mL) Hi, EHiEHI6 4 LRKICLTREILLEY
(4.2 g, 89%) ZE#H&MELTHT .

EEH 7 7.

Ne—(RIV TS -2-ANLERZN)-L-+t YT 77y EE&HM20] ORE,
EiEefl 1 8 THLoNTALEY (5.6 g) . 1 mol/LKEEIEF R YU D LKER (2
3ml) RUAZ/—JL (230 mL) M5, EHiEfl6 4 LERRICLTRELED
(3.7 g 69% Z#EE&LTH .

ENEfH 7 8.
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[0105]

(01061

[0107]

[0108]

Ne-=(U 21 o-3-AIRZI)-L-F U T RT7> [EEW21] DO&EE,
EiEfl 1 9 THoNIEE (2.0 g) . 1 mol /LKERES bV I LKER (7
I mb) RUYAZ/—)L (80 mL) Mo, EMEHI6 4 LEKICLTRBEILESY
(1.9 g 99%) Z#H&ELTHE,

EiEBl7 9.

Ne-[3-2-E FAFLTz)L) 7o) BAAIIL]I-1-AFI-L-F)T+T7> [
tEMm26] OHEE,

Eiefl2 1 THELONLED 3.9 ) . 1 mol/LKEEAET b LIKBE (2
8 mL) BRUAZ/—IL (140 mL) A5, EMEHI6 4 LRKRICLTRELLED
(2.1 g 62%) Z#H&EL TR,

=il 8 0.
Ne-[3-2-T0A4a07xzZ)L) 7o) RALI--AFI-L-FUTrT7> [{b
em27] OHE,

X2 2 THLoNLEY 3.1 ) . 1 mol /LKEEIES b Y LKFHK (1
2m) BRUAR/—)L (120 mL) . EEHI6 4 ERKRICLTREILLED
(2.5 g, 85%) ZH#E&ELTHT-,

EhEFI8 1.

Ne-[3~-(4-TAD Tz L) 7HUBRANI-T-AFL-L-bY T rT7> [t
&#M28] MEE,

Xl 2 3THLNLEY (2.7 2) . 1 mol /LKEEILF b D LKFR (1
0.5 mk) RUA%/—L (110 mL) M5, EfEHI6 4 & FHICLTRBELLS
# (2.1 g 80%) Z#ERELTH-.

=i 8 2.
Ne-[3~-(2,6-0A02xZ)L) 72 )AAN]I-1-AFNL-L-t )T rT7>
[{EE®3 1] DEE,

X2 4 THELoNEEY (1.1 g) . 1 mol /LKERIES b LKBE (4
0mb) RUAZ/—)L (40 ml) Mo, EWEH 6 4 ERHRIZLTREILLEY
(0.76 g, 74%) ##E@E L THI-.



WO 2010/032771 34 PCT/JP2009/066217

[0109]

[0110]

(0111]

[0112]

{0113]

EhEfl 8 3.

Ne-[3-(2, - NART =)L) TH)BAAILI-1-AFI-L-F )T rT7 >
[lt&#Hm3 2] D&,

EiEfl2 5 THELoNALEW (0.73 ) . 1 mol/LAKEEILT U D LKBERE (
2.7 mk) RUAS/—)L 21 nb) M. HiEHFI6 4 LRERICLTRELSY
(0.54 g, 7% Z#EEELTHET.

£ 8 4.
Ne-[3-(2,5-UoNART7 =)L) 7o) AAIILI-1-AFJ-L-b )Tk T7 >
[{EA®3 3] D&,

Eihl2 6 THONLEYW (2.9 g) . 1 mol/LKEEEF kU LKFER (
50 mL) RU A%/ —)L (150 mL) M5, EiEfl6 4 L@EHRICL TRELA
W (2.1 g 74%) Z#E&EELTHE-,

£l 8 5.
=AFNU-N-3-U-T =/ F27xz2)) 709084 0]-L-FUTrT70 [
tE&EWM3 5] OB,

Eihl2 7 THLONIIEEY (0.93 g) . 1 mol/LAKEEIET bV LKBRK (
3.1 m) BRUAZ/—)L (30 mL) M5, il 6 4 LRI L TRELESY
(0.81 g, 90%) ##ER|ELTH.

Etfl 8 6.

Ne-[3-2-TA027xz=)L) 72 )B4 L] 1-FRILIIN-L-R)TrT72 [
itE¥6 8] DELE

Xl 3 0 THoNILEH (4.8 g) . 1 mol /LKEEIEF b Yy LKB&R (1
6 mL) RUAR/—JL (160 mL) A 5. EMEHI6 4 EEBICLTRELED
(3.5 g 75%) E#EMELTHR,

Kk 8 7.
Ne-[3-2-Tn4D27z=)L) 72 )AA4)L]-D-b)TrT7> [ILEW2 4
] ORE,

EiEfI3 1 THELoNT-ILEY GB.1 ) . 1 mol/LKEEF b D LKER (1
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[0114]

[0115]

[0116]

[0117]

3ml) BRUAR/—)L (130 mL) M. EMEHI6 4 LREKRICL TREILED
(2.8 g, 95%) Z#H&HELTH:,

=l 8 8.

N-72 )84 IIL-0-AFII-L-FOLUoF F)IJLE [{EEM3 8] OEE,

EEH3 4 TEoNEEY (1.9 g) . 1 mol/LKEREF U LKBHR (1
Tml) RUA%R/—)L (70 mL) Mo, EMEHI6 0 LRHRICIL TRELEY (
1.9 g 97% Zi#ER&E LTH,

EiEfl8 9.

N-[3-C2-E FOFxLTzZL) 7o )aAqIL]-0-AFIL-L-FOL Y [{LEY
39] mEE,

Bl 3 5 THoNLEY (6.0 g) . 1 mol/LKEEEF 1) LKBKE (3
8 mL) RUAR/—)L (300 mL) A5, EHEHI6 4 LEKICLTRELEY
(4.4 g, 85%) ZFHEEERKRE L TH,

EiEH19 0.

N-[3-C-E ROFLT7zZ) 752 AANLI-0-AFIL-L-FOL Y [{LEY
4 3] OHRIE,

EiEHl3 6 THLONT-ILEY 3.1 8 DAR/—)L (240 mL) FKIC. 1 mo
|/LUKERIEF b YU D LKIBR (24 mL) 2ZETHTLT, ZTOEFITERH
TR, BEEZRETCTERLTEONEBICKEMR, FIGEETEM
[CL=%, BFRT FILTHHE L=, BHEZRANBIEKTHREL, BKRE
FTRUDLTERELT, BEZBETCTEELTRELLEY (1.4 g, 51%)

ZEBERKE L TH.

ErEflo 1.

N-[3-(4-E FOF oz )) 7o )OAL]I-0-AFIL-Ll-FOs >y [{LEY
44] OHIE,

Sl 3 7 C/oNLE® (2.5 ) . 1 mol/LKERIESF b1 LKBR (1
9 ml) BRUAR/—IL (190 mL) M5, EHEHI9 O EFEHKICL TRELEY
(1.2 g 57% ZFHZEEBEKRE L THE-,
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(0118]

[0119]

[0120]

[0121]

[0122]

EhEH 9 2.
N-[3-(2-INABT7xZL) 7o) AAIL]I-0-AF)-L-FOL > [{LEW4
0] MAEE,

£l 3 8 THoNTLEW (5.8 g) . 1 mol/LKEEIEF b YD LKBHE (2
dml) RUAS/—I)L (200 mL) A5, EHEH O O LEHKICL TRELESY
(4.2 g 76% ZFE&ELTHI-,

EiEl 9 3.
N-[3-@B-TIARTz= )72 ) BAL]I-0-AF)-L-FOL > ({tEWMA
1] OEE,

Xl 3 9 TH/LONTILEY (2.9 ) . 1 mol/LKEEIEF b1 o LKiEHR (1
2m) RUAZ/—)L (120 mL) M., EEFIO 0 LRBICLTERBEILEY
(1.7 g 61%) %#&ELTH:-,

EiEpl o 4.
N-[3-(4-TNART =)L) TH ) BAIL]-0-AF)L-L-FOL > [{LEWM4
2] OHEE,

Eefl4 0 THoNALEY (2.5 g) . 1 mol/LKERIEF bV o LKBER (2
Tml) RUA4/—/L (150 mb) M. EHEH9 0 ERIRKICL TRBILEY
(2.2 g, 90% #%#s&ELTH:-.

EhEfl9 6.
U-AFN-N-B-T7z=AF7o0aqI)-l-FaLY [LEW4 5] DRE,
EiEf 4 1 THLONTEEY Q.4 ) . 1 mol/LKEEIEF MY T LKER (1
9ml) RUA%/—)L (150 mL) Mo, EHEH 9 0 LEHKICL TRELED
(2.0 g, 62%) Z#E&A&ELTH .

K69 6.

N-(3-(2-> 7/ 2xz=)) 79814 L]-0-AFIL-L-FROLY [{LEW4L 6
] OHE,

Xl 4 2 cROoNTEEY B.1g) . 1 mol/LKEEESF b LKFR (1
3mb) RUA%/—)L (130 mL) Ao, EEHI6 4 LRKRICLTRELED
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[0123]

[0124]

(0125]

[0126]

(0127]

(2.7 g, 8%%) %¥E&HmELTH .

EHEHIO 7.

0-AFI-N-[-2-+YDINABAFLDzZN) 72 ) O NL]-L-FOL >
[taMma 7] OEE,

Kl 4 3THELNIALEY (4.1 g) . 1 mol/LKEELSF b1 LKiFHE (1
S5ml) BRUXAZ/—)L (150 mL) M5, EEHI6 4 LRAKICLTRELESY
(3.3 g 83%) %E#E&EELTH .

KBl 9 8.

N-[3-2-A +FL Tz 7o) AAN]I-0-AFIL-L-FOI v k&4
8] MEIE,

Kl 4 4 THEONTLE® (1.6 8) . 1 mol/LKERILF b1y LkiziE (1
3mb) BRUAZ/—)L (150 mL) M5, EMEH9 0 LEHKICLTRELSY
(1.2 g, 75%) %#E&ELTHE,

KBl 9 9.

N-[3-(2-orB 7z ) 7204 L]I-0-AFIL-L-FOL > [{LEW4L 9
] OHE,

XiEfl 4 5 THEONILEY (2.9 8) . 1 mol/LKEEILS b Yy LKiBiE (1
2mb) BRUAR/—JL (120 mL) A, EEHI6 4 LEHRICL TRBELESY
(2.4 g, 1% %E#H&MELTH,

=il 1 00.
N-[3-Q2,6-2T04B 7z 7o UBANL]-0-AF)L-L-FOP Y [{kE
#M50] D&EE,

Kl 4 6 THONILEY (3.0 8) . 1 mol/LKEETF FU D LKER (O
2ml) RUAZ/—)L (120 mL) M, EEHI6 4 LRAKICL CTRELRED
(2.8 g 95%) %#E&M& L TH.

EhEfH 10 1.
N-[3~-Q2,4-2oN4AR Tz )Ly 7o U BA4AL]I-0-AFII-L-FO> > L&
We 1] ORE,
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[0128]

[0129]

[0130]

(01311

[0132]

Xl 4 7 THLONTILEY (2.9 g) . 1 mol/LKERIEF + 1) o LKIBER (1
2ml) RUAZ/—IJL (120 mL) M5, EiEfl6 4 LERICL TRELED
(2.7 g, 96%) ZHEMELTH R,

EhEH 102,

N-[3-2,5-2o)04A07xzZ)L) 792 )V AANLI-0-AFIL-L-FOL v [{tE&
M6 2] OHIE,

Eifl4 8 THoNT-ILEW (2.8 g) . 1 mol/LKERIE T b LKiBER (O
Tml) RUAR/—)L (110 mL) A5, EEHI6 4 ERKRICL TREILEY
(2.4 g, 89% ZHHELTHE-.

=iEfl. 103
N-{3-[3,5-ER(FUYTNLABAFN) T2 ZN]T7H ) DA )L} -0 AF JL-L-
FOLL [{LE¥M5 3] ORE,

EiEhl 4 9 THoNILEY 3.4 ) . 1 mol/LKERIEF ~ ) LKiF®R
Tml) RUYAS/—)L (110 mL) M5, EEF O LRERICLTRELLEY
(2.3 g 1% Z=f&EAELTHE.

EiEHFI 10 4.
0=-AFI-N-[3-4-Txz/FLT7zZLT7o)a4L)]-l-FaL > [LEY
55] OHEE,

EEh s 0 THELNIILEY 3.2 g) . 1 mol/LKERIEF M D LKFHR (1
Tml) RUYA%/—)L (110 mL) Mo, EHEH6 4 LRHRICL TERELREY
(3.1 g 99%) %E#E&RKELTER,

EiEF105.
N-(RUVTSU-2-ANRZI)-0-AFIL-L-FOL > [{tEWMS5 7] DEE
Eikfl5 1 THELONLEY 3.4 ) . 1 mol/LKERESF b U D LKBR (1
Smb) BRUA4/—)L (150 mL) K5, EEHI6 4 LERKRICLTERELEY
(2.6 g, 78%) ZH#E&E L TH:.

EWEH106.
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[0133]

[0134)

(0135]

[0136]

[0137]

N-(D <) 2-3-hILRZI)-0-AFIIL-L-FAL> [LEHM5 8] DELE,
EiEfl s 2 TRONTALEW (2.7 ) . 1 mol /LKERIEF MYy LKIFR (1
Tml) RUAS/—L (110 mb) M., EEHF9 O LERIRKICZL TRBILEY
(2.1 g 80% Z#E&ELTH .

10 7.
N-[3-2-TiAdoTz=)v)y7oyaqi]l-L-04 > [{LEWMS 9] OHE
Eiffl 5 3 TR/RLENTLEY (4.0 g) . 1 mol/LKERET b7 LKBER (2
1 m) BRUA%R/—)L (200 mL) Ao, EEHI6 4 ERBICTLTREILEY
(3.6 g, 93%) ZIFKEEKRE L TH-,

EMEHI10 8.

N-(3--ZAn 7z )Ly 7o URqILI1-l-£)> [{LE&EHW6 6] D&,
KI5 4 THLONTILEW (4.2 g) . 1 mol/LKERIEF MY D LKER (3
9mL) RUABR/—)L (390 mL) M5, EMEH 6 4 EEBFICLTEEILEY
(2.9 g 73% %E¥&ELTHEE,

EfEf109.

N-[3-Q2-InA0 Tz )72 UBALI-L-AF4 =Y [{LEHW6 7] O
&,

S5 5 THELoNLEY 3.7 ¢) . 1 mol/LKEEES ~YU D LKFR (1
8mk) RUAS/—)L (180 mL) A5, EHEH6 4 &ERRICL TREILED
(3.0 g 85% ##EM&E L THI,

EEHI110.

N-[3-Q2-TLAR Tz T YUBANIL-TNEIVBE=F )DL |
t&#6 0] &,

R 5 6 THLONI-EEW (4.0 g) . 1 mol/LKEE(EF b Yo LKIBER (3
4dml) RUAZ/—)L (150 mL) A5, EHEHI6 O ERIRICL TREILED
(2.4 g, 62%) Z#E&ZELTH,

=G 11,
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[0138]

[0139]

[0140]

[0141]

Ne-[3-2-TABT7z=)L) 7o )B4 I)L]-No-tert-T FF T HIILARZIL-L-
TIL=FoDEE,

EBIS 7 THLONIIELEY (6.9 8 DAR/—)L (260 mL) (2, 1 mol/L
KEEIEF YD LKB®R (26 mL) ZEERTHETL., TOFR2IFMHIZTEE
fzo BEEZFHRETTEELTEOALRECKEMZ, 10%Y T UEETEIEIC
L=, BFRT FIL T L-%. AREL0NRIEKTREREL., BKRES
FUDLTER Lz, BEEZHRETTEELTERELLEY 5.4g 81%) %
R E LTH

Ehefl 11 2.

Ne-[3-(2-2.AaB272z=)L) 72 ) AAL]-L-FIL=F UIEHIE [{LE¥Y6
3] OHE,

EEFI1 11 THELONZIEEY (5.4 g) . 4 mol/LBIEKFZ—OAFH (1
1 m) RUEBIEAFLY (200 mL) M5, EiEHl 2 9 EREIRIZLTRELE
M (4.1 g 90% Z#ERELTHE:.

EhefHl 11 3.

Ne-[3-2-TABT7z=)L) 7o )B4 I)L]-N—tert-T FF L HIILARZIL-L-
) DEE,

Xl 8 THoOoNT=ILEW (4.0 g) . 1 mol/LKERIEF b D LKFER (1
6 ml) RUAZ/—)L (160 mL) M5, EHEH 111 EERICLTRELLE
¥ (3.8 g 98%) ZEimKME L TR,

EiEfl 11 4.

Ne-[3-Q2-TABT7zZL) 7o )aq)L]-L-) DUERE [1EE%6 1]
DHIE,

EmBl1 1 3THEoN-ILEY 3.8 g) . 4 mol/LIBIEKF—DAFH> (T
0mL) RUEEIEAFLY (80 mL) M5, EMEHl2 9 LREFRIZL TRELE
¥ (3.0 g, 92%) #E#ESRELTHI:.

EiEfl115.

Ne-[3-(2-TAB 7)) 72 )B4 IL]I-N-(2,2,4,6, T-RUBAFILD
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[0142]

[0143]

[0144]

[0145]

ERARYYIZTUE-RNUBRZI)-L-FILFZVDEE,

Xl 9 THLONILEW (3.2 g) . 1 mol/LKE&IEF b D LKER (8
0ml) RUAZ/—)L (B0 mL) M5, EEF 111 ERBRIZLTEREILLE
# (2.8 g, 91%) ZMKME L TR,

EEHI116.
Ne-[3-(2-Z/)A07z=)L) 7oA IL]I-L-TILX=> [{tEYW6 4] D
HE,

EEHI1 1 5THELoNIEEY (2.8 g) DIBIEAFLUBRIC, U TILAE
OFEE (50 mL) #EBTHETLT, TOFEFURHEAISEE -, BEZTRE
TTEELTEONEREICOIFILI—TILEMZ., BETURMMNMEERE
B, MHL-EREA2MLTEREILLEY (1.4 g 68%) %/,

Ehefl 11 7.

2,5-CAFVERYTDU-1-A)L -QB-LTFT/ TV T UILEBIRTIL
DHIE,

VT /A KREE (9.0 g) RUN-EFOFTanIBEAZF (9.0 g) DIE
{EAF L2 (300 mL) iFZi&IZ, WSC-HCI (15.0 g) %0 CTHA. EIRTH6
RENEEET-. RISESYWEKEL., AREBEEKRET L)V LTHE
Liz, BEZBRETTEELTEONEHEREZ. PTFILI—TILEANT
AELTREILEY (13.0 g, 9¥% #HBl-.

=il 11 8.

2,5-CAFVERYTD -4 -U-LTFT/ TV T VILBIRTIL
DHIE,

- TF7 /)4 EB 5.0g) . N-EFOXFanNIBEEA 2 F (5.0 g) . WSC-
HCI (8.3 g) RUMEIEAFLY (150 mL) &Y., EMHEH 117 EEBILE
BiEEW (6.2 g 7% E#H&EELTH

Eiefl 11 9.

2,-OAFFVERQ) DU 1-A)2- T /-3-TZITIOIVILBEIXTILOD

&
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[0146]

[0147]

[0148]

[0149]

a-VF /A KREE (10.0 g) RUN-E RFOFS a2 F (100g) @
BiEAF L2 (300 mL) FiFi&IZ, WSC- HCI (16.6 g) #0°CTMA., ERET
DN ERE -, RISEEWMEKEL. BREZEKRES NV LTE
Bl BEEZRETCTEELTCEONEREEZS YA LAZLYAT
J274— (©00OKRILL) THRELT, REILED (6.9 g 44% =S
& LTH-,

=il 120.

2,5-OAFVERY D U-1-AIN2-VTF /-3-Q2-TNLAFRTIZIL) TV I
BMIXTIOHEE,

a-VF/-2-7NA0rAEHE (120¢g . N-EFOFaNIEAS F (1
0.8 g) . WSC-HCI (18.1 g) RUEIEAFL > (300 mL) M, ZEHEHF 11
O LEMRICLTREILLAEY (8.0 g M%) ZEHRELTHET,

EEGI1 2 1.

Ne-[3-(3-27/ 7z=)L) 7o) AAN]I-L-FUTrT72 [EEW1 7]
DHE,

-k T RT77> (3.0 g) DK (B0 mL) —AFH> (80 mL) BR&IZ, &
BRKRF RUDL (1.3 g) 20 CTMA, ERTIOANERE -, RNT,
EHEGI 117 THLNTZIEEY 4.2 g DOAFH (B0 m) FHKEEO C
ThZ, ZETITRENEEE-. REEEVERETTI/3BICRELER
0% TUBKBARTEREICLTHEL-BREAML-, REEKELT
xEILEY (4.6 g 81% %/,

EEGI1 2 2.

Ne-[3-(4->7/ 2xz=)L) 7o )B4 )L]-L-+ T +T7> [EEM1 9]
DHE,

L-r)TET7Y (2.0 8) . REEKFFFUDL (0.9 g) . EMEHI118
THLNLEY (2.6 g) . K B0 mL) RUYTSAHXFH (160 mL) M,
ErEBl1 2 1 EEMRICLTRELREY (1.9 g 53%) Z#MAELTH.
ErEfl 12 3.
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[0150]

[0151]

[0152]

[0153]

Ne-(2-27/-3-Zz=ZULF7o2UaA4 L) -Ll-b YT rT7Y [EEM25] D
HiE,

L-r)TET7Y (2.5 8)  REEKFFRUDL (1.1 g) | EEFI119
TEHELN-IEEY 3.3 g . K (J0m) BRUTSAFHL (150 mL) N,
EiEfl 12 1 EEBRICUTRELLEY (1.3 g, 29%) ##&ELTHE.
Xl 12 4.
Ne-[2-2F7/-3-2-T)7A07z=)L) 7o )aA4)L]1-Ll-r YT +T7> (it
EMm22] OHEE,

L-r)TbT7Y (308 . kEEKFFELUDL (1.3 g) . EiEHI120
TEHELNT-IEEY (4.2 g) . K B0 mL) BRUTCAFHL (160 mL) N,
EiEfl 12 1 EEBRICUTRELEY (2.5 g, 45%) ERSELTHE.
Xl 125.
Ne-RUDILFAFOHILRZIL-L-F YT T 707 2 FOEE,
Ne-RUSILAFCALRZN-L-bY TR IT72-2,5-OFFvERY -
—AJLTATIL (5.0 g) DOTHF (150 mL) &&IZ, 30%7 > E=F7K (3.3 mL
) #0 CTHETF L%, EET2HMNZEL . BREAELIE, 28D
BEFFETCEELTEONEREIC. BHAI—TILRULVEDSIFI
I—TILEMANE LBEREL>MLTRELEY Q.6 g 9% E/1
il 126.

-k T 77072 ROEE,

EBl1 25 THoNT-ILEY 3.6 g) DAR/—)L (300 mL) FR&IZ, 7
IWIVFHEKT TS O L/kE (0.36 g) #Ma. KRFHEK. FET
16BN ERE Tz, M A2XE L. BAEZBRETTEELTRELEY 2.1
g, 95%) ZimikME L TR,

Eiefl12 7.
Ne-[3-(2-Z/A07z=)L) 7L JOA)L]-l-rk) T+ 72F7 2K kS
23] OEE,

2,5-CAFVERYTDU-1-A)L 3-2-TNABD TV T JILBIRT
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[0154]

[0155]

[0156]

JL (2.7 g) OTHF (80 mL) BF&IZ, {LEWI28 (2.1 g) DTHF (80 mL) &

BEOCTHET LI, ERT2HMMNTEE -, DIF (10 mL) #MmR =%,

ERCHECIIFMMNZEL-. BEZHRETTEEL THEON-REICER
IFIILEMA., KEL-%, BHEEZEKEERT M)V LTHEL-, BE
ZRETTEELTHEONREE. YIUATINAZTLIOAR NI ST 4 —
(BW-127ZH, 7 08RILL AR/ —I)L=40:1) THRELTEREILLEY (1.
6 g 43%) ZHEMELTHR.

EhEfl128.

=AFIN~-B-2z=ZLF7Ho0BAI)-L-b YT T7Y [kEHM29] @
2iE,

1=AFI-L-FJ T T72 (20 ¢g) | KBKESFFUDL (088 . 25
CAXVERYDU-I-AI Tz 2TV IVILEBIRTIL (2.3 g) . K (

60 mL) RUTAFHL (140 mL) Ao, EHHEHF 12 1 EFARICLTEREILS

W (1.1 g, 33%) ZE#HE&EELTHE

ErEfl129.

Ne-[3-(2-2 7/ 2z =)L) 7o )aANLI-1-AFIL-L-r)T+T72 [ILE
3 0] OEE

1=-AFI-L-b)T+T7> (2.1 g) DK (60 mL) —xFH> (60 mL)
RBIC, REKFF YDA (0.8 g %20 2CTMR, ERTIOAMNEE
i, 2,-0AXVEQY O U-1-4IL F-Q2-VF/ 7V TS JILEET
ATIL (2.5 g 9.2mmol) OUAFH> B0 m) FHEZE0 CTHETFL, E
BTISHEMNEREE:. RREEYMEIBBICHEETTRBLKEMR, O
FILI—TLTHSELIz, KBZI10%Y TUBKBRTHIEICLZE, BFBT
FILTHE L. AREZHANBEKTEEL-E, BKREF F)ILT
REELf-, BEZHRETTEERLTREILLEY (0.96 g, 27% ZFLEER
&ELTHE-

=EHEfl 13 0.

Ne-[3-B-2 7/ Z2zxz=Z)L) 7o UOA4N]I-1-AFIL-L-r) T D72 [{bE
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[0157]

[0158]

[0159]

M3 4] DEE,

1-AFI-L-FJ T T72 (20 ¢g) | REBKEFFUDL (0.8 g) . EiE
Bl117TR/RoNIEEH (2258 . K (60 m) RUDHAHFH (140 mL
) Mo, EEHIT 21 ERKRICLTRBLEEY Q.1 g 90% #HERKELT
Bi1-.

el 13 1.

Ne-[3~(4-2 7/ 2z )L) 7o) OAN]I-1-AFI-L-+U T+ T7Y LA
M36] ORE,
=-AFI-L-bUTRT72 2.1 ¢ | REBKEFFVIL (0.8 2) . EiE
Bl118THLONILEY (258 ) . K (60 mL) RUDHFH> (140 mL
) i, Eikfl1 29 EEMRICLTRELEY (1.8 g, 53%) ZIFREENK
& LTHET-

Rl 13 2.

Ne-[2-27/-3-Q2-20Aa72z=)L) 720 a4 L]I-1-AF)I-L-r1) Tk
72 [tE®M3 7] O&EE,

1-AFI-L-bJTrT7> (2.1 g) DK (60 mL) —FFH> (60 mL)
BRARIC, REBKFFFYUDL (0.8 g) 20 CTMR, EETIOSHZEY
o EfEBlI1 20 THONI-EEY (2.6 g 9.2 mmol) DPAXFHY (80 m
L) B#%#%0 CTHETL., BETC2IHMEIEEE. REESGHMEI/EITR
ETTEBELKEMA, PTFILI—TILTHESR LIz, KEZ10% T K
BRTEMEICLEE, BFBIFILTRE L. BEZHNBIEKTHREL
=%, |AKREST YD LTEBEL:, BEZRETTEELTELON-E
BEDVIUDTNLIBI ST 74— BW-12TZ2H, Y 00FRILL : AR —)L
=50:1) THHELT, RBELAY (0.6 g, 17%) F#FEREBEKE L TEE,
EhEHI 13 3.

N-[3-B->7/ 2z )L) 72 UAAILI-0-AF)L-L-FOL > [{LE¥MS 4
1 O,

0=-AFI-L-FALY (2.0 g) . REBKRF UL (0.9 g) . Efhl1 1
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[0160]

(0161]

[0162]

[0163]

7THLoNLEY (2.8 g) . K (60 mL) RUDAFH> (160 mL) M
. EWEHI1 29 ERZRICLTREILLSY (1.8 g 50% ZEHKBEEAKELT
B/

EHEfl1 3 4.

N-[3-(4->7/ 7= )L) 72) 04 NL]-0-AFIL-L-FOL Y [{LEHS 6
] OHRE,

0-AFIL-L-FOP> (2.0 g) . REKFRFFYDL (0.9 g) . EEH1
8THLNILEY (2.8 g) . K (60 m) RUTAFHL (160 mL) M
. EREHI1 21 ERRICLTERELEY (1.6 g 43%) Z#H&ELTEE.
EifEfl135.

Ne-[3-Q2-ZAo oz L) 7o UaAL]I-L-9LE 3y [Lehmes] @
HiE,

-8z 208 [ 2,5-AFVEDRYSD-1-0JL 3-2-T)LABD T
IZIVTIYIEET XTIV (3.6 8) . REEKFRF FYDTL (1.2 8) | K (
60 mb) BRUTAFH L (160 nb) Mo, EMEH 1 2 9 LREKRICL TRELS
¥ (2.3 g 58%) EHESMELTH .

EiEF136.
N-[3-Q2-onxnozzZjL)7oUAAL]-L-FOLY [{LEWE6 2] OHEE
L-FR<L> B.0g . EQNSU-1-M4)L 3-2-)LAQTzZL) 7Y )L
BETXTIL (4.6 g) . iRERKFFFUVL (1.5 g [ K (80 m) RUDH
FH>2 (80 mb) Mo, EREH1 3 2ERIRICLTERBEIELEY (2.2 g, 41%)
& E LTHR.

EHEHI137.

N-tert-T FHFLAILRZIJ-1-ZFIL-L-F) T~ T 7 DB,

KEBIEF R oL (4.6 g) 27T FEATTHMEKRILELEER, BEAF
LY (160 mL) . N-tert-F bFLAILR=ZI-L-F)TET7> (10.0 g)
3—FKIAY (132 m) RUTESI-n-TFILT7oEZLEBKE (1.1
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[0164]

[0165]

(0166]

[0167]

g) EMA. ERTOHEBRNEEE -, RIGESYEI0%Y TUBKARRU
BRBIEKTHSE L%, ARELEKRES b VLTERL-, BlE%:
BETTEELTEONEBREEDVATILASLYIAR NI ZT740— (&
AORILL : A2/ —JL=200:1) THHEALT., XEILEW (5.7 g 52%
ZmikMeE LTH=.

=il 1 3 8.
N-tert-T bX L ANRZII-1-i-TAENL-L-FY T+ T 7 oDEGE,
KEEIEF LT (2.8 g) ( BIEAFLY (100 mL) . N-tert-T ¥+ H
IWRZJ-L-FYTrT7> (6.0 . 2-3—FTE/Y (9.8 ml) RUT
FS-n-TFLTF7UEZVLEBKE (0.7 g) i, EEHI1 3 7 &EIHIC
LTRELLEY (1.6 g 23% =@M E LTH.

EhEfH139.
N-tert-7 b XL HULRZN-1-n-TFIL-L-bU T+ T 7 oDEE,
KEEIEF FUDL (4.6 g) . BIEAFLY (160 mL) | N-tert-T b h
WRZJ-L-+YTET7Y (100 g . 1-3—FJ4> (19 m) RUTF+
S-n-TFINTUEZDLBEEKE (1.1 g) M, EMHEF1 37 ERABICL
TREILEY (6.2 g 52%) ZmkmE LTHI

EiEfl140.

N-tert-T b XL ALRZIL-1-ZFIL-L-b) T IT7UAFILTATILOE
&,

EiE#l 137 THLONTI-ILEY (5.7 g) MDMF (80 mL) A®&IZ. mEHUD
L (3.6 g) RUI—FKAZY (1.6 m) %0 CTMZ., EETITHRBMNER
iz, RIGEEYMEKKFAITEEAH, BRI FILTHEL-. BHELE
KBRS MY DLTEBLER, BEEZRETTEELTEON-REEY
DATNASLYAI NI ST a— (-A"FHY  BEEEIFIIL=5:1) TH
LT, REILEY (4.8 g 81% ZHMKRPYL L TH,

EHEHI1 4 1.

N-tert-7 Fx 2 HILARZIL-1-i-TAEIL-L-F ) TR IT7UAFILTRT
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[0168]

[0169]

[0170]

[0171]

[0172]

ILDHEE,

EiEfl1 38 THELNIILEW (1.6 2) . kEHY VL (0.94g) . 3—F
AR (0.42 mL) B UDMF (40 mL) M5, EMERF 1 4 0 L EHRIC L TEREL
& (1.4 g 86% ZimikM& LTHR -,

EEGI14 2.

N-tert-T FF L HILARZI-1-n-TFIL-L-bJ T, IT7UAFILTXTILD
g,

EiEfl1 39 THELONIILEY (6.2 ) | KEHUIL B6g . I—F
AR (1.6 mL) RUDMF (100 mL) M5, EMERF 1 4 0 L EHRIZ L TEREL
&Y (4.2 g, 65%) Zimik®E L TR,

ErEGI1 4 3.

-ZTFI-L-R U TR IT7OAFIITRTIVIERRIEDHE,

EEHI1 40 THELONIIEEY (4.8 g) DIBIEAFL Y (175 mb) BFR&IC,
4 mol/LBIL KR —DAFHUBER (17.5 m) #=EETHEFL, TOEFHIT
BRI E B, B L @BREAWML, PIFILI—TILTHRELTERE
iLEH (2.9 g 74%) %=H1-

EEGI1 4 4.

1-i-70ENL-L-bU T IT7 U AFILTATIEREDHE,

EiEHI1 41 THELONZIEEY (1.4 2) | 4 mol/UBIEKFR—OAFH A
& (4.8 ml) RUEIEAFLY (50 ml) Ao, EHEHF143ERBICLTR
Biket (0.75 g, 66% ##E&EE L THI

EiEGI145.

I-n-TFI-L-FJT LT 7oAFILIATILIERRIEDHE,

EiEFI1 4 2 THELONZIEEY (4.2 g) | 4 mol/LBIEKFR—OAFH A
R (14.0ml) RUEIEAFLY (140 mL) M5, EHEHI1 4 3 ERERIZLT
REILEW (2.2 g 63%) FHERELTE,

EEGI146.

-ZTFII- N-[3-2-T0A07z=)L) 72 )AAILI-L-F YT LT 7 AF
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[0173]

[0174]

[0175]

IWIXTILDEE,

EiEGl1 4 3THLONILEY (2.8 g) DIE{LAFLY (70 mL) BHEKIC
O CTRYIFATEY (1.5 M) | 2-7)LA045 4 KEE (1.8 g) RUWS
C-HCl (2.1 g) Mz, EETARENERERE . RISESMEKELE
. ARBEEKEES N VLTRREL:, BEEZRETCHELON-EES
VOATNAZLYAR NI T 74— (VBAKRILL) THHELT, REIE
B (2.7 g 0% #E#E&ELTH .

EhEGl 14 7.

N-[3-2-T)4an7z=)L) 72 )BaAIL]I-1-i-TOEL-L-F)TrT7 >
AFILTRTILOEE,

EiEHl144THLNTELEY 0.7g) . FPUIFILTEY (0.4 | 2-
Z)IA 044K (0.44 g) . WSC - HCI (0.50 g) RUEIEAFL > (20 mL
) Mo, RS 1 4 6 ERERICLTRELLEY (0.9 g 98%) ZHKMEL
THE-.

=Gl 14 8.

1-n-TFJI- N-[3-Q-7A07z=)L) 7o2)AAIL]I-L-t )T TP 4
FILTRATILOREE,

Xl 1 45 TcHLONIEEY 208 . FUZFAFTETY (1.0m) | 2-
A0/ KEE (1.2 g) . WSC-HCI (1.4 g) RUEIEAFL > (60 mL)
Mo, EEGI146ERRICLTRELEY 2.1 ¢ 7% Z@HKPMELT
B/,

EiEHl 14 9.

1-ZF)L- Ne=-[3-2-7AR7z)L)7o)aAL]I-l-r YT rT72 [
iLE®6 9] MEE,

EiEGl 146 THONIZELEYW (2.6 g) DAZ/—JL (100 mL) FE&IZ, 1
mol/LKERIE T b U D LKB®R (9.9 m) ZFETHETLT, TDEFE2IHEM
MERER, RIGEEYZI/SBRICREL., KEMAFERTERIEIC Lz, 7
HLU-ERZEAML., KL TRELEY (2.3 g 93%) %FT-
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[0176]

[0177]

[0178]

[0179]

[0180]

=il 150.
Ne-[3-(2-TABTz=)L) 7o) aAIL]-1-i-TREIL-L-b) T +T7 Y
[{bt&¥%7 0] DEE,

EiEGI1 4 7 THLONTEEW (0.98 g) . 1 mol /LKEEIEF b1 LKEBER
(3.6 mL) RUAA/—JL (40 mL) M5, EMEHFI1 4 9 LEHRICL TEREIL

& (0.67 g, 1% ZE#H&ELTH,

EEHI15 1.

-n-TFI)- Ne=[3-2-T)AB 7z )L) 7o )aAL]I-L-b) TR T7 Y

(&7 11 DEE,

EEGI1 4 8 THLNIZIEEYW (2.1 g) . 1 mol/LKERIESF D LKBRK
(1.5 mL) RUAAR/—)L (75 mL) A5, EMEHF 1 4 9 &LEHRICL TEREL

& (1.8 g 87%) #E#E@&E LTHT .

EHEHI15 2.

1-RUD)L- N-tert-T b FLALRZI-L-F) TR T 7RV DILIRT

ILDHEE,

KEEBIEF UL (4.6 g)  BIEAFLY (160 mL) . N-tert-T ¥+ H

WRZL-L-FJTrT72 (100 g) , BIERDDIL 20 mL) BRUT +5-

n-TFINT oEZDLEGEKE (1.1 g) Mo, EFI137 ERAKRICLTE

Bibst (12.2 g, 1T% @ik E L TH

=il 15 3.

1-ROUDI-AL-RYT I 7RV IR TIVIERIEDEE,

EiEGl1 5 2 THLONIZLEY (12.2 g) . 4 mol /LIEILKFR—DAFHYUE

w31 ml) RUEIEAFLY (300 mL) M5, EEF 14 3ERBFRICLTR

EiLet (8.6 g 81%) #Z#EMmELTH.

EHEHI15 4.

1-RODI-N-[3-Q2-LA0 7)) 7HIYAAL]I-L-FU T T7 R
VUITRATILDEE,

EifEGl1 56 3THLoNILEY (1.0g) . FUIFILTETY (0.4 L) . 2-
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(0181]

[0182]

[0183]

[0184]

LA O 4 KEE (0.43 g) . WSC - HGI (0.50 g) RUE{EAFL Y (50 mL
) o, EREFI1 46 ERBRICLTERELSY (0.97 g 7T% Zmik#eE L
TH-

EMEHI155.

1=-RODI-Ne=-[3-2-T ATz )L) 7o )aA L]I-L-rU TR T7 Y
[lt&®m7 2] D&EE,

EEfl 16 4 TTELNEEY (0.97 g) . 1 mol/LKERIEF 1)y LKER
(2.7ml) RUAS/—)L (27 mL) h 5, EHEH 1 4 9 ERAHKIZL THREL
&% (0.57 g, 1% ##ERE L THI,

EiEH 15 6.
N-[3-Q-AFNTzZI)FHUBANIL-bY TR TP UAFILIRATILD
2,

L-r TR T7UAFILIRTIVIEERE B.0g) . FUIFALTZIY (2.0
mb)  2-AFILT A KEE (2.3 g) . WSC-HCI (2.7 g) RUEILAFL Y (8
0ml) M, EiEFl 146 EABICLTRBILEY (4.2 g 98%) %k
& LTHEE,

=il 15 7.
N-B-B-AFLTzIV)THUBANIL-FI TR TP UAFILIRATILD
g,

L-F )T FITP7UoAFINIRTIVIEEE 3.0g) . FUIFLTZIY (2.0
mb) . S-AFILTAKEE (2.3 g) . WSC-HCI (2.7 g) RUMEIEAFL Y (8
0mb) Ao, EHEFI1 46 EEMRICLTRBEILEY (4.2 g 9% %HkY
ELTH-,

EiEfl158.

N-[B~-U-AFLTZzJV) T UBANLI-bU TR T 7 UAFLIATILD
i,

LT RIT7UAFILIRTIVIEEEE 3.0g) . FUIFALTZIY (2.0
mb) , &-AFILTAKEE (2.3 g) . WSC-HCI (2.7 g) RUEIEAFL > (8
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[0185]

[0186]

[0187]

[0188]

0mL) M5, EHEGI1 4 6 EEBRKICLTRELLEY (4.3 g 99% ZmRY
& LTH-,

EiEfFI159.

N-[3-U-n-TFILT7z=)L) 72 )AANI-L-F)TrIT7UAFIILIRTIL

DHIE,

L-b)TEIT7OAFILTRATIVIEERE 3.0g) . FUIFILTEY (2.0

mb) . &n-TFILT A K (2.9 g) . WSC-HCI (2.7 g) RUBIEAFL Y
(80 mL) M5, EMERFI 146 ERBICLTRELLESY (4.8 g 99%) ZFiHik

MmE L THE-,

=EiEHI 16 0.

N-[3-(4-i-TRELTz=JV) T YBAIILI-L-F) T T 7 UAFILIRT

ILDHEE,

L-b)TEIT7OAFILTRATIVIEERE 3.0g) . FUIFILTEY (2.0

mb) . 4&-i-TREILTA K (2.7 g) . WSC-HCI (2.7 g) RUEIEAFL
> (80 mL) A, EMEHI1 46 ERBRICLTEREILED 4.5 g, 98% %A

Kié LTHI

EEGI16 1.

N-9 O/ AN-L-bITET7UAFILZATILDEE,

L-b)TEIT7UAFILTRATIVIEERE (40g) . FPUIZFILTEY (2.6

mb) . B k8 (1.6 g) . WSC-HCI (3.6 g) RUEB{EAFLY (110 mL

) o, EHESI1 4 6 EREFRICLTRELLEY (4.4 g 98% ZHIRBPEL

THE-,

EHEGI16 2.

N-3B-AFILYOR/AIN-L-F)TEIT7UAFITRTILOEE,

L-b)TEIT7OAFILTRATIVIEERE 3.0g) . FUIFILTEY (2.0

mL) . 3-AFILYUBUEE (1.4 g) . WSC-HCI (2.7 g) RUMGRIEAFL >
(80 mL) M5, EMEHFI 146 ERKICLTRELLEY 2.7 8 7% ##S
& LTH-,
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[0189]

[0190]

[0191]

[0192]

[0193]

=16 3.

N-FFOAIN-L-FJTrIT7UAFILIRATILORE,
L-rb)TRIT7UAFILTATILIEESE 3.0 . FUTFILTEY (2.0
m) . FSUUEE (1.4 g , WSC-HCI (2.7 g) RUMEIEAFL > (80 ml)
Mo, EEHI1 46 EERRICLTERELEY (3.5 g 99%) ZHRKRMELT
B/,

EHEHI16 4.

N-rSUR-2-AFE/AIN-L-F) T T7UAFILIRATILOEE,
L-rb)TRIT7UAFILTATILIEESE 3.0 . FUTFILTEY (2.0
m) . FIUR-2-AFt B (1.6 g) . WSC-HCI (2.7 g) RWMEILAFL
> (80 mL) A, EMEHI1 46 ERBRICLTEREIELED 3.7 g 9% %A
KmeE LTH=,

EiEHl165.
N-Q2-AFIL-3-TzZ)UL7o2)04IL)-L-bY T T 7 AFILIZRATILD
HE,

L-b)TEIT7OAFILTRATIVIEERE 3.0g) . FUIFILTEY (2.0
m) . a-AFILTAEEE (2.3 g) . WSC-HCI (2.7 g) RUEBIEAFLY (
80 mL) M5, EMERFI1 46 EEBICLTRELLEY (4.0 g 94% FHKY
& LTH-,

ENEHlI 16 6.
N-[3-Q2-AFNLT7zZ)V)THURAAN]I-L-bUTrT7> [LEWT7 3] O
s,

EfEGI 156 THLoNIZIEEYW (4.2 g) . 1 mol/LKERIES D LKBRK
(17 mL) RUAR/—)L (170 mL) A5, EMEHF 1 4 9 LEHRICL TEREIL
& (3.6 g 88%) #EHEMmELTHT .

=il 16 7.
N-[3-@B-AFILTzZ)V)THURAAN]I-L-bUTrT7> [LEWMT7 4] O

&
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[0194]

[0195]

[0196]

[0197]

EfEGI15 7 THRLoNIZIEEY (4.2 g) . 1 mol/LKERIESF D LKBRK
(17 mL) RUAR/—)L (170 mL) A5, EMEHF 1 4 9 LEHRICL TEREIL
& (3.7 g 92%) #E#E&EELTH .

ENEHl 16 8.
N-[B3-U-AFNLTzZ)V)THURAAN]I-L-bUTrT7> [LEWMT7 5] O
s,

EiEGl 158 THLoNIZILEYW (4.3 g) . 1 mol/LKERIESF D LKBRK
(18 mL) RU AR/ —)L (180 mL) M5, EMEHFI 1 4 9 LEHRICL TEREIL
& (3.7 g 8%) ZiE@m&E LTH .

EhEHI 16 9.
N-[3-U-n-TFILTxz=)L)7H)AAIL]I-L-bUT+T7> [{LEWMT 6]
DHE,

EEGI 159 THLoNIZIEEYW (4.8 g) . 1 mol/LKERIES D LKIFRK
(18 mL) RU AR/ —)L (180 mL) M5, EMEHFI 1 4 9 LEHRICL TEREIL
& (4.0 g 87%) #E#E@ELTH .

=il 170.
N-[3-(4-i-TRELTz=IV T YAAIILI-L-F)TrT7Y LEMT 7
1 ORE,

EEGI16 0 THLoNIZIEEYW (4.5 g) . 1 mol/LKERIES D LKBRK
(17 mL) RUAR/—)L (170 mL) A5, EMEHF 1 4 9 LEHRICL TEREIL
& (3.8 g 87%) #E#EMmE L THT .

EEFI1 7 1.

N-2O b/ AI-L-F)TrT72 [{LEWMT7 8] DEE,

EiEH 16 1 THRLONTILEY (4.4 g) DAR/—)L (230 mL) BFi&IZ, 1
mol/LKERIE S b D LKBK (23 ml) #MA, ZOFEF20MM EEL T
o BRERETCTEELTEONI-EBICKEMA, 1097 T UEEKARTE
HIZLz, RIGESYZEEBRIFI THEHEL., ARELMMNBEKTRERERL
=&, |AKHEBST ) OLTHBEL, FEZRETTEEL, RELEY
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[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

(3.0 g T1% ZFMEREKELTHE-.

Ehefhl 17 2.

N-3-AFILyO L/ AI-L-bUTrT72 [EE®MT7 9] DEIE,

EiEHI1 6 2 THELONIZIEEW (2.5 g) . 1 mol/LKERIEF b1 LKBR
(13 mL) BRUAZ/—)L (130 mL) M5, EHEH 17 1 ERBIZL TREL
& (1.9 g 78%) ZEMEEKRE L THI

=EhefHl 17 3.

N-FoOAqI)-L-b)T o772 [IEEM8 0] DHE,

EiEHI1 6 3THELNIZILEW (3.5 g) . 1 mol/LKERIEF b1 LKBR
(18 mL) RU AR/ —)L (180 mL) M5, EMEH 17 1 £RHIZL TREL
&Y (2.3 g, 10% ZFEMEEKRE L THI

Eiefhl 17 4.
N-rSUR2-AFE/AIL-L-F)T+T7> [LEHMS 1] DEGE,
EiEHI1 6 4TEHELONIZIEEW (3.7 g . 1 mol/LKERIEF b1 LKBR
(18 mL) RU AR/ —)L (180 mL) M5, EMEH 17 1 £RHIZL TREL
&Y (2.1 g, 58%) ZEMEEKRE L THI

EHEHI175.
N-Q2-AFI-3-TJz=Z)F7o)O4)L)-L-bY T o7 [IEEYW8 2] @
HE,

EEGI16 5 THLoNIZIEEYW (4.0 g) . 1 mol/LKERIESF D LKBRK
(17 mL) RUAR/—)L (170 mL) A5, EMEHF 1 4 9 LEHRICL TEREIL
& (3.4 g 8%%) EiEmELTH .

FRTHELTHEON-AERALEVOYET —2ER 1 HER10ITTT

[e]
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LeHmES

B #

Bm (°C)

'H-NMR 2 R4 kL (8, DNSO-4f)

150-151

3.04 (dd, 8.6, 14.7 Hz, 1H), 3.21 (dd, 5.0, 14.7 Hz, 1H),
4.52-4.56 (m, 1H), 5.56 (dd, 2.0, 10.2 Hz, 1H), 6.05 (dd, 2.0,
17.0 Hz, 1H), 6.30 (dd, £10.2, 17.0 Hz, 1H), 6.95-6.98 (m, 1H),
7.03-7.06 (m, 1H), 7.11 (s, 1H), 7.32 (d, #8.0Hz, 1H), 7.53 (d,
8.0 Hz, 1H), 8.31 (d, «£7.9 Hz, 1H), 10.80 (s, 1H)

t&wm?2

172-1713

3.05 (dd, £6.9, 14.5 Hz, 1H), 3.30 (dd, ~4.5 14.5 Hz, 1H),
4.34-4.38 (m, 1H), 6.71-6.74 (m, 2H), 6.88-6.90 (m, 1H),
6.94-6.98 (m, 2H), 7.09-7.10 (m, 2H), 7.27 (d, £8.0Hz, H), 7.40
(d, &£7.2Hz, TH), 7.52 (d, ~8.0Hz, 1H), 7.61-7.64 (m, 2H), 10.77
(s. 1H)

t&®m3

104-105

3.08 (dd, 8.9, 14.7 Hz, 1H), 3.24 (dd, #5.0, 14.7 Hz, 1H),
4.61-4.65 (m, 1H), 6.84 (d, £16.0 Hz, 1H), 6.98-7.00 (m, 1H),
7.04-7.06 (m, 1H), 7.16 (d, £1.9 Hz, 1H), 7.26-7.34 (m, 3H),
7.45-7.48 (m, 2H), 7.56 (d, £7.9Hz, 1H), 7.63-7.65 (m, 1H), 8.52
(d, £7.9 Hz, 1H), 10.85 (s, 1H), 12.80-13.30 (br, 1H)

3.07 (dd, £6.7, 14.5 Hz, 1H), 3.31 (dd, 4.2, 14.5 Hz, 1H),
4.36-4.37 (m, 1H), 6.87-6.90 (m, 2H), 6.97-7.00 (m, 1H), 7.10 (s,
1H), 7.16-7.17 (m, 1H), 7.27-7.42 (m, 5H), 7.52 (d, #7.8Hz, 1H),
7.83 (d, 7.0 Hz, 1H), 10.80 (s, 1H)

t&¥S5

140-141

3.06 (dd, £6.5 14.6 Hz, 1H), 3.30 (dd, 4.7, 14.6 Hz, 1H),
4.31-4.34 (m, 1H), 6.78 (d, £15.7 Hz, 1H), 6.88 (dd, £7.3, 7.5
Hz, 1H), 6.98 (dd, 7.6, 7.5 Hz, 1H), 7.08-7.09 (m, 1H),
7.19-7.22 (m, 2H), 7.27 (d, 8.0 Hz, 1H), 7.33 (d, #15.7 Hz,
1H), 7.51 (d, #8.0 Hz, 1), 7.59-7.61 (m, 2H), 7. 71 (d. 1.5
Hz, H), 10.77 (s, 1H)

163-164

3.04 (dd, £7.0, 14.6 Hz, 1H), 3.30 (dd, 4.6, 14.6 Hz, 1H),
4.36-4.38 (m, 1H), 6.72 (d, £15.7Hz, 1H), 6.77-8-6.78 (m, 1H),
6.78-6.92 (m, 2H), 6.98-7.00 (m, 2H), 7.09-7.14 (m, 2H),
7.22-7.28 (m, 2H), 7.53 (d, +7.9 Hz, 1H), 7.78 (s, 1H), 10.77
(s, 1H)

158-159

3.05 (dd, £6.7, 14.5Hz, 1H), 3.27-3.31 (m, 1H), 4.36-4.38 (m,
H), 6.54 (d, ~15.7 Hz, 1H), 6.79 (d, ~8.2 Hz, 2H), 6.88-6.90
(m, 1H), 6.97-7.00 (m, 1H), 7.09 (s, H), 7.22-7.28 (m, 2H), 7.34
(d, +#8.2Hz, 2H), 7.52 (d, £7.7Hz, 1H), 7.60 (d, 6.0Hz, 1H),
10.78 (s, 1H)

165-166

3.05 (dd, 6.3, 14.5 Hz, 1H), 3.29 (dd, #4.7, 14.5 Hz, 1H),
4.27-4.30 (m, 1H), 6.82 (d, +#15.7 Hz, 1H), 6.87 (dd, #7.3, 1.5
Hz, 1H), 6.98 (dd, £7.5, 7.8Hz, 1H), 7.08 (s, 1H), 7.27 (d, 8.0
Hz, 1H), 7.31-7.39 (m, 4H), 7.50-7.55 (m, 3H), 7.67 (d, £71.5Hz,
1H), 10.73 (s, 1H)
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h

e (°C)

H-NNR 2 R4 kL (6, DNSO-d)

124-125

3.09 (dd, 7.1, 14.5 Hz, 1H), 3.32 (dd, 4.6, 14.5 Hz, 1H),
4.41-4.45 (m, 1H), 6.90-6.92 (m, 1H), 6.98-7.01 (m, 1H),
7.07-7.12 (m, 2H), 7.29 (d, 8.1 Hz, 1H), 7.52-7.60 (m, 3H),
1.7M-1.72 (m, 1H), 7.84-7.87 (m, 2H), 8.15 (d, £7.4 Hz, 1H),
10.79 (s, 1H)

&8 10

114-115

3.09 (dd, 8.1, 14.6 Hz, 1H), 3.27 (dd, 5.0, 14.6 Hz, 1H),
4.55-4.59 (m, 1H), 6.86 (d, &15.5 Hz, 1H), 6.95-6.97 (m, 1H),
7.03-7.04 (m, 1H), 7.14 (d, ~£1.8Hz, 1H), 7.32 (d, £8.0Hz, 1H),
7.54-7.58 (m, 2H), 7.66-7.82 (m, 4H), 8.42 (d, £7.5 Hz, 1H),
10.82 (s, 1H)

ey

145-146

3.04 (dd, & 6.6, 14.6 Hz, 1H), 3.27 (dd, 4.7, 14.6 Hz, 1H),
3.84 (s, 3H), 4.28-4.29 (m 1H), 6.76 (d. £15.9 Hz, 1H),
6.86-6.89 (m, 1H), 6.93-7.00 (m, 2H), 7.04 (d, £8.2 Hz, 1H),
7.06-7.07 (m, 1H), 7.27 (d, 8.2 Hz, 1H), 7.30-7.34 (m. 1H),
7.50-7.53 (m, 2H), 7.60 (d, & 15.9 Hz, 1H), 7.64 (d, £7.4 Hz,
1H), 10.71 (s, 1H)

tewm12

109-110

3.09 (dd, 8.7, 14.7 Hz. 1H), 3.25 (dd, 5.0. 14.7 Hz, 1H).
4.61-4.66 (m, 1H), 6.81 (d, ~15.8 Hz, 1H), 6.98-6.99 (m, 1H),
7.05-7.06 (m, 1H), 7.16 (s, 1H), 7.33 (d, #8.1Hz, 1H), 7.40-7.41
(m, 2H), 7.51-7.57 (m, 2H), 7.68-7.71 (m, 2H), 8.52 (d, 7.9 Hz,
1H), 10.87 (s, 1H), 12.80-13.30 (br, 1H)

fteawm 13

3.02 (dd, 7.9, 14.6 Hz, 1H), 3.29 (dd, #4.1, 14.6 Hz, 1H),
4.43-4.44 (m, 1H), 6.91-7.02 (m, 3H), 7.12 (s, 1H), 7.15-7.19 (m,
2H), 7.29 (d, +#8.0Hz, 1H), 7.37 (d, £16.1 Hz, 1H), 7.43-7.44
(m, 1), 7.54 (d, £7.8Hz, H), 7.72 (d, £7.8 Hz, 1H), 10.78
(s, 1H)

ftath 14

3.05 (dd, £6.8, 14.5 Hz, 1H), 3.30 (dd, 4.5, 14.5 Hz, 1,
4.34-4.35 (m, 1H), 6.85-6.89 (m, 2H), 6.88-6.89 (m, 1H),
7.09-7.11 (m, 2H), 7.26-7.29 (m, 2H), 7.38 (d, £15.9 Hz, 1H),
7.51 (d, 7.9 Hz, 1H), 7.70-7.71 (m, 1H), 7.87 (s, 1H), 10.79
(s, 1H)

L&®m15

106-107

3.09 (dd, 8.9, 14.7 Hz, 1H), 3.25 (dd, #4.9, 14.7 Hz, 1H),
4.61-4.66 (m, 1H), 6.87 (d. £16.0 Hz, 1H), 6.97-7.06 (m, 1H),
7.05-7.06 (m, 1H), 7.16 (d, +2.1Hz, 1H), 7.28-7.35 (m, 3H), 7. 41
(d, #16.0Hz, 1H), 7.49-7.50 (m, 1H), 7.55 (d, #7.9Hz, 1H),8.53
(d, 7.8 Hz, 1H), 10.86 (s, 1H), 12.80-13.30 (br, 1H)

ft&¥ 16

119-120

3.11 (dd, 8.1, 14.8 Hz, 1H), 3.28 (dd, 4.9, 14.8 Hz, 1H),
4.60-4.64 (m, 1H), 6.94-6.98 (m, 1H), 7.03-7.09 (m, 2H), 7.12 (s,
), 7.32 (d, 8.1 Hz, 1H), 7.54-7.60 (m, 2H), 8.08 (s, 1H),
8.27-8.30 (m, 3H), 10.86 (s, 1H)
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LanEs

i

Em (°0)

'H-NMR 2R )L (8, DMSO-g)

tamii

109-110

3.10 (dd, 8.5, 14.7 Hz, 1H), 3.26 (dd, 4.8, 14.7 Hz, 1H),
4.62-4.63 (m, 1H), 6.87 (d, #15.9 Hz, 1H), 6.97-6.99 (m, 1H),
7.04-7.06 (m, 1H), 7.16 (s, 1H), 7.33 (d, 8.0 Hz, 1H), 7.43 (d,
£15.9 Hz, 1H), 7.56 (d, £7.9 Hz, 1H), 7.61-7.63 (m, 1H), 7.82
(d, +#7.8Hz, 1H), 7.89 (d, ~£7.9Hz, 1H), 8.02 (s, 1H), 8.38 (d,
F1.8 Hz, 1H), 10.86 (s, 1H).

t&®m18

105-106

3.07 (dd, 8.7, 14.6 Hz, 1H), 3.23 (dd, 5.2, 14.6 Hz, 1H),
4.60-4.65 (m, 1H), 6.65 (d, ~15.8 Hz, 1H), 7.00-7.08 (m, 6H),
7.15-7.19 (m, 2H), 7.32-7.42 (m, 4H), 7.55-7.57 (m, 3H), 8.35 (d,
8.0 Hz, 1H), 10.85 (s, 1H), 12.71 (s. 1H)

am19

110-111

3.10 (dd, 8.4, 14.6 Hz, 1H), 3.27 (dd, 4.6, 14.6 Hz, 1H),
4.61-4.65 (m, 1H), 6.89-6.98 (m, 2H), 7.04-7.07 (m, 1H), 7.15 (s,
M), 7.32 (d, +#8.0 Hz, 1H), 7.45 (d, ~15.8 Hz, 1H), 7.56 (d,
F71.8 Hz, 1H), 7.73 (d, #8.0 Hz, 2H), 7.86 (d, 8.0 Hz, 2H),
8.44 (d, £7.7 Hz, 1H), 10.84 (s, 1H).

L&t 20

224-225

3.25-3.33 (m, 2H), 4.69-4.73 (m, 1tH), 6.97-6.98 (m, 1H),
7.04-7.05 (m, 1H), 7.20 (s, 1H), 7.31-7.35 (m, 2H), 7.45-7.48 (m,
), 7.57-7.60 (m, 2H), 7.65 (d, 8.4 Hz, WH), 7.77 (d, #1.8
Hz, 1H), 8.76 (d, 7.9 Hz, 1H), 10.82 (s, 1H), 12.87 (s, 1H)

taB 21

130-131

3.29-3.25 (m, 2H), 4.77-4.80 (m, 1H), 6.93-6.95 (m 1H),
7.02-7.06 (m, 1H), 7.17 (d, #2.1Hz, 1H), 7.33 (d, #8.1Hz, 1H),
7.43-7.47 (m, 1H), 7.50-7.53 (m, 2H), 7.74-7.76 (m, 1H), 8.01 (d,
1.9 Hz, 1H), 8.93 (s, 1H), 9.10 (d, 7.3 Hz, 1H), 10.93 (s,
1H), 12.80-13.30 (br, 1H)

e 22

124-125

3.21-3.33 (m, 24), 4.57-4.61 (m, 1H), 6.98-7.00 (m 1H),
7.05-7.08 (m, 1H), 7.20 (s, 1H), 7.34 (d, +#8.0Hz, 1H), 7.40-7.44
(m, 2H), 7.58 (d, ~7.8Hz, 1H), 7.65-7.67 (m, 1H), 8.06-8.09 (m,
1), 8.20 (s, 1H), 874 (d, #7.6 Hz, 1H), 10.88 (s, 1H),
12.80-13.33 (br, 1H)

L&am23

200-201

2.99 (dd, 9.1, 14.6 Hz, 1H), 3.18 (dd, 4.7, 14.6 Hz, 1H),
4.64-4.68 (m, 1H), 6.84 (d, #16.0 Hz, 1H), 6.97-6.99 (m, 1H),
7.05-7.08 (m, 2H), 7.15 (d. 1.1 Hz, 1H), 7.25-7.32 (m, 3H),
4.28-4.60 (m, 2H), 7.56-7.66 (m, 3H), 8.38 (d, 8.2 Hz, 1H),
10.79 (s, 1H)

L& 24

104-105

3.08 (dd, 8.8, 14.7 Hz, 1H), 3.24 (dd, 4.9, 14.7 Hz, 1H),
4.61-4.64 (m, 1H), 6.84 (d. #16.0 Hz, 1H), 6.98-7.00 (m, 1H),
7.05-7.06 (m, 1H), 7.16 (d, #41.4 Hz, 1H), 7.25-7.34 (m, 3H),
7.42-7.48 (m, 2H), 7.54-7.57 (m, 1H), 7.63-7.65 (m, 1H), 8.53 (d,
£7.9 Hz, 1H), 10.85 (s, 1H), 12.74 (s, 1H)

[0206]
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teanEs

h

MR (°C)

H-NMR 2R FJL (8, DMSO-4)

L&® 25

124-125

3.23 (dd, 9.1, 14.7 Hz, H), 3.32 (dd, 4.7, 14.7 Hz, W),
4.58-4.62 (m, 1H), 6.97-7.00 (m, 1H), 7.05-7.08 (m, 1H), 7.20 (d,
#2.1 Hz, 1H), 7.34 (d, #8.1 Hz, 1H), 7.56-7.60 (m, 4H),
7.90-7.91 (m, 2H), 8.10 (s, 1H), 8.59 (d, 7.7 Hz, 1H), 10.89
(s, 1H), 12.93 (s, 1H)

L& 26

95-96

3.07 (dd, 8.7, 14.7Hz, H), 3.21 (dd, #£5.1, 14.7Hz, 1H), 3.72
(s, 3H), 4.58-4.61 (m, 1H), 6.74 (d, ,16.0 Hz, 1H), 6.81-6.82
(m, 1H), 6.87-6.89 (m, 1H), 7.01-7.03 (m, 1H), 7.17-7.19 (m, 3H),
7.36-7.41 (m, 2H), 7.57-7.63 (m, 2H), 8.34 (d, /7.8Hz, 1H), 8.34
(d, 7.8 Hz, 1H), 12.80-13.00 (br, 1H)

L&y 27

100-101

3.09 (dd, £8.5, 14.6Hz, 1H), 3.23 (dd, 5.0, 14.6Hz, 1H), 3.72
(s, 3H), 4.60-4.63 (m, 1H), 6.84 (d, ~15.9 Hz, 1H), 7.02-7.13
(m ), 7.11-7.13 (m, 2H), 7.26-7.29 (m, 2H), 7.36-7.37 (m, 1H),
7.42-7.49 (m, 2H), 7.57 (d, £7.8Hz, 1H), 7.63-7.65 (m, 1H), 8.51
(d, F£1.7THz, 1), 1271 (s, 1H)

L&t 28

86-87

3.09 (dd, 8.4, 14.6Hz, 1H), 3.22 (dd, 5.2, 14.6Hz, 1H), 3.72
(s, 3H), 4.60-4.64 (m, 1H), 6.69 (d. ~15.8 Hz, 1H), 7.02-7.03
(m, 1H), 7.13-7.14 (m, 2H), 7.23-7.27 (m, 2H), 7.36-7.42 (m, 2H),
7.56-7.63 (m, 3H), 8.37 (d, ~7.8 Hz, 1H), 12.60-12.80 (br, 1H)

L& 29

100-101

3.08 (dd, £7.7, 14.5Hz, 1H), 3.25 (dd, 5.2, 14.5Hz, 1H), 3.70
(s, 3H), 4.53-4.56 (m, 1H), 6.77 (d, #15.8 Hz, 1H), 6.96-6.99
(m, TH), 7.08-7.10 (m, 2H), 7.33-7.41 (m, 5H), 7.54-7.58 (m, 3H),
8.20 (d, £7.6 Hz, 1H)

&% 30

3.11 (dd, 8.3, 14.THz, 1H), 3.24 (dd, 5.3, 14.7Hz, 1H), 3.73
(s, 3H), 4.63-4.65 (m, 1H), 6.96-7.02 (m, 2H), 7.13-7.14 (m, 2H),
1.37 (d, 8.2 Hz, 1H), 7.56-7.64 (m, 3H), 7.76-7.77 (m, 1H),
7.83-7.84 (m, 1H), 7.90 (d, ~£7.7Hz, 1H), 8.61 (d, £7.8Hz, 1H),
12.80 (s, 1H)

&9 3

99-100

3.07 (dd, ~8.8, 14.6Hz, 1H), 3.23 (dd, #4.8, 14.6Hz, 1H), 3.72
(s, 3H), 4.60-4.64 (m, 1H), 6.96 (d, £16.1 Hz, 1H), 7.00-7.04
(m, 1H), 7.12-7.21 (m, 4H), 7.36-7.47 (m, 3H), 7.57 (d, ~£7.9 Hz,
), 8.70 (d, &7.7 Hz, H), 12.73 (s, 1H)

L&t 32

99-100

3.08 (dd, +#8.5 14.4Hz, 1H), 3.22 (dd, #4.7, 14.4Hz, 1H), 3.72
(s, 3H), 4.61-4.62 (m, 1H), 6.80 (d, ~15.9 Hz, 1H), 7.00-7.03
(m, 1H), 7.13-7.18 (m, 3H), 7.32-7.44 (m, 3H), 7.57 (d, F1.7Hz,
), 7.70 (d, £7.1 Hz, H), 8.51 (d, +#7.4 Hz, 1H), 12.74 (s,
1H)

&t 33

15-16

3.09 (dd, 8.5, 14.THz, 1H), 3.23 (dd, 5.1, 14.THz, 1), 3.72
(s, 3H), 4.60-4.64 (m, 1H), 6.87 (d, £16.0 Hz, 1H), 7.00-7.03
(m, 1H), 7.12-7.15 (m, 2H), 7.34-7.43 (m, 4H), 7.48-7.50 (m, 1H),
7.57 (d, 7.9 Hz, 1H), 8.53 (d, 7.8 Hz, 1H), 12.60-12.80 (br,
1H)
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B #

AR (°0)

H-NMR X <2 L (5, DMSO-)

fe&th 34

104-105

3.11 (dd, #8.2, 14.6 Hz, 1H), 3.25 (dd, 5.3, 14.6 Hz, 1H), 3.72
(s, 3H), 4.60-4.64 (m, 1H), 6.87 (d, #15.8 Hz, 1H), 7.00-7.02
(m, 1H), 7.11-7.13 (m, 2H), 7.36 (d, #8.2Hz, 1H), 7.44 (d. #15.8
Hz, 1H), 7.56-7.63 (m, 2H), 7.82 (d, ~7.6Hz, 1H), 7.89 (d, +1.7
Hz, 1H), 8.02 (s, 1H), 8.38 (d. 7.4 Hz, 1H)

ft&a®m 35

98-99

3.08 (dd, 8.5, 14.6 Hz, 1H), 3.22 (dd, 5.2, 14.6 Hz, 1H), 3.72
(s, 3H), 4.59-4.63 (m, 1H), 6.65 (d, #15.8 Hz, 1H), 7.00-7.19
(m, 8H), 7.36-7.44 (m, 4H), 7.56-7.58 (m, 3H), 8.35 (s, £4.7 Hz,
1H), 12.72 (s, 1H)

L&t 36

3.10 (dd, 8.3, 14.7Hz, 1H), 3.24 (dd, 5.2, 14.THz, 1H), 3.72
(s, 3H), 4.61-4.66 (m 1H), 6.89 (d, £15.9 Hz, 1H), 7.00-7.03
(m, 1H), 7.11-7.14 (m, 2H), 7.37 (d, +£8.2Hz, 1H), 7.47 (d, ~15.9
Hz, 1H), 7.57 (d, +#7.8Hz, 1H), 7.74 (d, +48B.2Hz, 2H), 7.87 (d,
8.2 Hz, 2H), 8.49 (d, £7.8 Hz, 1H), 12.60-12.80 (br, 1H)

Lam3i

3.22 (dd, £9.1, 14.7Hz, 1H), 3.30 (dd, 4.8, 14.7Hz, 1H), 3.13
(s. 3H), 4.55-4.59 (m, 1H), 7.01-7.04 (m, 1H), 7.12-7.18 (m, 2H),
71.37-7.45 (m, 3H), 7.60 (d, ~7.9 Hz, 1H), 7.66-7.67 (m, 1H),
8.06-8.08 (m, 1H), 8.18 (s, 1H), 8.77 (d, <1.7 Hz, 1H), 12.94
(s, 1H)

L& 38

90-91

2.83 (dd, 8.5, 13.7Hz, 1H}, 3.03 (dd, 4.8, 13.7Hz, 1H), 3.70
(s, 3H), 4.31-4.35 (m, 1H), 5.53 (dd, 2.0, 10.3 Hz, 1H), 6.02
(dd, 2.0, 17.0 Hz, 1H), 6.29 (dd, «10.3, 17.0 Hz, 1H), 6.79
(d, #£8.5Hz, 2H), 7.10 (d, £8.5Hz, 2H), 8.07 (d, ~7.6 Hz, 1H)

&M 39

2.86 (dd, 9.7, 13.8Hz, 1H), 3.05 (dd, »~4.8, 13.8Hz, 1H), 3.71
(s, 3H), 6.72 (d, 15.9Hz, 1H), 6.81-6.85 (m, 3H), 6.90 (d, 8.1
Hz, 1H), 7.17-7.19 (m, 3H), 7.41 (d, #71.5Hz, 1H), 7.60 (d, #15.9
Hz, 1H), 8.35 (d, 8.1 Hz, 1H), 10.05 (s, 1H), 12.60-12.80 (br,
1H)

L& 40

191-192

2.87 (dd, 9.5, 13.9Hz, 1H), 3.06 (dd, +4.8, 13.9Hz, H), 3. T
(s, 1), 4.52-4.54 (m, 1H), 6.80-6.84 (m, 3H), 7.17 (d, £8.6 Hz,
2H), 7.25-7.30 (m, 2H), 7.43-7.48 (m, 2H), 7.63-7.66 (m, 1H), 8.52
(d, #8.1Hz, 1), 12.77 (s, 1H)

a-to Bl

189-190

2.88 (dd, 9.4, 13.8Hz, 1H), 3.06 (dd, 4.5, 13.8Hz, 1H), 3. 71
(s, 3H), 4.51-4.55 (m, 1H), 6.76 (d, #15.9Hz, 1H), 6.84 (d, £8.4
Hz, 2H), 7.16-7.23 (m, 3H), 7.38-7.47 (m, 4H), 8.40 (d, 8.0 Hz,
1H), 12.80 (s, 1H)

L&t 42

203-204

2.87 (dd, £9.3, 13.9Hz, 1H), 3.06 (dd, 4.6, 13.9Hz, 1H), 3. 71
(s, 3H), 4.50-4.55 (m, 1H), 6.67 (d, &15.8Hz, 1H), 6.84 (d, 8.3
Hz, 2H), 7.17 (d, £8.3Hz, 2H), 7.23-7.27 (m, 2H), 7.40 (d, ~15.8
Hz, 1H), 7.61-7.63 (m, 2H), 8.37 (d, 8.1 Hz, 1H)
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W &

Em (°C)

H-NMR R R4 R (&5, DMSO-d)

tahm a3

2.85 (dd, 9.6, 13.8Hz, 1H), 3.05 (dd, 4.8, 13.8Hz, 1H), 3.70
(s, 3H), 4.48-4.53 (m, 1H), 6.62 (d, +15.8Hz, 1H), 6.78 (d, £8.1
Hz, 1H), 6.84 (d, 8.4 Hz, 2H), 6.92 (s, 1H), 6.96 (d, ~7.6 Hz,
1H), 7.16-7.22 (m, 3H), 7.28 (d, #15.8 Hz, 1H), 8.39 (d, 8.1
Hz, 1H), 9.58 (s, 1H), 12.70-12.90 (br, 1H)

(-t EL

2.86 (dd, 9.5, 13.8Hz, 1H), 3.04 (dd, 4.7, 13.8Hz, 1H), 3.70
(s, 3H). 4.48-4.52 (m, 1H), 6.49 (d, #15.8Hz, 1H), 6.79 (d, 8.4
Hz, 2H), 6.84 (d, 8.4 Hz, 2H), 7.17 (d, +#8.4Hz, 2H), 7.29 (d,
£15.8 Hz, H), 7.39 (d, 8.4 Hz, 2H), 8.25 (d, 8.1 Hz, 1H),
9.86 (s, 1H), 12.60-12.80 (br, 1H)

iE&M 45

170-171

2.89 (dd, 8.7, 13.8Hz, 1H), 3.10 (dd, 44.5, 13.8Hz, 1H), 3.69
(s, 3H), 4.45-4.49 (m, 1H), 6.76-6.82 (m, 3H), 7.15-7.17 (m, 20},
7.36-7.42 (m, 4H), 7.55-7.56 (m, 2H), 8.23 (d, 8.0 Hz, 1H)

E&¥ 46

229-230

2.89 (dd, 9.3, 13.8Hz, 1H), 3.08 (dd, #4.7, 13.8Hz, 1), 3.
(s, 3H), 4.53-4.57 (m, 1H), 6.85 (d. #8.4Hz, 2H), 6.95 (d, ~15.6
Hz, 1H), 7.18 (d, 8.4 Hz, 2H), 7.57-7.63 (m, 2H), 7.76-7.79 (m,
1H), 7.85 (d, £8.4Hz, 1H), 8.63 (d, £7.9Hz, 1H), 8.63 (d, £7.9
Hz, 1H), 12.80-13.00 (br. 1H)

L&w 4

79-80

2.89 (dd, 9.3, 13.9Hz, 1H), 3.07 (dd, 4.9, 13.9Hz, 1H), 3. "
(s, 3H), 4.51-4.56 (m, 1H), 6.80-6.86 (m, 3H), 7.18 (d, 8.4 Hz,
2H), 7.58-7.62 (m, 1H), 7.67 (d, #15.4 Hz, 1H), 7.73-7.84 (m,
3H), 8.57 (d, 8.0 Hz, 1H), 12.70-12.90 (br, 1H)

tah a8

145-146

2.86 (dd, 9.7, 13.9Hz, 1H), 3.04 (dd, 4.7, 13.9Hz, 1H), 3.70
(s, 3H), 3.85 (s, 3H), 4.48-4.52 (m, 1H), 6.72 (d, +<15.9Hz, 1H),
6.84 (d, ~£8.6Hz, 2H), 6.97-7.00 (m, 1H), 7.06-7.07 (m, 1H), 7.16
(d, +#8.6Hz, 1H), 7.35-7.38 (m, 1H), 7.49-7.50 (m, 1H), 7.61 (d,
15.9 Hz, 1H), 8.36 (d, ~£7.8 Hz, 1H)

L&Y 49

189-190

2.88 (dd, 9.5, 13.9Hz, 1H), 3.06 (dd, £4.7, 13.9Hz, 1H), 3.
(s, 3H), 4.51-4.55 (m, 1H), 6.78 (d, ~£15.7Hz, 1H), 6.85 (d, #8.5
Hz, 2H), 7.17 (d. +8.5Hz, 2H), 7.40-7.42 (m, 2H), 7.52-7.54 (m,
1H), 7.68-7.71 (m, 2H), 8.52 (d, ~8.0 Hz, 1H), 12.80 (s, 1H)

L& 50

84-85

2.86 (dd, 9.7, 13.9Hz, 1H), 3.07 (dd, #4.7, 13.9Hz, 1H), 3. 71
(s, 3H), 4.51-4.55 (m, 1H), 6.85 (d, #8.4Hz, 2H), 6.94 (d, £16.1
Hz, 1H), 7.17-7.22 (m, 4H), 7.41 (d, #16.1 Hz, 1H), 7.46-7.49
(m, 1H), 8.70 (d, 8.0 Hz, 1H), 12.79 (s, 1H)

fe&% 51

197-198

2.87 (dd, £9.6, 13.8Hz, 1H), 3.06 (dd, ~4.6, 13.8Hz, 1H), 3. 71
(s, 3H), 4.50-4.55 (m, 1H), 6.78 (d, £16.0Hz, 1H), 6.85 (d, £8.2
Hz, 2H), 7.16-7.18 (m, 3H), 7.33-7.37 (m, 1H), 7.41 (d, £16.0
Hz, 1H), 7.69-7.74 (m, 1H), 8.53 (d, 8.0 Hz, 1H), 12.60-12. 80
(br, 1H)




WO 2010/032771

[&T]

62 PCT/JP2009/066217

ftansEs

I 4

MR (°C)

H-NMR R RS L (8, DMSO-df)

L& 52

154-155

2.88 (dd, 9.7, 13.6Hz, 1H), 3.07 (dd, 4.3, 13.6Hz, 1H), 3. 71
(s. 3H), 4.51-4.55 (m, 1H), 6.84-6.86 (m, 3H), 7.18 (d, 8.0 Hz,
2H), 7.29-7.42 (m, 3H), 7.51-7.52 (m, 1H), 8.54 (d, £8.0 Hz, 1H),
12.60-12.80 (br, )

L& 53

91-92

2.89 (dd, 9.2, 13.9Hz, 1H), 3.08 (dd, 4.8, 13.9Hz, 1H), 3. 71
(s, 3H), 4.54-4.58 (m, 1H), 6.85 (d, ~£8.4Hz, 2H), 7.05 (d, #15.9
Hz, 1H), 7.17 (d, £8.4 Hz, 2), 7.59 (d, ~15.9 Hz, 1H), 8.09
(s, 1H), 8.27 (s, 2H), 8.36 (d, 8.0 Hz, 1H), 12.85 (s, 1H)

L& 54

2.91 (dd, 9.5, 14.0Hz, 1H), 3.11 (dd, 4.9, 14.0Hz, H), 3.72
(s, 3H), 4.57-4.62 (m, 1H), 6.85-6.87 (m, 3H), 7.19-7.21 (m, 2H),
1.41 (d, +15.9 Hz, 1H), 7.61-7.64 (m, 1H), 7.83 (d, 7.7 Hz,
1H), 7.91 (d, 8.0 Hz, 1H), 8.03-8.04 (m, 1H), 8.45 (d, 8.1
Hz, 1H), 12.70-12.90 (br, 1H)

&8 55

205-206

2.86 (dd, #9.5, 13.8Hz, 1H), 3.04 (dd, 4.8, 13.8Hz, 1H), 3.70
(s, 3H), 4.49-4.53 (m, 1H), 6.62 (d, £15.8Hz, 1H), 6.84 (d, ~£8.6
Hz, 2H), 7.01 (d, /8.7 Hz, 2H), 7.07 (d, +8.0Hz, 2H), 7.15-7.19
(m, 3H), 7.37 (d, #15.8Hz, 1H), 7.41-7.44 (m, 2H), 7.57 (d, 8.7
Hz, 2H), 8.35 (d, 48.1 Hz, 1H), 12.75 (s, 1H)

fe&% 56

212-213

2.88 (dd, 9.3, 13.8Hz, 1H), 3.07 (dd, 4.8, 13.8Hz, 1H), 3.70
(s, 3H), 4.51-4.56 (m, 1H), 6.83-6.88 (m, 3H), 7.16 (d, ~8.4 Hz,
2H), 7.45 (d, #15.9 Hz, 1H), 7.74 (d, 8.1 Hz, 2H), 7.87 (d,
£8.1 Hz, 2H), 8.48 (d, 8.0 Hz, 1H)

fL&m 57

125-126

3.08 (dd, #10.4, 13.7 Hz, H), 3.17 (dd, 3.9, 13.7 Hz, 1H),
3.69 (s, 3H), 4.61-4.66 (m, 1H), 6.83 (d, £8.5Hz, 2H), 7.23 (d,
£8.5Hz, 2H), 7.33-7.36 (m, 1H), 7.46-7.49 (m, 1H), 7.59 (s, 1H),
7.68 (d, +#8.4 Hz, 1H), 7.78 (d. 7.8 Hz, 1H), 8.88 (d, 8.2
Hz, 1H), 12.60-13.0 (br, 1H)

fe&¥ 58

177118

3.05 (dd, 6.7, 13.9Hz, 1H), 3.13 (dd, 5.2, 13.9Hz, 1H), 3. 71
(s, 1H), 4.71-4.74 (m, 1H), 6.84 (d, #8.5Hz, 2H), 7.12 (d, 8.5
Hz, 2H), 7.44-7.47 (m, 1H), 7.52 (d, 8.3 Hz, 1H), 7.76-1.79 (m,
1H), 8.01 (d, ~7.6Hz, 1H), 8.92 (s, 1H), 9.02 (d, ~7.4Hz, 1H),
13.00-13. 30 (br, 1H)

L& 59

0.88 (d, 6.4 Hz, 3H), 0.92 (d, ~£6.4Hz, 3H), 1.56-1.67 (m, 3H),
4.36-4.38 (m, 1H), 6.84 (d, ~16.0 Hz, 1H), 7.26-7.31 (m, 2H),
1.44-7.45 (m, 1H), 7.51 (d, +#16.0 Hz, 1H), 7.65-7.68 (m, 1H),
8.50 (d, 7.9 Hz, 1H), 12.50-12.70 (br, 1H)

iL&¥ 60

110-111

1.85-1.94 (m, 2H), 2.23-2.51 (m, 2H), 4.28-4.32 (m, 1H), 6.93 (d,
K15.9 Hz, 1H), 7.25-7.30 (m, 2H), 7.41-7.45 (m, 1H), 7.50 (d,
#15.9 Hz, 1H), 7.67-7.70 (m, 1H), 8.27 (d, £7.7 Hz, 1H)

L& 61

116-119

1.41-1.43 (m, 2H), 1.56-1.78 (m, 4H), 2.75-2.78 (m, 2H),
4.29-4.33 (m, 1H), 6.91 (d. 16.0 Hz, 1H), 7.26-7.31 (m, 2H),
7.43-71.47 (m, 1H), 7.51 (d, £16.0 Hz, 1H), 7.65-7.68 (m, 1H),
8.03 (s, 3H), 8.61 (d, £7.7 Hz, 1H)
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&

Mms (°0)

H-NMR 2R kL (8, DNMSO-4)

&M 62

124-125

2.81 (dd, 9.6, 13.8 Hz, 1H), 3.00 (d, +4.7, 13.8 Hz, 1H),
4.47-4.51 (m, 1H), 6.66 (d, 8.3 Hz, 2H), 6.81 (d, +#16.0 Hz,
1H), 7.04 (d, £8.3Hz, 2H), 7.25-7.30 (m, 2H), 7.42-7.47 (m, 21},
7.63-7.66 (m, 1H), 8.50 (d, 7.9 Hz, 1H), 9.22 (s, 1H), 12.75
(s, 1H)

fe&¥ 63

189-190

1.64-1.71 (m, 3H), 1.85-1.86 (m, 1H), 7.79-2.80 (m, 2H),
4.35-4.37 (m, H), 6.91 (d, ~16.0 Hz, ), 7.27-7.32 (m, 2H),
7.43-7.46 (m, 1H), 7.52 (d, ~16.0 Hz, 1H), 7.65-7.68 (m, 1H),
8.05 (s, 3H), 8.68 (d. 7.9 Hz, 1H)

ft&¥ 64

124-125

1.30-1.55 (m, 2H), 1.64-1.68 (m, 1H), 1.79-1.82 (m 1H),
3.12-3.13 (m, 2H), 4.33-4.38 (m, 1H), 6.87 (d, &15.9 Hz, 1H),
7.26-7.31 (m, 2H), 7.43-7.53 (m, 2H), 7.67-7.69 (m, 1H), 8.54 (d,
1.8, 1H)

fE&% 65

169-170

1.80-1.83 (m, 1H), 2.02-2.04 (m, 1H), 2.15-2.19 (m, 2H),
4.29-4.33 (m, 1H), 6.79-6.85 (m, 2H), 7.26-7.31 (m, 3H),
7.43-7.45 (m, 1H), 7.51 (d, £16.0 Hz, 1H), 7.65-7.68 (m, 1H),
8.52 (d, #7.8 Hz, 1H), 12.66 (s, 1H)

L&t 66

177-178

3.68-3.71 (m, 1H), 3.76-3.79 (m, 1H), 4.42-4.46 (m, 1H),
5.00-5.10 (br, 1H), 6.97 (d, ~16.0Hz, 1H), 7.26-7.31 (m. 2H),
7.43-7.46 (m, 1H), 7.52 (d, #16.0 Hz, 1H), 7.65~-7.68 (m, 1H),
8.43 (d, 8.0 Hz, 1H), 12.65-12.75 (br, 1H)

Lt&® 67

138-139

1.91-1.94 (m, 1H), 2.01-2.06 (m, 4H), 2.51-2.52 (m, 2H),
4.43-4.47 (m, 1H), 6.83 (d, #16.0 Hz, 1H), 7.26~7.31 (m, 2H),
7.43-7.45 (m, 1H), 7.51 (d, #16.0 Hz, 1H), 7.66~7.67 (m, 1H),
8.54 (d, 7.8 Hz, 1H), 12.60-12.80 (br, 1H)

L& 68

109-110

3.08 (dd, 8.9, 14.5 Hz, 1H), 3.24 (dd, 4.8, 14.5 Hz, 1H),
4.61-4.65 (m, 1H), 6.84 (dd, 16.0 Hz, 1H), 6.97-6.99 (m, 1H),
7.04-7.06 (m, 1H), 7.16 (s, 1H), 7.25-7.33 (m, 3H), 7.42-7.48 (m,
2H), 7.55 (d, #£7.9 Hz, 1H), 7.63-7.64 (m, 1H), 8.51 (d, ~£7.8
Hz, 1H), 10.85 (s, 1H), 12.56-12.66 (br, 1H)
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'H-NMR R RY kL (&, DNSO-a)

L& 69

92-93

1.30 (t, &£7.2 Hz, 3H), 3.08 (dd, £8.6, 14.6 Hz, 1H), 3.23 (dd,
#5.1, 14.6 Hz, 1H), 4.13 (a. +£7.2 Hz, 2H), 4.61-4.65 (m, 1H),
6.84 (d, £16.0 Hz, 1H), 7.01-7.02 (m, 1H), 7.10-7.11 (m, 1H),
7.19 (s, 1H), 7.26-7.30 (m, 2H), 7.40-7.49 (m, 3H), 7.56-7.58 (m,
1H), 7.63-7.65 (m, 1H), 8.53 (d, &7.9 Hz, 1H), 12.74 (s, 1H)

fta®m10

85-86

1.38-1. 41 (m, 6H), 3.08 (dd, 8.8, 14.6Hz, 1H), 3.25 (dd, 5.1,
14.6 Hz, 1H), 4.61-4.69 (m, 2H), 6.83 (d, ~16.1 Hz, 1H),
7.00-7.02 (m, 1H), 7.09-7.11 (m, 1H), 7.26-7.29 (m, 3H),
7.43-7.49 (m, 3H), 7.56 (d, #1.9Hz, 1H), 7.63-7.64 (m, 1H), 8.52
(d, 7.9 Hz, 1H), 12.75 (s, 1H)

et N

11-172

0.79 (t, 7.3 Hz, 3H), 1.14-1.19 (m, 2H), 1.64-1.67 (m, 2H),
3.05-3.08 (m, 1H), 3.22-3.25 (m, 1H), 4.07-4.11 (m 2H),
4.62-4.63 (m, 1H), 6.82 (d, +#15.9 Hz, 1H), 7.00-7.02 (m, 1H),
7.09-7.11 (m, 1H), 7.16 (s, 1H), 7.26-7.29 (m, 2H), 7.39-7.48 (m,
3H), 7.56 (d, ~£7.9 Hz, 1H), 7.61-7.63 (m, 1H), 8.52 (d, 8.0
Hz, 1H), 12.76 (s, 1H)

&l 2

83-84

3.08 (dd, £9.1, 14.6 Hz, 1H), 3.27 (dd. 5.0, 14.6 Hz, 1H),
4.63-4.67 (m, 1H), 535 (s, 2H), 6.82 (d, 16.0 Hz, 1H),
7.01-7.19 (m, TH), 7.26-7.31 (m, 3H), 7.36-7.38 (m, 1H),
7.45-7.49 (m, 2H), 7.57-7.63 (m, 2H), 8.55 (d, £7.9 Hz, 1H),
12.77 (s, 1H)

t&m 13

236-237

2.35 (s, 3H), 3.08 (dd, £8.7, 14.7Hz, 1H), 3.24 (dd, 5.1, 14.7
Hz, 1H), 4.62-4.66 (m, 1H), 6.64 (d, ~15.7 Hz, 1H), 6.98-7.00
(m, 1H), 7.05-7.07 (m, 1H), 7.16 (d, 2.0 Hz, 1H), 7.23-7.25 (m,
3H), 7.33 (d," 8.1 Hz, tH), 7.51 (d, #7.3Hz, 1H), 7.56 (d, 8.1
Hz, 1H), 7.62 (d, +#15.7 Hz, 1H), 8.42 (d, ~£7.9 Hz, 1H), 10.85
(s, 1H), 12.50-12.85 (br, 1H)

Léd®m 14

237-238

2.32 (s, 3H), 3.08 (dd, 8.8, 14.7 Hz, 1H), 3.24 (dd, 5.0 Hz,
14.7 Hz, 1H), 4.60-4.65 (m, 1H), 6.73 (d. ~15.9 Hz, 1H),
6.98-7.00 (m, 1H), 7.05-7.06 (m, 1H), 7.16-7.20 (m. 2H),
7.29-7.37 (m, 5H), 7.56 (d, 7.9 Hz, 1H), 8.35 (d, 7.9 Hz, 1H),
10.85 (s, 1H), 12.50-12.90 (br, 1H)

&M 75

255-256

2.32 (s, 3H), 3.08 (dd, 8.9, 14.THz, 1H), 3.23 (dd, #4.6, 14.7
Hz, 1H), 4.61-4.65 (m, 1H), 6.68 (d, ~15.8 Hz, 1H), 6.96-6.99
(m, 1H), 7.05-7.07 (m, 1H), 7.16 (s, TH), 7.21-7.23 (m, 2H),
7.32-7.37 (m, 2H), 7.43-7.44 (m, 2H), 7.55 (d, ~£7.9Hz, 1H), 8.34
(d, £7.8 Hz, 1H), 10.85 (s, 1H), 12.71 (s, 1H)

&M 16

214-215

0.89 (t, &7.3Hz, 3H), 1.27-1.32 (m, 2H), 1.52-1.56 (m, 2H), 2.58
(t, £7.6Hz, 2H), 3.09 (dd, 8.8, 14.7Hz, 1H), 3.24 (dd, +4.9,
14.7 Hz, 1H), 4.61-4.64 (m, 1H), 6.70 (d, ~15.8 Hz, 1H),
6.97-7.00 (m, 1H), 7.05-7.08 (m, 1H), 7.17 (s, 1H), 7.22 (d, 8.0
Hz, 2H), 7.33-7.38 (m, 2H), 7.45 (d, £8.0Hz, 2H), 7.56 (d, £1.9
Hz, 1H), 8.35 (d, 7.8 Hz, 1H), 10.87 (s, 1H), 12.25-12.95 (br,
1H)
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ma (°0)

'HNMR R R4S kb (5, DMSO-ap)

L&, n

209-210

1.20 (d, £7.0 Hz, 6H), 2.89 (dd, ~6.8, 13.7 Hz, 1H), 3.08 (dd,
8.7, 13.7Hz, 1H), 3.21-3.25 (m, 1H), 4.60-4.65 (m, 1H), 6.69
(d, #15.8 Hz, 1H), 6.96-6.99 (m, 1H), 7.04-7.07 (m, 1H), 7.15
(s, 1H), 7.28 (d, &7.9Hz, 2H), 7.32-7.38 (m, 2H), 7.46 (d. +1.9
Hz, 2H), 7.55 (d, 7.9 Hz, 1H), 8.34 (d, 7.9 Hz, 1H), 10.84
(s, 1H), 12.69 (s, 1H)

LE?m 8

1.76-1.77 (m, 3H), 3.02 (dd, £9.1, 14.6Hz, 1H), 3.19 (dd, 4.8,
14.6 Hz, 1H), 4.52-4.56 (m, 1H), 5.98 (dd. 1.3, 15.4 Hz, 1H),
6.58 (dd, 7.1, 15.2 Hz, 1H), 6.96-6.99 (m, 1H), 7.04-7.07 (m,
H), 7.12 (d, +#1.6Hz, 1H), 7.33 (d, #8.0Hz, 1H), 7.53 (d, 7.9
Hz, 1H), 8.16 (d, 7.9 Hz, 1H), 10.82 (s, 1H), 12.61 (s, 1H)

tam 19

1.76 (s, 3H), 2.02 (s, 3H), 2.99 (dd, 9.1, 14.6 Hz, 1H), 3.17
(dd, #4.9, 14.6 Hz, 1H), 4.47-4.51 (m, 1H), 5. 71 (d, 0.9 Hz,
1H), 6.96-6.99 (m, 1H), 7.04-7.07 (m, 1H), 7.13 (d, ~£1.9Hz, 1H),
7.33 (d, 8.1 Hz, 1H), 7.53 (d, #7.9 Hz, 1H), 7.98 (d, ~£7.9
Hz, 1H), 10.81 (s, 1H), 12.54 (s, 1H)

EaHm 8o

1.66-1.68 (m, 6H), 3.12 (dd, £9.4, 14.5Hz, 1H), 3.22 (dd, 4.6,
14.5Hz, 1H), 4.47-4.51 (m, 1H), 6.28-6.30 (m, 1H), 6.96-6.99 (m,
H), 7.04-7.07 (m, 1H), 7.15 (s, 1H), 7.33 (d, +8.1Hz, 1H), 7.54
(d, ~7.9Hz, 1H), 7.76 (d, £7.8 Hz, 1H), 10.81 (s, 1H), 12.58
(s, 1H

L& 8l

0.87 (t, #7.2Hz, 3H), 1.38-1.42 (m, 2H), 2.08-2.09 (m, 2H), 3.02
(dd, 9.3, 14.4 Hz, 1H), 3.18-3.21 (m, 1H), 4.53-4.556 (m, 1H),
5.97 (d, 15.5 Hz, 1H), 6.55-6.61 (m, 1H), 6.96-6.99 (m, 1H),
7.04-7.07 (m, 1H), 7.12 (s, 1H), 7.33 (d, 8.0 Hz, 1H), 7.53 (d,
£1.8 Hz, H), 8.18 (d, £7.7 Hz, 1H), 10.82 (s, 1H), 12.62 (s,
1H)

&M 82

95-96

1.95 (s, 3H), 3.15-3.20 (m, 1H), 3.26-3.29 (m, 1H), 4.55-4.57 (m,
1H), 6.98~7.00 (m, 1H), 7.06-7.08 (m, 1H), 7.15 (s, 1H), 7.21 (s,
1H), 7.32-7.43 (m, 6H), 7.60 (d, 7.8 Hz, 1H), 8.13 d, £1.7
Hz. 1H). 10.86 (s, 1H), 12.68 (s, 1H)

Erefl 17 6. EREHANAE (1)
AERAILEMETIRICRAOKRS LT, BEBES A DT ERICK VBRI A

AR (RER

BFHEBRETILEY %iTo1-. ERBYE L TLRERD %

YRTODAZFiRAT L%, ERICIKTIHSTZRALV-, AFEBALEWZO0. 5%
(wW/v)CMC—Na/KiZRICBERX TBASEL- LD EHEBEYE L LTEREONRE
L. Ffz. TEEITIE0. 5%% w/v) CMC-Na/KiB R £ RHRICIREG L=, #5255
#®I20. 7% (v/v) BF B A EBIERZ10mL/ ke THRERRE L., Z0557#%H 510
DEDSA D TEHBEFRL, FEKEOIGEE (EFHELFEERE) %
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RAICEYEH LT,
MEIE (%) = HBEEOFEHIA OV ITER—EEBED A DU EED)
XBEOFEY S A4 22 JREE %100
M, AEEZEDREL, HEFEERMERSH L DLHMLEERIZIEBaltett
DREZEITL. FLEDGFEIZ/INT A MY v DDunnettDELERTELLE., &
ENBDBZEE/ T ARy DDunnettDZERELLEERA LV, £
. AERFEDOREICILJockheere—TerpstralREE AWV, WThDHZEE L
PCO.05THEZRY & LT
FRHABRERO—GIZER1 1RV 21ZFRT, S A DUV EICk 58ERE
MARBETo-RR. FRALEVEIEN-EBEIREZRLI
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(11
appE | DROHESE MEE (%)
(mg/kg)
it&Mm1 10 25.7+6.3*
ite&Pm2 10 41.8+4.1*
A=t K] 3 36.9+10.6*
iteMma 100 42.4+8.3
{t&Mms 10 51.3+10.9*
iteéme 100 39.2+15.4
ited™’m7 100 37.3+11.8
ite®ms 10 67.7+10.3*
(A= k) 10 41.0+12.9*
tedHm10 10 41.6+9.6"
ey 1 100 60.9+5.9*
i1 2 100 34.9%+11.5
itEd¥®h13 10 52.9+7.7*
ittt 4 10 43.2+10.9*
it&¥m15 100 61.3+9.9*
item1 6 100 69.0+4.9*
tedhmi1 7 10 54.7+6.8"
itE™m1 8 10 56.5+4.2*
iktedm19 100 52.2+6.1*
kt&™m20 100 41.6%+6.0*
ikte®m2 1 10 38.3+6.5*
iteEm22 10 39.9+8.6"
iteWw2 3 100 48.2+11.5*
itE&Mm2 4 10 35.8+9.3*
itEWM25 10 41.2+11.1*
ite™m26 10 30.5+9. 2*
ite™m27 3 45.0+10.0*
itehm28 10 56.5+5.3*
itE&Wm29 10 56.8+6.8"

* : P<0.05 (Dunnett ZEHERE)
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gpmE | COMRESE MEIE (%)
(mg/kg)

iEt&EB30 10 35.8+9.9*
LtEM3 1 100 31.5x9.7
{L&¥!m3 4 10 45.2+6. 3"
{t&Mm35 100 55.2+7.4*
itE&™h36 10 49. 7+11.3*
iE&®Mm3 7 10 37.9x7.5*
it&®m3s8 100 52.0+8.2*
it&Mmao0 10 42.3+17.0*
L&ha 1 100 47.3+15.7
&4 2 100 52.7+8.3*
{tEdHha 3 10 45.3+10.8*
ite&ma 4 10 48.0+10.3*
ité¥ma 6 100 38.7£11.3
{Lama 7 100 36.2+11.2*
L& 4 8 10 43.2+17.3*
{ta&®a 9 100 31.8+7.0
{te&¥s50 100 35.1+15.4
{EAMS5 1 10 42.2+9.1*
{L&¥5 2 3 50.9+7. 4"
it&Ps5 3 100 32.0+14.6
it&¥s5 4 100 33.3+10.0
{L&MS5 6 100 48.7+10.1*
it&Ye6 1 100 40.5+7.8*
iL&Mme6 2 10 39.2+4+13.5*
{t&™e6 3 10 41.1+7.8*
{L&¥6 4 10 50.6+7.5*
{t&¥M6 5 100 31.6%13.1
{Lt&¥6 6 100 56.0+6.9*
{L&H6 7 10 43.5+6.9*
{t&e6 8 100 55.4+9. 9*

* : P<0.05 (Dunnett #ELLEHRE)
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BBRME 5096 RAREE (&)
wBmE | B5E REREAER BRMEESE
me/ke) | wemr | wE304% | ®mSM | 85304
t&EWw 10 2 7440 06 | 2 80+0. 16 2.74+0. 23 11.18+1.74*
iteamas 1 2.69+0.24 b.44+0. 75"
ez 10 2.45+0.18 11.64+1.81*
2.42+0.19 | 3.10=0.42
teaYma39 10 2.454-0. 23 11. 44+1.70"
t&ma 10 2.711+0.22 10. 73+1.59*
teays 10 2.69+0.12 3.83+0.16 2.73+0.20 6.87x1.28"
t&ms 10 2.66x0. 25 8.39+1. 30"
itg&Ymo 1 2.69+0.24 6.28+0.42"
tE¥Hm10 10 2.70+0.20 | 3.54=+0.35 2.713x0. 21 6.73%+1.26
11 10 2.75+0.23 10.55+1_50"
iteam1 3 10 2.74+0.06 9.941x1. 56"
e 4 10 2.72+0.09 3.04+0. 44 2. 74+0.06 9.38+1.68"
itE¥Y15 10 2.74+0.17 9. 124+1.55"*
it&™!1 6 10 2.74x0.06 8.38+1.07*
iLey1 7 10 2.69+0.12 | 2.49+0.42 2.74+0.06 12.99+1.53"
itE&¥1 8 10 2.81+0.00 11.73x1.60*
w19 1 2.67+0.14 5.16+0.41*
ft&®M20 | 1 | 2602012 | 2.85£0.17 | 2.69+0.12 | 6.130.75°
W21 1 2.72+0.09 3.93+0.16
fLtam22 10 2.63+0.18 11.34+1.52*
2.67x0.14 | 3.02+0.23
{t&¥6 4 1 2.711x0.22 6.21+1.04"
it&®m23 10 2.61+0.24 9.37+1.56"
teWm29 10 2.62+0.23 | 2.81+0.25 2.54+0.19 6. 4531, 39*
itehe 7 1 2.52+0.15 4.94+0.61"*

[0220]

* : P<0.05 (Dunnett 2 BHERE)
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BB E 50% Kt RRfE (g)
#EBRyE | B5ER HpEREARRE sBYHEES R

me/ke) | wem | m5sm | msw | #5058

itedm26 1 2.69+0.12 7.71+1.08"
it&mz27 1 2.69+0.12 | 2.39+0.36 2.66%+0.10 7.40£1.17*
{L&dma2 10 2.69+0.24 7.70+1. 35"
iLéhm2s8 10 2.69+0.24 5.90+1.16"
{LtE¥H36 10 2.72+0.15 | 2.81x0.30 2.67x0.25 9.01+1.55"
iLe&¥H37 1 2.67+0.25 8.70%1. 26*
ie&™m3 1 2.63+0.18 6. 111, 54"
{t&d®W30 10 2.63x0.18 10, 211, 44*

2.66+£0.10 | 2.52+0.25
iLE&Mm35 1 2.67x0.14 6.30£0. 19*
{tE&Mm6 6 1 2.63+0.18 6.51%1.40"
EMm3 4 10 2.83+0.12 6.40+0, 15*
itE&¥’ma 3 1 2.93+0.12 | 2.97+0.21 2.93x+0.12 6.68x+1.18"
itemaa 1 2.93+0.12 5.35%0. 53*
t&mao 1 2.58%0.15 10.28+1.33"
2.61x0.14 | 3.29+0. 41

{Ld¥hme 2 1 2.59+0.20 9.09+1.63*
te&ma 7 10 2.69+0, 12 5.48+0.80"
itéhmas 10 2.75+£0.23 | 2.72+0.37 2.72+0.09 3.02+0.34
iEEdMms 1 10 2.81+0.00 7.95+1.08"°
it&MmSs 2 10 2.79+0.20 8.70+1.68"*
{t&ms56 10 2.84+0.16 | 2.87+0.28 | 2.88=+0.07 9.32+1.45*
{Léhe 3 1 2.87+0.15 6.53+0.72*
ita&ms 9 10 2.65+0.16 5.78+1.06
itémeo 10 2.63+0.12 | 3.73x0.51 2.66+0.18 5.43+0.51"
iLame 1 10 2.64+0. 26 9.81+1.60"

* : P<0.05 (Dunnett $ELLEHRE)

[0221] Z=EMEHI1 7 8. T v M EEFRER
AERILEYIONgZE, DEGIGEEEFEOKELEFT ) DLTEES MY
JLIEIZLT, ERKOMLISER LTz, Sh5DRFEBEEYMKEIREM LS
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MTDOEELT, BILEMEO dmg/mMLT OELEEBRREFAEL, BB L6
EnWistar ZRSPFEEMSE S » MV U TEZRAVWTERREORE (Z{L&%2mg/5m
L/kg, n=5) Lt=. #&51#0.25, 0.5, 1. 2, 4, SErREIDE R TEFIRA >~
N RMEMEZRNTHIOULEZRO L =&, ZEMEZZDLIRELT
MmIFZRM LI, MEFEME, BREAR, LFERNLTHRAEAMNRENR
LTz, LCMSZAVWTRAETAHRICETAARAFRBALEMDOREEEZEEL.
AFERELEYDOCnax (REMEHREE) ROAC (IMARERR T @R, 0—
cofffd) ZHEH L1=,

FRABHRO—HFIER16I1TFT . KFERLELEMIE, Cmax KR UPAUCHKIZF LY
ExRL, BOREROZ Y FOFADBITENMBEN TS LEAHER SN
f=o
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#HEBmE Cmax (pg/mL) AUCo» (pg-hr/mL)
{s=%v. R 1.1 24.2
{tEP3 5.8 26. 2
itEMm4a 4.3 28.7
{t&Mms5 2.3 14. 6
itEHms 5.0 21.9
&P 1 1.7 10.6
it&™m1 3 1.4 46. 3
{tEm1 4 4.8 33.9
{tE&Hm15 2.8 19.4
{td®m20 3.0 10. 2
itéMm22 4.0 11.4
itéMm24 15.0 148.0
itEdMm25 1.5 6.8
itEm27 53.3 403.9
téYm2s8 37.17 182.8
itEM29 50.6 231.9
Et&®Mm30 3.6 13.4
te¥m34 3.2 16.5
itEM36 2.3 11.4
{LEM3 7 1.5 6.8
it&Hm3 8 2.8 8.5
it&Wao 48.7 61.7
it&ma 2 18.8 51.1
ItEM5 1 33.0 115.7
{t&ms 2 18.0 38.2
{L&¥5 6 3.5 1.0
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5Kk D #E
BRE]  TE-MX (1) TRANDT S/ BEEALRICTORSNICHE
SN BERUKIY.
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N\ R (1)
R; N S
H
R, 0

(B, RIENEIARILEIL, RODVILRIEREBBIHIESDTILFIL
TEBRINTOWTIEWNA Y F—JL, EFOFIRIERFHIBELID
FZILaAFITERIATWS Iz ZL, AILRFD, PR/, 7=
D/ BILNEALRIERFZBIHIEADTIILEILAILT 7 Z )L TEHR
SNTOTHEVRFRINESDTILFIL, BWMEE FRFVER

L. RIFKFR., RERNBELADTZILFIILXIES T/ R L, RiIFKFR
RIFRFBITBEADTILFILERL, RIFKFR, RERITIEA4DT
ILEIL, BWEE FOXS, NOFY U7/, RUTLAOAFIL
I/ F% REHIDECDTILXILRVRRHIIEADOT LD

FUNLERINDIXF20BERETERIATHTHLNT DL
#RL. RIZEFAFIRET7TE/HEFRL, X, REURIEHEELT

RUVISZVIRREIVT I VREBHRLTEH KL, BL, RAKET
RAOEFAFXFVELCFIERTEBREIATVNS Iz, EROF
VRUA MEFVTERINTVWS 7 ZIIXEEEBROD I I ZILTH
A, RIFEEBRDA 2V F—ILRUE FOX LTz Z LU DER
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[FERIE2]

[FE3RIE3]

[FERIE4]

F5RIES]

F5RIEG)

[FERIET]

[FE3RIES]

[FERIEI]

[FE3RIE10]

[FERIE11]

HEERL, X, RDKFIRT, ROPAFILTERSINTWNS I ZILT
HHEE. RIFE FAF O XERFHIIEIDTIILOX L TERSH
TWH TIPS DEBREEZRL. X, RAKERT, RAE RO
VTEBREINTWVWSIIZITHSEE. REHILRFD AFILLS
NEBEERL, X, RRURDKZETHLHE. RIFEEBRDTIL
FILRUVEERDA Y F—ILUNDBEBREERT, ]
RAKFRTHHHERE1EHDT =/ BFERLVICFDEZMIZE
BEINBHER VKW,

RME FOX L THABEREBE2EHDT =/ BFBARALVICZDES
IS SN HIER VKM,
RADKFRTHHHEREIEHDT =/ BFERLVICFDEZMIZE
BEINBHER VKW,

RS U R—ILTHABERBALHDT =/ BFERALVICZDESE
IS SN HIER VKM,

RS T7/ TEBRENTWS I L THEERBESTREHDT =/ B
FERLRICZOEEMICHE SN BIERVKINM,

RN TZYRTEBREINTWS I L THEERBESTREHDT =/ B
FERLRICZOEEMICHE SN BIERVKINM,

ROE FOFXF L TERINATVWS T ZILTHABERESTLHDT =
/BFEEARLT NI ZORZMICHRT SN DERVKNY,

R Z7 T/ FLTEBRIN TSI I ZIILTHAERESEHDT =2
/BFEEARLT NI ZORZMICHRT SN DERVKNY,
RORFRRIBIEADTIILIF P TERIATNE T ZILTHDHES
HSEHNT I/ BFERLVICZTDOEZMNITHFR SN HER UK
M,

RORFHRINESDTILFILTNELBREIATNSE AV F—ILTH
HERBATBEDT =/ BFERBVICEOEZNIHFBTINDIER
UK.



WO 2010/032771 77 PCT/JP2009/066217

[FERIE12]

[FERIE13]

[FERIE14]

[FERIE15]

F5RIE16]

[FERIE1T]

[FERIE18]

[FERIE19]

[FE3R1E20]

[FERIE21]

FERIE22]

[FEk1E23]

[ 5RH24]

RS T7/ CEBRENTWSA I ZILTHIERET 1RBEHEDND7 I/
BRRERI ICZDEEMICHB SN BIERVKINM.

RN TYRTEBRINTWS I L THIERET 1RBEHEDN7 I/
BRRERI ICZDEEMICHB SN BIERVKINM.

RAOE FOFXF L TERIATVWS T ZILTHAIERE 1 1 EHDT
T/ BFEARLVICZOEZMNICHER SN DIER VKM,

RN 7T/ XL TEBRINTNWS I I THHERET 188EHDT
S/ BFERLVICFOEZMNICHERINDER VKN,
RORBRRIBIEADTIILIF P TERSIATNE T ZILTHDHES
BARHDOT7 =/ BFERLVICEOEZMICHR SN HIER VK
M,

RS T7/ CEBRENTWSA I ZILTHIERET1 6 RBEHENT7 I/
BRRERI ICZDEEMICHB SN BIERVKINM.

RN T YRTEBRINTWS I ZILTHIERET1 6RBHENT7 I/
BRRERI ICZDEEMICHB SN BIERVKINM.

RAOE FOFXF L TERIATVWS I ZILTHAERE1 6 EHDT
S/ BFERLVICFOEZMNICHERINDER VKN,

ROBTZ 2/ RETT7=D/ TEBREATVWIRFRIIE6DTILF
IWTHIERBA4LHDT =/ BFERLVICETDOEZBIHFE SN
HIER VKM,

RAE FAOXSTHIFEREA4TLHDOT =/ BFEERLVICZOES
IS SN HIER VKM,

RS T/ THDEREBEILHDT7 2/ BFERLRIZZORZMIC
HFBRINDHERUVKIY,
REUVRDHEELTAV Y IS VREMET S REIRHDT =/
BRRERI ICZDEEMICHB SN BIERVKINM.

RAT7 2/, RAKRTHAHFERE2EHDT =/ BFEHRALVICE
DEZHICHBRE SN DERUVKNY,
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TRE—M=X (17 ) TRSNEGT7 I/ BFERINIZOEZMNICHE
ShBEELIIKIMERYFS E LTERTHEE,
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LTEBMEINTOTEIWNA Y F—JL, £ FOF O RITRFHITHES
D7NLIFDTEBRINTWVWST DI, ALEXS PR/ 57
=/ ALNREAALIERFRIDBAOTLFILALT 7 Z)LTE
BENTOTHEVRZRIHIECOT XL, HWNEE FOXL%E
zL. R IZK=R, REFNDEA4DTILFXILIIEICT/ ERL, R 1E
KEXERFRHIDIEADTILFILERL, R [IKKR, REHINE
ADTILEIL, BWNFEFAXS NOFY DT/ RYTLAD
AFIL, Tx/F Y, REHIDESDTILFILREVRERITIEID
FLax I oBRINBIIXI2OERETEBRSATHTHENTD
To)ERL, R IFE FOFIRIETE/ERL, X, R RUR,/ &
BELTARVYISURREITY VERERBLTH KL, )

RIDA U R—ILTHBT I/ BFEAREZDEZMICHRTIND
BELSIIKYERDRD ELTEFT HHERE2 5 RHOEE,
ReMOT7/ RETYRTERIATWE I ZILTHET I/ BH
BARNIZOEZHITHBINIEE L FKMEEDRSELT
BEHTHERE2 6 THNEE,
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[FEk1E28]

[FER1IE29]

[FE3RIE30]

R DERBHIIEGDTILFILTNENERENTWNSAS 2 F—ILT
HE7 2/ BFEEARRITOEZNIHESNDIEE L L TKIIMZE
BV SE LTERT HFEKRE2 5REHENDEE,

ROV T7/RIEFTYVRTEBREINTWES I ZIILTHAS7 2/ BF
BAXIZOEZMICHFESINDEE L CIFKMMZEEMRSTELT
BEHTHFERE2 8EEHNEE,
ERETHIFRE25HME29DVT M —BERBHDEE,



