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5-[4-(2-7 m u-RU DN FH V) - ¥ 3/211/71‘::11/}3—2‘% J2-T7 ==~

2,3,4,5,6, T-~% ¥t I“‘l:lv—IH—I':".‘*i’.)/‘f“? [4,3-c1EY Ov—4-FARVE b R

FUTIN (EHAI1-66) | | |

2~y DU N-5-[4-(2- A |k ﬂev{? = HV)-RUB Y AN K234 % V-

2,3,4,5,6, T-~F %t Fu-l-EI YV E{4 3-c1¥Y Pr-4-HLRVE b Fu

XU7 IR (EHEHI-6T) | o o

2-Ry UN-5-[4-@-rru-T= /)% RV AR = A3 % -

2,3,4,5,6, T-~F ¥t Fa-1H-E35 a4, 3-c] ¥ Ora-ILRVE b Fa

%7K (b6 . | |

5-[4- Q-7 N Fa- Ry INFF)-ROB VA ANVE=)V]-3-FF%V-2-T ==

N~2,3,4,5,6, T~~F¥ b Fa-1H-¥'F YV u(4,3-c] Y Pr-4- b ARV & R

nXv7 I N (ERf1-69) |

5-[4-(2,4-P 7 vua- R ONFFV)-R B ALK =A]-2-(5-7 LA m-2-

RF~T = =)L) -3—F % V2, 3,4,5,6, T-~F ¥t FE-1H-EF Y 1 [4,3-c]

U UL AARVEE E FRE YT IR (EHHIL-T0) |

5—(4- Ry INFH - RBLVANTRN) -, T-PRAFA-3-FHV-2-T ==

N-2,3,4,5,6, T-~F Vb FR-1H-E'T Y r[4,3-c] €Y Pr—4-HARVE b F

n¥v7 IR (GEEAL-TL) |

5-[4- 2, 5- P AFN- R PNFHV)- R ANVR=N]-3-FH Y -2-T ==

N2,3,4,5,6, T-~FFt FR-TH-E5Y (4, 3-c1EY) Pr—4-HARE t K

X7 SN (EREE-72) .

2Ry DN-3-FF Y 5-[4-Q@-FY ZAARAFA-T = ) FL)-Ry P U2

A=1]1-2,8,4,5,6, T-~F%Y b Fe-1H-v'7Vn 4, 3]ty Dr—-4-H LR B

B Rae$I7IF (EEF-73) |

5-[4-(2,6-2 7 nu- Ry PAFF )-8 U A NVR=V]-3-F % J-2-T ==

1-2,3,4,5,6, T-~F Pt FR-T-E5 Y1 [4,3-c] 8 Y Pr—4-BAR @R b F
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%7 I N (EREAL-74) .

5-[4-(2,4- P 7 v a- Ry PVFH V) -RUPB L AVE=V]-2-(2, -V 7 vt

H-7 = =) -3-4% V-2,8,4,5,6, T-~F¥ ¥ b Fu-1H-¥'F Y r(4,8-c]t°Y &
VB ARVB B RREVT I (AT | |

5-[4-(3,5-EA-} Y 711»3‘::%%1%7::) aev)—«\wt% /z;w._n/] 3~ %

V~2-7 ==)1-2,3,4,5,6, 7—«\3&425 (= u—..;Hf-l:°7 Yr[4,3-c]’) ~//-4—73 %

RUB EFrXL7 IR (RHEHL-76) -

- (4R VNFF-NE ‘/Z(I}m#,IV) 3= R FN~2-T = =/-4,5,6, T-F b

St Fr-20-v'5 Y u4,3-c] B"Déﬁ)}/%i‘;ﬁ?)lx?ﬁ?/@~ EFRr¥o7 IR (Ei

FI1-77) . | R -

B-(4- Ry N FF TR xllxﬂ* }1/)—3 TV -2-7 = ==

1,2,3,4,5,6,7,8-47 &t Fu-1, 2, - Y FYP-FAVV-4-INVEVBR b Fa

V7 IR (EHEHIL-18) |

2-(2,5-¥/ru-7 2= V) -5-[4-3-A P T-5-AFN-T x ) FV)-_VE

ANKR=N]-3-4 % V-2,8,4,5,6,T-~F ¥t FR-I-EF Y H[43-c]) ¥

V4-ANR B e Faxv 7 N (EREAIL-79) A

B (4-_R oy PN B VAR =) -3-FF V-2-T = =1-2, 3,4, 5, 6, T-~FH

B Re-1-¥35Y 4,3l Vr-4- IRV B Fuexd 7 F (Eiidl

1-80) . '

3-F % Y -5-(4-7 = RFN~RUB U AR A)2-T7 = =42, 3, 4,5, 6, T-~%

Fe Fe-1l-e5 Y r4,3-c Y P-4 AARVE © FeRd 7 I N (£l

Fil1-81) . ,

5~(4-Ry P FHF V- RUB U AVR=N)-2-V 7 u&%°/1v~3~7j-% V-

2,3,4,5,6 7-~%%t Fa-1H-¥'5 YV al4,3-clt Y Pr-4-% ;vﬂ%"y@ E ke

T IR (EHEHI1-82) |

FFY-2-T 2= N-5-[4-B-AFN-T 2 ) FV)-RUBUANVFKR= V]~

2,3,4,5,6,T-~F¥% b Fe-1H-v°F 1 [4,3-c]vY Pr-4-IV R 8B b Fe

FTT7 I N (FEHHI1-83) |

5~[4-(3,5-VRAFN-T = ) F V) RUBUAVFR=V]-3-FF V*2~7 = =)
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2,3,4,5,6,7-~F% b Fr-1l-'5 > 14,3l P-4+ AR B b Rua
XVT7 IR (EHEFI1-84) |

5-[4-(2-7 mu-6-TNFu-RUPALFF V) -RyB 2N K2 N]-3-FF V-
2-7 = =/1-2,3,4,5,6, T-~F %k Fu-11-t'F Y a4, 3-c] Y Tr—~4-H AR
VB b Ru% T IR (EHHI1-85) |

5-[4-(3,5-V 7 r -~ 7::/9&/)—3*711«25‘\:%«\/-12/;(/1/?-11/] ~3-F% V-
2-7 ==1-2,3,4,5,6, 7—«\3%4)‘1:: =5 1H—1:°§}m[4 3—c]l: U -4-F R
VER B Fr%yT 3 b(%%ﬁk%) \

5-[4-(2, 3—~/91:1u—f\/vﬂ/j“ﬁ?x)—J\/-E/RJI/T_-JI/]—B 2‘3? V-2-Tx=
N-2,3,4,5,6, T-~F ¥k Fu- 1H—l:°‘7")’m[4 $=c]EY P-4-INK B B R
B¥ YT IR (RHEFI-8T) |

5-[4-(2, 4—~/ﬂ 0u-PUNF R /)-J\/12 VAR N TP A F -3-F
¥ Y-2-7 = =-2,3,4,5,6, T-~FH b Fr-1H-°F Y 1 [4,3-c] 'Y Lr—4-%
NVARVER B Ruexv 7 IR (EHEH1-88) |
&Mﬂ%&nu4ﬂnwh%&y9Wi#v%NV€yz»$:m}&i%V—
2-7 = =N-2,3,4,5,6, T-~F T Fa-1H-'F Y v [4,3-c] Y Pr-4-H R
LB b FuRuTIF (EHAI-89) | |
5-[4-@B-A VTR ENS5-RAFA-T = ) V)NV B AVR=NV]-3-FF% V-
2-7 = =-2,8,4,5,6, T-~F ¥ b Fa-lH-vFVr(4,3-cly Pr-4-H AR

ViR B Fuefd7 I F (EEH1-90) |

5-[4-(3-A FHV-B5-AFN-T = ) F V)RV A VKE=V]-3-FF Y -2-7
= =-2,8,4,5,6, T-~% ¥ b Ru-1H-¥'F YV na[4,3-c] Y Pr—4-H LR B
B R 7 IR (EESL-91) |
-3~ uwu-7 x=/)\) —5—[4;(2, A~V ua-RyPNEE% ) f&‘:/'}'f v A VIR
13-4 % Y 2,3,4,5,6, T-~F Vb FR-I-ET /1[4, 3-c] €Y Pr—d-2
ARVER B Ru%s T IR (EHFI1-02) | -
-2 a~FIAE-[4-(2,4-T 7 ua- RPN FF )Ry A F =]~
3-4%-2,3,4,5,6,T-~F ¥t Fu-1H-¥'5V r(4,3-c] Y Pr-4-TARy
B eFexd7I N (EEpli-93) .|
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-7 a~nF YN AFN-5-[4-2,4-C I uor-RUPVFH V)RV AR
=N]-3-4% Y -2,8,4,5,6, T-~F Y& Ra-1H-v¥'7 (4, 3-c]Y Vr-4-%
ARVER b Rudd 7R (BHEF1-04) |
5-[4-(2,3-D7 B =T = ) % W) ~RUB Y AA K= A]8-F% V27 = = -
2,3,4,5,6,T-~F ¥t Fu-l-¥5 Y u [.;4,~3%c] B PU-4HNR B b Fa
¥y 7K (EHHIL-5) . '
5-[4-(2,5-YV 7 mwnu-7 =/ %/)—A/'B‘/zlvﬂ< =NV]-3-FH Y -2-T == -
2,3,4,5,6,T-~FF & Ka-1H-E7Y 0 [43-c1EY Po-4-IARVE & Fn
*y7 IR (A0 . . |
3-4%Y-5-U-7 =) XA -’f;/l/—*«\‘-“'y-la“' VANLEBE=N)2-T == -
2,3,4,5,6, T-~%¥t Fa-1H-¥5 /a4 3-c] B Sr-4-H LR B E Fo
X7 I N (FEHEFL-9T)
2-(2,5-YP I NF -7 2 =) 5[4~ (3-R PR VB-AFA-T = ) F )-8
VANKR=NV]-3-FF V-2, 3,4,5,6, T-~FP e R n-1H-¥'5 Y n [4, 3] YUY
V4-HNR B e Fuedy 7 I N (EEpl1-98) | ,
5-[4-(3,5-P 7 v u-7 = ) FV)-RUBL UV RANVEK=A]-3-FF V-2-T ==~
2,3,4,5,6, T-~%F b Ku-1H-EF Y u[43c] Y Pr-4-HLEVE b Fa
X7 I N (EHEF1-99) | |
3-F% V-2-7 = = NV-5-[4-(2,4,5-~ U TAFR-RY PN FHFL) - Py R
R =]-2,3,4,5,6, -~FH¥k Re-11-v'F Y a4, 3-c] ) P-4 AR
B e FaeXxy7I N (EEf1-100) |
5-[4-(3,5-T T A A B-T = ) %) -RUB Y AAK=A]-3-F % Y -2-T ==
N-2,8,4,5,6, -~FV b Fa-11-v°'7 1 [4,3-c]V) Pr-4-TARE BN
n% L7 IR (EHAI1-101) | |
5-[4-@~-T7NAu-7 =/ #9)—«\“yﬁ‘/z;vﬂ<:/v1—3—zr# Y =2=T = = )b
2,3,4,5,6, T-~¥¥ b Fa-1H-tF Y u[4,3-c]Y *)‘/~4—>b}wﬁ‘ VR e Fn
U7 IR (REF1-102) |
5-[4-(2, 4~ 7 B B-RU PN FF V) - B Y AR =AT-3-AF V-2 (4~
FFN)-2,8,4,5,6, T-~FHY b Fu-1H-v°5F 1 [4,3-c]t’Y °/°3/-4-7“§7/1/7ﬁ VR
28



10

15

20

25

WO 2004/060892 PCT/JP2003/017067

tReFd7 I (EEFL1-103) |

5-[4-Q-=FN-T =2 ) FV)-RUBPVANVKR=ZN]B-FFH Y -2-T == )b~
2,3,4,5,6,7-~F%¥%b Fr-l-'7/ 0 [4,3-c]) Pr4-AVE R b Fa
*yY7 I (SEHHAIL-100) | -

5-[4-(6-2 10—~y [1, 3] A% Y B-f LR k% 9) =R B Y AR =
A1-3-2% V-2-7 = = -2, 8,4,5,6, T-~F P b Fu-1H-E'F > 1 [4,3-c] &Y
Dy HINRVE B FPady 7 IR (ER1-105) |

5-[4-(2,4-T 7 m u-«'{‘/:/“/yéj‘»ﬂ?*/)-—?*‘:/"é :/xn/ﬁ:':_n/]-—z— e-=FN-TF
N)-3-A % V-2,3,4,5,6,T-~FFE FE-1-ETF V0 [4,3-c] €Y Vr-4-Hi
R b FoevT S K (SEHHI1-108) |

5-[4-(2, 4~V 7 B u-RU VLA HF V) -RU B U ANR=N]-3-FF Y -2-T 2=
N-2,3,4,5 6, T-~FHV b Fe-1-7 /a4, 3]y Pr-4-AAR 8 e R
a¥ 7 I N (EF1-107) |

R)-5-[4-(2,4-V 27 v a-Ry PNVFH V)RRV ANVERER=NV]-3-FF YV -2-7
= =-2,3,4,5,6,T-~FV & Fa-lH-E 5 Y R [4,3-c] Y PU~4-F VR B
t Fe%d7IF (EhEpI1-108) |

5-[4-(4-TNAa-2-AFN-T = ) V)R BVANVKR=N]-3-FF V-2-7
2=1-2,3,4,5,6, T-~F P b Nue-1H-¥'F /1 [4,3-c]lY P-4 INR B
B RREy7 IR (SEHEML-100) | |

5-[4-(2,3-CAFN-T = ) FV)-RUBVANVKR=NV]-3~-FF V-2-T = =)L~
2,3,4,5,6 T-~¥%t Fu-1H-¥'5 Y 04,3l Pr-4-IARE  Fu
%o7IF (EMAIL-10) . -
5-[4-(2,5-Y 27 vuu-RyPNE¥ V) -RB UV ANVEKR=2NV]-3-FF V-2-T = =
N-2,3,4,5,6,T-~FF b Fu-1-¥F Y a[4,3-c]t) VUr-4-HVRVB e R
mEy 7 IR (ERFIL-111) |

5-[4-(2, 4- VI NF 0 -RUPVFH V)RRV ANVF=N]-83-FF V-2-T =
=1-2,3,4,5,6,7-~%¥% b Fa-1H-v¥'7/u (4,3l Y V-4 NVFE B ©
Fexy7I N (EEF1-112) |

5-[4-(2,4-P 7 uu- Ry INFH V) -ROB U ANVKR=V]-2-2-TVvEa-7
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T =N)-3-FHV-2,3,4,5,6,T-~F Vb Fu-1H-v'F7 a4, 3-c] Y Pr—4-
FINAEVE e Faxd7I N (EEFL-113) |

5-[4-(2, -V A FN-Ry PN g x V) -_RoB v AT =A]-2-2-T A Fu-7
==V)-8-4% Y -2,3,4,5,6, 7-—«\%-9-:1;‘ Ru-11-£'5 1[4, 3-c] ') Py -4-
HARVE € FREVTIE (A1) |

-7 a Ry FN-5-[4-(8, 5-~/7 < =T 7:/ 9’\"3/)”"\/'12/1}1/‘1‘._-}1/]—-3 -3
¥*Y-2,3,4,5,6,7T-~F¥Vt }\n~1H~1:°~'7‘9n[4 3-c] €Y V/—4—;b1vﬁ/@ =
Faexi7 I F (EEFIL-116) |

5-[4-(8, 5—*/71:11:1 7:!:/9?'7)—"\/‘1‘2/7(}1/'3‘»-—}1/]-2 @e-7rtu-7=z=
V)-3-F% V-2,3,4,5,6, 7~ «\ﬂf-*ﬂ: bn»m— 27 4,3l Vr-4-H
RUB B R 7I R (5‘33@9’]1“116) N |

5-[4-(2, 4—~/ann—«\/vzvj“ﬂ?v)*/\/—la‘/X/VJ‘_—JI/]—S-;&‘%/ —2-(2- A
FN-T = =)-2,3,4,5,6, T-~F ¥ b Ra-11-t°F ¥ u [4, 3-c] &° Y47
NARVEER  RuadxvT IR (ERFL-117) |

5-[4-(2,4-V 2 v a-Ry PN FFV)-RUB LV ANER=V]-83-F% Y -2-(3- A
FN-T x=)V)-2, 3,4, 5, 6, 7—&%*} EFe-1-¥3 Y ul4,3-clY Sr-4-%
JWERVER B Fuxy 7 IR (EEFAL-118) |

5-[4-(3,5~-YZuu-7= ) FV)-RUB UV ANVR=N]-2-2-A bFI-T o=

V) -3-F % V-2,3,4,5,6, T-~F ¥ FR-I-ET YR [4,3-c] ¥ Y P-4

RUB e Fexd7IF (EEFL-119)

5-[4~(2,5-¥ 7 Fnm ~&V°)JP1‘% N -RUBVAAF=N]-3-FF Y -2-T =
=/1-2,3,4,5,6,T-~¥%%bt Fu-1H-¥'5 Y 1[4, 3-c]tY P-4 WALR B b
Fed7I R (EmFI1-120) | .
5-[4-(2,4-C 7w u-_V DA FF V) -RUB Y RV =V]-2-(3-F VvEu-7
= =) -3-F% V-2,3,4,5,6, T-~F Vb Fu-1H-t'5 Y a[4,3-c] Y Or—-4-
HARVER B RRELT I (EEAI-121) | |
5-[4-(2, B-C A FN-RU PN A F L) -RUB UV ANK=N]-2-@-T A r-T7
= =) -3AF V2,3,4,5,6, T-~FFE Fa-1H-1'T V1 [4,3-c] €Y Pv-4-

CHNVRVER B Fu%y 7 I N (EEHL-122) |
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5—(4-3 7 ~FIUNRA IV RUBVRVE=NV)-3-FFV-2-T == )L—
2,3,4,5,6,7-~F ¥t Fu-11-¥'5 Y n[4,3-c]¥Y Pr-4-wLR VB b e
V7 IR (Ehsi-123) |

5-[4-(3,5-¥Y 7 mnu-7x )/ :\——*/)—'«,\‘T.yv"}é,’yzzvrjz:,—_;u] —8-F % Y -2- (8- A F )L~
7 = 2=1)-2,3, 4,5, 6, T-~F¥ 2 Fa —;Hf-'lf;"? Y ul4,3-c] Y Sr-4-F ARy
M b Ress7IR (%ﬁﬁ&ﬂmzé) .

5-[4-(3,5-¥Y 7 vwm-7 =)/ 5?‘3/)~*§“/*1‘2 VANEEZN]2-(B, -V AFN-T =
S B-AE V-2,3,4,5,6, T-~FH B FB-1H-E'5 Y 1 [4,3-c] €Y P-4
VRVER B RRRYT I (REAI-125) |

5-[4-(2, 4~V 7 uu-Ry PN FxL)-~ ¥ :/lek =]-2-@-=FN-T =
=) -3-F% V-2, 3,4,5,6, T-~FF b -5V u[4,3-c] Y P47
ARVER B RREFUT SR (ERM1-126) | |

5-[4-(2,4-V 7 B u-RU DN FHV)-RUB Ly ANKR=A]-3-F % V-2-(2- F
Y IAFaRAFN-T 2 =V)-2,3,4,5,6,T-~FFE Fu-1H-¥'F Y r[4, 3]t
Y-~ ANBUB b Py 7 I F EEML-127) |

2-(3-7au-7 2=V)-5-[4~2,5-PAFN-_RUPNFH V) -RE U RNER
SA]-3-F% V-2,3,4,5,6,T-~F Vb Fu-1l-¥F Y r(4,3-c] U Jr-4-%
AFEVE B FrRyT IR (RiEpl1-128) |

5-[4~(3,5-¥/mu-T = ) FV)-R_RUB UV AAR=NV]-2-B-TNVvFu-T ==
W)-3-F%V-2,3,4,5,6, T-~F¥ b Fa-1H-'5 VS m[4,3-cl Y Pr-4-h
Ry v Fefd7I N (EHFI1-129) | ,
0-(3-rmru-7 2=A)-5-[4-(2,4-P 7 ua- R PN FH L) -R¥ U AK
SAT-8-A % Y 2,3,4,5, 6, T-~F VL KR-1H-E5 Y 1[4, 3-c] &Y b7
AEVER B RR%vT IR (FEMHIL-130) | |
2-(3-7mu-7xz=/)-5-[4-(B,5~-¥Y 7 uu-7 =/ %)-RUBY ALK

N]-3-F%-2,8,4,5,6,T-~F V& Fe-1H-¥7F 0 [4,3-c]) P-4-T

RUEE BRI R (EHEIL-131) |

5-[4-(2, 4~ 7 uua- Ry PNFH V) -RUOB VAT =V]-2-3-R b F -7
= =V)-3-F % V-2,3,4,5,6,T-~F Pt Fu-1H-t'F YV u[4,3-cl ) P-4
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INRUBR B FeFd 7 I (EEf1-132) |
- 7Ry FN-5-[4-(2,4-V 7 mua-Ry PVNVFH ) -R_UB U ANVFR= V] -
3-4%-2,3,4,6,6,T-~%Ft Fu-lH-t'F Y ul4 3l Y 4Ry
B b Re$d 7 IR (EHEML-183) .

5-[4-(3,5-U7 W07 = ) ¥ )-SRy BYAVREAT2-@-A bR -7 2=

4 NV)-3-F%Y-2,3,4,5,6, 7~f\=3?'V*L: ]\t&‘*lH—ﬁI:"? Y [4,3-clY -4~

Ry e RFuexdy7IR (%ﬁﬁgjl'*l?»‘l)

- 7R FA-5-[4-(2,4-T 711/zl‘m~f<:/v11/j“=3?:/)~f\/~ﬁ/;(/lx-j-_A

N1-3-F%>-2,3,4,5,6, 7—f\9?'9‘1: I~t:2~1H—l:°7}t2[4 3- c]l: Y P v-4-H

Rt b Py 7R (%Hﬁ{ﬂl <135) .

5-[4-(3,5-Y 7 mu- 7::/5?:/)—«\/—12/;01/1‘*—/1/]—-2—(3 5—:/7!21:2 7z

=) -3-F% V-2,3,4,5,6, T-~F ¥t Ru-1H-¥F Y u4,3-c] €Y P47

ARE E RudLT I F (EHAI-136) | | |

5-[4-(3,5- 7 mmu-7 = ) F¥) ¥ /R;VI‘——}VJ—?» A% /—2—(3~ 4

VAR RAFA~-T =2 =1)-2,8,4,5,6, T-~FH¥Ek Fa-1H-v°57 [4, -l ¥

A-ANE B e Rexy T IR (EEIL-187) |

5-[4-(2, 4~ 7 v u-Ry PN H V) -RB VAT =A]-2-8,5-V 7 unr-

=) 3A% V2,3, 4,5, 6, T-~FHE FE-1H-EF Y 1 [4,3-c] LY P -

A~HNER B B Fexv 7 I F-(FHEf1-138) |

5-[4-(2, 4-P 7 B B-5-T AR -RU VAT % ) -RUB Y AAR=N]-3-2F

V9-TF 2= -2,3,4,5,6, T-~F¥t Ku-1H-¥5 Y ul4,3-cltY Pr-4-H i

RUEE b Fedd7I N (EEFI1-139) |

(R)-5-[4-(2, 5~V 7 v a-Ry PNFH )R BV ANVK=AV]-3-FF V-2-T

e =0,3,4,5,6T—~% ¥t Fa-lH-¥'F Y (4,3-c]tY Sr—4- A AR

ERRRUT I (EIEHI1-140) | |

5-[4-(2,4-C 7 uu-RyINFFV)-RB UV ANVKR=NV]-3-FF Y -2-(3-h

U I AE R R F -7 = =) -2, 3, 4, 5,6, T-~F ¥ b Fu-1H-EF Y 1[4, 3] ¥

Y Or-4-HARVER R T IR (EERI1-141) |

(R)-5-[4-(2, 4~:/711/71-1:z—«\/v11/73‘5?v)~\/*2/Z;I/T'-/v] 3~ % V-2~
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To=N-2,8,4,5,6,T-~FVE Fu-1l-v'7 Y r(4,3-c]t’Y Vr-4-H LR
B e a7 R (ERf1-142) |

(R)-5-[4-(3-A F ¥ 5-AFN-T = ) % 3)-Ry BV 2 k= V] -8-F % V-
2-7 = =-2,3,4,5,6, T-~FF B FR-H-ET Y 24,31 Y DL 4-H AR
VER e RmXUT IR (%ﬁm;{i@s)k"

(R)-2-3/ 7 B~y F)L—5-[4-(3, 5-/& 7@~ 2 ) %) -RUB YR =n]-
3%V 2,3,4,5,6,T-~FF £ FRIEET Vm 4,301 €Y UL A-d LRy
B b Rexo7s P (EEA-149) ,

R)=2-7 BA_YFA-5-[4-BR R Y-B-RFN-T = ) F3) RV ¥ LR
A= ]-3-4% V-2,3,4,5,86, 7—8%*& v Ne-1H-v'F Y r(4,3-clt ) Pr-4-
BIARLE B RRFT T I N (EREHI1-145) |

R)-2-¥ 7 aRvFN-5-[4-(2,4-V 70 ua- Ry OAFH V)R B AT
N1-3-F%V-2,8,4,5,6, T-~F ¥k Fu-1H-v'F 2 [4,3-c]Y Pr-4-F 1
Ry e Fuedd7I R (RiEf1-146) |

R)-2-¥ 7 v T FN-5-[4-(2,4-V I aa-RoOPVFHV)-RBVANF=
JV]-3-F% -2,3,4,5,6, T-~FV bt Fu-1l-F YV a[4,3-c] ) Pr-4-H 1
Ry e Fuedd 73 K (EEH1-147) |

(R) —é—v& n7u A-5-[4-(2,4- P ra-RyPAFF V) -RB U AT
A1-3-F% V-2,3,4,5,6, T-~F ¥k Fu-ll-'F Y u[4,3-c] Y Pr-4-H
RUBE b RFedy7 IR (EfEHI-148) |

R -2-3-Zun-7==V)-5-[4-(2,5-¥V I/ ru-_o PdF )-8 R
AR=N]-3-4% Y -2,3,4,5,6, T-~% ¥ & Fu-11-'F Y r[4,3-c] &Y 1 -
A~FNR B e FaFxry7 I F (EREFI1-149) |

(S)-2-3 7 B Ry FA-5-[4-3,5-T 7 ru-T = ) %)~ Py AAK=

N1-3-FH-2,8,4,5,6,T-~F¥t Fr-lI-F Y r[4,3-clt’Y P-4~

Ry e Fue®d7I F (EHFI1-150) |
R)-5-[4-(2,4-V 7 v ua-RyIPVFF )R B RV K= V]-3-F% V-2-8
) P2 N-2,8,4,5,6,T-~FF b Fr-1-¥' 7Y 1[4, 3-c]Y Pr-4-H
RUB e Ry 7IF (EERL-151) .
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R®R)-5-[4-B-A FFVB-AFN-T =) FV)-RUBVALR=A]-3-FF V-~
—RY D20 N-2,3,4,5,6, T-~FY b Ru-1H-v¥'F YV a4,3-cl) V-4~
BARCE € Rrdy 7 IR (ERAI1-152) | |
(4R)-5-[4-(2,4-T 7 & n—«\/.j/nej‘%v)-— 4 /x/vd‘—-zlx]—z—/r NT Ve
L 3% Y2, 3.4, 5,6, T-nF L FR-LI-EF 72 [4, 3-0] & Y 23—t
ARVER B FuEy T I F (EEF-153) .
(R)-2-(3-7 mu-t Y Py-2-4 1) -5 [4-(2 P S e = T WY
B ANEK=NV]-3-2F V-2, 3,‘4, 5,6, 7-~%¥t Fnm ~1H-¥'5 Y a4, 3]ty
Dy-4-AARVER B FREVT S K (RHEHI-150) |
R) ~5-[4-(2, -7 10—y PdF ) B Y AR = A3 % V-2-%
20 v=2-41-2,3,45,6, 7—«\%4}1: Fa-H-¥3 a4, 3—c]l: Y P-4
AUk e Faexd7I R (%mn ~155) .
(R) -2-tert-7FA-5-[4-(3-RA hFI-B5-AFNAN~-Tx ) F V) RUB UV ALEF=
N]-3-F % -2,3,4,5,6, T-~F ¥k Fu-1H-¥'F YV al4,3-c] Y Pr~4-H N
RyB b Fa®d7I K (EHEHI1-156) |
(R)-5-[4-(2,4-P 7 mua- Ry PV FH V) -RUVBVANVE=AV]-3-FF V-
1,3,4,5,6, T-~¥¥t Ru- VY FFF Y a 4,3~ Pr—-4-INEF /B e F
¥y 7 IR (EEAL-157)
(R)-5-[4-(2,4-T 7 u R-Ry PV FFHF V) -_RU BV ANK=N]-T, -V A F -
3-FF V-2-7 = =/-2,3,4,5,6, T-~F Y b Fu-1H-¥'F 1[4, 3-c ]ty P
A~ NRVB e Fexy 7 IF (ERHI1-158) |
(R)-5-[4-(2, 4~V 7 B a-RU VA FHF V) -RU BV ANF=N]-Avr [V 70
NFF T, 1~ (B V2T == A2, 3,4, 5,6, T-~FV b Fu-lH-ET Y m
[4,3-c]EY VN ]-4-HNVRVBE € Py 7 I F (EEH1-159) |
(R)-5-[4-(2, 4~V 7 ma-RU PV FHR )RRV ANR=V]- AR [V 70
Far 1,17 -06-F% Y—2—7 o =2, 8, 4,.5, 6, T-~¥¥ bt Ru-1H-v*'F Y n
[4,3-c]lY D) ]4-BNLAR B b FeFxITIF (%ﬁﬁ@li—wo). .
(R)-5-[4-(2, 4-P 7 v ua-Ry PN FH ) - B Y ANR=A]-AER [7m
FELL-GF %V -2-T 2= 1-2,8,4,5,6,7-~F %k Fu-1H-v¥'F VR
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[4,3-clEYVN]-4-HINVEVE & Faxd7IF (EhHpl1-161) |
R)~-6-[4-(2,4- V7 uu- Ry IV EH V) - R BV ANVF=V]-A a4 -F
FS5e RS U1, -(3-F% V-2-T == 1-2,3,4,5,6, T-~F ¥ b Fr-1H-
¥5Y 4,3l P ]-4-AARE L FrFYTIF (%ﬁ’wjl—mz) ~
(R)-5-[4- (-2 b F Vb= A FNT 2 ) FY) RV BV AAREAT-RA 0 [
P uF R, - (3% V2T = =-3,8,4,5,6,T-~FF & Fr-1H-E'7
Y 4,3-cley ~*/“‘/)]—4-7a;w§:;%@ e Fe®y7 IR (Ef1-163) |
R)-5-[4-B-A FPHFT-b5-AFN=-T 2/ FV)-RUBLrAVF=NV]-AVE [V
g u~FF LT, 1 - (B34 % V2= T =2 -2,8,4,5,6,T-~%F VL Fu-1H-¥F
Yu(4,3-clt’y f)“/)]-4—7vzvzﬁ‘y@ e ReXL 7 IR (FEHfl1-164) |

(R) -2-tert—7 F —~5-[4- QA4-Tr B u-Ry PNFH ) - Ry P AAR=
A3 V-2,3,4,5,6, T-~F F & Fu-1H-U'F Y 0 [4,3-c] €Y Py
RyB b Fuxs73I N (EHH1-165) |

(R) -5-[4-(3-A FF L -b-AFN-T =2 ) FV)- RV BV AVR=N]-Ar [V
raF a1 -3~F%Y-2-7 = =N-2,3,4,5,6,T-~F ¥ & Fu-11-'5
2[4,3-c]e ) ) ]-4- WA VB & Fax 7 I N (EEfll-166) |
(R)-5-[4-(3-R FHL-B5-RAFN-T = ) FI)-RUB L ANVFENV]-T, T-DAF
L-3-FF V2T = =1-2,3,4,5,6, T-~F¥ b Fe-lH-£7 YV 2 [4,3-c]EY ¥
v-A-H VR VER B Fax v T IR (EEFAL-167) |

(R)-5-[4-(3-R P HT-B5-AFN-T = ) FV)-_RUBVANVF=V]-A R[4 -

F RS RrEI LU -B-FFY2-T =2=0-2,3,4,5,6,T-~F VL Fr-

H-E5 /a4,y P4 IARVE £ RFaxd7 I F (EHEs1-
168) . |

R)-5-(4- RV DN FF V-V BV RN E =) -2-tert=7 FA-3-F % V-
5.3,4,5,6,T-~FF b Fu-1H-¥'F Y a[4,3-]¢) Jr-6ARUE b
V7 IF (FEHEFI2-1)

R)-2- Ry PNb-(4- X VN F T V- VYRR =N)-3-FF% V-

2,38,4,5,6, T-~F¥% bt Rr-11-'5 > 1 [4,3-clt’Y - hWNVRER B e

CxLT IR (SEHAIZ-2) |
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R®-b5-4-RrIrFHyr-Ro¥ / ANVKR= V)2~ A F V-3-F % V- |

2,3,4,5,6,7-~FYV b Fe~-1H-v¥'Ful4,3-c]CYVPr-6-IVR VB £ e

Xy 73R (EHkile-3) .

(R) -2~y PL-5- (A=Y PN A F T -RU By AR ZA)1- R F L33 %

V~2,3,4,5,6, T-~F 4t Ru-1B-EF /2[4,3-c] €Y Sr-6-HARVE b I

A G -t A

(R)5-(1- RV PN T % V-V BY AARZA) 2T FA-3-F & V-

2,3,4,5,6, T-~% ¥ £ Ka-1H-E 5 = t4,13*c]' EYDL-6-WLRVE b Fr

*yTI R (RER2S) .

R)5-U-R Y PN A%y -RYBY AMRE L) A% Y 2T = = m

2,3,4;5,6,T-~F¥ ¥ & NR-IFET YR [4,3-c]0Y PU-6-D AR VB b Fa

FUTIF (EHHI2-6) | o

R) -5~ R NV FF - ¥ VANE=N)-I-T FA-3-FF V-

2,3,4,5,6, T-~¥¥% bt Fr-1H-€F7 Y 1[4,3-clCV PV-b6-INVFEE & Fr

V7N (FEREFR2-T)

(3aR, 4R)~6-[4- (2, - V7 B B-RY DA F V) -RU B Y AN F=A]-3a- R F

N3 % V=27 = = /L-3, 38, 4, 5,6, -~FH b Fu—2i-¥'5 Y u (4,3l Y

Cu-A-ANAVER B FuxY T IR (EEF3-1) .

(3aR", 4R) —5-[4-(2, 4-T 7 | B -y P F % )~ ¥ ¥ Rk =1 ]-3a- A

F N -3-A4% V-2-T == )V-3, 38,4, 5,6, T-~F P L Fr-20-F Y a[4,3-c]v

YDy~ NRVEE B Fexd 7T IR (EEH-2) |

(3aR*, 4R") -5-[4-(2, 4T 7 @ @ - Ry VA FF V) -_RU B AV F=V]-3a-=

FN-3-%F V-2-7 = =)1-3,3a,4,5,6, T-~F Pt Fra-2H- 1:7 v n [4,3-c]l¥

YU~ B ARVER B RaFxd7 I R (ERAIS-3) |

(3aR*, 4R*) ~5-[4-(3-R FF L -B-RAFN-T = ) L)~ By AN K=/ ]-3a-

RAFN-3-FF V-2-T7 = =)V-83,3a,4,5,6, T-~FV & Fu-20-t'F Y m[4,3-c]

U -4-FVRVEE B Fadd T I N (EREG-) .

(3aR, 4R)-5-[4-(3-R FF L ~b-RAFN~-T = ) F L) -_NU B U AR =/V]-8a- A

FN-3-A% V-2-T7 = =)V-3, 33,4, 5,6, T-~F ¥ b Fr-20-¥'F Y u4,3-c]t
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VOV IR B RaFP 7 IR (EHERS-5) .

(3aR*, 4R") -5-[4-(3,5-V 7/ uu-T = ) ) -_RU ¥ L ALF =)L ]-3a- A 9’;11/—
8-FF% V-2-7 2 =/1-3,33,4,5,6, -~F ¥ & Fu-20-t'F Y r[4,3-c]r Y ¥
LR VB E KRRUT IR (SHbIS-6) |

(3aR*, 4R*) -5-[4~(2, 4~V 7 v u -~ ;/A%M-aet/) ~RUB U ANVFE = ]-3a-x
FN-3-F% V-2-7 = =)V-8,8a,4,5, 6 T-NEFE Rr-20-¥'5 VR [4 3—c] ¥
YDr-4-BLVRVEE b Ra 3?*/7 L (9“%17'@513-7)

(3aR?, 4R*) -3a-x F L5~ [4—(3~)¢ b RYB-AFN-T z ) ﬂFv)—f\/-E ¥ AN

CR=N]3-FF V-2-T == )~ 3 3a,4 5,8, T-~FHE }\D—ZH—E"?VH[AI 3-c]

Y Dr-4-INARVEE B R ﬂ?v?’ ¥ (EHEH3-8) |

(3aR’, 4R") -5-[4-(2, 4~V 7 B B =RV PV FF 1) R ¥ ¥ A ik =1 ]-3a- 2

FR-3-4% V-2-7 = =)1-3,38,4,5,6, -~F ¥ E Fr-20-E'F Y 1[4, 3-c] &

YO 4-ANRB (EEGS-9) | ,

(3aR, 4R)-5-[4-(2, -V v u- RV VN F H V) - R ¥ A bR = ] -3a- A F

W=3-FFV-2-7 = =/1-3,38,4,5,6, -~FH¥ bt Ru-20-F > nl43-cl°Y

V4N E B (EERI3-10) |

(3aR", 4R*) -5~-[4- (B~ A P HF V-5-AFN~-T = ) F)-R¥ / AR =N ]-3a

AF N3 % Y27 = =3, 38,4,5,6, T-~FF £ FR-2H-¥F 7 1 [4, 3-c]

Y- 4-ANR B (EEFIS-11) | ,

(3aR", 4R*) ~5-[4~(2, 4~ 7 v B -RU PN FH V)~ Ry ¥ 2 F = ]-8a-T

FN-3-F% V-2-7 = =)1-3,32,4,5,6, T-~F ¥t Fu-20-F > 1 [4,3-c]

Yy Or-4-ANERB (EREFI3-12) |

(3aR*, 4R -5~ (4’ -rr -7 = = )b—4-RA VK = )V) -8a-L F L-3-F % V—9-7

T =/1-8,33,4,5,6, T-~F Vb Fu-2l-v'7 Y u(4,3-c]Y Pr-4-H LRV B
(EHEFI3-13) | |

(3aR*, 4R")-5~-[4-(3, 5~V vunu-7 = J ﬂ?v)~/\/~t‘ VAR =] -3a~ A F -

3= F Y -2-7 x2=1-3,3a,4,5,6, T-~F Vb Ku-20-v°'F Y [4,3-c]° Y ¥

LA HARUE (M1 |

(3aR*, 4R*) -3a- = F 8- F YV -2-7 = = -5-([1,1" ;14" , 1" 15N 7 = = L~4-
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ANF=V)-8, 33, 4,5,6, -~FV b Fa-20-v'F S ul4,3-cly Pr-4-In
R (EEHIS-15) |
(3aR, 4R 5-[5-(4-7 v R-T = =) ~-F 4 7 = v -2-RA A w =V ]-8a- A F -
3-F4FV-2-7 ==/-3,3a,4,5; v6,;7—«\=¥f9i4t:'}‘~“m—2H— = [4, 3~y ¥

v-4-A VR B (EHEFI3-16). BT ‘
(mwamﬁ(%7m%@m7miv/%a»¢wwy%ﬂww/3i%/ﬁ—
7 == 3, 3a, 4,5, 6, 7-—«\#4}1: F ~2H—x:°~*7‘ fm[4 3-clBY Pr—4-H AR
B (EHHI-17) . " . |

[16] £ [1] BHE [15] OVThICEROBANEE~T nBiLs
WE L REDT R KT v/, REEnb0ER LA LBSHE. RUEK LW
RLUEBSHEEZEHE T ERERY. |
[17] ER[1]1AE [15] OWThOCEROBENEE~T 2 RILA
ELIZEOTR KT v XM%nB@E%t%abﬁéﬁ%ﬁﬁm\ab
TEFT BT YV T —EREH,

(181 kE[1]1 AE[156] wv\ﬂ*hmb\_?ﬁ@ﬁéAN%ﬁf\ruﬁ{bA
WELLIIFEOTe KTy Y, ZEhb0EREFRLBIEZABBRT L L

SF+HMMP — 1 3 EAL

[19] Lz [1] BE[15] OVThMCRBOMENEE~T v RS
WELIXENTR FF v, XBRENOOEREHELEIBEEEDRI L L
TEETHEM gtk BA i Ak D F B TR SR,

[20] +EtgE[1] BE[15] @b\‘é’%’bwaBﬁEO)ﬁ%ANﬁﬁf\TnﬁkA
BELIZZENT R FF v/, XBZROOEEREFRLAIEEAHRTE L
TEAETZBEEHY veFOTHXIEBRRE,

[21] 72V r—PHEEBZETHLAHELIZTOTa Ty T,
XEEhbOEELRA LB EEAPERLS L LTERTIEBEBEHRO T
X TRHEE, |

[22] MMP—13MEEEAZETAHLEDHELIZREDT Ty 7, X
2N OEE LR LB S ERERRS L LTEET BB DT
IR, |
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(23] T/VpF—CRERALETALABELZZO RS v 2,
R e b OEE LFE LB EEADRS L LTRAT S BMEENY v~ F0
TR, ot

[24] MMP—13MBEEARETHEAMELIEZOT R KT v ), X
RENDOEREFALELEEABRS L LTERTRERG) y~FOF
B X IR, ERERR

"[25] LE 11 ME [15] OWFhhBRoBENGE~T nBLe

PELIRZEOI R RSy /. XiFFhb0EEXEFHA LB HEZWMILEDICH

BT LS ETE, 7Y —PRERE,

[26] LFE[11 7% [15] O0Phrl@ROBENEGE~T nB{Le

BELZZEOFE K5 v/, XiEehboEKERA LSS L RABICH

BypZ LMLy s5, MMP— 1 3HEFHIE

[27] ERE[1] BE [15] oVThICBRROBANEE~T aR{Lh

WELZEOTE T v S, XidehdOER EHE LB 5E LB #

T3 LR BMET 5, ERMEEEIKO T UIERS I,

[28] Lk [1] #HE[15] OVWThPCRBOMENET~T 0nRiLE

P L e DT a BT v 7 REn b OEE LI LB 5 EEHILEMICE

¥ an L BREMET 5, BEBGY U F OFHIITRRS A,

[29] 727V»F—PHEERSETHLAWELLZEDOTE RSy 7,

K3 EhbOER EHA LB HEWLBMICRET 52 L 2 SBLT 5. &

PERIE % O T-B5 XU IA RS . |

[30] MMP—13HEEAZ2ETRLAEUELIREOS R T v X

XENLOER LA LB EEHLBMICRET S I LR HELT 5, Bl

B2 O F- B USRI T . |

[31] 727U »F—CHEEAEZETHLAWELIZZOTRRT v,

T EnbOEE FHE LB IEEBLBYICRET S I kKT H, B

B Y 7~ F OF BRI,

[32] MMP_-— 1 SEFERE2ETHLEYELIZEOT Fo w7, X

BN D OER LA LB S HAMABNCRET D2 L 2 HKE 15, BILE
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Y 7T OFHXITBIS I, | |
[33] MMOEMEEHAREELOMAOLDO LR [16] EROERM
B, |
[34] {OREBEEGY v~ FHFRELOHADEDOLE [16] BROE
SEAR R, S el

[35] EE[1] BE [156] OVPHECEROBENEGE~T nBLA
WELZZOTR R v Y, REEhOOERENALBEL, oEm
B AR AT A I LM §5. LE [2 7] BHOEHEEGLAD
F BRI H . |

[36] LE@E[1]1 NBE [15] O ThLCEROBENETHE~T uR{LE
BELZEOTR KT v/, RIEThOOEREHFALBOEL, HoBiH
Y v~ FRRERHAT A L2 SME T 5, L (28] REROBMESY
¥ < F O TP I RE S I, |
[37] L& [16] EROERERY L. HERMRY & LEHHEEH%OT
IR AR T B 2 LR TE S, RVIEAT N2 ThB I L EERL
7o, BERMBRYICET 5 ERDESTLREE Sy r—, |
[38] L& [16] RROERMRG L, REKARM L BEELGY v~F
DI RIERARCERAT A LR TES, RVIERATRETHE - LT
WL, BREXKMERYICET IRRYEEOEE Ay r—,

S S50 O S22 BB

RPEECBO THEET 5 #BREROAIMIOERIT, KOBY ToH3.,
ARHIECBNT, [Cpol HREER L BECETHS = LEFT,
APMEICISNT, THEBA] Lid, EEM02EEEERL, flxid— (CH
2) ,—X— (CH,) ,—AMZBWT, X» THFEE] ThoHLE, — (CH
) ,— (CH,) ,—A'ThBILaEETS, |

IraFvRE+F] Lix, 7yR8RF. BERRF. RERFRII2VRRETFTH
V. FELIZT yRETXTERRT TH 5,

R, RCBVWTHE LR vyREFTH 3,

(C_ T vELE] LIk, REE1IBELO DL IE A W 7 e L B %
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BHMICIIAFAE, TFAE Farii, 4 YTavik TFAL,
AVTFNE, sec—TFVE, tert—TFNVE UFLE 4V
FNE, FARVFLVE, ter t —RUFAE L -=FATRENVE ~F
UNVE, A ~FUNE 1, 1—&%?»@%»E,2,2w9f%wf%w
B, 3, 3—VAFATFE; 2~ 1?»7?»% ~NTFNE, FTFLE,
J =, 7vw§%m$ﬁ6hé ‘

RUCBWTHE LA L, TFVE, ter t —TFNE SXUF
£, ~X AR, ~TFAETHE, |
[CLe 7 AVEl LIk, RREKLTIE 6 DESTUILEEHT AR EERL.
ﬁ@%mmx%wi‘m%w§\?aﬁwﬁy%ﬁfnewg\ffwg\4y
7?W§\sec—7?W§\ﬁeft~ff&§)NV?W§\4V&V?w
E\*i&y%wg\tert—&v%WE\1—m%w7ﬁﬁw§\«%vw
BERETOND, FE L IRER 1 IEAOERAXIDBEET VRNVETH
%o |
R!, R% R3 R% RS RY R" R% R% R™ R® REKBWVWTHX
LAIEAFAETHY, RECBVTHELIRAFVE, TFALETHY, RV
CRBOTHFE LA FAE, TFAETHS, o
ARG TAFALE] LIk, LEEED [C, TA%AE] BEREED
I ZFUEF] TEBRERELOTHY .. BENIKIX, Zviu sk ¥
7Win%?wﬁ\FU7»%D%?W§\7n%%?w§\&qn}%wg,
1, 2—CruurAFLE, 2, 2-VZuurFiik 2, 2, 2—FU TN
Ao EFARE, RUF I FAEERBT O, FELLZEOT X
JVERRL S IREBR 1 BE 4 DEBEXIIDEHO T A FAETH S \a C,TrFxL
£THY, LVBELIE N TAAuAFAE, RV FTLFRTFAETH
5, |
[CTNAEVE] LT, &%ﬁ1ﬁ§6@ﬁ%xm ﬁ%?w#v/gg
BL, AFLVVE, =mFVVE NIAFVVE FEIAFLE AUFA
FLVE, ~FTRAFLVESERETONSG, HELERRRLIE4OES
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10v/Wj%%%K%ﬁ%1~1®a)?ﬁ%ht%?w[kw7w¢m7
=) -b-F%V-2,5-Pk P -5 —A-8-f A7 T - (3. 9¢,
16mmol)&Miﬂ%TSO%ﬁ#bt”\*?ﬁ???f%)?A(1
5g,40mmol)%mK\ﬁﬁfsﬁﬁﬁﬁbtoﬁFW%m$&\6N—
% (56 5mL, 330mmol)%&€%<ﬁﬂbt(pﬂ—1)o

suaafi s (40mlL, 10v/w)ﬁ2@%&bt \m%vﬁ#va

(2g) CTHRELE, 5B, BRE#, P{Y7abrz—F2 (40mL, 10
v/w) EMAEETI OHWALLECEERLIBL, V1Y 70 Erz—5
w(40mL,10v/w)ﬁ%ﬁ%gﬁﬁ%@LfEé@ﬁoﬁﬁm%%(z.
Te, WET8%) EBE. o
c) 4@5Yrunrxz)RV)RNELALEFCTIFR (IR1-3)

/@O ° ! - : | /@0 r )
clo,S ; T HNosT Y ’

Ci Cl
KB L74-3,5-TV7un 7o )X V)RUBUAAFVBIZaS4 K (5. 0
g, 15mmol) OF FFeFurFy (10ml, 2v/w) WKk, 7>
E=TK (28%BHK 5. OmL, 74mmo 1) ZMEZKA TS 045EHL
e, BRT IRMERS L, RBRERER. ECRHRZEBL, n—~%)
v (25mL, 5v,/w) ., K (25mL, 5v/w) CIEREELESE,. BRE
R L CAHBRBEOZEEILAEY (4. 58, IWRI5%) 2B%E,

d) AFA ({[4-GB,5-V7unrz /)X L) 722 V] AAK=A}T 2 7)) (b

Raegx) 75 —F (Z8B1—4)
' 0 c
e SeRet
W
o g >N
H,NO,S MeO,C. _N

1 | \ YH ci

OH
TNAICFEKRT, 1 —-10c) THLNEZL-G,6-P7unr=) %
VN BURVEYT IR (0. 95g, 3. Ommol) OM¥runyy
92
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(TmL, Tv/w) BIRIC, 2-t Fe$i-2-2 h¥ VB AFL (0. 40 -
g, 3. 3mmol) O¥runrF&r (3mL, 3v/w) WKENZ., BRE
T12 H%Faﬁfﬁ#? LAZ ) —V2BELE, Bt LT%B%?L#,E%WA%(D;FB.%“@ 4
7 (Eﬁlﬁ: 1. 3g) %%@iﬁ%’kﬁmk%mto R

5 e) AFA ruu({[4-G, 5—%9mﬁ7m/a?/)7m—-11/]211/‘3‘v—11/}7“
)7EF—bF (I81—5) |

o o 0 cl
Yoo sl on v}
MeO,C N cl g ©Me0,C. (A)—“EH‘ o
OH A 4
EiEfl1—1Dd) T%Bnt%ﬂ/ ('{E4-(3 5*/91?1137::/3?‘/)73:—.
WIANF=} TR ) (e bmﬂ%:/):?'iz*;“——b (0. 97g, 2. 3mmo
10 1) ZffEFA+=1 (3mL, 3v/w) BRENZ 40— 4 5°CT2EEEe
Lic, R M= (10mL, 10v,//w) 22, SO6KKE. BESE
LTHRONWEBELehoRERY (HGaEE 0. 98g) 2 2DEIREN
CHWE,
£) XFn ({([4-@,5-Yrrur=) %) 7== V] AAR=A} 7R ) [2-
15 (47 w%n7m~w)5@BFﬂ%/I?W)3%#/%3w%bmlm

O cl
s
0=%
MeOC NH _OH B |
0=$§ — (0]

I
MeO,C N—NH

5V —N-4-A M7 T+ (TR1-6)

c

g :
TUIACFEHET., EHEGL1—10e) THLNEAFAL Zaw ({[4-(,5-
PrmnTe )XY 7 22 VIALVK=AY T I ))TEF—h (0. 41¢g, 0.
20 96mmol) ®FIFLFRTTFY (2mL, 5v/w) HiRIC, EHEH 1~
10b) THOIE2- AT Fr T 2=1)5-(3-E KRS L=Fu)-1,2-Ut

93



10

16

20

WO 2004/060892 PCT/JP2003/017067

Fa-8i-7 Y —1-3-4> (0. 21g, 0. 96mmol) AFF5¢t Fu
77v (4mL, 10v/w) BB, N—AFLELFY Y (0. 20g, 1.

9mmo 1) ZMARETL QBB LEEL, IN-EB (2mL) 2z
(pH=1) . SRABL1 0% K (5mL) Mz, BR=FL (10m
L) T2EML, AEEEA (5mL)  BRAEA (5mL) CHEKEEE.
MBRT FY UL (2 g) THRBLE, 58, %ﬁ”\@ahtﬁﬁi%%v)ﬁ
&WW7A&nv%7774~(&nuTwA AB)—N=40 : 1~15:

1)TP®L%ﬁﬁAﬁ@wwﬁ@mA%(o 31g, IRE53%) &7,

g) RAFn ({[4-G, 5~v9\:zn7:n/ﬂ?/)7:n~.11/]zzlxzh-ﬂ/}7‘ /) [2-
(&7wiu7:ww)5M{H§W%w¢w»%wh4m%w}3f%/—
a&vtbm1w€§j—w4~wﬂ7t7~b(I&1*7)

o) cl ' o) cl
OV . o T
0=? 0:?
MeO,C.__NH _OH c . MeO,C._NH _OMs cl
Og;)/ —_— Mso\%/’/ .
:/NH :—-N
F . F

FASLBEET. ERAL-101) TROREAFAL (46,592 m
N7z /) FV) 722 V]AVKR=NIT R ))2-@-7rFa 7 == )0)-5-(2-b
Far¥lmFi)-3-F%Y-2,3-Ve Fr-ll-t'7 Y —1-4-L V] T E&F— h

(0. 831g, 0. 51mmol) D7 FLFrTIFY (3mL, 10v/
w) BRIZ, KTV A7ar=FA7I (0. 17g, 1. 3mmo
1)\ﬁM%5&xw$:w(o.14g,1.2mm01)&mﬁmik%‘
BRT2HMABR L, IN-HR (0. 22mLl) |, X (5mL) &WMZ, &
B>=FN (10mL) T2EHHMHL., FEEEZK (5mL) | fafugiEk (5
mL) TIRREFR, MRS M UL (2g) THBLE, 5B, BER. BE
#iR L TR LW B AD OREER) (EEMR 0. 42g) REOEEK
oS B, 4 ,

h) 5-[4-GB,5-V7/mu7=/F ) T2 V] ANEK=oN-2-(4-T N3 T =
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ZN)3-[(AFNVAVE=L) A%3]1-4,5,6,7-F FF L Fr-20-¥5 Y
[4,3~c]CY Pr~4-ANEyBAFL (TR1-—8)

0 cl
% /@r \©/
O=§ i
MeO,C.__N _OMs cl

N—N

&

'
TNHICEERIT, ZE 1 —1Dg) THLOLEAFV ({[4-B,5-Prn
N7z /) F%Y) T 2= N]ANK=AYT R ) 2~ TF T = =) -5-{2-
[(AFARAAFZA) 5 VIRF A} -3-24% V-2, 3-Dt FR-TH-EF Y )it
/mw7t?~b(o.42g,o.51mmol)m\ﬁ@£v7A(o.3
7g, 1. 1mmol) , ¥F¥¥>¥ (3. 5mL, 8v  w) BIEKMLIE,
ST 2WMER L, IN—#® (1. 7TmL) . & (5mL) %MWx. f
MrFL (10mL) T2HEMBL, FHEEEK (5mL) | AKX (5m
L) TIRKEEER, MBRTFY UA (2g) TRELE, 58, BESR. BRES

BLTHRAREKOEELEY (0. 31g, WK I%) 2B~
i) 5-[4-(3,5-U/mnT=/)%Y) To= Al ALK A-2-(-T LFn T =
SA)B-F XV 2,3,4,5,6, T-~F Pt Fu-11-E'F Y r [4,3-c] Y Pr—4-%
ARVER (TE1-9) | |
O Cl 0 Cl
tisa oS o

MeO,C N Cl HO,C N Cl

2
N—N ;]——NH

F F
TAIUEHKT, Bl —10h) TBONES-[4-G,5-V7unT =)
)T 2NV ANE=N-2-(A-TFa T = =) -3-[ (R ?}V}ﬂﬁﬁ =) F
%V}&&&F?F?tFD%WEﬁfmMﬁwhﬂmhh%ﬁwﬁyﬁﬂ?w
| 95 o |
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(0. 31g, 0. 46mmol) ®FFFLFur5> (1. 5mL, 5v,/
w) WIRIZ, AF /= (1. 5mL, 5v/w) . AN—KEMEF U & Ak
IR (0. 57mL, 2. 3mmo 1) 2M2HET3RERLELE, RIS,
2N—ﬁ@(1§2mL)&mz<z€@#»A(10mLy63EHML\ﬁ
%E%m(5mL)v%#LtJ%ﬁ&(}ﬂmy(smL,10v/w)&m
RELEREL. REBRL CHAEKOBELAS (0. 24¢, Ko
2%) BB, Lo

i) 5-[4-(3,5-PrmE-7 2/ % L)-RU¥ L AAR2A]-2-(U-T A m-
7 = =) 34 % V-2,3,4,5,6,T-~¥ ¥ b KR-1H-E'F Y u[4,3-c] LY Dy
LHARVB B FudL T IR (TR1-10)

TVACERRAT. EEfll—10i) °HLhES-[4-B,5-C 2 un7 =)
XV) 722NV ANEEA-2-(4-T VAR T = =) -3-FF V22,3, 4,5, 6, T-~
FV e Fe-1H-v7 7 al4,3-c]vV Pr-4-IAR 8 (0. 22¢, 0. 39
mmo 1) PFrFE Far75y (2. 5mL, 11v./w) B, kBTN
—AFAELFY Y (0. 16g, 1. 6mmo 1) . &ﬁm#“@:ﬁ?ﬂ/ (0.
13g, 1. 2mmo 1) RMERMZ 3 0 WL LIctk. 0-(FY RFAL Y )
ERRFLL7IY (0. 25g, 2. 3mmo 1) M1 04BRLE, &
DIZERT1IRMBRLEE, A¥ /-1 (0. 2mL, 1v,/w) 2ML=E.
T3 OHEHR L, BREH. A (1mL) &M, F@=F4 (10mL) T2
B L, A#EEZK (5mL) T3EMEE LA, BESR, BohBEys
%EVUﬁ%w&nvbﬁ§74~(&nm$WA:xﬁ)w»=1o:1)ﬁ
BHEL, RERE LN EBEMRDICER-FL (0. 2mL) , D4 YT
V=7 (1mL) | i—~FH%» (2ml) 2HB&CML, HET2 048

96



WO 2004/060892 PCT/JP2003/017067

BT LcHRE 5B, o~ "FH Y, OV 7u A7 I CIERESES. WE
HBRLUTHRBAEEOZEILEY (72me, INL3 1%) 2587,

A 138—140%C (42

(EHpl 1 —-2T5EEHEH 1 —168)
%wwl—laﬁﬁwa\%ﬁﬁiféﬁﬁ%WWl—leswmé%%ﬁ
7o S

Fapl 1 — 1 HERMEH 1~ 1.6 BOLAHOWERKPNMR 7~ 4 &% 1
TERS 410w R
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#z1

EX.

Structure

NMR (solvent. &)

1-1

MeOH-d4-300
2.47-2.63(m, 2H), 3.55-3.71(m, 1H),

| 41174,25(m, 1H), 5.37(s, 1H); 7.01-
7,86 (- TH), 7.61(d, J=6.0Hz, 1H),

7. 64(d - J=6. OHz, 1H) 7.93(d, J=9. OHz,

"ZH)

1-2

.[Me0H~d4—4oo

| 2.21~2. 48(n, 2H), 3. 50—3 63(m, 1H),

| 4.01-4. 15(m, 1H), 4.91(d, J=15.6Hz, 1H),
15.02(d, J=15.6Hz, 1H), 5.10(s, 2H),

5.34(s, 1H), 7.06(d, J=9.2Hz, 2H),

"1 7.15(d, J=7.6Hz, 2H); 7.23(t, J=6.6Hz,

14y, 7.27-1. 44(m, H), 7. 77(d J=9. 2Hz,
1)

Dmso—d6~4oo

2.20~2. 45(mn, 2H), 3.38(s, 3H) 3.85-
4.05(m, - 2H), 5.17(s, 2H), 7.14(d,

J=12. OHz, 2H), 7.33-7.49(m, 5H), 7.75(d,
J=12. OHz, ZH), 10. og(s, 1H), 10.80(brs,
1H)

MeOH-d4-400 ,
2.20-2.34(m, 1H), 2,46(dd, J=4.0,

‘16, 8Hz, 1H); 3.10(s, 3H), 3.59-3.73(m,
1H), 4.10(dd, J=6.0, 14.8Hz, 1H),
5.04(d, J=16.8Hz, 1H), 5.11(d, J=16.8Hz,
1H), 5.12(s, 1H), 5.28(d, J=0.0Hz, 2H),
7.07(d, J=8.8Hz, 2H), 7.12(d, J=6.8Hz,
2H), 7.24(t, J=7.4Hz, 1H), 7.29-7. 45(m,
TH), 7.77(d, J=9.2Hz,  -2H) - '

1-5

MeOH~d4-400 .

1.46(s, 9H), 2.41(dd, J=7.1, 16.8Hz,
1H), 2.96(d, J=16.8Hz, 1H), 4.08(d,
J=15.8Hz, 1H), 4.51(d, J=16.3Hz, 1H),
4.95(d, J=6.6Hz, 1H), 5.13(s, 21,
7.08(d, J=8.6Hz, 2H), 7.31-7.42(m, 5H),
7.76(d, J=8.6Hz, 2H) '

98




WO 2004/060892

#2

PCT/JP2003/017067

EX.

Structure

NMR (solvent, & ).

1-6

MeOH-d4-400
2.23-2, 49 (n,

.| 4.02-4. 12(n,

IH)» 7.08(d,

|ew,. 7.7

2H), 3.42-3.55(m, 1H),
1H), 5. 13(s, "2H), 5.34(s,
J=8.0Hz, 2H); 7.26~7.46 (m,
J=8.0Hz, 2H).

1-7

MeOH-d4-400

'3:50-3. 62(n,
4. 05-4. 13 (m,
1H), 7.08(d,
5H), 7.77(d,

10.91(t, . J=8. OHz, 3H), 1.21-1.33(n, 2H),

2H), 2.25-2.50(m, 2H),
1H), 3.71-3.87(m, 2H),
1H), 5.13(s, 2H), 5.28(s,
J=8. 0Hz, ‘2H), 7.28-7.44(m,
J=8.0Hz, 2H)

MeOH-d4-300

3.52-3. 69 (m,
5.26(s, 1H),
1H), 7.88(d,

1.04-1.94 (m,

10H), 2.38-2.58(m, 2H),
1H), 4,06-4.24(m, 2H),
7.04-7.17(m, 4H), 7.30(s, -
=9. OHz, 2H)

MeOH-d4-400
2. 38-2. 61 (m,
4,12-4.19(m,
1H), 7.10(d,
8H), 7.58(d,

20), 3.56-3.66(m, 1H),

1H), 5.11(s, 2H), 5.35(s,
J=12.0Hz, 2H), 7.27-7.47(m,
J=8.0Hz, 2H), 7.81(d,

J=12. 0Hz, 2H)

MeOH-d4-400
2.31-2. 41 (m,
3. 49~3. 57 (m,
5.12(s, 2H),
J=8. 0Hz, 2H)
7.40(m, 5H),

2H), 2.92(t, J=8.0Hz, 2H),

1H), 3.89-4.10(m, 3H),

5.28(s, 1H), 7.08(d;

, 7.13-7.26(m, 5H), 7.29-

7.77(d, J=8.0Hz, 2H)
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#3

EX.

Structure

NMR (solvent, 6)

1-11

o

o] O—S

L,

2. 47-2. 54(n,

Lfi12¥ OHz, ‘1H),

DMS0-d6-400

0.80(t, J=6.0Hz, 3H), 0.97-1.06(m, 2H),

'2H), 2.10-2.22(m, 1H),
1H), 3.62(t, J=6.0Hz, 2H),
1H), 3.96(dd, J=4.0,
5.10(s, 1H), 5.14(s, 2H),
7.114d,. J=12.08z, 2H), 7.31-7.47(m, 5H),.

1..40-1. 53 (m,

3.65~3.77(m,

1 7.69(d, J=8.0Hz, 2H), 8.97(s, 1H),
| 9. 74(by, . 1H), ‘

10.78(s, 1H)

1-12

: U ‘

"

o

Me0H~d4~400

2.31-2.49(m, 2H), 3. 54-3. 61 (m, 1H),
4,07-4, 11 (m, 1H), 4.93(d, J=16.0Hz, 1H),
|5, 02(d, J=16,0Hz, 1H), 5.35(s, 1H),

/| 6.99(d, J=12.0Hz, 2H), 17.03(d, J=8.0Hz,
2H); 7.16(d, J=4.0Hz, 2H), 7.16-7.32(n,
3H), 7.41(t, J=8.0Hz, 1H), 7.80(d,
J=8.0Hz, 2H) '

1-13

MeOH-d4-300

2.25-2.45(m, 2H), 3. 53~3 68(m, 10,
4.15(dd, J=3.0, 12.0Hz,. 1H), 4.88(d,
J=15.0Hz, 1H), 5.02(d, J=15.0Hz, 1H),
5.41(s, 1H), 7.11-7.27(m, 5H), 7.38-
7.50(m, 3H), 7.61(d, J=6.0Hz, 2H),
7.72(d, J=6.0Hz, 2H), 7.91(d, J=9. 0Hz,
2H) ‘ '

1-14

WeOH-34-300

2.27-2.46(n, 2H), 3.52-3. 65(m 1),
4.05-4.15(m, 1H), 4.96(d, J=12.0Hz, 1H),
5.04(d, J=12.0Hz, 1H), 5.35(s, 1H),
6.85(d, J=8.0Hz, 2H), 7.16(d, J=8.0Hz,
2H), 7.25-7.41(m, 3H), 7.70(d, J=8.0Hz,
2H) '

1-15

MeOH-d4-400 _

2.33-2.49(m, 2H), 3.57~3.68(m, 1H),
4,13(dd, J=4.0, '12.0Hz, 1H), 4.93(d, -
J=16.0Hz, 1H), 5.03(d, J=16.0Hz, 1H),
5.33(s, 1H), 7.03-7.32(m, 8H), 7.09(d,
J=8. 0Hz, 2H), 7.87(d, J=8.0Hz, 2H)
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Fz4

EX. Structure NMR (solvent. &)

MeOH-d4-300

o\vé[::J [111(s, 3H), 1.18(s, 3H), 3.43-3.7i(n,

2H);-5.02(s, 2H), 5.15(s, 2H),-5.19(s,
1H) “1.06-7. 49(111, 141'1), 7.79(d, J=8.THz,

1-16 o 2H)

L MeOH—d4~400 ,
12,2242: 44 (m, 2H), 3.51-3. 73(m, 1H),

| 4. 0444, 17(m, 1H), 4.92-5.03(m, 2H),
|5.10(s, 2H), 5.36(s, 1H), 7.04-7.10(m,

1-17 3H),:7.23-7.47(m, 8H), 7.74-7.85(m, 2H)

MeOH—d4-300

2.18-2.45 (m, 5H), 3.49-3.69(m, 1H),
4.01~4.17(n, 1H), 4.91(d, J=15.6Hz, 1H),
5.01(d, J=15.6Hz, 1H), 5.35(s, 1H),

1-18 N . |7.17(d, J=7.2Hz, 2H), 7.23-7.37(m, 5H),
O 7.71(d, J=8.4Hz, 2H)

ol MeOH-d4—400
O\Q/ 0.69(t, J=7.4Hz, 3H), 0.76 (t, J—7 4Hz,
8H), 1.56-1.73(m, 4H), 2.32-2.51(m, 2H),

13.54-3,67(m, 1H), 4.02-4.10(m, 1H),
4.14(dd, J=4.0, 13.2Hz, 1H), 5.18(s,
2H), 5.30(s, 1H), 7.08(d, J=8.8Hz, 2H),
7.37(dd, J=2.4, 8.,4Hz, 1H), 7.53(d,
J=8. 4Hz, 1H), 7.53(d, J=2.4Hz, 1H),
7.81(d, J=8.8Hz, 2H) 4

1-19

MeOH-d4-300

2.57-2.90(m, 2H), 3.11-3. 20(m, 2H),
3.36-3.72(m, 3H), 4.09-4.22(m; 1H),
5.26(s, 1H), 7.24-7.49(m, 8H), 7.50~

1-20 7.64(m, 6H)
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x5

EX.

Structure

NMR (solvent, &)

1-21

14,104, 20(n,

A1y, 76044,

MeOH-d4-300

2.84~2,60(m, 2H), 3.51-3.67(m, 1H),
1H), 5.11(s, 2H), 5.35(s,
J=9.0Hz, 2H), 7.26-7.46(m,

J=9.0Hz, 2H), 7.81(d,

1HY," 7. 09(d,

122

11, -7.02(4,

THe0H-d4-300

2H), 3.53-3.70(m, 1H),
4.10-4.18(n, 1H), 5.35(s,
J=9.0Hz, 2H), 7.28(x,

=9, OHz, 1H), 7.45(t, J=T7.5Hz, 2H),
7.59(d, 'J=9.0Hz, 2H), 7.81(d,” J=9.0Hz,
2H) ‘ ' A

2. 39-2: 57 (m,

1-23

MeOH-d4-300
2.33-2.51(n, 2H), 3.59-3.70(m, 1H),

{4.18(dd, J=6.0, 15.0Hz, 1H), 4.94(s,

2H), 5.45(s,
7.22-7. 30.(m,
7.53-7. 64 (m,
8. 03-8. 06 (m,

1), 7.11-7.20(m,
3H), 7.36~7.51(m,
3H), 7.82-7.87(m,
1H)

2H),
3H),
1H),

1-24

MeOH-d4-300

1.97-2.18(n, 1H), 2.20-2.34(m, 1H),
3.32-3.45(m, 1H), 3.47-3.59(u, 1H),
4.37(s, 1H), 4.93(d, J=15.0Hz, 1H),
5.04(d, J=15.0Hz, 1H), 7.06-7.42(n,
11H), 7.55(dt, J=9.0, 1.5Hz, 1H),
7.64(dt, J=9.0, 1.5Hz, 1H), 8.21(dd,
J=3.0, 9.0Hz, 1H) o

1-25

MeOH-d4-300 . o

2.28-2.42(m, 2H), 3.54-3.66(m, 1H),
4,11(dd, J=3.0, 12.0Hz, 1H), 4.95(d,
J=15. 0Hz, 1H), 5.02(d, J=18.0Hz, 1H),
5.27(s, 1H), 6.96(d, J=9.0Hz, 2H), 7.14-
7.21(m, 4H), 7.25-7.31(m; 3H), 7.32-
7.42(m, 3H), 7.46(t, J=7.5Hz, 1H),
7.57(d, J=9.0Hz, 1H)
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1-26

4.09-4.18(m, 1H),
| 7.04(m, 24H),
1J=6.0Hz,. 2H), 7.83(4,

MeOH~d4-300

2.42-2.56(m, 2H), 3.56-3.68(m, 1H),
5.35(s, 1), 6.97-
7.15-7.45(n; 6H), 7.61(d,
J=9. 0Hz, 2H)

1-27

MeOH~d4~300

2.44-2.63(m, 2H), 3.62-3.76(m, 1H), .
4.16-4.28(m, 1H), 5.41(s, IH), 7.27(,
J=6.0Hz, 1H), 7.35-7.49(m, 5H), 7.54(d,
J=6.0Hz, 2H), 7.64(d, J=9.0Hz, 2H),
7.78(d, pgwmmn7gﬂd19wm
2H)

1-28

MeOH—d4*300

2.30~2.53(m, 2H), 3. 56-3. 74(m, 1H),
3.88-4.15(m, 1H), 3.91(s, 3H), 4.97-
5.19(m, 4H), 5.52(s, 1H), 7.00-7.50(m,
12H), 7.75(d, J=9.0Hz, 2H)

1-29

MeOH-d4-300 : '

2. 14-2. 42(m, 2H), 3. 64(dt J=3.0,

12. 0Hz, 1H), 4.13(dd, J=3.0, 12.0Hz,
1H), 4.95(s, 2H), 5.44(s, 1H), 6.75(d,
J=9. 04z, 1H), 6.79-6.91(m, 2H), 6.95-
7.05(m, 2H), 7.14-7.35(m, 6H), 7.14-
7.35(m, 6H), 7.49(dt, J=3.0, 7.5Hz, 1H),
8.01(dd{ J=3.0, 9.0Hz, 1H)

1-30

MeOH-d4-300

2.24-2.54(m, 2H), 3.70(t, J—13 5Hz, 1H),
4,19(dd, J=6.0, 15.0Hz, 1H), 5.52(s,
1H), 6.81(d, J=9.0Hz, 1H), 6.87-7.06(m,
4H), 7.22(t, J=7.5Hz, 1H), 7.29(1,

J=7.5Hz, 1H), 7.41-7.55(m, 3H), 7.60(d,
J=9. 0Hz, 2H), 8.06(dd, J=3.0, 9.0Hz, 1H)
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EX. Structure NMR (solvent, &)

MeOH-d4-300 :

2.07(s, 3H), 2.31(s, 3H), 2.40-2.62(m,

2H), 3.59-3.78(m, 1H), 4.09-4.24(n, 1H),
5.22(s, 2H), 5.35(s, 1H), 7.03-7.26(m,

5H), 7.38(dd, J=3.0, 6.0Hz, 1H), 7.52-

[7.59(m, 2H), 7.86(d, J=9.0Hz, 2H)

1-31

MeOH-d4~400 o

2.40-2.59(m, 2H), 3.58-3.75(m, 1H),

4.13%4.21(m, 1H), 5.21(s, 2H), 5.36(s,

. [IH), 7.12(d, J=8.0Hz, 2H), 7.12(d,

1-32 N © 1| J=8.0Hz, 2H), 7.36(dd, J=4.0, 8.0Hz,

LN 1H), 7.46-7.60(m, 5H), 7.84(d, J=8.0Hz,
—NH 2H) V

| MeOH-d4-400 ‘ -
. /@ /@ | 2.34-2.42(n, 1H), 1.24(dd, J=4.0,
0 0=\ 0 16. OHz, 1H), 3.62-3.70(m, 1H), 2.07(dd,
“°\u J=4.0, 12.0Hz, 1H), 5.32(s, 1H), 6.93-
P 6.97(m, 2H), 7.11-7.21(n, 2H), 7.27-

H 7.35(m, 4H), 7.42-7.51(m, 3H), 7.58-
7.62(m, 3H)

1-33

. MeOH-d4-300 ‘
T D |2a1-2.650 2, 3.64-3.70G, 1),
N °o%; 4.10-4:23(n, 1H), 5.35(s, 1H), 6.97-
! o 7.06(m, 4H), 7.20(t, J=6,0Hz, 1H), 7.32-
1-34 0= 7.41(m, 2H), 7.46(d, J=9.0Hz, 2H),
@m 7.62(d, J=9.0Hz, 2H), 7.84(d, J=9.0Hz,
' ‘ 2H) .

MeOH-d4-400 '
°\«J::j 1.32(s, 9H), 2.39-2.51(m, 2H), 3.57-

ozx\s/@ 3.68(m, 1H), 4.11-4.19(m, 1H), 5.10(s,
HO, N ‘ 2H), 5.33(s, 1H), 7.09(d, J=12.0Hz, 2H),
N 7.26-7.42(m, 5H), 7.46-7.50(m, 4H),

—1H 7.80(d, J=12.0Hz, 2H)

1-35
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EX.

Structure

NMR (solvent, &)

1-36

2H), 17.59(d,

MeOH-d4-300

12. 40-2.57(n, 2H), 3.55-3. 70(m, 1),
14.09-4:21(n, 1H), 5. 18(s, 2H); .5.35(s,
1H),7 7.12(d, J=9.0Hz, 2H), 7. 27(1,

J=7.3Hz, 1H), 7.35(d, J=8.1Hz, 1H),
7.43(t, J=7.9Hz, 2H), 7.51(t, J=4.2Hz,
J=8.THz, 2H), 7.84(d,
J=9. OHz, 2H)

1-37

2. 12~2. 48(m,
| 8.98-4.22(m,
5. 17(s, 2H),
7.60(m, - 10H), 7.68-7,94(m, 2H)

MeOH-d4~-300 -

2H), 3.44-3.73(m, 1H),
1H), 4.89-5.08(m, 2H),
5.27-5.50(m, 1H), 7.01-

1-38

|
HO N

MeOH~d4-400

0.97(t, J=6.0Hz, 3H), 1,411, 54(m, 21,
1.70~-1.80(m, 2H), 2.36-2.57(m, 2H),
3.56-3.68(m, 1H), 3.96-4.04(m, 2H),
4.14(dd, J=8.0, 16.0Hz, 1H), "5.34(s,
1H), 6.99(d, J=8.0Hz, 2H), 7.28(%,
J=8.0Hz, 1H), T7.44(t, J=8.0Hz, 2H),
7.57(d, J=12.0Hz, 2H), 7.78(d, J=12.0Hz,
2H)

1-39

MeOH-d4~300
zmz%mzmswawmxm
4.10(d, J=12.0Hz, 1H), 5.30(s, 1H),
6.88-7.03(m, 4H), 7.09-7.24(m, 2H),
7.26-7.41(m, 3H); 7.53(d, J=6.0Hz, 1H),
7.69(s, 1H), 7.78(d, 'J=9.0Hz, 2H)

1-40

MeOH-d4-300
2.27-2.56(m, 2H), 2.36(s, 3H) 3. 45-
3.64(m, 1H), 4.01-4.13(m, 1H), 4.95(d,
J=15.0Hz, 1H), 5.04(d, J=15.0Hz, 1H),
5.10(s, 2H), 5.38(s, 1H), 7.07(d,

J=9. 0Hz, 2H), 7.15-7.40(m, 8H), 7.69(s,
1H), 7.81(d, J=9.0Hz, 2H)
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EX.

Structure

NMR (solvent. §)

1-41

| J=9. 0Hz, 2H), 7.12-7.21(m, 4H),
|7.28(m, 3H), 7.28-7.34(m, 2H), 7. 75 (s,

MeOH-d4-400

2.31-2:47(m, 2H), 2.36(s, 3H), 3.52-
3.66(m, 1H), 4.03-4.12(m, 1H), 4.92(d,
| J=12.0Hz, 1H), 5.02(d, J=12.0Hz, 1H),
5.06(s, 2H), 5.36(s, 1H), 7.04(d,
7.21-

1H, 7.77(d, J=9.0Hz, 2H)

1-42

©2.27-2.65(m, 2H),
b 4060, 1H), 4.03-4.11(m, 1H), 4.90-

MeOH-d4-300.
2.36(s, 3H), 3.50-

5.03(m, 2H), 5.06(s, 2H) 5.37(s, 1H),
7.04(d, J=9.0Hz, 2H), 7.16~7.24(m, 4H),
7 25-17. 36(m, BH), 7.71(s,. 1H) 7.78(d,
.J=9. 0Hz, 2H)

1-43

0 0=%

MeOH-d4~400
2.38-2.61(m, 2H),
4.10-4.22 (m, 1H),
1), 7.04-7.15(m, 4H), 7.30(t,
1H), 7.38-7.51(m, 4H), 7.58(d,
2H), 7.81(d, J=8.0Hz, 2H)

1H),

5.35 (s,
J=6. OHz,
J=8. Oliz,

3. 543, 66 (n,
5.09(s, 2H),

1-44

MeOH-d4-400
2. 51-2. 56 (m,
4, 18-4. 26 (m,
7.10(m, 4H),
7.40(m, 2H),
7.91(m, 2H),

1),

7. 05~
7. 36~
7. 88~

2H), 3.70-3.81(m,
1H), 5.43(s, 1H),
7.18~7. 24 (m, . 1H),
7.45-7.60(m, 5H),
7.95-8,03(m, 2H)

1-45

MeOH-d4-300 -
2.34(s, 3H), 2.45-2.56(m,
3.70(m, 1H), 4.07-4.21(m, 1H), 5.11(s,
2H), 5.39(s, 1H), 7.11(d, J=9.0Hz, 2H),
7.14-7.38(n, 5H), 7.39-7.49(m, 2H),
7.60(d, J=9.0Hz, 2H), 7.84(d, J=9. Oz,
2H)

2H), 3.52-
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EX.

Structure

NMR(soivehi‘ 5)

1-46

MeOH-d4~300

2.33(s; 3H), 2.36-2. 59(n, 2H), 3.50-

13.70(m, 1H), 4.09-4.20(m, 1H), 5.07(s,

o1), 6.35(s, 1H), 7.03-7.33(m, 7H),

| 7044(k; IS, 5Hz, 2H), T7.58(d, J=9.0Hz,
‘ .":":2H), T 81(d

J =9 0Hz, 2H)

1-47

. Meon~&4~soo *

“l2vsals; W), 2.35-2.60(m, 2H), 3. 49-
8. 71, 1H), 4.07-4.20(n, 1H), 5.06(s,
2H), 5.35(s, 1H), 7.08(d, J=0.0Hz, 2H),

7.17(d, J=9.0Hz, 2H), 7.23-7.33(m, 3H),
7.44(t, J=7.5Hz, 2H), 7.58(d, J=9.0Hz,
oH), 7.80(d, J=9.0Hz, 2H)

1-48

MeOH-d4-400

2.40-2.57(m, 2H), 3.57-3.68(m, 1),
4.10-4.20(n, 1H), 5.27(s, 2H), 5.35(s,
1H), 7.14(d, J=8.0Hz, 2H), 7.28(t,
J=6.0Hz, 1H), 7.39-7.45(m, 2H), 7.48-
7.53(m, 1H), 7.55-7.59(m, 2H), 7.64-
7.70(m, 2H), 7.77(d, J=8.0Hz, 1H),
7.84(d, J=8.0Hz, 1H)

1-49

MeOH~d4-400

2.21-2.42(m, 2H); 3.52-3.61(m, 1H),
4.08(dd, J=4.0, 16.0Hz," 1H), 4.90(d,
J=16.0Hz, 1H), 5.01(d, J=16.0Hz, 1H),
5.00(s, 2H), 5.34(s, 1H), 7.02-7.08(m,
2H), 7.12-7.24(m, 3H), 7.26-7.41(m, 7H),
7.73-7.78(m, 2H)

1-50

MeOH-d4-300

2.22-2.43(m, 2H), 3.49-3.65(m, 1H),
4.08(dd, J=6.0, 15.0Hz, 1H), 4.74- )
5.11(m, 4H), 5.34(s, 1H), 7.01~7.35(m,
QH),A7.45(dd, J=6.0, 9.0Hz, 2H), 7.78(d,
J=9.0Hz, 2H) '

107




WO 2004/060892 PCT/JP2003/017067
#£11
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Sy | MeOH-d4-400
,I::)/D\Iiﬁj 2.44-2.63(m, 2H), 3.59-3.70(m, 1H),
o o | 4.12-4,21(m, 1H), 5,34(s, 1H), 6.88-
HO 16,95 3H), 7.11-7.21(n, 2H), 7.30(dd,
1-51 “1=a.0, 12.0Hz, 2H), 7.45(, J=8.0Hz

oWy, 7.58(3, J=8.O0Hz, 2H), 7.81(d,
. J—s Ohz, 2H)

1-52

. | MeOR-d4-300 ‘
A 12 10(s; 31, 2.29-2, 48(m, - 2H), . 3. 48-
3. 85 {m, 1K), 4.03-4.16(m, 1H), 4.94(d,

‘ J*15 OHZ, 1H), 5.03(d, J=15.0Hz, 1H),
5.85(s, -1H), 6.87-6.97(m, 3H), 7.14-

| 7.36(n, 8H), 7.79(d, J=0.OHz, 2H)

1-53

MeOH-d4~300

2.32(s, 3H), 2.44-2. 61(m, 2H), 3.56-
3.71(m, 1H), 4.11-4.21(m, 1H), 5.34(s,
1H), 6.90(d, J=9.0Hz, 2H), 6.99(d,
J=9.0Hz, 2H), 7.17(d, J=9.0Hz, 2H),
7.31(t, J=7.5Hz, 1H), 7.46(t, J=9.0Hz,
2H), 7.59(d, J=9.0Hz, 2H), 7.82(d,

=9, OHz, 2H)

1-54

-| MeOH-d4~300 ‘
2.28-2.50(m, 2H), 2.35(s, 3H), 3.51-

513.66(m, 1H), 4.09(dd, J=3.0, 12.0Hz,

1H), 4.94(d, J=15.0Hz, 1H), 5.03(d,
' J=15.0Hz, 1H), 5.34(s, 1H), 6.88-7.01(m, -
4H), 7.12-7.34(m, TH), 7.79(d, J=9.OHz,
2H) : ‘

1-65

MeOH-d4~300 ,

2.33-2.58(m, 2H), 3.48-3.72(m, 1H),
4,05-4.23(m, 1H), 5.29(s, 2H), 5.37(s,
1H), 7.00-7.93(m, 13H) '
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EX.

Structure

NMR (solvent., &)

1-56

| MeOH-d4-300

oH), 3.57-3.72(m, 1H),

1), 5.32(s, 1H), 6.94-
7.18(t, J=7.5Hz, 1H),
7.55(d, J=9.0Hz, 1H),

2. 37~2. 55 (m,
-4.08-4, 19 {m,
7.06(m, 4H),
| 7. 49m, " 5H),

A 81(d J=9 OHz, 2H)

1-57

) =.Me0H-d4-400
e 49-2, 66 (n, 2H), 3. 61~3 71(m, 1H), "
4,15-4,22(m, 1H), 5.33(s, 1H), 6.96(dd,

J74.0, 8.0Hz, 1H), 7.10(d, J=12.0Hz,
2H),- 7.27(d, J=4.0Hz, 1H), 7.30(t,
J=6.0Hz, 1H), 7.42-7.48(m, 3H), 7.59(4,
| J=8.0Hz, 2H), 7.89(d, J=12.0Hz, 2H)

1-58

MeOH-d4-300

2.41-2.62(n, 2H), 3.56-3.70(n, IH),
4.11-4.23(n, 1H), 5.34(s, 1H), 6.85-
7.02(m, 6H), 7.31(t, J=7.5Hz, 1H),
7.46(t, J=9.0Hz, 2H), 7.60(d, J=0.OHz,
2H), 7.81(d, J=9.0Hz, 2H)

1-59

MeOH-d4-300 o
2.47-2.60 (m, 2H), 3.59-3.72(m, 1H),
14.13-4.23(m, 1H), 5.34(s, 1H), 7.01(d,
J=6.0Hz, 2H), 7.06(d, J=9.0Hz, 2H),
7.27-7.39(m, 3H), 7.47(t, J=7.5Hz, 2H),

-17.60(d, J=9.0Hz, 2H), 7 87(d J=9. OHz,

2H)

1-60

MeOH-d4-400 ,

'2.50-2.53(m, 2H), 3.71-3.80(m, 1H),
4.18-4.23(m, 1H), 5.15(s, 2H), 5.41(s,
1H), 7.16(d, J=8.0Hz, 2H), 7.29-7.44(m,
6H), 7.48-7.57(m, 4H), 7.86(d, J=8.0Hz,
oH), 7.93-8.03(m, 2H)
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EX.

Structure

NMR (solvent. §)

1-61

MeOH-d4-400

|2.43-2.54(n, 2H), 3.64-3.73(n, 1H),
| 4.13-4.20(m, 1H), 5.14(s, 2H), 5.35(s,

10 7,106, J=8.0Hz, 2H), 7. 29-7.49(n,
“8E), 7,574, J=10.0Hz, 1H), 7.81(4,
| I#8. 08z, - 28) o

1-62

“THeOH-d4-300 A
12 502,66 (m, 2H), 3.60-3.74(m, 1H),

| 4.13-4,24(m, 1H), 5.34(s, 1H), 7.06(d,
J=3.0Hz, 2H), 7.14(d, J=9.0Hz, 2H),

| 7.25-7.34(n, 2H), 7.45(t, J=9.OHz, 2H),
17, 60.d, J=9. OHz, 2H), T. 92(d J=9. OHz,
oH)

1-63

MeOH~d4-400
2.41-2,60(m, 2H), 3.59-3.69(n, 18),
4.16(dd, J=8.0, 16.0Hz, 1H), 5.35(s,
1H), 6.95(d, J=8.0Hz, 2H), 7.13(dd,
=4.0,. 8.0Hz, 1H), 7.21-7.35(m, 3H),
7.45(t, J=8.0Hz, 2H), 7.51(dd, J=4.0,
8.0Hz, 1H), 7.58(d, J=8. OHz, 2H),
7.84(d, J=8.0Hz, 2H)

1-64

MeOH-d4-300
2.49-2.65(m, 2H), 3.64-3. 77(m, 1H),
4,16-4.27(m, 1H), 5.38(s, 1H), 7.00(d,
J=9.0Hz, 2H), 7.24-7.32(m, 3H), 7.45(,
J=7.5Hz, 2H), 7.63(d, J=9.0Hz, 2H),
8.00(d, J=9.0Hz, 2H), 8.37(d, J=9.0Hz,
- 2H)

1-65

MeOH-d4~-300 Ct .
2.41-2.59(m, 2H), 3.57-3.68(m, 1H),
4,10-4.20(m, 1H), 5.12(s, 2H), 5.35(s,
1H), 6.88-7.09(m, 4H), 7.23-7.35(m, 3H),
17.40-7.46(m, 2H), 7.56-7.58(m, 2H),
7.76~7.84(m, 2H)
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1-66

MeOH~d4-300

| 2.40-2.62(n, 2H), 3.57-3.69(m, 1H),
4, 11-4.21(m," 1H), 5,21(s,. 2H), 5. 36(s,

W), 7.12(d, J=9.0Hz, 2H), 7.25-7. 36 (n,

S, 7. 40-7.47(m, 3H), 7.49-7.54(m, 1H),
. 17.58(dd, J=3.0, 9. ouz,,zﬁ) 7.84(d,
"‘35J=9 OHz,.2H)

1-67

langeaH~d4msoo

oecnaeg
13680, 8Ky, 4.08(dd, J=8.0, 12.0Hz,
- | 1H), 4, 94(d, J=15,0Hz; 1H), 5.03(d,

.| J=15.0Hz, 1H), 5.35(s, 1H), 6.87(d,
['J=9,0Hz, 2H), 6.95-7.07(m,. 2H), 7.11-

17190, - 3H), 7.22-7. 34(n, 4H) 7.76(d,

1 J=9. OHz, 2H)

45(m, 2H), 3 52~3 64(m, 11,

1-68

,Me0H~ 4<400 ,
2.26-2.47(n, 2H), 3.54~3.64(n, 1H),
'4.10(dd; J=4.0, 12.0Hz, 1H), 4.94(d,
J=16.0Hz, 1H), 5.01(d, J=18.0Hz, 1K),
5.35(s, 1H), 6.93(d, J=8.0Hz, 2H), 7.11-
7.20(m, 3H), 7.22-7.39(m, 5H), 7.54(dd, .
J=4.0, 8.0Hz, 1H), 7.81(d, J=8.0Hz, 2H)

1-69

MeOH-d4-400 o
'12.39-2.61(m, 2H), 3.57~3.70(m, 1H),
4.16(dd, J=4.0, 12.0Hz, 1H), 5.16(d,
J=12.0Hz, 1H), 5.19(d, J=12.0Hz, 1H),
5.36(s, 1H), 7.12(d, J=8.0Hz, 2H), 7.14-
7.21(m, 2H), 7.29(t, J=8.0Hz, 1H), 7.33-
7.51(m, 4H), 7.58(d, J=8.0Hz, 2H),

7. 83(d' J=8.0Hz, 2H) ‘

1-70

' MeOH*d4—400

2.10(s, 3H), 2.43-2.60(m, 2H), 3.60-
'3.73(n, 1H), 4.13-4.22(m, 1H), 5.21(s,
2H), 5.35(s, 1H), 7.03(dd, J=4.0, 8.0Hz
1H), 7.08-7.19(m, 3H), 7.30-7.40(n, 2H),

| 7.50~7.58(n, 2H), 7.84(d, J=8.0Hz, 2H)

111




WO 2004/060892

# 15

PCT/JP2003/017067

EX.

Structure

NMR (solvent., §)

1-71

MeOH-d4-300
2.26(s, 3H),
15,06 (s, 2H),
THY, 1. 27(t

J=1.9Hz, 2H), 7.59(d,
f;7;33fag”J=9;0Hz, 2H)

'2.28(s, 3H), 2.42-2.54(n,
2H), '3:52-3.68(n, 1H), 4.09-4.20(n, 1H),

5.36(s, 1H), 7.00~7.21(m,
J=T.5Hz, 1H), 7.42(,
J=1. 5Hz, oH),

1-72

1T 82(d

(:MeOH*d4~300

-l 2. 26(8, SH),
28y, 8.53-3. 67 (m, 1H), 4.09-4.19(m, 1H),
| 5.05(s, 21,
|'BH), - 7.26(t,.
|-J=9. 0Hz, 2H), 7.60(d, J=9.0Hz, 2H),
J=6. 0Hz, 2H)

2. 28(s, 3H) 2 40—2 55 (m,

5.36(s, 1H), “7.00-7.19 (m,
J=17.5Hz,. 1), 7. 42(t,

1-73

‘MeOH-d4-300
2. 28-2. 50 (m,
4. 06-4. 16 (m,

7.01-7. 11 (m,
7.34~7. 41 (n,

2H)

5.02(d, J=15. 0Hz,

3.50-3.71(m, 1H),
4.95(d, J=15. OHz,
1H), 5.36(s, 1H),
7.13-7.33(m, 5H),
7.58~7.67(u, 1H),

210,
1), 1H),
3H),
1H),

7.78(d, J=9.0Hz, 1H), T. 87(d J=9. OHz,

1-74

MeOH-d4-300
2. 41-2.61 (m,
4, 06~4. 20 (m,
5.41(m, 1H),
7.46(m, 6H),
7.86(m, 2H)

2H), 3.52-3.68(m, 1H),

10, 5.32(s, 2H), 5.36-
7.08-7.15(m, 2H), 7.19-
7.55-7.61(m, 2H), 7.80-

1-75

MeOH-d4-400
2. 39-2. 59 (m,
4, 09-4. 19 (m,
1), 7.12(d,
31,
7.55(m, 2H),

9H), 3.58-3.73(m, 1H),
1H), 5.20(s, 2H), 5.36(s,
J=8.0Hz, 2H), 7.18-7.33(m,

7.36(dd, J=4.0, 8.0Hz, 1H), 7.50-
7.83(d, J=8.0Hz; 2H)
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EX. Structure NMR (solvent., &)
F | MeOH-d4-300 '

,I::]/D ¢ {2.53-2,60(m, 2H), 3.61-3.74(m, 1H),
0o 4.15-4.24(n, 1H), 5.34(s, 1H), 7.20(d,

‘o ' F | J=9.0H%, 2H), 7.30(t, J=7.5Hz, 1H),
1-76 W\ F |'7.46(t, J=7.5Hz, 2H), 7.60(d, J=9.0Hz,
o 2H), 7.66(s, 2H), 7.80(s, 1H), 7.96(d,
I (. ARG

| J=9. 0z, - 2H)

1-77

.fMe0H~d4—3oo»
12, 24 (s; 31D,
18.85(m, . 1H),
21, 5. 39(s,
1. 28*7 54(m,

2. 50-2. 70(m, 2H), 3.70-
4.04-4. 14(m, .1H), 5.12(s,
1H), 7.08(d, J=9.0Hz, 2H),
10H), 7.78(d, J=9.0Hz, 2H)

1-78

MeOH-d4-300
1. 57-1.86(n,
2. 72-2. 88 (m,

2H), 2.41-2.55(m, 1H),
1H), 3.54-3.66(m, 1H),
4.03-4. 14(m, 1H), 4.98(d, J=12.0Hz,
5.04(d, J=12.0Hz, 1H), 5.65(s, LH),
6.99(d, J=9.0Hz, 2H), 7.24-7.39(m, 6H),
7.45(t, J=7.5Hz, 2H), 7.57-7.63(m, 2H),

1H),

7.75(d, J=9.0Hz, 2H)

1-79

MeOH-d4~400 ‘

2.28(s, 3H), 2.35-2.52(m, 2H), 3.53-
8.656(m, 1H), 3.72(s, 3H), 4.13(dd,
J=4.0, 12.0Hz, 1H), 5.38(s, 1H), 6.43(d,
J=16.0Hz, 2H), 6.62(s, 1H), 7.00(d,

J=12. OHz, 2H), 7. 38-7.47(m, 2H), 7.52(%t,
- J=8. 0Hz, 1H),

7.82(d, J=8.0Hz, 2H)

1-80

MeOH-d4-300

2.34-2.57(m, 2H), 3.52-3.67(m, 1H),
4.02(s, 2H), 4.11-4.20(m, 1H), 5.37(s,
1H), 7.11-7.31(n, 5H), 7.35(d, J=9.0Hz,
2H), T7.45(t, J=7.5Hz, 2H), 7.59(d,

J=9.0Hz, 2H), 7.80(d, J=9. OHz, 2H)
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EX.

Structure

NMR (solvent. §)

1-81

HO._

MeOH-d4-300
|2.34-2.51(n, 28H), 2.82-2.99(n, 4H),
13.52-3.68(m, 1H), 4.09~4.19(n, 1H),

15.37(s,: 1), 7.04-7.14(n, 3H), 7.15-
| 7330, 5H), 7.42(t, J=7.5Hz, 2H),
17 az(d J=9.0Hz, 2H), 7. 75(d J=9. OHz,

o)

1-82

AVQJMeOH—d4—300

< 1i1.80-1.91(m, 10H), 2.34~2.51(m, 2H)
1'3.51-3:67(m, 1H), 4.04-4.20(m, 2H),

['5.12(s, 2H), 5.25(s, 1H), 7.07(dd,

J=3.0, 9.0Hz, 2H), 7.29-7.44(m, 5H),
7.77(dd, J=3.0, 9.0Hz, 2H)

1-83

MeOH~d4~300

2.30(s, 3H), 2.46-2.60(m, 2H), 3.57-
3.72(m, 1H), 4.11-4.22(m, 1H), 5.34(s,
1H), 6.81(d, J=9.0Hz, 1H), 6.86(s, 1H),
6.97-7.07(m, 3H), 7.23(t, J=6.0Hz, 1H),
7.30(t, J=6.0Hz, 1H), 7.46(t, J=7.5Hg,
2H), 7.60(d, J=9.0Hz, 2H) 7 84(d,

J=9. 0Hz, 2H)

1-84

MeOH-d4-+300

2.19(s, 3H), 2.21(s, 3H), 2.38-2.58(m,
2H), 3.50-3.68(m, 1H); 4.03-4.17(m, 1H),
5.28(s, 1H), 6.56-6,63(m, 2H), 6.80(s,
1H), 6.89-6.98(m, 2H), 7.19-7.29(m, 1H),
7.34-7.45(n, 2H), 7.49-7.57(n, 2H), 7.73-
7.81(m, 2H)

1-85

MeOH-d4-300
2.32-2.62(n, 2H), 3.56-3. 71(m 1H),
4.16(dd, J=3.0, 12.0Hz, 1H), 5.24(s,
2H), 5.37(s, 1H), 7.08-7.19{(m, 3H),
7.24-7.35(m, 2H), 7.36~7.49(m, 3H),
7.58(d, J=6. OHz, 2H), 7. 85(d J=9. OHz,
2H) :
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EX.

Structure

NMR (solvent. §)

1-86

MeOH-d4-300
2.56-2.66(m, 2H), 3.60-3.76(m, 1H),

| 4.16-4.26(m, 1H), 5.35(s,.1H), 7.05(d,
1 J=3:0Hz, 2H), 7.22-7.32(m, 3H), 7.45(t,
| J=7.5Hz; -2H), 7.63(d, J=9.0Hz, 2H), =
| T.71=7. 97 (m, - 1H), 7.86(dd, J=3.0,
[12008z, 1)

1-87

| MeOH~d4~300 ;
2.36-2.65(m, -2H), 3.56-3.71(m, 1H),
14.10-4.23(m, 1H), 5.28(s, 2H), 5.35(s,

1H), 7.13(d, J=9.0Hz, 2H), 7.23-7.34(m,

| 2H), 7.38-7.54(m, 4H), 7.54-7.61(m, 2H),

7.84(d, J=9.0Hz, 2H)

1-88

| MeOH-d4-300

1.12-1.44(n, 6H), 3.50-3.89(m, 2H),
5.11-5.37(m, 3H), 7.02-7.23(n, 2H),

17.27-7.75(m, 8H), 7.79-7.98(m, 2H)

- 1-89

MeOH-d4-400 |

2.39-2.59(m, 2H), 3.58-3.69(m, 1H),
4.16(dd, J=4.0, 12.0Hz, 1H), 5.16(s,
2H), 5.35(s, 1H), 7.07-7.15(m, 3H),
7.26-7.31(n, 2H), 7.43(t, J=8.0Hz, 2H),
7.52-7.61(m, 3H), 7.83(d, J=8.0Hz, 2H)

1-90

MeOH~d4-300 . ‘
1.19(d, J=6.0Hz, 6H), 2.28(s, 3H), 2.47-
2.55(m, 2H), 2.76-2.87(m, 1H), 3.57—
3.72(m, 1H), 4.11-4.22(m, 1H), 5.34(s,
1H),. 6.69(d, J=9.0Hz, 2H), 6.92(s, 1H),
6.99(d, J=9.0Hz, 2H), 7.30(t, J=7.5Hz,
1H), 7.46(t, J=T7.5Hz, 2H), 7.60(d,
J=9.0Hz, 2H), 7.83(d, J=9.0Hz, 2H)
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EX. Structure NMR (solvent. &)
0 o MeOH~d4-300
o /[::]/ ‘ot | 9.26(s, 3H), 2.46-2.57(n, 2H), 3.63-
ooé% ™ 8. 74 1), 3.71(s, 3H), 4.11-4.22(m,
oy G . |1H), 5.34(s, 1H), 6.42(d," J=0.0Hz, 2H),
1-91 ol AN ~ . ofei6Lls,t 1), 7.02(d, J=9.OHz, 2H),

— jj7wujﬂam1m 7.46(t, J=7.5Hz,
~2Hy, 7.59(d, J=9.0Hz, 2H), T. 84(d
" jjJ~9 on, 2H)

';‘iIZMe0H~d4-4oo e -
o @ -1.2,39+2.55(m, 2H), 3. 53-3. 64(m; 1H),
o /[::]/ , 4.08-4.13(m, 1H), 5.15(s, 2H), 5.37(s,

1H), 7.08(d, J=12.0Hz, 2H), 7.21(d,
[:J=8. OHz, -1H), .7.30-7.38(m, . 2H), 7.47-
7,49 (m, 2H), 7.57(d, J=8.0Hz, 1H),

© 1 7.93(brs, 1H), 7.81(d, J=8.0Hz, 2H)

1-92

MeOH-d4~400

1.14-1.88(m, 10H), 2.37- 2 50 (m, . 2H),
3.54-3.65(m, 1H), 4.07-4.18(m, 2H),
5.19(s, 2H), 5.26(s, 1H), 7.10(d,
1~-93 N "J=8.8Hz, 2H), 7.37(dd, J=2.0, 8.0Hz,
0=="X 1H), 7.53(s, 1H), 7.54(d, J=6.8Hz, 1H),

—NH © 17.80(d, J=8.8Hz, 2H)

o | MeOH-44-400 T
o 0.89-1.00(m, 2H), 1.14-1.25(m, 3H),
,I::]/ " |L48-1.76(m, 6H), 2.28-2.49(m, 20,
=% 3.54-3.68(n, 3H), 4.11(dd, J=4.8,
13.6Hz, 1H), 5.20(s, 2H), 5.30(s, 1),
7.09(d, J-9.2Hz, 2H), 7.37(dd, J=2.0,

8.0Hz, 1H), 7.52-7.54(m, 2H), 7 80(d,
J=8. 8Hz, 2H)

1-94

MeOH-d4-300 .

2.38-2.62(n, 2H), 3.58-3.70(m, 1H),
4.17(dd, J=6.0, 15.0Hz, 1H), 5.35(s,
1H), 7.00(d, J=9.0Hz, 2H), 7.09(dd,
J=0.3, 9.0Hz, 1H), 7.26-7.34(m, 2H),
7.41-7.49(m, 3H), 7.59(d,. J=6.0Hz, 2H),
7.87(d, J=6.0Hz, 2H) ‘

1-95 -
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EX. Structure ‘ NMR (solvent, §)
| MeOH-d4-400
/@/“’ 2.43-2.61(m, 2H), 3.60-3.70(m, 1H),
Y A |418(dd, J=4.0, 16.0Hz, 1H), 5.35(s,
Ho | HDS 7, 014d, J=8. 0Hz, 2H), 7.24(d,
1-96 R | J=4.0Hz, IH), 7.30(dt, J=4.0, 8.0Hz,
o™ 12H), 7.45(t, J=8.0Hz, 2H), 7.51(d,
H

| J=8.0Hz, HD, 7.58(d, J=8.0Hz, 2H),
| 7.88(d, J=8.0Hz, 2H) =

T TeOH-d4-300

2.89-2.51(m, 2H), 3.57-3.70(n, 1H),

1'4.12-4. 22 (m,” 1H), 5.13(s, 2H), 5.38(s,

1H), 6.88-6.99(m, 3H), 7.21-7.30(m, 3H),

1-97 7.41(t, J=7.5Hz, 2H), 7.60(d, J=9.0Hz,
4H), 7.90(d, J=9.0Hz, 2H)
o, o |MeOH-d4-400 o
o Q/ o4 19.98(s, SH), 2.42-2.59(m, 2H), 3.59-
9 0=} \[;/ 3.70(m, 1H), 3.72(s, 3H), 4.11-4.20(m,
H°\H CHy 1H), 5.35(s, 1H), 6.39-6.50(m, 2H),
1-98 0l AN 6.61(s, 1H), 7.01(d, J=8.0Hz, 2H), 7.15-
_ 7.35(m, 3H), 7.82(d, J=8.0Hz, 2H)
F—< />—F '
0 o | MeOH-d4-400 3 e
oof’e‘s/@/ \Q 2.46-2.63(m, 2H), 3.61-3.72(n, 1H),
Ho o 4,13-4.23(m, 1H), 5.34(s, 1H), 7.06(d,
1-99 J=4.0Hz, 2H), 7.12(d, J=8.0Hz, 2H),
T 7.24-7.30(m, 2H), 7.44(t, J=8.0Hz, 2H),
d 7.60(d, J=8.0Hz, 2H), 7.90(d, J=8.OHz,
2H)
‘ r MeOH-d4-400 .
" 12.41-2.63(m, 2H), 3.55-3.72(m, 1H),
0 4.16(dd, J=4.0, 8.0Hz, 1H),.5.12(s, 2H),
. oog\s@ 5.34(s, 1W), 7.12(d, J=8.0Hz, 2H),
1-100 | Ho. i - 7.22(dt, J=4.0, 10.0Hz, 1H), 7.29(%,
J=6.0Hz, 1H), 7.40-7.51(m, 3H), 7.57(dd,
o \NH J=4.0, 12.0Hz, 1H), 7.83(d, J=8.0Hz, 2H)

117




WO 2004/060892

PCT/JP2003/017067

5%:21

EX.

Structure

NMR (solvent, 6) =

1-101

0
2 ,l:::]/
\

0 0=%

k4

MeOH-d4-300

.2.48-2, 65(m, 2H), 3.61-3.73(m, 1H),

4, 13~4 23(m, 1H), 5.33(s, 1H), 6..68(dd,
J—3 o, 9.0Hz, 1H),:6.79(tt, J=3.0,

ﬂ'9 OHz; 1H) 7.15(d, J=9.0Hz, 2H),
7.29(t, J=T.5Hz, 1H), 7.44(x, J=9. OHz,

o0, 1. 58(d J=6. OHz, 2H) 7.91(d,
=9, OHz, 2H)

1-102

| MeQH-d4-300
12.48-2.63(n, 2H), 3.57-3.72(n,. 1H),
14.11~4.21(n, 1H), 5.36(s, .1H), 7.01(d,
J=0.0Hz, 2H), 7.14-7.35(m, ‘5H), 7.46(t,

J=9.0Hz, 2H), 7.59(d, J=9. OHz, 2H),
7.86(d, J=9.0Hz, 2H)

1-103

HC

‘MeOH-d4-300

0.78-0.90(m, 6H), 0.98-1.28(m, 4H),

1. 47-1.78 (m, 4H), 2.25-2.51(m; 2H),
3.50-3.67(m, 1H), 4.07-4.19(m, 1B),
4.21-4.36(m, 1H), 5.19(s, 2H), 5.31(s,
1H), 7.09(d, J=9.0Hz, 2H), 7.37(d,

J=10. 2Hz, 1H), 7.49-T. 58(m, 2H) 7 81(d,

J=9. 0Hz, 2H)

1-104

MeOH-d4-300 : -
1.10(t, J=7.5Hz, 3H), 2.40-2.59(m, 4H),
3.53-3.71(m, 1H), 4.10-4.20(m, 1H),
5.35(s, 1H), 6.88-6.98(m, 3H), 7.18(dd,
J=3.0, 6.0Hz, 2H), 7.22-7.35(m, 2H),
7.44(t, J=7.5Hz, 2H), .7.61(d, J=6.0Hz,
2H), 7.83(d, J=9.0Hz, 2H)

1-105

MeOH-d4-300
2.40-2.59(m, 2H), 3.54-3.71(m, 1H),
4.10-4.22(m, 1H), 5.00(s, 2H), 5.36(s,
1H), 5.99(s, 2H), 6.93(s, 1H), 6.98(s,
1H), 7.10(d, J=9:0Hz, 2H), 7.28(t,
J=6.0Hz, 1H), 7.44(t, J=7.5Hz, 2H),
7.58(d, J=6.0Hz, 2H), 7.83(d, J=9.OHz,
2H)
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EX. Structure NMR (solvent. &)
o] MeOH-d4-400 -

ovigr*dwugk&mamm03unJﬁﬁm,
LY ,©/ & {3W), 1.21-1.31(n, 4H), 1.65-1.73(m, 1H),
o 1% T 281249, 2H), 3.59-3.75(m, 3H),
1-106 N 14, 094,15 (n, 1H), 5.19(s, 2H), 5.30(s,
[s)

|1, 7.094d, J=8.8Hz, 2H), 7.37(dd,
[J=2.0, 8.0Hz, 1H), 7.53(d, J=2.4Hz, 1H),
7.53(d, J=8.0Hz, 1H), 7.81(d, J=8.8Hz,

2H)

1-107

| MeOH~d4-300 o
| 2,89~2, 66(m, 2H), 3.53-3.71(m, 1H),

4.09-4.23(m, 1H), 5.18(s, 2H), 5.35(s,
1H), 7.12(d, J=9.0Hz, 2H), 7.23-7.38(m,
oH), 7.43(t, J=T7.8Hz, 2H), 7.48-7.54(m,
2H), 7.58(d, J=9.6Hz, 2H), 7.84(d,

=9, 0Hz, 2H) '

1-108

MeOH-d4-300 :

2.39-2.59(m, 2H), 3.55-3.70(m, 1H),
4.09-4.21(m, 1H), 5.18(s, 2H), 5.35(s,
1H), 7.12(d, J=9.0Hz, 2H), 7.28(%,
J=7.2Hz, 1H), 7.34(dd, J=2.1, 8.1Hz,
1H), 7.43(t, J=7.9Hz, 2H), 7.48-7.54(m,
2H), 7.58(d, J=8.4Hz, 2H), 7.84(d,
J=8.THz, 2H) .

1-109

MeOH-d4-300 -
2.07(s, 3H), 2.41-2.58(m, 2H), 3.55-
3.68(m, 1H), 4.10-4.21(m 1H), 5.33(s,
1H), 6.87-6.98(m, 4H), 7.03(dd, J=3.0,
9.0Hz, 1H), 7.29(t, J=7.5Hz, 1H),
7.45(t, J=7.5Hz, 2H), 7.59(d, J=9.OHz,
2H), 7.82(d, J=9.0Hz, 2H)

1-110

MeOH~-d4-300 A S
1.98(s, 3H), 2.27(s, 3H), 2.40-2.58(m,
2H), 3.56-3.69(m, 1H), 4.15(dd, J=6.0,

'12.0Hz, 1H), 5.33(s, 1H), 6.77(dd,

J=3.0, 6.0Hz, 1H), 6.88(d, J=9.0Hz, 2H),
7.01-7.11(m, 2H), 7.29(t, J=6.0Hz, 1H),
7.45(t, J=7.5Hz, 2H), 7.58(d, J=9.0Hz,
2H), 7.80(d, J=9.0Hz, 2H)
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EX.

Structure

NMR (solvent. &)

1-111

MeOH-d4-300

2.36-2.60(m, 2H), 3.55-3.72(m, 1H),

| 4.08-4:22(m, 1H), 5.17(s, 2H), 5.36(s,
CLIMH), 701408, J=9. OHz, 2H), 7.21-7. 30 (m,
CIAH), 7.81-7.47(m, 4H), 7.53-7.64(m, 3H),
#f? 85(d J=9. OHz, 2H)

1-112

|oH), 7.23-7.34(m, 1H),

LfiMeQH*d4~300
2. 33*2 63.(m, 2H), 3. 55—3 72(m, 1H)
|4, 0B-4. 24(m, 1H),

5.13(s, 2H), 5.36(s,

18, 6.91-7.06(m, 2H), 7. 11(d, J=9.0Hz,
7.38-7.63(m, 5H),
7.83(d, J=9.0Hz, 2H) ‘ ,

1-113

MeOH~d4~300

2.38-2.52(m, 2H), 3.56-3.72(m, 1H),
4.07-4.19(m, 1H), 5.21(s, 2H), 5.37(s,
1H), 7.12(d, J=9.0Hz, 2H), 7.22-7.31(m,
oH), 7.32-7.47(m, 3H), 7.51-7.59(n, 2H),
7.84(d, J=9,3Hz, 2H) .

1-114

MeOH-d4-300
2.28(s, 6H),
3. 74(m, 1H),

2.41-2. 58 (m, 2H), 8.55-
4.08-4.20(m, 1H), 5.08(s,
2H), 5.36(s, 1H), 7.01~7.20(m, 5H),
7.23-7.35(m, 2H), 7.38-7.52(m, 2H),
7.82(d, J=8.THz, 2H) '

1-115

MeOH-d4-300
1.57-1.89(m, 6H),
2. 42-2. 59 (m,
4. 07-4. 20 (m,
5.26(s, 1H),
1H), 7.88(d,

1. 94-2. 08(m, 2H),
2H), 3.50-3.74(m, 1H),
1H), 4.61-4.74(m, 1H),
7.05-7. 15(m, 4H), 7.30(s,
J=6. 0Hz, 2H)
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EX. Structure 4 NMR (solvent. &)

MeOB-d4-300

2.50-2,60(m, 2H), 3.63-3.77(m, 1H),

|4 13-4.24(m, 1H), 5. 35(s, 1H), 7.05-

.09 (; 2H), 7.14(d, J=9.0Hz, 2H), 7.25-
7.35Gn; 3H), 7.42-7.53(u, 2H), 7. 91(dd ‘

1-116
Lo, 0,:9. ‘OHz, 2H)

2:10(s; 3H), 2.44-2.55(m, 2H), 3.63-
L1870 1B, 4. 12-4.19(m, 1H), 5.21(s,
2H), 5.34(s, 1H), 7.12(d, J=9.2Hz, 2H),

-1 7.20-7. 29(m, 4H), 7.33-7.38(u, 3H),
N 17, ss(d J=l. 6Hz, 1H), 7. 54(d ~J=10. OHz,
HG —NH ‘ 1H), 7.84(d,” J=9.2Hz, 2H)

1-117

MeOH-d4-300 , E
2.35(s, 3H), 2.43-2.58(m, 2H), 3.53-
3.71(m, 1H), 4.09-4.19(m, 1H), 5.17(s,
2H), 5.34(s, 1H), 7.05-7.15(m, 3H),
7.26-7.39(m, 3H), 7.41-7.45(m, 1H),

| 7.48-7.53(m, 2H), 7.84(d, J=9.0Hz, 2H)

1-118

MeOH-d4-300 , ‘
2, 48-2,68(m, 2H), 3.64-3.84(m, 1H),
3.81(s, 3H), 4.09-4.21(m, 1H), 5.32(s,
1H), 6.97-7.22(m, 6H),.7.20(s, 1H),
7.34(d, J=9.0Hz, 1H), 7.45(t, J=9.0Hz,
1H), 7.93(d, J=9.0Hz, 2H)

1-119

F MeOH-d4-300 o }
o\;:[::l\F 2.33-2.61(n, 2H), 3.54-3.70(m, 1H),
q/[::j/ 4.10-4.21(n, 1H), 5.16(s, 2H), 5.35(s,
0 o=% 1H), 7.03-7.20(m, 4H), 7.21-7.35(n, 2H),
1-120 N 7.44(t, J=7.5Hz, 2H), 7.54-T. 61(m, 20,

O’ 7.84(d, J=9.0Hz, 2H)
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EX.

Structure

NMR (solvent. &)

1-121

-

MeOH~-d4-400
2.40-2,.57(m, 2H), 3.56-3.65(m, 1H),

‘14 16(dd, J=5.2, 15. 2Hz, 1H), 5.16(s,
; jzﬂ), 5. 35(s, 1H), 6.96-7.01(m; 1H),

7.10(d,. J=9.2Hz, 2H), 7.33(dd, J=2.4,

| 8.4z 1H), 7.40-7.52(m, 5H) 7 82(d,
;,;J~9 2Hz, 2H) ‘

1-122

1‘2H)

: Me0H+d4~3oo ‘

ﬂzw@a&zzm%m)zmﬂmm
* ['2H), '3.50~3.68(m, 1H), 4.05-4.21(m, 1H),
“|'5.08(s, 2H), 5.36(s, 1H), 6.94-7.20(n,

6H),. 7. 36-T. 52(m, 3H), 7.82(d, J=8.THz,

1-123

MeOH-d4-300
0.96-1. 41 (m, 5H),
2.31-2.60(m, 2H),
3.75-3. 85 (m,

1.63-1.90(m, 6H),
3.53-3.69(m, 1H),
2H), 4.08-4.21(m, 1),
5.35(s, 1H), 6.99(d, J=9.0Hz, 2H),
7.30(t, J=7.5Hz, 1H), 7.45(t, J=7.5Hz,
2H), 7.53-7.61(m, 2H), 7.78(d, J=9.O0Hz,
20)

1-124

MeOH-d4-400

2.38(s, 3H), 2.50-2.67(m, 2H), 3.61-
3.75(m, 1H), 4.14-4.23(m, 1H), 5.33(s,
1H), 7.06(d, J=4.0Hz, 2H), 7.09-7.16(m,
3H), 7.28(t, J=4.0Hz, 1H), 7.32(t,
J=8.0Hz, 1H), 7.37(d, J=8.0Hz, 1H),
7.42(s, 1H), 7.90(d, J=8.0Hz, 2H)

1-125

HC

3.74(m, 1H), 4.14-4.23(m, 1H),

MeOH-d4~-300 o
12.32(s, 6H), 2.48-2.64(m, 2H), 3.60-
5.32(s,
1H), 6.95(s, 1H), 7.05(s, 2H), 7.13(d,
J=9.0Hz, 2H), 7.20(s, 2H), 7.28(s, 1H),

7.91(d, J=9.0Hz, 2H)
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EX.

Structure

NMR (solvent. &)

1-126

| TH), 7:50-7.58(n, 2H),

MeOH-d4-300
1.09(t, J=7.5Hz, 3H), 2.39-2.58(m, 4H),

- 13.61-3. 74(m 1H), 4.12-4.22(m, 1H),

15.22(s, 21, 5.36(s, 1H), 7.08-T. 16,
7.80-7.89(m, 2H)

1-127

2w, 537G, 1H),

o | MeDH-a4-400
|2 342055 20, 3.62-8.72(, 18),

4.17(dd, J=5.2, 14.4Hz, 1H), 5.22(s,
7.13(d, J=8.8Hz, 2H),
7.87(dd, J=2.2, 8.4Hz, 1H), 7.45(d,
J=8.0Hz, 1H), 7.53(d, J=2.2Hz, .1H),
mwmmwmmmmm
7.84(d, J=8.8Hz, 2H), 7.83-7.86(m, 1H)

1-128

MeOH-d4-300

2.26(s, 3H), 2.27(s, 3H), 2.40-2.58(m,
2H), 3.49-3.68(m, 1H), 4.07-4.21(m, 1H),
5.05(s, 2H), 5.36(s, 1H),. 6.99-7.19(m,

| BH), 7.25(d, J=10.2Hz, 1H), 7.40(t,
J=8.1Hz, 1H), 7.57(d, J=9.8Hz, 1H),

| 7.68-7.76(m, 1H), 7.82(d, 'J=9.0Hz, 2H)

1-129

-| MeOH~d4~-300

2.48-2,64(m, 2H), 3.58-3.71(m, 1H),
4.14-4.25(m, 1H), 5.35(s, 1H), 6.96~ -
7.08(m, 3H), 7.13(d, J=9.0Hz, 2H),
7.29(t, J=3.0Hz, 1H), '7.39-7.53(m, 3H),
7.92(d, J=9.0Hz, 2H)

1-130

MeOH—d4 300

2.40-2. 58 (m, 2H), 3.56-3. 67(m, 1H),
4.13-4.22(m, 1H), 5.20(s, 2H), 5.39(s,
1H), 7.14(d, J=9.0Hz, 2H), 7.27(d,
J=T.THz, 1H), 7.35-7.45(m, 2H), 7.53(d,
J=4.8Hz, 1H), 7.54(s, 1H), 7.60(d,

J=8. 4Hz, 1H), 7.74-7. 77(m, 1H), 7.86(d,
J=9. 0Hz, 2H)
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EX. | Structure | NMR (solvent, §)

MeOH-d4-300 -

|2.49-2.61(m, 2H), 3.57-3.73(n, 1H),
4.14-4.24(n, 1H), 5.35(s, 1H), 7.02-
1711, 4H), 7.21-7. 30¢m; 2H), 7.41(t,
| J=9.0Hz, 1H), 7.59(d, J=6.0Hz, 1H),

1 7. 75(s, ), 7.91(d, J=9.0Hz, 21

1-131

-”MeQH—d4~3OO .

12,382, 65, 2H), 3. 54—3 70(n, 1H),

| 14.09-4 19, 1), 5.17(s, 2H), 5.35(s,

- | 18),76.82(dd, J=3.0, 6.0Hz, 1H), 7.11(d,
i T=9. OHz 2H), 7.19(d, J=9.0Hz, 2H),
7.22-7.33(m, 2H), 7.35(dd, J=3.0, 6.0Hz,
1H),: 7. 49~17. 54om 2H), 7.84(d, J=9.0Hz,
2H)

1-132

| MeOH-d4~300

1.53-1.87(n, 6H), 1.89-2.07(m, 2H),
2.25-2.55(m, 2H), 3.46-3.69(n, 1H),
4.04-4.18(m, 1H), 4.61-4.74(m, 1H),
5.20(s, 2H), 5.27(s, 1H), 7.11(d,
J=9.0Hz, 2H), 7.34-7.40(m, 1H), 7.50-
7.57(m, 2H), 7.81(d, J=9.0Hz, 2H)

1-133

MoOH-d4-300
2.49-2.63 (m, 2H), 3.60-3. 73(m, 1H),
3.81(s, 3H), 4 14-4.23(m, 1H), 5.33(s,
1H), 6.84(dd, J=3.0, 6.0Hz, 1H), 7.06(d,
{J=3.0Hz, 2H), 7.12(d, J=6.0Hz, 2H),
7.17(dd, J=3.0, 6.0Hz, 1H), 7.24(t,
J=1.5Hz, 1H), 7.29(t, J=1.5Hz, 1H),
'7.33(t, J=6.0Hz, 1H), 7.90(d, J=6.0Hz,
2H)

1-134

F ¢ | MeOH-d4-300
o\;:[::]/ 1.16-2.04(n, 8H), 2.24-2.55(n, 2H),

o LT 3.45-3.71(n, 18, 4.00-4.19(n, 1H),
9 o=} | 4.54-4.74(n, 1B), 5.14(s, 2B, 5.27(s,
1-135 | "y 1), 6.91-7.04(m, 2H), 7.09(d, J=8.7Hz,
PN 2H), 7.53(q, J=8.3Hz, 1H), 7.79(d,
f | 7=8.7Hs, 20) 4
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EX. Structure NMR(solveAt\ﬁ)

0 o | MeOH-d4-400
003\8@ Q/ 2.48-2.63(m, 2H), .3.59-3.70(m, 1H),

BED 16*4 24(m, 1H), 5. 34(5, 1H),. 7 04(d,

HO Cl, .. o
: Y FE :J~4 OHz; 2H), '7.10-7.14(n, 2H), 7.28(t,
1-136 0’ N =4 oﬁz, 1H), 7.31(t, J=4.0Hz, 1H),

oo ‘_j’;i? 71(d J—4 OHz, 2H), 7.88-7.92(m, 2H)
Ci B

Cl

o, o ‘Mef)H—d4-300 -
_\J@r . 02, 49-2. 65(m, 21), 3. 60—3 74(m, 1H),
L 14154427, 1H), 5.37(s; - 1H), 7.00-
: 7.00(m, 2H), 7.14(d, J=9.0Hz, 2H),
BEA 28(1: J=8.0Hz, 1H), 7.566(d, J=6. OHz,
'1H); 7.65(t, J=7.5Hz, 1H), 7.87-7.96(m,
‘~:~iti3H), 8. 01(s, 1H) L

1-137

‘MeOH~d4-300 - -

12, 29<2:60(m, - 2H), 3.42-3.65(m, 1H),
4,03-4.18(m, 1MW), 5.14(s, 2H), 5.37(s,
1H), 7.00~7.11(m, 2H), 7.14-7.23(m, 1H),
7.256-7.34(n, 1H), 7.39-7.52(m, 2H),
7.69~7.83(m, 4H)

1-138

[ |MeOH-d4-300 -
2.43-2.52(m, 2H), 3.57-3.69(n, 1H),
. /@ﬁ 4.11-4.20(u, 1H), 5.16(s, 2H); 5.35(s,
' 1H), 7.14(d, J=9.0Hz, 2H), 7.25-7.30(m,

, . .
1-139 Y 1H), 7.40-7.51(m, 3H), 7.55-7.65(m, 3H),
NN 7.85(d, J=9.3Hz, 2H) =

—-NH : .

Gt 1H), 7.12(d, J=9.0Hz, 2H), 7.19-7.25(m,
1H), 7.31-7.45(m, 4H), 7.55-7.64(m, 3H),
7.84(d, J=9.3Hz, 2H)

S| MeOH-d4-300 |
2.39-2.55(n, 2H), 3.52-3.69(n, 1H),
00 4.06-4.18(n, 1H), 5.16(s, 2H), 5.37(s,
\Y
[

1-140
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EX. Structure NMR (solvent. &)
' o | MeOH-d4-300
o\v/[;:]/ 12.82<2.64(m, 2H), 3.50-3.68(m, 1H),
o LT 70 |a10-425 18, 5176s,-28), 5.38(s,
o, Ld 1), 7.12(d, J=9.0Hz,. 2H)," 7. 29-7. 37 (m,
1-141 h I, 74277, 67 (n, 4, 7.77-7. 93(m, 3n),
o j 8 Oo(s,,IH) .
H
. 5
F
';:MeOH~d4~300

1-142

o 2:39-2:58(m, 2H); 3. 59-3. 70(m, 1H),

| 4. 06-4.23(m, 1H), 5.13(s, 2H), 5.36(s,
1H),: 7.01(t, J=8.THz, 2H), 7.11(d,
J=8.4Ha, 2H), 7.28(t, J=7.3Hz, 1H),
T7.44(t,. J=7.9Hz, 2H), 7.53(t, J=T.3Hz,

“11H), 7.60(d, J=8.4Hz, ZH) 7.83(d,

‘ J“Q 0Hz, 2H)

1-143

Meon—d4~4oo R :
2.26(s, 3H), 2.44-2.61(m, 2H), 3.56-
3.68(m, 1H), 3.71(s, 3H), 4.12-4.20(m,
1H), 5.34(s, 1H), 6.42(d, J=12.0Hz, 2H),
6.61(s, 1H), 7.01(d, J=8.0Hz, 2H),
7.28(t, J=8.0Hz, 1H), 7.44(t, J=8.OHz,
2H), 7.59(d, J=8.0Hz, 2H), 7.83(d,

J=12. 0Hz, 2H) '

1-144

MeOH-d4-400 ~
1.61~1.90(m, 6H), 1.94-2.06(m, 2H),
2.42-2.58(m, 2H), 3.55-3.68(m, 1H),
4.09-4.17(m, 1H), 4.63-4.73(m, 1H),
5.26(s, 1H), 7.08(d, J=4.0Hz, 2H),
7.11(d, J=8.0Hz, 2H), 7.30(t, J=4.0Hz,
1H), 7.87(d, J=8.0Hz, 2H)

1-145

MeOH-d4~300

1.56-1.89(m, 6H), 1.91-2.09(m, 2H),
2.30(s, 3H), 2.33-2.57(m, 2H), 3.56- .
3.79(m, 1H), 3.75(s, 3H), 4.04-4.18(m,
1H), 4.60-4.76(m, 1H), 5.25(s, 1H),
6.42(s, 1H), 6.46(s, 1H), 6.63(s, 1H),
7.00(d, J=9.0Hz, 2H) 7.80(d, J=9.0Hz,
21)
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EX.

Structure

NMR (solvent. &)

1-146

MeOH-d4-300
I.54-1,87 (n,
| 2,272 56 (n,
| 4 04-4,16:n,

6H), 1.90-2.07(m, 2H),
2H), 3.48-3.66(m, 1H),
1H), 4.60-4.74(m,  1H),
5.27(s, 1H), 7.11(d,

| J=9.0Hz, 2H), 7.35-7.40(m, ~1H), 7.51-

7.58(m, 2H), 7.81(d," J=9.0Hz, 2H)

1-147

|'3. 49-3. 69 (u,

M&OH~d4-300 o
1.69-1.87(m, 2H), 2.21-2.54(m, . 6H),

1H), 4.03-4.17(m, 1H),
4.76-4.89(m, 1H), 5.20(s, 2H), 5.26(s,
1H), 7.10(d, J=9.0Hz, 2H), '7.37(d,
J=10.5Hz, 1H), 7.51-7.58(m, 2H), 7.80(d,
J=9. 0z, 2H)

1-148

| 1H), 7.09(d,

MeOH-d4~400
0. 85-0. 98 (u,
2. 96-3. 02 (m,
4.04-4.12(m,

4H), 2.33-2.45(m, 2H),

1H), 3.50-3.60(m, 1H),

1H), 5.20(s, 2H), 5.24(s,
J=8.8Hz, 2H), 7.37(dd,
J=2.0, 8.0Hz, 1H), 7.53(d, J=2.0Hz, 1H),
7.54(d, J=8.0Hz, 1H), 7.79.(d, -J=9. 2z,
2H)

1-149

MeOH-d4~300 S

2.40-2.64(m, 2H), 3.53-3.71(m; 1H),
4,12-4,22(mn, 1H), 5.17(s, 2H), 5.36(s,
1), 7.14(d, J=9..0Hz, 2H), 7.23-7.28(m,
1H), 7.35-7.38(m, 1H), 7.39-7.46(m, 2H),
7.52-7.59(m, 2H), 7.71(t, J=1.5Hz, '1H),
7.85(d, J=9.0Hz, 2H)

1-150

MeOH-d4-300
1. 59-1. 89 (m,
2. 40-2. 53 (m,

6H), 1.92-2.06(m, 2H),
2H), 3.52-3.75(m, 1H),
4.07-4.20(m, 1H), 4.62-4.77(m, 1H),
5.26(s, 1H), 7.08(d, J=3.0Hz, 2H),
7.12(d, J=9.0Hz, 2H), 7.30(t, J=3.0Hz,
1H), 7.89(d, J=9.0Hz, 2H)
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EX. Structure NMR (solvent. 8 )
e | CDCL3-300
o\v/[;;]/ 12.52-2.92(m, 2H), 3.37-3.55(m, 1H),
33/[::]/ 6. {4 01-424(m, 1H), 5.13(s, 2H), 5,59(s,
o 177 A5 6.94-7.08(n, 2H), 7.12-7.21(m, 1H),
1-151 N | 7.23-7.83(m, 2H), 7.39-7.49(m, 2H),
0=/ | 7.75-7.90(m, 3H), 8.21-8.34(m, 1H)
N—NH Ao IR
\_/

1-152

“[cDcL3=300

2.57-2.71(m, 2H), 3.55-
3.77(s, 3H), 4,01~4.13(n,
1H), 6.41(s, 1H), 6.46(s,
1H), 7.01(d, J=9.0Hz, 2H),
1H), 7.78-7.92(m, 3H),

1H)

2. 31(s, '3H),
3.72(m, 1H),
1H), 5, 47 (s,
11H); 6.57(s,
7.17-7. 24 (m,
8. 28-8. 37 (m,

1-153

MeOH~-d4-300
2. 00-2. 41 (m,
2. 86-3. 16 (m,

3H), 2.47-2.63(m, 1H),
2H), 3.52-3.68(m, 1H),
4.02-4.15(m, 1H), 5.18(s, 1H), 5.21(s,
1H), 5.31(s, 1/2H), 5.35(s, 1/2H),
5.93(t, J=7.5Hz, 1H), 6.90(d, J=6.0Hz,
1/2H), 7.01(d, J=6.0Hz, 1/2H), 7.06-
7.32(n, 5H), 7.38(m, 1H), 7.50-7.58(m,
2H), 7.82(d, J=9.0Hz, 2H)

1-164

CDCL3~300 ‘
2.43-2.61(m, 2H), 3.92-4.03(m, 1H),
-4.15-4,26(m, 1H), 5.17(s,” 2H), 5.54(s,
"1H), 7.05(d, J=9.0Hz, 2H), 7.28-7.32(m,
1H), 7.37(dd, J=3.6, 8.4Hz, 1H), 7.45(d,
J=2.1Hz, 1H), 7.81(d, J=8.4Hz, 2H),
7.92(dd, J=0.9, 7.8Hz, 1H), 8.46-8.48(m,
1H)

1-155

CDCL3-300

2.58-2.94(m, 2H), 3.41-3.57(m, 1H),
4.05-4.20(m, 1H), 5.14(s, 2H), 5.64(s,
1H), 7.03(d, J=9.0Hz, 2H), 7.38-7.50(m,
2H), 7.52-7.65(m, 1H), 7.67-8.07(m, T7H),
8.27-8.40(m, 1H)
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EX.

Structure

NMR (solvent. &)

1-156

| 6. 406, 44/(m,

| 7=0.0Hs, 21

MeOH~d4-300

1, 1.52(s, OH), 2.30(s, 3H), 2.34-2.53(n,

| 2H), 3.42-3.66(m, 1H), 3.75(s, 3H),
| 4. 03~4 19(m, 1H), 5.13-5.36(m, 1H),
1H), 6.46(s, 1H), 6.63(s,

T1H), 7.00(d,  J=9.0Hz, 2H), 7.81(d,

o Dmso—d6-3oo ‘
g, 01—=2, 35 (m,

| 2H), 3.40-3.61(m, 1H),
13.72:8:89(n, 18), 5.22(s, 2W)," 5.42(brs,

1H), 7.08=7.24(m, 2H), 7.49(dd, J=3.0,
1-157 9.0Hz, 1H), 7.57-7.87(m, 4H)
~ | MeOH-d4~300 -
o\/zgr | 1.25(s, 3H), 1.31(s, 3H), 3.60(d, -
3 O . J=13.2Hz, 1H), 3.69(d, J=13.2Hz, 1H),
o 10 5.17(s, 1H), 5.24(s, 2H), 7.15(d,
1-158 N J=9.0Hz, 2H), 7.29-7.39(m, 2H), 7.45-
NS ™ 7.62(m, 6H), 7.84(d, J=9.0Hz, 2H)
o '
' S| MeOH-d4~300
°V©/ 0.82-0.95(m, 2H), 1.19-2.02(m, 10H),
9, /©/ I8 3.38-3.49(m, 1H), 4.21-4.31(m, 1H),
o j,".:z 5.18(s, 1H), 5.24(s, 2H), 7.15(d,
1-159 N J=12.Oliz, 2H), 7.22-7.63(n, 8H), 7.86(d,
OQ;J% J=9.0Hz, 2H)
ol
¢ | MeOH-d4-300 _ )
°V©/ 0.74-1.07(m, 4H), 1.20-1.36(m, 2H),
o /©/ [ [3.41-3.52(n, 1H), 3.92-4.04(n, 1H),
posy ‘ 5.14-5.23(m, 2H), 5.39(s, 1H), 7.09(d,
1-160 | " J=8.THz, 2H), 7.26(t, J=T.THz, 1K),
7.32-7.45(m, 3H), 7.48-7.59(n, 4H),

7.82(d, J=8.4Hz, 2H)
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# 33

EX.

Structure

NMR (solvent, &)

1-161

o\\@@

MeOH-d4-300

1.81-2.18(m, 5H), 2.45-2.60(m, 1),
3.60(d, J=15.0Hz, 1H), '4.11(d, J=15.0Hz,

,IH) 5 08(5, 1H), 5.16(s, ZH) 7.08(d,
-,:7 58(m, 6H),

7.22-7.33(m, 2H) 7.36-
7 79(d, J=9.0Hz, 2H)

1-162

| MeOH-d4-300
|1.48-1. 61 (n,
12.19-2. 35 (a,

‘J=9.0Hz, 2H),
| J=9. OHz, 2H)

1H), 1.64-1.88(m, 2H),

1H), 3.53(d, J=15.0Hz, 1H),
4H), 4.38(d, J=15.0Hz, 1H),
5.24(s, 2H), 7.16(d,
-7.25-7.65(m, 8H), 7.88(d,

3. 58=3. 97 (n,
5.21(s, 1H),

1-163

MeOH~d4-300
0. 74~1.12 (m,
2.26(s, 3H),
3.72 (S, ) 3H) ’

4H), 1.20-1.37(m, 2H),
3.49(d, J=15.0Hz, 1H),
4,01(d, J=15.0Hz, 1H),
5.39(s, 1H), 6.40(d, J=6.0Hz, 2H),
6.61(s, 1H), 7.01(d, J=9.0Hz, 2H),
7.29(t, J=9.0Hz, 1H), 7.44(t, J=7.5Hz,
2H), 7.53(d, J=6.0Hz, 2H), 7.82(d,

J=9. 0Hz, 2H)

1-164

MeOH-d4-300 ~

1.26~1.97(m, 10H), 2.30(s, 3H), 3. 48(d
J=13.5Hz, 1H), 3.76(s, 3H), 4.31(d,
J=13.5Hz, 1H), 5.15(s, '1H), 6.45-6.51 (m,
2H), 7.06(d, J=8.4Hz, 2H), 7.33(t,
J=T.4Hz, 1H), 7.48(t, J=7.8Hz, 2H),
7.57(d, J=8.4Hz, 2H), 7.85(d, J=9.0Hz,
2H)

1-165

MeOH-d4-300

1.51(s, 9H), 2.23-2.54(m, 2H), 3.41-
3.65(m, 1H), 4.04-4.19(m, .1H), 5.20(s,
2H), 5.16-5.29(m, 1H), 7.11(d, J=9.0Hz,
2H), 7.35-7.41(m, 1H), 7.51-T. 57(m, 2H),
7.81(d, J=9.0Hz, 2H)
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* 34

EX. Structure NMR (solvent. &)

~or, | MeOH-d4-300 ‘
,©/ \Q 11.88-2.27(m, 6H), 2.30(s, 3H), 3.70(d,
OO"S

wo, ., ;J~15 OHz, 1H), 3.75(s, 3H), 4.20(d,
1-166 h{;jo 1 J=12. OHz, 1H), 5.15(s, 1H); 8. 46 (s, - 1H),
O=<""3 e a0 1, 6.62(s, ), 7.06(d,
W - J=9:0Hz, 2H), 7.34(t, J=T.5Hz, 1H),
@ . |748t, J7. BHz, 2H), 7.62(d, J=9.O0Hz,
| j#H),7.85(d, J=9.0Hz, 2H) - :
o Osyy | MeOH=d4-300
&\/E::I/ \[;:]/ ':!51 27(s, 3H), 1.31(s, 3H) 2.30(s, 3H),
o Iy L, |3.61(d, J=12.6Hz, 1H), 3.71(d, J=12.6Hz
1-167 T iAW), '3.75(s, 3H), 5.18(s, 1H), 6,46 (brs,
° oH, 1M, 6.50(brs, 1H), 6.62(brs, 1H),
M © |7.05(d, J=9.0Hz, 2B), 7.32(t, J=T.4Hz,
@ SRR 5 IO A7(t, J=T.7THz, 28), .7.59(d,

.| 3=7.8Hz, 2H), 7.83(d,” J=9.0Hz, 2H)
" .| MeOH~d4-300 2

o o | SR ORT ‘ o
o @/ o4 | 1.59(d, J=15.0Hz, 1H); 1.71-1.90(m 2H),
0 0=% 12.21-2.34(m, 1H), 2.30(s, 3H), 3.52-
o . A ,

3.96(m, 5H), 3.75(s, 3H), 4.43(d,

1-168 o AN | J=15. 0Hz, 1H), 5.20(s, 1H), 6.49(d,
o o J=9.0Hz, 2H), 6.62(s, 1H), 7.07(d,
J=9.0Hz, 2H), 7.33(t, J=T7.5Hz, 1H),

d , 7.48(t, J=7.5Hz, 2H), 7.61(d, J=9.0Hz,

2H), 7.87(d, J=9.0Hz, 2H)

EHEH 2

(SHEd] 2 — 1)

R)-5-(4- RV PN FH T —R_RUB VAN ET =) -2-tert-T FA-3-FF V-
2,3,4,5,6, 7-~FYt Fu-ll-'7Y 0 [4,3-c]CY Pr-6-I LR VB & Fn
FVTIF
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a) (R-2-[tert-7 FF T HAR=A-(2-2 %A AR = -2 F L) -F 3
J]-anr@ 4-2AF L 27 (TR2—1)

0 - - e \‘/
HOJ"' NH2 . Jl, ‘ . 0 OYO
MeO\'(r Wrr H,QMQ : HOJI" N
HCI =
0 L _MQOmJ/ \kr'rOMe

0 0

TASVBEKT., D-TANTRVBBAFAT AT AMERE (T1g, 0.

39mol)@}5/~w£mw9}%&$wA7iF=1:i(7oomL,
10v/w)@ﬁ%ﬁﬁkbyi?W%iV4160mLLi;Zmol)\7
S YABAFA (100mL, 1. 2mol) % OCTIEANT L, SBicT
1 2 R, BMERMEITRol, BRERXVZFALT—T (400mL)
BNz, BRET3IOSBRBRLEBELEFERZEEL. BRzYVzFro—F
(100mL) THEHE, BERRTAZECIY R-2-C-2X by HALR=
N=TF T I ))-and B &~ AFATRAF)VE N ZFLT I EBREY ST
HERY (91g) LLTHE,

CORERY (91g) 2L4-VAFY L k=1:1 (900mL, 10v
/w) BWIRCFABSE, PY=FA7IY (61mL, 0. 26mo 1) .
T-tert-FFNVH—REX—hF (58¢g, 0. 26mo 1) ZOCTIEREML
o BIRICT 4 S RFHHBEE, BELRETEEL, 5 %MEMAED Y U LKE
BE p HAKBCET DX TEERW T L, BFR=F/L (900mLx 2)
T L%, BT r) UL (50¢g) TRBLE, ER, Bf‘%ﬁ%béﬁﬁéj‘/ﬁv
O R -2-[tert-7 FF T HINR=N-Q-X PR HLR=A-mFN)-F I ) ]-
AN A-AFATRATN (61g, WELT%) 2857,

b) (R 4-FFY-ERYPr-1,2,3-b Y IARVER I-tert-TFAT XTI
=AFNZ AT IV 4 . 4

R -4-FF /-y P-1,2,5- Y W AVR VB 1-tert-FF N ZAF )L 5-R
FALzZAF N (TR2—2)
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\%/ D D¢

,uo 07‘,0 . /uo OYO
5. Ho ™ o e
MeO OMe MeO . OMe
0 0" - o o

TASYRRAT, FE2 - 10a) THLIE ®-2-ltert=7 hrvmn
R=n-Q-A XV AAR= - :1:9"111) 7*1/] AN A~ AFAZ AT
(37g,o.11mol)®7b7tbm¢7/(370mL 10v/w)
BRI zs%fb)&Aib#/bfﬁz~w%ﬁ(64mL 0. 33mo
1) Z0CTHTFL. sotkﬁmﬁzﬁ@ﬁ#&ﬁtotoﬁm&%ot e
ﬂb\pH#%Sk%#éiTS%ﬁﬁmﬁﬁ)OA*ﬁﬁéﬁﬂptﬁ\ﬁ%
BEE=7 (500mLx2) THEL, MHREA (500mL) THhE
Lk, BBE~Z7 %39 h (50 ¢g) TREBRRAR. WBEREL R)-4-F%
I-ERYP-1,2,3-b ) AR 1—terti*7‘?/lx::z'7‘zl/ F-AFNTATF
WERR) -4-FFY-ERY D-1,2,5~ NI VR UB 1-tert-TF L2571
5—x?w:x%w%1:1wﬁé%kbfzkg(W$76%y@ﬁﬁﬁ4w
ELTHE, | |
c)  2-tert-FFA-3-F%Y-1,2,3,4,6,T-~FHE Fu-¥'F Y a(4,3-c¥
YO U-4,5-VRHNVRVER b-tert-TF N =R *};‘-/1/. 4~ FNT AT
(Mﬁﬁwkf?”%%*yﬂ&&aaFm%?tNmfﬁfm%&ﬂfy
U5, 6-UH AR VER b-tert-7 FA T A -ﬂv 6-3:?"11/-“322‘3“.1er (I8 2 -
3)
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B Hol Hel 7 ﬂ/ : \l/
§ § 0,0 00
gt N gto” N R o R
, N b, N
[s) N + — 0 EtO o+ EtO
N-NH N-N 0= N0
- -NH N-N
N
- - ;

EHHI2—10b) THLRE R -4-F% YUY V11,23~ b Y HARY
B l-tert-7 FA TR TN 3‘—}3’*11/:57\?%11/: R)-4-FF Y -~ERY V-
1,2,5- bV ANR R 1—tert—7‘?zv::x5~ﬂ% 5-A ?1VJ:R§‘°)V= 1: 1E&
¥ (2. 2¢g, 7. 2mmo 1) 0):;5'/»—;1/% (20mL, 10v/w) BRIC
ter t—7FAe FTIVUERE (0. 98¢, 7. 9mmo 1) &MZ, 1
OO@ﬁlzﬁ@ﬁ#%ﬁ&atcﬁﬁﬁﬁﬁgﬁahkﬁﬁ%mﬁl~w(2
OmL,10v/w)ﬁW&L\EM%z=wﬂi.sz,i6mmo;)&
ﬁTLR%\TWﬁVﬁ%iT\100@?2%@&#%ﬁ&ot°EUMET
WS EEL, BECLAVIFFY k=111 (20mL, 10v/w) ¥
WFLE®. FIZFATIV (4. OmL, 29mmo 1) , P-tert-FF1
Sa—@F—t (1. Tg, 7. 9mmo1) EIEKOCTRNLE, SATI
2 M, VEARE TEEL, 5 %HEARY ) 7 AKERE p HBH0 4
CETHECHERRIHE T Lic, BHR=F /A (200mL) T2EH#HH LR,
Bt~/ %L 95 (5. 0g) THELE, Wi, RESEDhLBRYE

UL Re NG T 4 — (;mnz}:ﬂ/\b\:}&/'—llx——‘.ZBO 5.1) ’Gﬁg&%

WL, 2-tert-7 FA-3-4%Y1,2,3,4,6,T-~*Ft Ka-t'5 Yy ul4,3-c]t
) D4, 5-UANRY B b-tert-F FITRF N 4~ FLTIFL (0. 24
g, MEI. 4%) &R -2-tert-FFN-3-F%Y-1,2,3,4,6,T-~FFt Fr-
1:":"? Y rl4,3-c]tY V-5, 6~V IR VR 5-tert—-7 FIT AT 6~=F N
TRFN (0. 36¢g, WK1 4%) 2ENENEEFA NV E L TR,
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d) R-5-URVPAFHFI-RB U RARZA)-3-(4-R D F -

‘/f VANE=NT X V) 2-tert-T F)V-4,5,6,T-F hF & Fu-20-¥*'S V'

[4,3-c]¥Y Pv-6-h R BxF px AT (TR2-4)

Y rel 0

0 Y Et0” NS A .foo%O ' .

J'l EER - : ,U §
“ =0

Et0” " N
—_—

“ =0

N-N. . ¢

£EM2—1@c)ﬁﬁantm%%ﬁniwmﬁ&t%yﬂﬁﬁAmﬂw\
UL FR-ET Y R4, 3] €Y b, 6- PN AR LB 5-tert-T FA = RS
NV 6-=FNTZ AT (18 Omg; 0. 5mmo 1) b:4Nﬁ%;—1,4—i’j‘%
VOB (2. OmL, 10v,/w) 20CTHTL, ZHRT2EMBRE, B
B WE FEE LR, REEN, N-UAFAFLATIF (1. 5mL, 8v
/W)Kﬁ%b\byi?WTiV(O.27mL,2.0mmol)\%&y
VW?%V&Vﬁyxw$:W?DUF(O.31g,1.1mm§1f%0@
TIERIWM L7, BRITT2RFMABHEEL, K (10mL) 2Nz, BEg=FL
(60mLx2) THEHEIT-o-EHE, BT PV YA (1. 0g) TEBRLE.
Wil BEEBONTRERNES YA SN IR b I T 74— (NEFY B
BprF=4 : 1) THHRBEL, R-5-U@UINFFI-RUPy AL R=
W) =3~ (4R PNFF-RB o ANER= VD) -2-tert—-F F1~4, 5, 6, T-
Th7E Fr-20-v'7 V04,3l Pr-6-IARVBFALZRF L (0.
19g, INR52%) 2REFALELTEE,

e)  R-5-U-_UPNFFL-RUB Y RAAKZN)-2-tert-T F L -3-F %

V-2,3,4,5,6, T-~F V%t Fu-1l-v°'F Y r[4, 3-c] vy P -6-H AR ?/@ (7
hoERR-ET-2-A VA% V)-FTI R (IR2-5)
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AL BHAT. a‘%ﬁ‘@{&"JZ-ld)d) 18 B (R)—5-(U-—Sy DA dF -
RUyP RV ER= V)-8~ (4-—«\/v11x71‘5&vw\/'12 /le/ﬂ‘—*/l/j'%:/)—z—
tat7?»45677b7tbmawea)umsmh;hah&ﬁwf/@
TFAZAFL (0. 19g, 0. 25mmol) ODAZ )= :F 5L kn
77v=1:1 (2. OmL, 10v/w) OEAGIKI 6 NABLY U ¥ 1k
%W(O.EOmL,3.0mmpl)%ﬁTL~§ﬁKTé%ﬁﬁﬁﬁ\ﬁE
BfiziTleolc, BEIK (2. OmL) 2N/, pHIH1LZETSET
B NEMABREEER<WE FLEALEKAZBRL, #a%2K (2. 0mL)
TEEE S, MERRTIZLICLEY R -5-U-RUIVFHFV-RUB U AN K=
lWﬂ%wa?W%ﬁ@?%&&%&&F“%ﬁtFﬁﬂ&697HM£whf
VOV-6-INR B RN PNVTFR IR RAVE VB2 SR
(0. 14g) &LTHE, |

TOWHERY (0. 14g) ONN-PAFAFRNVALAT I FEHK (1. 5mL,
10v/w) ROCTN—AFALEAKRY Y (0. 035mL, 0. 32mmo
1) . 0-(FrF Fu-20-¥F V-2~ V)-E FadIiAVT7IV (3 7mg, O.
32mmo 1) , 1-t REF LUV RYPY—k FL—hk (49mg, O.
32mmol) | I-=FA-3-@B-VRAFNATI /Il ILRIL I NEER
# (61mg, 0. 32mmo 1) ZIERFEMLE, S|IRIZT 6 BREERE, X
(2. OmL) ZMAEHEEER=FLV (50mL x 2) THIHL., &fRip
K#EF YU AAEHK (2. OmL) . Kk (2. OmL) . fafifsEk (2. 0
mL) TIRRFEF LB MY A (1. 0g) TEBLE, BB, BREREBS
ﬂtﬂ%@%%?ﬂﬁ?»ﬁﬁ?h7?74~(&mn$ﬂ$:}5/~»=5
0:1)ﬁ%%%@bQF&MQR®M%ﬂ$~&V€V2W$:W%&wm-
TFN-3-F%V-2,3,4,5,6, -~FHE Fu-1H-°F Y r[4,3-cl¥) T -6-%
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NEZBR(T I Fa-¥ 3 0-2-f Vvt %V)-TIRE2PT AT VAESY
(0. 12¢g, K6 9%) HBFTA VL LTHK,
f) R-5-URyPALFHI-RUPr2ALK=A)-2-tert-T F N -3-F %
V-2,3,4,5,6,T-~% ¥t Fu-1-EF V1 [4,3-c] €Y Sr-6-HARVEE I
u¥y7IR (LR2-6) - R

o I e Y
00=8 00587
D J

TAIFRRT, Zfl2 —10e) TRENE R)-5-U-rPrF% -
NPV ANVE =) 2-tert-7 FN-3-FF% V-2,3,4,5,6, -~FH+ bt Fu-1H-
7Y u4,3-clY -~ ANRB(F NI Ru-F -2~V E%)-
TIROVTATVAREEY (0. 12mg, 0. 20mmo 1) ®AF /) —)L
(2. OmL, 20v/w) WBRIC2 NERBAEBK (0. 5mL, 0. 99mm
ol) ZEETHTL., 1. SHFHBRELZTR T, RGBREBERES, B
bhieRES brxy (0. 5mL) THBL, Boh-HERDE2I Y I
ravw v 77 4— (FaudZAh  AZF)—A=30:1) Tﬁ%ﬁ%ﬁ%],f;o
B, BLhRAHRYICER=FLV (0. 2mL) |, P4 Y et ro—
FA (1mL) 2BRxCMAFHLEEEZBRLOA Y FrEA=—F 1 (1.
OmL) TH#H®, BELRLTHRBEKRD R)-5-U-IrtF -8
v RV =) 2-tert—-T FA-3-4 % V-2,3,4,5,6, -~F ¥ bt Fr-1H-v5
R[4,3-c]tY Pr-b-HNVR/BE FRFVTIN (4 7Tmg, RE48%) %
Bz, ' S
Bl 155. 0C (9f@)

(EHEBI 2 — 2 THIERHH 2 — 7)

S 2 — 1 & RIS LT, S0 2 — 2 HEERH 2 — 7 OAB BB,

KM 2 — 1 HEEMEH 2 — 7 OLAVOBERRPINMRF —F ER3I 5K

V& 3 6 IZ/RT,
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»EE 35

EX.

Structure

NMR (solvent, §.)

2-1

[ 1.51(s, 9H), 2.29-2. 46(m, -2H),
18.58(m, 1H); 4.06-4.11(m 1H), 5.13(s,
‘[ 2H), 6.22-5.26(m, 1H), 7.08(d, J=12.0Hz,

MeOH-d4-400
3. 45—

;ZH) 7. 29“7 45(m, 5H), 7.78(d, J=12.0Hz,

‘:4 ' 2H)

| 7.11(d, J=6.8Hz, 2H), 7.14(d,

| 7.41(t, J=7.0Hz, 2H),

'-;DMSO-d6*400
12 73(6 . J=16. 0Hz, 1H), 4.23(d, J=10. 4Hz,

1H), . 4 40(d, ' J=14. 8Hz, 1H), 4.76(d,

'iJ‘6 8HZ, 11, 4. 87(d J=16. 0Hz, 1H),

4.94(d, J=15.2Hz, 1H), 5.17(s, 2H)
: J=8. 4Hz,
2H) 7.23(t, ' J=T. 4Hz,. 1H), 7. 30(t,

=7. 4Hz, 2H), 7.35(t, =6. 8Hz, " 1H),
7.46(d, J=6. 8Hz,
2H), 7.71(d, J=8.4Hz, 2H), 10.66(brs, 1H)

2-3

DMS0—-d6-400 ‘

1.04(d, J=4.0Hz, 2H), 2.54~2.62(m, 1H),
2.71-2.81(m, 1H), 3.36(s, 3H), 4.21(d,
J=12.0Hz, 1H), 4.36(d, J=12.0Hz, 1H),
4,75-4.80(m, 1H), 5.18(s, 2H), 7.16(d,
J=12.0Hz, 2H), 7.33-7.47(m, 5H), 7.72(d,
J=12. 0Hz, 2H), 7.72(d, J=12.0Hz, 2H),
7.72(d, J=12.0Hz, zn), 10. 67(brs, 1H)

MeOH—d4-400 - , ’
2.27(dd, J=8.8, 19.6Hz,‘1H); 2.96(d,
J=17. 2Hz, 1H), 3.00(s, 3H), 4.10(d,
J=16.4Hz, 1H), 4.63(d, J=16.0Hz, 1H),
4.96(d, J=16.4Hz, 1H), 5.04(d, J=16.0Hz,
1), 5.11(s, 2H), 7.04-7.11(m, 4H),
7.22(t, J=7.2Hz, 1H), 7.27-7.43(m, 7H)
7.77(d, J=8.8Hz, 2H)

2-5

MeOH-d4-400 : ; ,
0.90(t, J=6.0Hz, 3H), 1.19-1.31(m, 2H),
1.55-1.62(n, 2H), 2.43(dd,” J=4.0, 16.0Hz,
1H), 2.95(d, J=16.0Hz, 1H), 3.63-3.79(m,
2H), 4.13(d, J=16.0Hz, 1H), 4.57(d,

J=16. 0Hz, 1H),. 4.97(d, J=4.0Hz, 1H),
5.13(s, 2H), 7.08(d, J=8.0Hz, 2H), 7.28-

7.43(m, BH), 7.76(d, J=8.0Hz, 2H)
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# 36

EX. Structure : NMR (solvent. &§)

MeOH-d4-400
o\“/[::]. 2.55(dd, J=8.0, 17.6Hz, 1H), 3.02(d,

A | =18, SHZ, AD, 4,19(d, J=16.0Hz, 1H),
- : ‘,;,“.4 61(d J=16.0Hz, 1H); 5.00(d, J=7.2Hz,

2-6 N oL [H),BLOT(d, J=11.6Hz, 1H), 5.10(d,
ANz0 Ng-u;&Julzﬁoﬂz, 1H), 7.09(d, J=8.8Hz, 2H), -
- T2 (8 TR dHz, 1H), 7.28-7.44(n, TH),
{} 1880, g 6h, 2, 779, TS i
(21

g.Dmso»d6—4oo o

o\v/[::] 10, 79(t, J=8.0Hz, 3H), 0.99-1. 08(m, 2H),
o 1.40~1.53(n, 2H), 2.42(dd, J=4.0, 20.0Hz,
0 o) 1H), '2.92(d, J=16.0Hz, 1H), 3.58-3.74(m,
2-7 | wo M, | 2H), 4.15(d, J=16.0Hz, 1H), 4.43(d,
i J=16.0Hz, 1H), 4.82(d, J=8.0Hz, 1H),

' J/ 0 5.14(s, 2H), 7.12(d, J=8.0Hz, 2H), 7.32-

7.45(m, 5H), 7.70(d, J=8.0Hz, 2H),

ne—"" 110. 75 (br, 1H)

SEHif 3
(=13 — 1)

(3aR, 4R)-5-[4-(2,4- V7 v - RV P FFH V) -RUB VR F = ]-3a- X F

1%3%%/%7:~w33&4567«%%&%uﬂ%€?)nM&ﬂt)

Vr—4-ANVKVEE e Py TIPR , .

a) 2-Q2-ALXVALRZAZFATI ) -ans@ d-tert-TFAT AT

n (ITR3—-1)

o) 0
M. NH - J, R
HO™ "2 : HO™ ™ j\(
0 _- : ! O
oy e Y

T LFART, D-T ARG R UBR-B-tert-TFAT AT N (50g, 0.
26mol) AKX —A:N, NePAFAKRLATIK=5:3 (400m
L, 8v/w) OBEBABRIZINI=FL7IV (110mL, 0. 79mol) |
TZINBAFN (T1mL, 0. 79mo 1) ZOCTIERFETLE, FiRiC
T4 RMBRERE, BERBETRo%, BECPZFALZ—FA (50 0mL)
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ZMZ, BET3OSBBRLEABRECLERGZEEL. BEEZ Pz FLz—F0

(100mL) THHFHE. HEZR L CHEBEROEEILAY (61 g, IXES

4%) BBk, |

b) 2[wﬁﬂjf#/ﬁwaW4%%F#/ﬁ”fwﬂmi?W)7 J]a
5 NIER d-tert-TFAZRATFN (IE3 2)

LoaW ———-—-» A

TAIACBEAKT, REFI3 ~10a) THONE 2-@-A bV IAR=0
ZFNT I ) -ansi tert-FFNVT AT (41g, 0. 1 5;110 1) *
1, 4—UFF¥r:k=1:1 (410mL, 10v,/w) BRICTABSE,
10 RUZFATIv (62mL, 0. 44mol) . V-tert-FFLIH—Fx—
h(39g, 0. 18mo1) %O0CTRREN LI, ZRICT 2 4RI,
WIRZBETEEL, 6 NEBRKERE p HAKN 3 ICET I ETOCTTHEEEL
WTFLE, BFB=F 1 (700mL x 2)THHLEE, BFLrY YA (40
g) TEMELE, BB, BRELOAEKOEEILSY (558, LRI 9%) %
15 8, :
c) 4B FRuFi-56-Yk Fr-20-¥UP0-1,2,3-r Y ALRUER 1, 3-0-
tert-FFAEAFA (TERS—3) |

J WX

0 0

3T 3
HO™ ™ Ho” N

>(°mj jﬁr"\ | >r°w/§j
(e} (e} 0 OH

FNAIVEEKT. EEFIS—10b) THOLNE 2-[tert-T M IAR

20 =Z-Q2-A PFVANR=AZFA)T I ]-ansB i-tert-FTF LT AT
(55g, 0. 15mol) ®FrSLFRr75Y (500mL, 9v./w) I
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BIZ1., OMUFTLAFVAFADYSVRTF I RRT7SUBIK (320

mL, 0. 32mo 1) &—70CT2BHENITHTLE, —70CT 1R
R 2 NERAYTE p HAWS K222 COCTRE RS T L7

BEERETERL, BR=FV(500mLx 2) CHMlM Lk, L7 e
vk (40g) CEBLE, ﬁl@ Bﬁ*?@{'ﬁﬁiﬁk n—~F P (5 0 OmL) 2
mzszeicky paBEEOEEEY (142, WE28%) 28/7%,

d) 3-pfv-4-FF Y-’ *‘/“:/—1,12, =R Y INVE LR 1,3-V-tert-T FIb

0

A5 (T3 —4)

. ) " 0
SR 1
B - '1. T .
: g HO™ ™
SO
O OH ' 0O O

TAICEERT. EEFI3—10c) TRONE 4 FRFY-6,6-VL |
G- ¥ Y -1, 2 3 b U AR E 13- Umtert-FFATATA (1. T g,
5. Ommo 1) OF RILFRTFY (80mL, 40 v,/ w) EKICARLL
FrUPA (0. 40g. 10mmol) OCTMZ, 3 00BBEFRoT,
SBLRRSHICI—FAF > (0. 69mL, 11lmmol) 20OCTHTFL,
FRT1 2RKMBEHR L, p HAR 3 ICET 5% T2 NERBKEREEA L,
BEHELEBR-FA(200mL x 2) THAML, MAMRAEAK ( 2 0mL) THE
Liz, Bilg<w %7 A (20g) TEHEZMTY, BB, REERSONHEAER
MEVV ISR NS T T 40— (Faadh: AF ) —V=40:1) T
SHEER UERLAY (1. 8g, INEL100%) ZHATELTF AL LTH
'7‘:;. . ,
e) AFN-A(T==A-t RTV)-ERYD-1,23- RN HARVER
1, 3-P-tert-FFNTRF )N (T3 —5)

141



10

15

WO 2004/060892 PCT/JP2003/017067

T BEERT, B3 —10d) TRENE 3-AFA-4-FF Y-

UPr-1,2,3-F U AARVER 1, 3-Ptert-FFA=AFNL (1. 8g, 5. 0
mmo 1) @&/ — (18mL, 10v,/w) BRIZZT==LE FFTT¥

(0. 49mL, 5. Ommo 1) #M%. HET3BERREITR-T, S

BE RERRER, B5NEREICA YR EA=—F1 (10mL) R n-
~FF (10mL) 2Mx1 04HE LA EREZEAL, ¥ (1

OmL) THER, REERLTHAEGKOEELEY (1. 7T g, KT
6 %) &/,

£)  Sa-AFA-3-F%V-9-7 = =/-2,3,38,4,6,T-~FHL Fr-¥'S Y n
[4,3-c]EY P-4, 6-UHNEVEB b-tert-FFAERF N (LE3—6)

0.0 : |
oY | " HO
A, N - .
HO™ " o |
T O
O N (
H I

7 REST. AFLF U TA (0. 28g, 7. lmmol) ®2—
%F%Vlﬁ/~w(16mL,10v/w)ﬁﬁﬁ%ﬁﬂ3@e)fﬁ6ht
3-(Fh-4-(7 ==- KTV ) )-ERY P -1,2,3-1 Y ;bzwj'%‘:/%é 1,3-v-
tert-7FATAFL (1. 6g, 3. 4mmo 1) #0CTME, 120CK
AESE, 1 2WE#RETRok, KICEREBERMER, BN TRET]
NAEKEEE p HAY 3 10T 5 % TR, I8 £ FR=F7 (50mLx.
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2) THIH L, BFIAEA (10mL) T LE. MB<ZXL oA (10
g) THEZTV, BB, BRER. ERLEWORERY (1. 5g) 287,
g) BaAFN-3-F%V-2-T7x==N-3,3%a,4,5,6 T-~FH¥E Fu-20-+'F5
uMJmMﬁHﬁﬁ#ﬁwﬁy@jikgﬁﬁwﬁﬁﬁ(Iﬁg*7)

0 L -HCl

KA, B3 — 10 1) TRONIHAERY Sa-AFA-3-4% Y -2-7 =
=/-2,3,32,4,6, T-~F %k Fu-¥5Vu4,3-clty Pr-4,5-PU LR B
5-tert-7FNTRAFN (1. Bdg) DAZ)—NVEK (15mL, 10v,/
w)mﬁm%ﬁzw(l.SmL,1v/w)%ﬁTL\§ﬁmrizﬁ%%#
L, SbkELFF=1 (3. OmL, 2v/w) ZXKATHTL, RETI
o BEMIR LT, WOT, SUSHIE MV L el LIS b IR L. BB
A%@ﬁém%3rx%»4:hkﬁz7m~w33&45@7m%%thn—
ZWE?YHM3mMLhmh¥ﬁWﬁ/@%?wiXTWﬁ%ﬁ%%to
h)  (3aR,4R)-5-[4-(2,4- V7 a m-Ry PN d% ¥) Ry ¥y A R=1]-
3a-AFN-3-F% V27 = =/1-3,3,4,5,6, -~F ¥t Fu-2H-EF u[4,3-
Y P4 ANRBAFNTZAT N (LE3—8)

MeO 00=8 cl
M. N
O=<" 7 _ MeO™ "
N-N

KA. EHHI3—10g) TBONTEERD da-AFL-3-F% Y27 =
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=71-3,38,4,5,6, T-~FF £ FR-2H-E5 ¥ 1 [4, 3-0] &) ¥ —4-p LR B R
FNZATNVEBEOYI Y (1 0mL) BRIZ, 4-Q,4-V7unrJn
j‘aF“‘/)—N‘I/'I?“/Z}l/ﬂTV@ﬁD‘?{ (1. 2g, 3. 4mmol) %hiz.
iﬁﬁf:ﬁ@ﬁ#btoﬁh@v*@TXQJfW(TmL)‘ﬁ@ﬁUﬁA
(2.3g,17mmolj%§ﬁ%&%&ﬁ&mi\iﬁﬁf@ﬁﬁﬁ#bt
B, VUERHE L, BECHRFA (5 0mL) BLUL NEBAER (50
mL) #Mz. KBEER=FL (50mLx 2) THHE LER~ 7%y AT
B L, Wi, BELTRORRERNES Y AFA I B v I T 4 —
(n—~F¥y BB FAL=10:1~2:1) THESELEELEY
(3aR*, 4R —5-[4-(2, 4PV BB~ U P FF L) - By R F = ]-3a- R
FN-3-FF V-2-7 = =)1-3,3a,4,5,6, -~F¥ b Nu-2H-¥*F > r[4,3-c]¥
YO VRVBAFAZATAL (1. 19g, 2TRNES9%) &HaA
Btk L L OB, f
'H-NMR (CDC1,, 300MHz) 1.62 (s, éH), 2.68-2,.89(m, 2H), 3.00(dt, J=6.0,
10.5Hz, 1H), 3.35(s, 3H), 4.14(dd, J=6.0, 12.0Hz, 1H), 5.06(s, 1H),
5.18(s, 2H), 7.06(d, J=9.0Hz, 2H), 7.18(t, J=9.0Hz, 1H), 7.29-7.32(n,
1H), 7.39(t, J=9.OMz, 2H), 7.45(dd, J=3.0, 3.OHz, 2H), 7.76-7.89(m, 4H)
i)  (3aR4 4R -5-[4-(2, 4~V uu-RyVFH )-8 yx;vzﬁ:;v]—
3a- R F N3~ % Y -2-7 = =)1-3, 38,4, 5,6, -~FHt Fu-2H-¥'5 Y r [4, 3
Y VU AR B (TS —9)

EHEH 3 —10g) TELNE (B3aR, 4R)-5-[4-(2, 4~V 7 an-_Ro Pt
V)RRV ANF= ] -B8a~ A FN-3-FF V-2-7 = =)V-3, 3a,4, 5,6, T-~F
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T Fe-20-v'7 Y al4,3-c]t) Pr-4-INRVBAFLZZAFA (1. Og,
1. Tmmo 1) ®FbFFRT7Fv: A% /)—A=1:1 (24mL, 24
v/ w) BEWHERI4ANAREF M o 2kBHE (1. 28mL, 5. 138m
mol) BMZEET2HMARLLE, HEEELRERE L, BECpH
B3 10T 5% T L NERARKEN L KB EHR=FL (30mLx3) T
%mbkoébﬁtﬁﬁg%m%(ZOmLxl)p\MM%FUWA?%ﬁ”\
Wb, BRI CHEREIL A Gk, 4R) 5-[4-(2, 4D B B-RY PN % 1) -
PRV RAAREA] B A F N Y 0T =23, 3, 4,5, 6, T-~F b R
n-2H-¥'7 > r[4,3-c]t’Y ~//-4-:191VJ‘ /@e@ﬂéﬁéﬁi% (1. 0g, IX&E1O0
0%) ZR/BTENTFRE LT{%f«.o
H-NMR (DMS0—d6, 300MHz) 1.43(s, 3H),. 2. 62-2.82(m, 2H), 2.88-3.03(m, 1N),
4.05(dd, J=6.0, 12.0Hz, 1H), 4. 78(s, 1), 5. 24(s, 2), 7.15-7.28(n, 3H),
7.42(t, J=7.5Hz, 2H), 7.50(dd, J=3.0, O.0Hz, 1H), 7.65(d, J=9.0Hz, 1H),
7.72(d, J=3.0Hz, 1H), 7.77(d, J=6.0Hz, 2H), 7.86(d, J=9.OHz, 2H)
i) (3aR, 4R)-6-[4-(2, 4~V B R-RU VL FH L) -V v RN K= ]
3a-R FN-3-FF V-2-7 = =)V-3,3a,4,5,6, -~FHt Fu-20-¥'F YV ul4,3-
Y P r-4-HNRER (T3 —-10) |

0 0=\ 00=8 - Cl
N ‘ N
HO}/%J o I HO i/%)
O<" 7 ' O” 7
N-N N-N

EMBI3— 10 1) TEbNIE (BaR, 4R -5-[4-(2, 4- T2 mu—_ Y Pl F %

V)-RUBVANE = N]-3a- A FN-8-F %V -2-7 = =)1-8, 33,4, 5,6, T-~F

e Fe-20-v'F a4, 8-l Pr-4-H VR VB (740mg, 1. 26m

mol) ® 27w —A (30mL, 40v,/w) WEHRIE. %= (40

9mg, 1. 26mmo 1) ZEETHMA, 50—55CIT1RERREHLLE,
145



10

15

20

WO 2004/060892 PCT/JP2003/017067

SHIZERT IRHEEREITo. ELEEAZERL, BR%E -7 ) —
w(lsmL)ﬁ%ﬁbﬁé@%khr%:yﬁ%ﬁto:@%:vﬁK1Nﬁ
BARK (20mL) BIOE#@=FL (20mL) 2NX, KEZEB=FL
(20mLx2) THHELE#.. Ab%tﬁ%@&lNﬁ@*%ﬂ(lOmLx
1) . m(10mLx1)r%ﬁLLOM@fLJWAfﬁﬁ% ﬁ@\%ﬁb
WERRET D Z LITL Y (3aR, 4R) -5~ [4~(2 4'—:/? B u-RPNFF ) -R Y
/xwﬁwn&%a}?ﬂw&i%/ﬁ%?;%WﬂA&Q&&%m%ﬁtLn~
2&E§fnmﬁmhﬂnhe¢ﬁmﬁyﬁxg13mg,M%aa%,%ﬁﬂ
B8 3%e o) Bk, LEOMMELEERYETZLITEY, ERILAY (3
13mg,%%ﬁﬁss%ée):D%ﬁmﬁ%&ﬂAmﬁﬂk&Awwhn—
Ry PR FV) =R B Y ANREA] e A FA-3-F % Y 2T = = -
3,3a,4,5,6, -~F ¥+t Fr-gi-vs vn [4;3—.0] 1=8)) ~‘/°y—447311/1'ﬁ§‘/@ (24
ng\W$73%\%$ﬂE>99%ge)%Eé?%h??zkbfﬁto
A 190—193C (dec.)

'H-NMR (CDC1,, 300MHz) 1.57(s, 3H), 2.48-2.88(m, 2H), 3.00(dt, J=6.0,
10. 5Hz, 1H), 4.06(dd, J=6.0, 12.0Hz, 1H), 5.13(s, 1H), 5.16(s, 2H),
7.03(d, J=9.0Hz, 2H), 7.17(t, J=7.5Hz, 1H), 7.23-7.32(m, 1H), 7.36(t,
J=7.5Hz, 2H), 7.41-7.48(m, 2H), 7.80(d, J=9.0Hz, 2H), 7.85(d, J=9.0Hz,
2H) | o |

k) (3aR, 4R)-5-[4-(2,4-Y 7 mm-_RU VN FF L) -RUB U AN K= ]-
3rx%Wﬂsh¥»%va:wﬁﬁ&aaa%«%%tFnﬂmeafnmﬁ—
B Y -4~ HARVEE Fuxy7I R (TR3—11)

0 =% cl 0 o=“sI
o N Ho\H ., N
N-N N—N
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TAICFERT, RHEHIS — 1D j) THOLNI (3aR, 4R)-5-[4-(2,4-P 7
BR-RyPALFFYV)-RUB U ANNFE=V]-8a-AFN-3-FF V-2-T = =jL—
3,32,4,5,6, T-~"F ¥ b Fu-20-t'F Y m[4, 3] DVV-4-H AR E (11
6mg‘, 0. 197mmo 1) D F’?E‘F'ﬂ77\‘/ (2"'..‘;"3m:L, 20v,/
w)ﬁ%mﬁk%*%uw(2”9M?ihnfﬁyﬁﬁto;138mL,o.
276mmol)\N,Névf%W%mAfik(o)o1omL,o.12
gmmol)%wzotfm&%MLto¢20tﬁ60t«1%%mﬁfﬁﬁ
L. SBICOCT3 0 BIRLE, BU—2 0CRARL, NAFAEALKRY v
(0. 065mL, 0. 59 1mmol) oﬁ.-fhpx%;vs/yzw: =TT s
iv(o.121mL,o.gssﬁﬁai)%%&ﬁTLto—zoth
0C~3 0BT THEAL, &B5I0TT 1 BMBLE. RiSHRERERS L
o, BREZEBR=FN (20mL) KHFRL, K (5mL x 3) THER, ik
FHRYDACERLE, BB, RELTEOKZHAERDEZL Y WV a= b
TS5 74— (Zuaiih: AFX)—L=50:1~15:1) THEBRL.
CEFAZ—FA/ n—~FF U CHERLESEZ I LREVEELEY
(3aR, 4R)-5-[4-(2,4- V7 v u- Ry PVt F V) -RUEB VA )F=V]-3a~ A F
N-3-F% Y -2-7 = =/V-3,3a,4,5,6, -~F ¥t Fu-20-v'F Y r[4,3-c] Y
VYA ANRIBE FRPUT IR (76mg, IRK6 4%, KLFEME> O
9%e o) REBEML LTRE, N
(EMFI3 — 2 HEERBH 3 —17)

EH 3 — 1 LT LT, BG83 — 2 hEEEF S — 1 7 0{kdEBE,

S 3 — 1 HEEHMHI S — 1 7 OLAMOMERRONMR 7 — % 2% 3 7
ThER 4 OWTRT,
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EX.

Structure

NMR (solvent, &)

3-1

MeOH-d4-300
1.49(s, SH), 2.71-2.86(m, 2H), 3.50-

13.66(m, 1H), 4.05-4.16(m, 1H), -4.65(s,
B, B 23(s, 2H), 7.11-7.21(n, 3H),

1 7.80-7.41(n, 3H), 7.48~7.58(n, 2H),
A 78(d J—9 08z, ZED 7.84(d, J=9. 0liz,
izﬁ)

3-2

| MeOH-d4-300 —
D UN149(s, 3H), 2.71-2.84(m, 2H), 3.50-
3.63(n, 1H), 4.05-4.15(n, 1H), 4.65(s,

1H), 5.23(s, 2H), 7.12-7. 20(m, 3H),
7.31-7.40(n, 3H), 7.49-7.57(m, 2H),
7.78(d, J=9.0Hz, 2H), 7. 84(d, J=9.0Hz,
2H) e

DMS0-d6-300

0.72(t, J=7.4Hz, 3H), 1.80-1.99(m, 2H),
2. 60~2.80(m, 2H), 3.38-3.49(m, 1H),
3.97(dd, J=8.4, 15.9Hz, 1H), 4.60(s,
1H), 5.24(s, 2H), 7.15-7.21(m, 1H),
7.22(d, J=9.0Hz, 2H), 7.41(t, J=T7.9Hz,
2H), 7.49(dd, J=2.1, 8.1Hz, 1H), 7.64(d,

1 J=8.4Hz, 1H), 7.72(d, J=2.1Hz, 1H),

7.77(d, J=7.5Hz, 2H), 7.83(d, J=9.OHz,
2H), 9.02(s, 1H), 11.14(s, 1H)

DMS0-d6-300

1.40(s, 3H), 2.27(s, 3H), 2.71-2.78(m,
2H), -3.41-3.53(m, 1H), 3.72(s, 3H),
3.94-4.03(m, 1H), 4.53(s, 1H), 6.53(s,
1H), 6.66(brs, 1H), 7.10(d, J=8.THz,
2H), 7.18(t, J=7.2Hz, 1H), 7.41(%,

J=8. 1Hz, 2H), 7.78(d, J=7.5Hz, 2H),
7.86(d, J=9.0Hz, 2H), 9.05(brs, IH)
11.08(s, 1H)

3-5

DMS0-d6-300

1.40(s, 3H), 2.27(s, 3H) 2. 71-2. 78 (m,
2H), 3.41-3.53(m, 1H), 3.72(s, 3H),
3.94-4.03(m, 1H), 4.53(s, 1H), 6.53(s,
1H), 6.66(brs, 1H), 7.10(d, J=8.T7Hz,
2H), 7.18(t, J=7.2Hz, 1H), T7.41(t,

J=8.1Hz, 2H), .7.78(d, J=7.5Hz, 2H),

7.86(d, J=9.0Hz, 2H), 9.05(brs, 1H),
11.08(s, 1H)
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EX. Structure NMR (solvent, &)
o ol | MeOH-d4~300
o of&./[:::T, \I:;:]/' |1.52(s; 38, 2.73-2.90(m,” 2H), 3.60-
"o _N If 3.70(m, 1H), 4.19(dd, -J=6.0, 12:0Hz,
e |1y, 4:60(s, 1H), 7.07-7.21(m," GH),

3-6 0 7.26-7.30(n, 1H), 7.36(t, J=7.5Hz, 2H),

b 78(d, J=9.0lz, 2H), 7.90(d; J=9.0Hz,
1;..2H)

:10.71(t,. J=.5Hz, 3H),
15, OHz,- 1H), 1.93(dd,
|'1Hy, 2.58-2.81(m, .2H), 3.35-3. 51(m, 1H),

DMSO%&GﬁBOO R
1.83(dd, J=9.0,
J=9.0, 15.0Hz,

3.92-4. 03(m, 1H), 4.58(s, 1H), 5.23(s,
2H), 7.15-7.24(m, 3H), 7.40(t, J=9.0Hz,

| 2H), 7.48(dd, J=3.0, 9.0Hz, 1H), 7.63(d,
| 7=6.0Hz, 1), 7.71(d, J=3.0Hz, '1H),

|7, 764d,
2H), 9.00(brs, 1H),

J=6.0Hz, 2H), 7.82(d;  J=9. OHz,
11. 13(brs, 1H)

| DMS0~=d6~300
0. 73(t,

1.82-2.00(m, 2H),
2.25(s, 3H), 2.64-2.81(m, 2H), 3.42-
3.55(m, 1H), 4.00(dd, J=5.7, 12.0Hz,
1H), 4.57(s, 1H), 6.53(s, 1H), 6.53(s,
1H), 6.66(s, 1H), 7.10(d, J=9.0Hz, 2H),
7.19(t, J=T7.3Hz, 1H), 7.41(%, J=7.8Hz,
2H), 7.77(d, J=8.7Hz, 2H), 7.84(d,

J=7.5Hz, 3H),

. DMS0-d6-300

J=9.0Hz, 2H), 9.03(s, 1H), 11.09(s, 1H)

1.43(s, 3H), 2.62-2.82(m, 2H), 2.88-

13.03(m, 1H), 4.05(dd, J=6.0, 12.0Hz,

1H), 4.78(s, 1H), 5.24(s, 2H), T7.15-
7.28(m, 3H), T7.42(t; ‘J=7.5Hz, 2H),
7.50(dd, J=38.0, 9.0Hz, 1H), 7.65(d,
J=9.0Hz, 1K), 7.72(d, J=3.0Hz, . 1H),
7.77(d, J=6.0Hz, 2H), 7.86(d, J=9. OHz,
2H)

3-10

MeOH-d4—300 :
1.54(s, 3H), 2.65-2.71(m, 1H), 2.75-
2.86(m, 1H), 3.00(dt, J=6.0, 15.0Hz,

‘1H), 4.13(dd, J=6.0, 15.0Hz, 1H),

5.00(s, 1H), 5.22(s, 2H), 7.12-7.22(n,
3H), 7.32-7.42(m, 3H), 7.50-7.58(m, 2H),
7.78(d, J=9.0Hz, 21), 7. 89(d J=9. OHiz, .
2H) : .
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EX.

Structure

NMR (solvent. &)

3-11

CH

| MeOH-d4-300 A
1.51(s, 3H), 2.29(s, 31); 2. 63 (dd,
J=3.9, 12.3Hz, 1H), 2.71-2.83(m,. 1H),

:3 14(dd,~ J=4. 2, 12. OHz, 1H), -3, 74(s,
fSH) 3. Ql(dd J=6.6,’ 12 9Hz, 1H),

,.j_:;4.88(s, 1H), . 6.42-6.48(m, 2H), 6.61(brs,
LI, 7002(d, J=9.0Hz, 2H), T7.14(t,

=T 3He; - 1), 7. 35 (s, J=8. iz, 2H),
78144, J~7 5Hz, 2H), 7. 99(d J=9. Otz
ey

3~12

>iMe0H~d4~390
0 82(t
'2.68-2.75(m, 2H), 2.98-3.10(m, 1H),
“;4 1304, J=12.9Hz, 2H), 5.01(s, 1H),

J=7.5Hz, 3H), 1.97-2.21(n, 2H),

21(s, 2H), '7.12-7.22(m, 3H), 7.33-

7. 426, - 3H), 7.53(s, 1M), 7.55(d,
| J=9. 0z, 1H), 7.76(dd, J=0.9, 8.4z,
;T 88(d J=9. OHz, o

3-13

7.48(d,

' ,;Me0H~d4~300
"1 0.83(t,

-J=7.5Hz, 3H), 2:01-2.22(m, 2H),
2.72-2.79(n, 2H), 3.01-3.12(m; 1H),
4,18-4.26(m, 1H), 5.05(s, 1H), 7.19(t,
J=7.5Hz, 1H), 7.38(t, J=7.8Hz, 2H),
J=8.THz, 2H), 7.67(d, J=8.THz,
2H), 7.74-7.83(m, 4H), 7.98(d, J=8.THz,
2H)

3-14

1 1.55(s, 3H), 2.64-2.93(m, 2H),

30,
- | J=9.0Hz, 2H), 7.79(d, J=9.0Hz, 2H),

MeOH-d4-300

2. 94~
3.10(m, 1H), 4.09-4.21(m, 1H), 4.98(s,
1H), 7.09(d, J=3.0Hz, 2H), 7.12-7.22(m,
7.30(t, J=3.0Hz, 1H), 7.37(%,

7.98(d, J=9.0Hz, 2H)

MeOH-d4~-300

0.76(t, J=7.4Hz, 3H), 1.91-2.07(m, 2H),
2.71-2. 76 (m, 2H), 2.96-3.08(m, 1H),
4.08-4.22(m, 1H), 4.84(s, 1H), 7.20(t,
J=7.4Hz, 1H), 7.36-7.54(m, B5H), 7.72-

7.78 (m, 4H), 7.81-7.90(m, 4H) 7. 98 (brs,
4H) .
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EX. Structure | NMR (solvent. &)

| DMS0-d6-300

' 11.294s, .3H), 2.94-3.09(n, 2H), 3.70-
',3wm1m4@m1&7wm
1 J=6. OHz, iH),- 7,36(t,  J=7.5Hz, "2H),
A 51(& J=6. 0Hz, 2H), '7.58(d, .J=3. OHz,
Co I “75(d, "J=9.0Hz, 2H), 7.81(d,

] ¢::;Ju6 OHz, 2H), 8.17(d, J=3,0Hz, 1H)

3-16

*‘:‘DMSO~d6—300

1.34(s, "3H), 2.53-2. 70(m,.1H) 2. 86~

13.03(m, 1), 3.57-3.73(m, 1H), 3.97-

4.13(m, 3H), 4.51(s, 1H), 7.10(%,

| J=7.5Hz, 1H), 7.36(t, J=7.5Hz, 2H),

| 7:63(d, . J=9. OHz, . 1H), '7.82(d, J=9.0Hz,
2H), 7.86(s, 1H), 7.98(d, J=0.0Hz, 1H),

8.06(d, J=9.0Hz, 1H), 8.21(d, J=9.0Hz,

1H), 8.34(s, 1H)

3-17

KICRBADLANOT 7 ) 7 F—C— 1 BERARG< N v I A2 50T
m74%~€—1(MMP—l)m%wmmowrﬁotaﬁw%%%ﬁ?o
GEERBR) |
REGIL . 77V HF—¥— 1 AEEA

7 7Y B F—BiEEREIIX Particle Assay &AWz,

Thbb, BRT7IITFT—E—-1LPAFARANEZFVF (DMSO0) THF
RLERBILAMEI6 Tz L— TN, SHRERLLTTZ U by
EEDHEY T2 UAT I RFAR—F 4 J % ME, 37C, 15®MA %a
Ny v EfFol, BERBCE MY A—HRAy 77 —&AVE,

AvFa—argTH, EEEZHNOTV—MIBL, 1, 9—VAFLR
FLUTA—%BML, 595 nmOULEEZRET S Z LT, Kk LBRICHK
MEREZY I 7Y By (GAG) BEEELE, BE% (1Cy) Wl
KRB L UIRIRN Y = VOB BRI EM L, RFVF—FELTIVT -
oy VadFURBEEZRVWE,

REBHI 2 : MMP — 1 JEER
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MMP— 17 v¥EAIZIX Type I collagen Activity Measurement kit (Y A
GAI YU—72013) #96Y=ATL—75—<y MNCEERLTHEA
L7, :

% hOREIT, FERIT SV EMMP — 1 KXo THN S hiedik= s
DI E ) A~DOTEERRRS Z LEESNTNS,

%$MMP—1EDMsovﬁﬁttaﬁmﬁ%%96¢mw7v—bmmm
L, & Bk’.ﬁ’g}: L T Fluorescein isoﬁhiocyanate (FITC) ﬂ?&ﬂx{ 71
aZ—4F &Mz, 37C, 3%@4/%nm~va/%noto

4/%:A~Va/%kiﬁ/—w%ﬁﬁb)x ﬁ@h/77~%%%?5

L TRREILED, BLETV, J:?%%‘EW)VV— MTEIRTHZ &TxH ) —
NABHOER= S — 7 RS LE, |

ﬁ%7«»bt5471n7~¢/mMMP—1k;or@%énék§&L
TF )= N~DERFEEERTIICREZLPD, MMP— 1027/ —EHE
MW LI A4 7 1 25 —FVOF I TCRERE (HEWEA S 5 n mBIK
&5530nm)%Mﬁfa:kﬁwﬁbtom%%(lcm)ﬁﬁﬁmMEl
UHBMY = VOEEZERZHEH L,

iﬂﬁ%ﬁlﬁﬁzwfﬁéﬁ41&642LTLLO&% %* +iX1p
M%ﬁ,++ﬁo.1uMﬁﬁ, uluMu¢,~—ﬁy93M%h&r?ou
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Fz41
: o | BERH 1 HEmz | o | BEREI1 R 2
REPES 1C50 AG1 1Cs50 MMP1 XEHIES 1Cs0 AG1 [Cs0 MMP1
A-1 + ‘ e 1-85. o R
1-2 - - - 1-86. | At T
1-5 .. * . -87.. * -
______ 1-7 K __1-68 A
_________ 1-8 | - lo1-89 | ew T
......... 1-9 T " 1270 + o
1-10 + AT -
_________ 1-12 |+ ) 172 e -
......... =13 |* A-73 .
......... 1-15 | . ** - T .
......... 1-16 | o+ | N 178 *+ e
______ 1"17 . ""_".“*‘ N 1'77_.___ “i‘ .__“____“-"-__“:""-"
L A-19 A - 1-79 k2 A N e
A2 el 1-82 | ke -- |
_________ 1-26 =+ f..1-83 | A
......... 1-27 o . 1-84 ++ -
_________ 1-31 | A - 1-85 +
......... 1-32 | o 1-86 | * -
_________ 1-3¢ | #+ 1-87 o
1-36 i - 1 1-88 g -
I Lo Y A N . - 1-89 +
_________ 1-38 o 2S00
1-39 s AN NS A 1-91 L e
......... 1-40 o 1282 e
......... =41 | e B98O
o142 | e - 1-94 A
143 1-95 + e
_________ 1-44 R 1-96 * -
1-45 s AN R, 1-98 | . At
1-46 *+ 1-99 R -
______ 1-47 + 1-100 L -
_________ 1-48 + 1-101 bk
1-49 | - 1-102 +
_____ 1-50 o - 1-103 ++
1-51 ++ | 1-104 +*
......... 1-52 ++ 1-105 + -
......... =83 | LLA-10e L A e
o A-54 1 o I 1-107 |+
oo A-8s 1-108 | . +E e,
......... 1-56 | A 109
......... 1-57 | A A0
......... 1-58. | .+ 1. N T S + e,
......... 1-59 | %+ | 1-112 an Y D S
......... 1-60 | 4+ we o A-113 + .
1-61 e A - 1-114 o =
1-62 s SR TR 1-115_ A
_________ 1-63 | oA . ]
1-64 + - 1-117 ++ - -
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4 2
o | SRER 1 SERY 2 Bk AERp 2
|HE ARV | BRI e | pepmies | RPN T | BERBI2
=i alsd 1C50 AG1 1Cs0 MMP1 ﬁmwjﬁ% 1Cs0 AG1 1Cs50 MMP1
1-118 | %+ -« 1-154 o -
......... 1-119 | 4 e 1-165 | w T
1-120 =+ - 1-156 ....,. :::: e
_________ 1-121 ++ w7 45T P
_________ 1-122 | -+ - 1158 | 4+
......... 1-123 | ok = 1+159 ¥ R
......... 1-124 i « .l 1-160 i T
......... 1-125 |+ L . -
_________ 1-126 e N T T
......... 1-127 il b 1-183 o
......... 1-128 | *#+ o 1164 | e T
......... 1-129 | +* i 1165 | T
......... 1-130 | ** -- 1-166 - A
......... 1-131 | 4+ A
--------- 1182 | o4 e M1-188 | e LT
......... 1-133 | 21 |
......... 1-134 | * | -- 22 [
......... 1135 | wE - eI ,
1-136 | . L -- 2.5 T e
12187 b S X I N I
......... 1138 | N A I
......... 1-139 |+ L - 3-1 |+ ST
......... 1-140 | 4% | e N 82 g T
......... 15121 e S
-2 s D 3-4 -+
......... 1-143 | ¥+ | o= 135 I -
......... 1-144 | 4+ | e 136w A
......... 1-145 | 4+ | e T e T
......... 1-146 | o+ |- 138 | e T
......... 1-147 | 4k | -39
......... 1-148 |  ++ | .= 3-10 | e e
......... 1-149 | ¥+ | B2 ST
......... 1-150 | o+ == 1313 | e -
......... e N T OO - S A e T
JA-182 | . - I 3-16 | ++ |
1-163 e 317 T PIFE i

ﬁkx%%wmA%DvL)/ﬁxf5n7n74%~ﬁ—13(MMP—1
S)M%kaowrﬁotaﬁwf%%wT

5 FERHIS . MMP—13BRT vl (EEAREZE)
LEWDOMMP — 1 3FHFEFRMIL, WAMIAEREZAVEEET v A0k
WRDI, ZOT A3, BADE L ELDEZRBCE LEGRTF FE

HEMMP — 1 3 THW§5 L, BRSEICHA L TRAESEMT 5 2 L2 E
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HELTW5S,

96V =NVTL— MRRILEWEKR (1 0%DMSO) 241,/ U=

WML, SLKEEMMP -1 3% (100ng/ml) #1641,/ 9=

WM Lie, 25CTL5HMT VA Y ai—Yay LRBICEER] (10,
5 M) %20 1/9=MRMLT25CT6 0AMBSET R0k, 3 %HRE

26041/ 9= ML TRISEBEL, 10 AMBERICET =L ORNS

B (REWES 25 nm, HHKE405nm) 2WETBZ LT, LAHOM

MP — 1 3IFEEE (IC, XIEER) ZHMLE,

LRG3 ORBEE 4 SR UL, BB BR, 1 MAR +HR
o 0. 1uMEWERY.
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#43
FERMGI 3 SEABI 3
KEHNES iCe, MMP13 EHHES i MVBT3
1-2 + g5 e
_________ 1-8 | b 1-86 T © T
_____ 1-9 LR T S
_________ 1-13 A+ 1288 e
1-15 A o +
_________ LRI O . OGP N - R M. S
_________ 1-26 e 49D ++
1-27 N =93, ++
_______ 1-31 & : 1*94 T e T
1-34 +# 7"1-95. +
_________ 1-36 ) o1-88 i
1-39 Y 1101 ]
_________ 1-40 A 102 ++ |
......... 1-44 o 12108 L
_________ 1-45 o1 1106 + ]
1-51 e O T T
1-52 ++ 1-108__ | o]
I 5 T I SEXAE . t+ ]
......... 1-56 | 4+ | 1-112 | 4
_________ -7 |...*® |1.1-113 L
_________ 1-59 RO OO ot . L SN N .
......... 1-60 R S O o . - T O
1-61 e 1-116 ]
......... 1-62 S O A
......... 1-63 | ¥+ § 1-118 | . e
1-65 | . LA 1-119 | |
______ 1-66 + | 1-120 |
________ 1-68 + 1-121 o
1-69 ++ 1122 | ]
1-71 s 1-124 [
_________ 1-72 o 1-125 | +%
_________ 1-76 ++ 2 1-126 +
_________ 1-77 | o4k A-127 e
_________ 1-80 | w% - I 1-128 | 4
_________ 1-81 | A+ 1-129 | ae |
_________ 1-82 ++ 1130 | e
_________ 1-83 | o+ 1 22 xS
1-84 S I 1

uiwaﬁ%%%;b\ﬁ%%Kﬁém%%il)m@nt7¢9ﬁ%w€m
EEHAXIIMMP — 1 3EEERAE2EF L, Ao, MMP— 1 OiE#icigd 3 &
5 Tﬁvﬁf~ﬁﬁﬁbfﬁwﬁﬂﬁ%%?é:k#%éhko!
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BEZE_E O F| F FTREM:
ARFEFT I NE, EREEMH% (0A) | BHEEHY v~F (RA) . BEiE
B, RRERRIL, B, BE. TVAXR—MRE, BUFSE. WeE, 2%
SRR (ARDS) | WRYSE. MEMNL, BRRKBEOT 7 ) %
%—ﬁXﬂMMP—l3@4&?6%%@%%X@%ﬁ%&LTﬁ%&%A%%
‘T LB TED, - SR
- O ARHEER. Eﬁf&ﬁéh%%ﬁzooz 382573%%%@&LT%U
A%@W&ﬁﬁ%%%¢»ét@ﬁéné%mﬁ&5y~' ‘
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(A, RIAUR* X, ZhEhMSLL T,

(1) ARFBEF.

2) ~aFrRF,

(3) KERE:,

(4) C, TIVFNE,

(B) Cre7vaFxv i,
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() "urC, Tnraxii

X |

@®) — (CH,) ,—X— (CH,) ,—A

@EH, pRWaqik, A—XEER-T, OXX1HEL OBEEERL,
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CON (R® —, —N (R®) SO,N (R¥) —, ~OCON (R®) —Xii
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ZZTR2 RUR®2 IFIRA—XIZE o> T, KRRF., Co TN NE, BRIN
THEWC, , RILKBRE, BRENTH XVMA Coyw RILKERE, BRE
AThENAF R REXRERSHT EVEA~T RRERTL, |
rix, OXit1mE 2 DERERL,
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LT IR,
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N=2,3,4,5,6, T-~F ¥t Fa-1H-v'7V a[4,3- Y Pr-4-UAVRVEE B R
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=N)-3-F% V-2,3,4,5,86, 7—«\3947‘1: FR-IB-E7 Y r(4,3-c] ey Yr-4-%
ARVE B FrELT IR, _
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= =A)-3-F % Y -2,3,4,5,6, 7—«\%*} e R i:z:m& BFYul4,3-cley P-4
AARVER ERRFUT IR, o

- raRoF)-5-[4-(2,4-Y 7 m—éﬁwilexj‘ﬂev) R VAR =] -
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