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ne 203, A1) R 7= 6-w|EA7]o] 3 A|29] R 7] 7-9 A o] A8, 3-(N-o] &L &3 N-m] & o}1] 1) 3T
ZEA, HEYU-1-YTZEA] | F-REEZF LI ZEA | 3-(],1-U2LHETGS S 2-41-1,4-F|o}F-4-) L 2
ZA, Ay ez 2 A, -2 d 2 P-4-d W EA] | 2-(4-m 2 I H 27 -1-) ol A, 3-(4-v & ) H 271~
1-d)ZZEZA] ) 3-(4-Alot e d | HepR-1-A) T2 Z A F 2-[2-(4-H & I A g -1- ) | FEA] [ ol F A of| A H &Y

s,

2708 &A date] AgE o] Q= A29l R 7] W] 19 CH, 7I= 7] CHy 7] Aol sl=sA17E i &
loH

R 424oaL;

ne 091 29l Bheby 19 AEY FEA e ol ofshd g Ayt

A7 12

A1gkel] lef A
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-7 5 A1 -4-(2, 3-F Rt S A ob e 2] ) -7-[3-(1, I-H S B E &} 8] = 2-4l-1 4-Ef ol -4~ ) L2 FA [T £ 1,
6-v 5 Al-4-(2,3-vE At S Al opd 2] 1) -7-(3-9] Z e H-1-L Z 2 FA) A }E

6~ 5 Al -4-(2, 3~ D A ] S A opd 2] 1) -7~ [2-(4-W D o] of| 2} R -1- ) o H A 1A &

6-m E A -4-(2,3-v D dl ) S A ob d 2] 1) -7-[3-(4-m @ 3] ¥ 2} 1 -1-) T2 ZA | £,

6-11 5 Al -4-(2,3-M D At S A o} d 2] 1) -7-(3-¥ F Y H = T2 Z AN A=,
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7
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Aol osf zgats FF Al e diete] s 2E

o
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=
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x
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=
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, AI3E DNAS] dR7F T FAdA, 5 A oMY T AR FHS FeEste AR MYy
7} UH]:.LJ} 2 F At Aol A% A (Bradshaw, Mutagenesis, 1986, 1, 91). o]gd ¥ ok
3} ol AE =& xgﬂa].]:]. AR o1zt £8A BaA7 2A3EH HAE Z2]0]
g g FAAE HEA VA 24E dEsleta, A A AA FEAES T
?W(Yarderﬁ] t}4=., Ann. Rev. Biochem., 1988, 57, 443: Larsen$]

t}=., Ann. Reports in Med. Chem., 1989, Chpt. 13). &<stxz} st Al El24l 7] UAl= o] gt vfo] g

v-Src

22 FTF AR, oA pp60 B2 WA (v-SreRE deEl ), 2 G Azl A9 sl Bl 24l 7] uhA],

A ppe0 " HZA AU (e-SreRE e A)=AE A7t

o do O bu
SN
o =
flr
o
ot T
>
o

FE&A 2N 7UAE AE FEAE AAEE A3 ase] daoA Fasitt. o5 AEEtd ZA 9,
®9 A7 AAHEGE) 59 47 Axfol] tisk A A3 J97 FIUAIZA gt @A F EE4 o
RS RIASIAIZI I A2 T S v AE XY FES Zhe A it Aol F8A H2Z4l 71y
Aol Ajsl= A AXe] AEES 722 & g FF FE&A HEA YA FAE Ark(Wilks,
Advances in Cancer Research, 1993, 60, 43-73). ol ¢|3l¥, EGF, TGFa Neu ¥ erbB & 52 &
A g2 ]Urzﬂll EGF AI9E 2gete Fd2= 1 84 824 7|vA, Jd&Ed 2 IGFI 84 2 &4 #
g FEA(IRR) T2 F&A B2Z4 ZuAle d&d ALS xse= ELEH* II &4 24 7]vA, ¢
PDGFa, PDGFB R ZF2Y A= AA L(CSF1) F&A T F&A €24 71vAe] diax fd 43 94

(PDGF) AQS =3t Fe & 111 584 EZ2A 7|UA So] 9},

54 BRA 7IdAlE A el fAsta, % Ax e, A 8 (A, A5 dold TF el

FEFE MA= A o] Ase Ao Aol wdE HegAl HEA JluAle] el ek Aom deA

AH(Ullrich®] w4, Cell, 1990, 61, 203-212, Bolen®] vh==., FASEB J, 1992, 6, 3403-3409, Brickell®]
=

4., Critical Reviews in Oncogenesis, 1992, 3, 401-406, Bohlen®] T}4=., Oncogene, 1993, 8, 2025-
2031, Courtneidge®] ©<=., Semin. Cancer Biol., 1994, 5, 239-246, Lauffenburger® t©4=., Cell, 1996,
84, 359-369, Hanks®] TU}4=., BioEssays, 1996, 19, 137-145, Parsons® TUF4=., Current Opinon in Cell
Biology, 1997, 9, 187-192, Brown®] U©4=., Biochimica et Biophysica Acta, 1996, 1287, 121-149 %
Schlaepfer®] TF4=., Progress in Biophysics and Molecular Biology, 1999, 71, 435-478). Src, Lyn % Yes
E| 24 7IUA 59 Src AlE, Abl 2 Arg 59 Abl AlEF} Jak 1 & Tyk 2 59 Jak AEE v E3 435 57
o] HlF&A B2 71UAZE & A At

Src Al v|FEA E2A JUAE A AxdAs & 243, Axe] A9 FAstdAs 584
2 FAHE Aoz A ok, a8y, 292 Src AE FAEY, dE EW Src HEA UAE BRE <
kel oA YAy, A 51 A%, A 2 Y (Cartwright 2 U‘r—r., Proc. Natl. Acad. Sci. USA, 1990,
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87, 558-562 % Mao®] TUT<F., Oncogene, 1997, 15, 3083-3090), % -H<+(Muthuswamy®] TF®, Oncogene,
1995, 11, 1801-1810) FollA (A AXE FF3} nlalste]) Fs] 43t do] viMetr}, T3, Sre Al
o] H|FE&A HEL 7 vAle thE HE QIxket, olXdd #Ho Aot 9@ B AESE v ES v-AAE #H 9
(NSCLCs) (Mazurenko®] ©}<4=., European Journal of Cancer, 1992, 28, 372-377), "33<9F(Fanning®| tl<=.,
Cancer Research, 1992, 52, 1457-1462), A%< (Jankowski®] ©4=., Gut, 1992, 33, 1033-1038), A HX <,
W29k (Wiener®] th4=., Clin. Cancer Research, 1999, 5, 2164-2170) % 2749+ (Lutz®] th<=., Biochem ™
Biophys. Res. Comm., 1998, 243, 503-508)°] &=Astth. W3k, Src AIFe] H5&A HEZA 7]uAlo] o)
F71e] A7F FF A& HEESIH, Sre A9 HEA 71uAZE 9 #x3 AoR odEn.

¥, c-Src H|FE&A HEA 7uAS FH 9
o] Axd dwdne] Ao A48E8 T gl
o, S, Sree AE E5AHS A ZAs = AsdG Az AAdH ] . Ak
Al, ¢c-Src, c-Yes E c-Fyn WG 24 7|uA]= Ae| 2 w7 Az dd 2 sl=2 (cadherin)-2] &4 Al
E-AE HEE gyl dojA Fadt 4TS P} (Owens?] TS, Molecular Biology of the Cell, 2000,
11, 51-64 % Klinghoffer® ©h<=., EMBO Journal, 1999, 18, 2459-2471). A|¥2] SEA L& =43ld FUo]
FE A A, tE 229 S WA H dold TF A A dAE FaA s v dasit.
dF 59, F4stE AP Hdeo] AEowRy Axd YA Ao AFome] A T WP c-Sre HIFE
A EZA 71UA &7 AFAAA 7 Aok Brunton®] T, Onocogene, 1997, 14, 283-293, Fincham®| T4, ,
EMBO J, 1998, 17, 81-92 % Verbeek®] t<=., Exp. Cell Research, 1999, 248, 531-537).

2 7IyA 2 #HAH (paxillin)S 1&gk
st Aol F71=2 4H A

Qe e ogAARA Fad Aol AX

o AE fESHE LHEE o AT WEA del 01451
g, B8, w5 A B2 Ao dAAE 1Y FF Ao oA R/EE AR AgE A

¢
i

i
i)
ot
N
il
rlo
i

o
X
H
A
ol
A
T
iy
e
=
H
)
)
=
fol
=
o
ofN
oS
i)
o,
o
P
s
i)
s
=
o
i)
o
pe)
0

2 g AAE SEe] bl AETSH ZRA|2 X = @il oAk oFe st &S Zh= Flof o
A7l A} B o] ofun, FELS HolAd % A HY 2 olF TYHE FEE AE W dAd
AR 1 o] Rl A HEA-5ol4 dld FuA| o] AAE T3 dFY E5S& ATshe ow A7
k. 53], 2 @] S3HEE Sre AG] HFEA HEA 7UAe] oAE S3A, dE W 1 oY c-
Src, cYes & c-Fyno Ao e &S adE AlTste Aoz A4

TS, cSrc HFEA HEZA YA aav 33 AX FAe W S5 Aot #e] vk I A Ao
(Soriano®] ©=., Cell, 1991, 64, 693-702; Boyce®] ©<=., J. Clin. Invest., 1992, 90, 1622-1627;
Yoneda®] ©}4=., J. Clin. Invest., 1993, 91, 2791-2795 £ Missbach®] th4*., Bone, 1999, 24, 437-449).
weEbA, c-Src HIFEA B2 71UA 9 A= aohEs, FAW, WA do)d d3 g T4 F e 18E
5 5o w Al ot @ A zoA Fast).

ER, B ougel SHBE 2F vi-oby A, A 43 AR(), FriEcls wAd W 934 FL),
s AR, 4 AsE 2 9 4D, AFANG, TEd A8, a4, dve A wg, de
AR, obHEY BY AoF R ATIRF), A=/ A, AW 9F4 Fay, Py FHF R P
B AR RRE AVE AEA gt AT 342 JdARE O s

Aumow, B owgel FEL Src AL MFEA B A B FEF A BY, AF 59 -
Sre W/EE c-Yeso] oAl BHL AU, BHE B2 AUA] Ex, AW EE S8 H2A A B/EE
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VEGF 4=&A |22 7IuA|e} 2 =84 El2A Z|yAel 3t g FAde d fFasio. s, 2 dyge 5
A g VEGF 584 E2a JlgARts Sre A wgA B2 71GA, dAY o-Sre B/EE o
Yesoll tst a5eo] Adxo=z 1§ -3, ol 33E-2 Src AGe HFEA 24 71UA|, odF 9
c-Src D/EE c-Yes ]ﬂﬂﬁ%%%@_i%% AWM, dE 5, c-Src Z/EE c-YesE A&7 =8
o7 AbgE ¢ AT, VEGF 84 E2A Z1uAd thale]s EA4lo] A gleE Aoz A=HUT
e R LA
2 o]l 5o wpgha] ke 19 AUEY A T ol ofdd 8o AFHLE,
ELEN
I S}
e =z
H \N/\(KO
o—/
N
R')s
( N//]\H
7] Aol A,
me 0, 1, 2 =& 30]11;
7 R 7)E BAaAL Fold 4 glon, #EAw, ERIZFeaud Aol oliaAlolk, UER, 3 %f\],

_l

= p=)
HAE, ofujx, X2, Jt25A, JtEuRd, (1-60)¢d, (2-80)&Ad, (2-80)&71d, (1-60)LFAl, (2-
60)SAL LA, (2-60)L71d A, (1-60)LZE L, (1-60)¢ZAId, (1-60)LAHEd, (1-60)LZ H
g-[(1-60) LA ot =, (1-60)LF A ER Y, N-(1-60) LA 7 2w 2, N N-t-[(1-60)&ZA]7t=2u5d, (2-
60) &7 e, (2-60) LA A], (2-60) & 7F e obr i, N-(1-60) & A -(2-60) &7 =D obr| 1=, (3-60) & 1 =
ofu] i, N-(1-60) ¢ Z-(3-60) LA Lot i, (3-60) L7 =dobn =, N-(1-60)LA-(3-60) L7 = o}n| =, N-
(1-60)gA s wd, NN-U-[(1-60) &A1 55, (1-60)Lzrdxdotr = 5 N-(1-60) &2 -(1-6C) L7+ L

dolu 2 R E A¥E AL, £ sheb Q- -[e1714, X & A% Aol ALt £ 0, S, 50, S0, NR®), C0,

\u

CH(OR)), CON(R'), N(RH)CO, SONR'), NR)SO,, 0C(R)s, SC(R), 2 N(RHC(R),=HE] Meis)m o] w R'= &
2 EE (1-60)27elH, Qe o}, o}d-(1-60)2 7, (3-TOAZF2AZ, (370 22 A-(1-60)2Z, (3-
TOANZZLAY, B-7T0ONZFZ2LAL-(1-60)LZ, e 2otd, de|Zold-(1-60)LZ, JEHZAIZH & 3
Hl2A2d-(1-60)2 21919 7]ZRE Aus Ay, (R, (1-30)¢Z At S A o] 2

1

R' X137 Ule] glele] (2-60)2Z @ A2 = 97 w4 dx= 0, S, S0, S0, NR), €0, CH(OR), CON(R),

N(RCO, SONR'), N(R)SO,, CH=CH 2 C=C2RE Me® 79 A& o] 4elo] os) Hejd 4= glon,

5

of W, R 4 Ei (1-60)LZ ol ALY, B 499 717 NR)S 4%, R E3 (2-60L7hedd 5 9o
o,

1

R A 37 el <Aoo CH=CH- =+ HC=C- 7] ¥tk CH= TE HC=YAdA TE2AR, FIEEA],
FhEntmel | (1-60) %A 728 | N-(1-60) %A 721 | N N-T]-[ (1-60) 2 Z |7} 20k m.al | ofn) 1-(1-60)
7, (1-60) 7 obu] 1 (1-60) 27 2 T]-[ (1-60) 87 Joh] k- (1-60) St 23] A&l s A}, w8844 Q'-x-
(714, X'= A7 Ado] A EE (0 2 NRHOZRE HeEi, o o RS 2 e (1-60)2olH, Q
= }a %—(1-6(:)%, e zold,  dEEolE-(1-6C >oge1, EE R . e
el 2 A ZL-(1-60) 27 AR A2 wed Fx g

jalS
©
)
fru
-z
v
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R' 2 87] o] olele] CH, == Cly 7]= Z47be] CH, T CHy7] 9ol 1 o]4ke] & & e (1-60)27 X3
% RaAAY EE SEEA, Aok, ofnlw, sz Eﬂ,ﬂeﬂﬂm,aﬁm%%ﬂ,O%O%ﬁﬂg,ﬂ—
0L AMTY, (1-60)LAMEY, (1—6C)°L71°P31i =] O dZA]otr =, (1-60) LA 7L 2R, N-(1-
6C)LZA7tEnE A | N N-T-[(1-60) L2 [7120 2, 6C)a P g, (2-60) L7 =L AT, (2-60) LT = ofn
X, N-(1-60) ¢ Z-(2- 6C)%7}iao}ﬂ]i, N—(1—6C)°E.%7E‘*é 2d, ,N—ﬂ— (1-60)&ZA 143 =2d, (1-60)L¢=HA
Edolux = N-(1-60) & ZA-(1-6C) L4t x doln] = 2 g A8l g AL X—Q [o17]1A4, Xe 2174 Agol
A EE= 0, S, S0, S0, NR), €0, CHOR), CON(R), N(RDCO, SONR'), N(R)DSO;, C(R).0, C(R),S 2

SEN

Mﬁﬁ@%iﬁﬁiﬁﬂﬂﬁ,ﬂImﬁ%ﬁﬁzﬁ%(kmﬁﬁbmkﬁ%OEiOE%G%OQQ,BJOM%

2, (FTOANE2LL-(1-60)LZ, B-TOANZZLAL, (-TOAE2LAL-(1-60)LZ, s 2o}, 3 H
2old-(1-60)44, FEEAEFH = sﬂEﬂiAl%% (1-60)L¢Z2Ad 19 7|25 EH A8d X378 i =

)

#7) el Qoo ok, HHzold B HHRZAEY 7l BRAw, ELEFeRdY, Aok, U
B2 Smaa o, AEuA SR, (1608, (2-S0WAY, EOWIY, (160FTA, (2
60IAL A, (2-60)A71 S A, (1-60)LAE L, (160)FAATY, (1-60) DT, (1-60) A opv] e,
H-L(1-60) 22 Jobr e, (1-60) A 7h2 1, N-(1-60) FAFF21bR e, N N-t]-[ (1-60) A |72 bl (2-
6O%ﬂi%,@%O%ﬂi%%ﬂ,@%m%ﬂLm@ﬂi N-(1-60) ¢ Z-(2-60) &7t =dolr =, N-(1-60)&Z
ARl NN-F-[(1-60) 2t 1A b2 8], (1-60) 2k 2hd E dobm] i 8 N-(1-60) 22 -(1-60) 2k 2Hd E o] e 2 7
B desg, me astd XRI714, X 93 Aoy e 0 % NRHZFH HAesn, o] f R'e

S EE (1-60) 2 o]H | RS &7 we-(1-60) 22, 3| =2A-(1-60) 22, (1-60) A -(1-60) L7, Ao}
-(1-60)¢Z, ol =-(1-60)¢Z, (1-60)LZo}n =-(1-6C) L2
(1-

P ohn] i (1-60) 22 EE (1-60) LA 72 1 d o} b

, d-[(1-60)&ZA Jo}r] =~(1-6C) 27, (2-6C)
6023 ] E= 5] X -Q'Te]7]A, XK= A

¢

A AT EE 0, NRD 2 02%FE AaEi, o o R'e i i (1602208, 0t 2w, (1-
6037, (2-80)%AIY, (2-80)27]d 2 <1—6c>°LﬁAli—‘ﬂrE1 AaE A AL B gold 4 g 1 B 2
Aol A2 wge FE e ofd, ofd-(1-60)%7, dHzold, duRokd-(1-60)27, A=A &
=
1

o

AlEE-(1-60) 24 ]9 7 28E deE s, sdaAY B dold = A= 1, 2 = 3749 A&7

o
fr

RUbel A2o) el Qlele] AHEAEY s 1 EE 248 S £E H%e RIS BT FE gon)

RE 4 & (1-60)gZ o)L,

Re 2w, EdZgoede, Aok, UER =24 ofny, 7t22A, 7282 (16022, (2
8OUEAL, (2-80)¢71d, (1-60)LFA], 2-60)LALHA, 2-60)L7I1dSA, (1-60)¢ZHE 2, (1-60)¢4A
yd, (1-60)L¢Z2Axd, (1-60)gZolux=, f-[(1-60)&ZA]o}n =, (1-60) LA 7t=R Y, N-(1-60) LA 7=
vEd, NN-t-[(1-60)¢Z]7tEnmd, (2-60)L7ted, (2-60)L7t=d A, (2-60) LT =dolrm] s, N-(1-
6C) A -(2-6C) &7 =P obr i, (3-60) LA, obr] i, N-(1-6C) L7 ~(3-6C) LA =P obr] 1, (3-60) 27| :=H o}
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shet2) 3¢ 2,3-vlg AT SA bW S BWS Ao A vhsh g Fae] Aol A A& = 3
o},

(b) 3Hb olel R7I7F Q7190 sketa] 19] shgE (o714 Qe obb-(1-60)27, (3-T0)A F 2 %T-(1-
60027, (3-T0AFEAAL-(1-60)22, el 2ol A-(1-60) %7 Ei= el LA FL-(1-60) LA o] A} 7§
web A gE GA7lola, X & Ak A4S AxsE

K

, ) A9, AgsAe A3 g5Ae EA 8k 8ty 348
259 AuEdS A4de a2 (dacl net doo 487t mas, Aol EAshe oo Havle F
Aol FHo R AAR]Y AFLAIE .
3pepe] 5
. (R),
~
(RT) N 0
m O\/
SN
HO , N¢J
A7 A, m, R, R, n 2 R'& o wlel oleole] ®e7)7 BEEo] g AL A st HAadt v}
Fag=
]

~tvEoln =X 2 9)-3-9 2 H o] n =
=h

wejolu= Ao}, Ei ved ® Aol E o) obx SFEN} EelAdE
29 o) E2We] EFE Av. AW BBY §u) Tt ANAl, oF SW YA Feeols, FeE
&, EE AAGSEA S FRAS%E Soie) B, 10~150C, BFFAET Fe EE 7 2o end
A pgA7E Aol Al st
NS AAE BRA Sv) B SAA, U TRASE (), AL FRejo|=, FREIE wE A}

KR
Aspera)e] E4) o, 10~150Ce L%, wEAsE e w1 e endA AAsE Fo] Wil

(¢) R opu] -2 38 (1-60) A7) (o, 2-5 23] 3|2 ¥-1- o] B A] = 3-T] v & oju] 132 2 E 2] )2l 8}8}
' 15l (1-60) LA 7191 348k 19] 3¢S e 2A 2 3

ol wge oldd WPel tal T4 o A3 F el WA AelahA AAT F Ak, Rl (1-60)%
47190 B8 19 FFE Bal W, oAy AYEY FEAT HEF olvE LdolE So| A 7
& (160 AN ER AelatAl, EE dF dAdEAYE So| 40 7% tleldzav s Aste] 4
AT S ek AERos, B U o W AUEU GEAT AUEHYE 5o Bh EE AT
E@EARE R A ste] AAHE Ro] AAs, R'o] ohArEAYIel 8514 19] SFE] wal W, o
g 59 2o 5O AT 75 e EAs) ANEY FEAS FRIATAY, B EeET 0 woly
EA B9 714 EE R4 wgAA AAE F Atk old@ W gl Jol visl ge AP B
24 gv) EE MR EAt), T3 10~150C, HFAFAL FLA B Fe F2e] SRelA AA
she Aol wherA st

(e) R' 717k 13 = 23} o] e7] & % ital

aoke g
Ap ot 7S Eeshs 3k 19 dE Eetes ek W,
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E 5o oyl dis) M BEv] F Ao Flelrh. ot ofn]
< AEHo] sk, 53], A& Et-REATIERYY] 5o AF
[e) =]

S A, & EW EYEF

(1) R 717} (1-60)=A] = 238 (1-60) A 7] T (1-60) % Zobn| i = 235 (1-60) 2t o}r] 17
2 ZPsHE oty 19 BFRS Axsh: 4, DL A% vk g 488 4719 E4 skl R 717
] = 3

= ST, R”
AAg HESAY] EE 1A EE 23 ol E HFSE B84 19 AED FEAS SAstE Py

d
N

A a A= Ro] (1-60)2Zobr] e E= 23hE (1-60)LZ o] =79l 88+ 19] 2o Az 9, &9

o], Ro] N-v&7] & Fgots sheta 19 3tz

A, AN FAHAFLTIE SO dde] F5 AFE SN, BE e

>0

A%
] ) == wEgd F2elolmg ge A
o}, o] Wk 10~80T, HEsAE A £ 1

(h) R 717} Sl =2A78 £@abs eta 19 S8 Axsts 49, R 717 msd JeSA7s Ldas

sheby 19] &g seEs Tallshs .

SEAl i A% wEolE, dan Ae® 257 F Aol Aol oY@ %A nile Ra
of Aag gy Aavlol k. S8, A4% wEAE A7) Fo) 2AI g B We x4, oA ¢
mote] A sol Fald F gl ohAEsS g AF Whed]olt

sheb4 19 AvkEY fEAC) o5y Hgdel WA A%, oA A PGS Bl AAE Agatel 44
& e AEYU f

Ag %6]—24 T,‘i_zd

719 $4E c-Sre FRA A AAA, c-Sre FAAAL Ao SH o A e AAA, A59 1%
o FF AL o5 APu A R FE vhg oA A5 29 ol FelNH JF] A AR
Aol 2 wgel gl adE S4s: o A48T & A

() AR e Ex Bt

EHYE 7149 Ea cSre AbAle] % AAEE ek HAE B3R AL B
& Abgstel Brhekq.
A SO[UER olNE 0.2 mg/miE FHEE TAAE AF A4(MBS) F Eelohuledt Poly(Glu,

Tyr)d:1(A 2r} 74271 HE P0275)¢ 20 pg/ml &% 100 w]L T Nune 96-9 HARGGIEE1 W3S
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439454)2] 7y Aol Hrislar, o] & TWHEAIFIAL, 4TolA 16 A B BIASG, FH=Fe] A SRS
W3, 29 83 SXEW(BSA; PBS 3 5% 2N 150 wl) £NS 7|Ao] Zgd ZF BA A o]EA| 7|3, A
ol Al 1 AIZE ot F2 AEsle] 5ol AFS Autslditt, < FHsle

= o] A AS . 0.05% v/v Tween 20
PBS(PBST) ¢} Hepes pH 7.4 &% (50 mM, 300 pb/)o2 A2 MHS TS, EFE AZAIH .

77te) HlAE SRS dud AEA s 8§43, TR H4ske] dwe] 549100 pi~0.001 p

We AT}, HAE SgHEe] 7 sAoe] (25 s)E A BBl QA= Am o] FAATE. "AA" o

27 9 FFE Aol H458 NSOE TR b5 -Ee] EAAO E(MP 40 p)E FHHa o
o) Wol(25 )&, AP glo] FaulIHS FHals "EAY

"tz de A 2

279 RAZE c=Src JIHAI(GLH o) E who] QB Am e A IS o Bl =oll A AlE 14-1172 Al s = Sf9 225 Al
Tl A TAHE AxF £4)E, AHE DAl 1:10,0009 H]&7hA] 100 mMe] Hepes pH 7.4 $3 &, 0.2 mM
o HEF 22REdvdelE, 2 nie] HEEdelE B 0.02% BSAE FFshs &h AAE A}%OM 343t
At WeE NS AEA L A SR mae] (50 pt)& A dell HRshal, #E Ad2elA 20 &
F G2 gt 4 Aol FHNE wela, A PRSTR T AHSSTE. vh-2 16 FEAEE A
A (POl E wpo] Qv Az e AL CJE = AF 05-321% Al 100 u0)= 0.5% w/v BSAS $Hrahe
PBSTE AR&-ate] 1:6,0000 wl&7k4] S|4 A17]aL, 2F el H7bshglvh. e g2olAl 1 ARE gt 2 ds

ATk, A NS AAsta, 724+ AL PBST= 43] AHs3ivh. o4 @y s] ASAGA(RP)-A 2 € & Fvpe-=
Ig @A (o} AF Zh2 1 WS NXA 9315 100 w0)F= 0.5% w/v BSAE §Hf3h= PBSTE A&-3te] 1:5009] H]& 7}
A A7) ZE el H7FstE. S AFRelA 1 AR sttt A NS AlASar, 4S5 PBSTE 4
3] Al
PCSB A4z (Al1m} 7FE 20 M3 P4922)8 S HF<(100 me)ol] &3 AAA, 0.03% YEF HRYES Fi3le
2F o] E-AIE O] E pll5 5N (50 mD)S A& s3ith. o] &5 &he] £A(50 ml)& 2,2'-oFA mH] A (3~
Wl ] o} £ 71 -6-4 5 4H) (ABTS; Elaﬂ Zhd= 2 W3 1204 521)9] 50 mge] A AT, WA &
N (100 pl)= zF Aol H7psint. = B3 F=AE ARESHe] 405 moll A= "HAA" dxw def F
D&E7F oF 1.00] Fuwj7bA] #& 20~6 —:z'— SRt AEolA g gstint. "FAA AP $15) 2 "HA (S

0
gle) e ghs AFEske] a4 249 50% JAlE UEtll= EHAE e 34 meE Z2AEUY.

(b) Al A c-Src FAZFAE NIH 313 (c-src 3T3) AlfotrlE ZF2§4

o] ¥4 217t ¢-Src2 ﬁmé} HZ(Y530F) 0 & <43l A 24799 =8 BAAWNIH) vk~ 313 AfotA=
o] 4S5 JASE HAE 3gE9 HeS SHIALE.

Shalloways] t<=e] 23 [Cell, 1987, 49, 65-731¢ /MAE A} FAFS A2 AFL35le, NIH 313 A|XE 2
7 c-Srce] B3 WME(Y530F) 02 FARAAZAT. AAEE -Src 313 ATE B4 1 A 1.5%10 A E] Hl
H2,0.9% Oég}bhﬁ FedF 5= B o] wiX(DMEM; AlZvh) + 0.5% 4 Efo} A (FCS), 2 mM =

EIRl, 100 f9/me AlYUdd E 0.1 mg/m¢ ~EREnLo|AS Xt 4 WA E 72+ Fgaete 96-9 &ﬁ
Wjk-2 g e £33 Hrld(Z2eh)dd HFsdd. S 75(7.5% 0.0 95% F7]) F27|Ue] Fu Y EE

s7Col N Feuakaielth,

HaE :&}% == DMSOOl &3l A1A 10 mM R4S FAgshalnt. Role] wold 7] 7A€ DUEM HiA = 8] 48k,
4 A h%} Atk o1y 7hA] A QS Azt HAE FEo ME ATt H2E k&) M7t
EH&% S ZF ol EFAZHT. B IE(7.5% 00 95% 7)) F27)el Far WA == 37T A
A},

BrdU A3} Alek(H " A whels] 71927 HE 647 229)S 0.5% FCSE 3H&-5= DMEM =< ol A 1:1009] ®]&
PR B A AL, T BA(20 w)S HF FEZF 10 pMe] HEE 72 Ao Hriekdth. #& 2 A Fet 37C
oA F2Ageeleh. A E eEhdct. B3 &N (FixDenat &4, ¥ A 7H3}<l 7}5@1 W5 647 229; 50
w)S Zb Aol Frbstar, 2 S Aol 45 B Fot @ AE)o] FAdvk. AH NS weha, 9 PES(1Y
2 200 pb) 2 AF e, F-BrdU-H A UA] A (B® 7] whele] FtE R WE 647 229)2 1% BSA 2 0.025%
AZx GARF[E5 282 s A9 Zguo] wMH A9 Narvel (5F5¥E)]IE TFate PBS ol A 1:100¢] H]
E7HA A AL, A Sde] BA(100 wb)S ZF Dol HrFesich. $2 A2olA 90 ¥ Fok I "]
FATH. $& PBSE 53] Al At AjtEA ke A AFAE SAsA AAGAC. %—.S: L3y AxA7a,
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=T 714 g (HEA ahe) JhRR WE 647 2207 100 0 & 2 Wol HrhATE 10~20 B
WAEE ot # AP B FEA wwatedrh AEe] FREE 690 mol M FRAAT. 7 AF
B FE WA AE T4 AR FRtn, FFHY K @S fE

(c) g7k AL A ol sl

of W HAAY) LHFER ALF, % BU A FF ALF 45499 o5 odAGH: HAE el 4
5o 49

10% FCS, 1% L-Z5el7l 2 0.3% o}l7l2A(t= = 71820 M3 0142-01)2 3831 RPMI #| A (A 2np) &
Zo A 37TCE 7P%obirﬂr. 2% Tz SN RS o EFZYo|HEtaL, 42CoA BHegTt. s &) l"f_r@%
(1.5 m)S AFg A Ao RPMI ¥A (10 me)oll A7}8Fgth. A549 A|E (S8 M3 ATCC CCL185)E HIX|Ulol A] 2%
100 AE/me] 52 A7, 370 LEo A AT,

A& AHgeto] AE/o7bR2 E3E ] A (2 w)E o] 96-9e], WH T weo s w H-A-uf -
oo (ube] 2R Jpg RO ME 64200009 7 Ao] FoR o] AT, e dAHORE A

of FolM oprkm s S A o] AE TFESAIZT. 4T/ 1§ WA e] L (90 we)S, mIA A o] &4
A g FofshuA 7Jr B2 o TAZT. A7l ZhAE vheh o] RPMI Wi E AH8-ske] DMSO 2] 10 mi
HAoR HAE FH3EE M. 48 HAE Sehwe] FA(10 w)E B mA o] EdE A g
= FostuA 7t 4= ﬂ%%liﬂ. W& 7h5(7.5% C0:: 95% & 71) F27]el FaL oF 48 AE FF 37T A

e
o,
ol

foro@ o2 WIS, o F Aels HolARE S Axe] ARAXNZ ZHHYh o5 A 10 B2
E

stetE o Fieol Wk Wit ole SAGE Xt =3l

o] HIAEYXE BFA F= ul$-~(Alderley Park nu/nu )0l A Foko 2 A= A549 Q17F b9 AFAS
“ﬂﬂb‘ﬂg%ﬁ Aes =AY, ntEg A(matrigel)(NE O7E 7} ¥

o
g 2t W2 vheso) A5 QT el vk FASE, o 149 Fo Fgol YFHES s,
A=)
w

i)
it
5
(
fol
i
(]
Do
w
=
£

(e

o

o
()]
X
oY
o

998 Agte]l HReka, ol g AN, e FAF Bt £ $39 o)
w0 APEe Ao FRS A9agt 14 FelssolE PYAl Fo B i dreons grE
S3ue Axsedn, o 28 A B9 19 18] 7 Folshdrt. £ APl dF wdE Frbsko
A 10 HTE FATA FHS AYHE W Bol T2 ol BN e AL, QAo AT
19 #3He] 2 BHL A7 HAE (@), (), (0 2 (@) F 1 ogelA 8b7] $% Bt gFow ety

H2E (a): olE& €W 0.001~10 pM ¥ 16

H2E (b): olE& €W 0.01~20 pM B9 16,

HAE (¢): dE £ 0.01~25 uM ¥99 &4

HAE (d): 48 59 1~200 mg/kg/¥d HYY &4

HAE (DollAe, & 4o HAEH 31359 fFazdr Aelgdor 585 e SAo #2H A &9k
ok, upgbA, A7ledl Aeol" wiel 1 shshA] 19 FFE, e o] ofghy g YPo] o] Fol Aol &5 ¥
AR FAHE 2SS FEE 54 a9 YEA &8 Aot

2 g o] F7te] Sl weba], kst 5§ Jhest A e TAler A4 Ve AgeolH e 19 Fu
Zd FEA EE o9 4H 89S et g8t A E] ATt

2 dye 2AHES A8, A, 24X, Fd e A4 AE, FAH B 44 dgd, odd, B4 &
4 e BE, A e dEAR), F5&(d, 38, da, 2 Ee F B /A4 £ 2 dg9), &
Aol o3k F&(d, M 2 = I do2F), AYel g3 FoJ& (o, v ), BE HFT Fo
Lo, AWy, I3, ZE5W FoJ g dd FAH EE f4 9 w= 2 Foko ) A ded 4

|
w
|



10-2008-0027400

ol

=

=

JH

e
[=)

<280>

W

vzel
wjr
=K

o]

i

<281>

171 <]
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AE =W, QA A Fo
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el
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gl mpeEbA FepA of

dE EH 0.5 mg~0.5 g2 &dA 3}

)

o}

!

=

o]
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0.5~100 mg, A 1~30 mg)S 23
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Nlo
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Aol Azlel wekA, =
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H7] 213k 371 Aeld wpet

°

5ol
oA A

=

=

L L O |

g oA, AF 1 ked 0.1 mg~75mg B9 14 &
3k

pul

o]

L

.

3

o

Ahg

o

=

=

h=]

)

o % 3ok 19 et

]
|

= o 2

T

s =8

W AF 1 kgD 0.1 mg~30 mg HE e &Fo] A&
EW AF 1 kgD 0.05 mg~25 mg HA 9 o] A&d Aolrh. e},
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w gl o] Zue] F7be S4o wew, e 59 S w2 ole] of
84 5 gqlel faFS A7) TRl FAse wAS £, o4 T AEY A U oF vAL
S8k A% WS wAel BAH cSre AUl 9 WEEA B2 Al oAl FEE B g E

2 owge] F7be) Sule] waw, c-Sre VA o)A &3E AFSEE Aol AT AT opAle] Aol
o 47] Reld wish 2o B 19 AVEYD FEA EE olo] okabd Hgde] =7t Al

B owyo) o] Sl Fske] S maw, 47] JOIF vhst 2L ey 19 AUEY FEA TE oo of
84 5 gqlel faFS AV FRo Fodt ©AE BRI, oS Al oAl £ A ol A
FH.

47 AoE FAYH ARE ©d aPoRA 488 5 QAY, Ex ¥ 0y AUEd fEA Aas 37
B £e mE Wb 8 EE 39 8We WAT # Ao oldW 38 ae s Ao $F%

of, vielntAEE SO MgRz R lokA] AAlA] B FRI|UA Eetav ezl 245 5

o}n] & }-4—( Eﬂ _.31r§—5—°a1 )
1€ vlA s doixEd); FEY FAA(A, of=go}ntol il
H] Al Al-C

Ly evtolal, HAFHA, thg-tento] Al of g Fh]Al, o] EH]*, 1] Ewlo] , HE wvlo]al 9 m Egtnto]
2l 5o StEFALo|EH); FHAREGA(d], WA 2", W5 , HEA g oeeEy S Ry IR
= 9 & g g4HE T Hhols); W EXoliamElA °*X11X11(°ﬂ NEZAE B HUYXEAE Fo] o gx
SR 54, A A, EXHZ 9 FEEH);

(ii1) AlE 24 A9AA, d380 FeA=E=2 (o A1, Egual, @3A8, 25543 9 8o 5A4),
got=22(d, vZFEn = FRE S dFEE 9 AIZ2HE ofA|H o E), LHRH gfﬂxﬂ w3 LHRH #
£ FAEY), ZRAXSEN(Y, HAZEE ofAHCO|E), ofZulebAl o Al A

m
9%, webE 2 AuAE), 3 s e 5a- EIGEW SEEE

(iv) 4% 011} Zkg AAA, dE EW A A FA, 4% A F&A A, HEA IvA AgAA DAl
H/EG W 71uAl AAA, AAd A9 A A A AAA[AE EH, EGFR E]ZA1 7] ubA] A A Q1 N-
(3—%&&—4——E——r9_iiﬂ‘é)—?-ﬂ]%/\]—6—(3—5'_§%— EEZ R EZ AN YEH-4-0171(ZD1839), N-(3-olE]dHd)-
6,7-H] 2= (2~ H A A EAD) F Y EH-4-0} 1 (CP358774) H 6-0lAHoH| E-N-(3-F2Z24-ZF L2279 d)-7-(3-&
2T R EAN)HAYEU-4-0FRI(C11033) ], A 4 Fl A4 AA AL AAA R ddd A=
A% Q1A Alge] AAA; 2

(v) FERFA4A, A0 54 53 &9 W0 97/22596, WO 97/30035, WO 97/32856 = WO 98/13354¢l 7A€
e o @3 Wiy AR AAE dAlsts Al AF V1Al oJsiA Agske A, Fwrs, A E
8 RIER avB3 7lEe] AAD.

olf g W Ane AR ME LS T, &AF B EER Fodte] 24E 5 dn. olH e 32 A7
of 71AE & el el & 2o ates ARgetH, Ve ofehd S SQlE FoF Wl AE
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Aol AbgE] Gl ok A EEoRA 83,

(ii1) A9 A2etEad 39 (£ Aol g3) 2+ 4y A4 ZA2eEIHIWPLO) = 59 HErEE
A A= E. Merckol A Al#E = Merck Kieselgel 22]7F(A9385) T+ Merck Lichroprep RP-18(Art. 9303) <
1

A A gdel A A st AL, 1% NA ZAZwE2 I (HPLC) = C18 973 A el7), oE &% Dynamax C-18 60
A AAE A 2R gl

K‘

P )

(v) dwtdqoz e 19 HF AYES WS whet ujA] BARS 2ta, o5 Fx= 8 &7 FH(NR)
/s Ay 23 7HeE glsta; s A4 T4 (FAB) A% 4 dolek= Platform w3 AE AHE-3}]
BE 4 o, HA3] Fol dole B ol HoletE #Ea; MR 818 o] s a2 2EF 2[R A
7] T B4 400 MHzS # AXold FHE3HE Jeol JNM EX 400 374, 300 MHzo] & ZAEolA AEdts
thn%mmZ%O%%ﬁ]E%S%M&ﬂ’Q@EMV1Q%ﬂ%Bm@rM%Oﬁﬂﬂé*H%W1%@@hﬁ
Z43staL; a7 ofolE ARSIt s, @A d, olFA; t, AFA; g, AFEAS m, BEAl; br, FE;

(vi) A= drtqow hdes] SR EA= o, vis BT A==y, IPLC, A4 (IR) 2/
A

(vii) 54L& HASA &S gholw, Mettler SP62 A% HE=4 =4 77 B 24X 7712 A&t =4
atal; ke 19 HFT AME9 g oleks, e, o AE, JHE = A T9 f7] &9 e £3F
ERZEE ZAA 5 A

DMF N N-t] o & 3 Fopr] =
DMSO Hrg A FA =
THF HE#s| c2 ¥

[ Al ]

AANd 1

6-H A -4-(2,3-HE A ZA ol d T 2)-7T-(3-EE2ZTY T2 T A )F
4-Z R Z -6 EA-T-(3-REZE X2 ZAN)FAULZA(0.1g), 2,31
m) R olATZHE F Agsa FHG6 M, 4 oW)J =% 5 AlIZF F<k 100CE 7F43iT). A
A EFES FLor YA A A A AAES Eesta, Au-2-22 A3 g AFolr DR
o}, A gslerdRgte|l=gdowx 4 3EE(0.138 g)& A MR AFEZ: (DMSOds 2 CF5C00D)
2.35 (m, 2H), 2.5 (m, 2H), 3.15 (m, 2H), 3.3 (m, 2H), 3.55 (d, 2H), 3.8 (t, 2H), 4.05 (s, 3H), 4.35

AT S A obd (0,048 g), AEH-2-2(5

(LZ@,&I@,%L?Q(WSE,T4®,MLSQ(&lm,&%(&lm;é%ﬂé@E%IWﬁB%

C23H26N403 2HC] 05H200ﬂ EH?J’ %_/J\_ Tv‘:_"}f}

222 ¢, 52.8; H, 5.56; N, 10.68;
o]Zx C, 53.08; H, 5.62; N, 10.77%.
Z% EAEZ AFEE 4-FRE2-6-HEA-7T-C-EE2Z T2 ZA)AUZHE L 23 o] A Z3AT}.

2-o}u] -4l & L A -5-1| B Al Zo}u| = (], Med. Chem., 1977,20, 146-149; 10 g), 1%0}1:];—2 oz} 3
2x-0-d-1-dgd)guEdng FR2go)|=(F= Ak, 7.4 g) E 24100 m) o] = S wHkEaL 244
e 71E BFAIAT. PN EASEF(3.02 g) E oA EANL.65 m)S #H7)ek J—o— EES A 9

H L
n}{n
ruo
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7tgstlth. 2 ES SEAVAL S AREd Hredv. AdE 1A E ARAA FAS AL, B2 AFHSAL
Az, BHE oA EAc2RE AAYs}ste] 7-HlA KA -6-HEA-3,4-T] 3| B2 YEA-4-2(8.7g) S
A AT}

A mpel o] WhgS wHESE Fof | 7-Ml A A -6-w FA]-3 4-U] S| E R I FEH-4-2(35g), Elod F=2e}
O] =(440 m¢) 2 DMF(1.75 m0)e] Z3FES 4A1ZF &<t 714 ARAZTH Hod S22 23 3ol LA
713 AFES EFA3 &7 33 FuAAT. FFES N-Ey S d-2-2(250 m)oll &A1 A 7-l A S A -

O,\
o
o
ofy
()]
(e
=
M
24
12
—
=
oS
ol
©

o,

%qamHtWLﬂﬂ&j
N 19 2] 1-2- £ (180 nt) . i
S H7sta, Y AeANL wnkd the 2.5 A
0 o A
=

gl
° oz
ox
)
o
o
i
o
o
2

a3
=
Bl o
rE

ol

ok,
2
i
2
i)Y
ot
7
= r
i
lo
>
0
iy

fr

.
ok
=)

N -
> %

s
b
-

£ R Mo
>

&

= ©
AY3| wys

ﬁd
g
X
i
C:
2
ol
ol

VRN TR )
)
i
o,
S
3
fru
)
iica
ol
2
11
(o
et
il
o o
o
ol rfo
o
ot 2 fuoqu rlr
ol
= AL oL
> 32 N oo o o

moe
o
O
=2
e
=2
=
[t
i
S
i)
ol
38
ui
=)
i)
R
T
=
X
Ao
>
&
-y
it
>

: al
-4-9 5 A FUE-(87.8 @& AATH NIR
7.63 (s, 1H).

(o3}
=

%
4
ES

6.95 g)9 EZEFOREAU0 NS EFEE 37 FF 4D BRAZ. 0
AB Sl FUAATG. AFFE B EA ol AAA0E wUn, FUAES
A7
2

o mr n2
N
>
)

£

et
N
)
ol
ol
g
li

AR B R bkt & WP AL, 2R LA opAlEe] dEA
AE AHANA FAG L, opAEL R A A s, st 7-3| =5 A-6-H =
AT MR == E-: (DMSOde) 3.97 (s, 3M), 7.22 (s, 1), 7.3 (m, 3H0), 7.47 (¢, 21,

7.56 (s, 1H), 8.47 (s, 1H), 10.7 (s, 1H).

&2 12 o o
mlO _@l:a mlO 0; m_ln
nz =

— .
0Q
~

7-3| EEZA-6-H| EAA4-H =A HU}E(25.27g), FREZg 22T F2gto](18.48 g), EAFZE(39.1 g)
2 DMF(750 m¢)9] EES nnkslal 3 AIZF §<9F 90 C R 7FE3ldith. EFES 2oz Yzhsta o FA .
ARES FUA|IL P%%% oAld oM EHC|E 3lelA Attt wWEkA 6-HEA-7-(3-EREET T2 L
A)-4-HA=A AU ZA(31.49)S 49} MR 2= EZ: (DMSOds) 1.97 (m, 2H), 2.39 (t, 4H), 2.47 (t, 2H),
3.58 (t. 4), 3.95 (s, 3H), 4.23 (t, 2H), 7.31 (m, 3H), 7.36 (s, 1), 7.49 (t. 2H), 7.55 (s, 1H), 8.52
(s, 1H).

Ao E43 6N g4t =89(800 m) ] EFES witsla
S HEla 250 MY F¥E & o}oﬂrﬂr FEAUESR ¥3F 289
I SF2do]=(4 x 400 M) 2 FE3P. 238 F= A
AE AE old ofAlEHolE SlelA ke 6-mFA]-
9 @)% EATH MR ~HAEF: (DMSOds) 1.91 (m, 2H), A2 (t, 2H), 3.56 (t, 41),

3.85 (s, 3H), 4.12 (t, 2H), 7.11 (s, 1H), 7.42 (s, 1H), 7.96 (s, 1H), 12.01 (s, 1H).

olgA ¥ 4, god ﬂia} 1=(210 m¢) 2 DMF(1.8 m¢)o] EF=S 1.5 A3 &< 7149 SRAZT

B olEF AL, IFES EFAH 4 33 ARG, TFREE FF5ONA
FHsta SR ESR ié} | NS Hrtsle] plE A7ISIAZTE. A FASE WEd F2go]=(4 x
me) = %%6?91@. =3 FEES 29 4R AU=E A GAet vl oA Azt 95 o7
2l A= ogl ol A E| o] E 3ol A 38k
4-Z 2 2 -6-1E A 7—(3—22%3}52;% ADNAFEHR(17.392) S AUk MR ~FHE=: (CDClz) 2.1-2.16 (m,
2H), 2.48 (br s, 4H), 2.57 (t, 2H), 3.73 (t, 4H), 4.05 (s, 3H), 4.29 (t, 2H), 7.36 (s, 1H), 7.39 (s,
1), 8.86 (s, 1H).

REEAG2.2m), FEEE-3-FRRI2RE0m) 2 EFA(180 m)e] EFES 3 A7 B 70CE 7Fds)t
ATt 044/\174 IANE AAS L ARES R Lde HA

 F7ke] uA =T
AQrh NR ~HE:
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<336>

<337>

<338>

<339>

<340>

<341>
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(DMSOds) 1.85 (m, 2H), 2.3 (t, 4H), 2.38 (t, 2H), 3.53 (t, 4H), 3.65 (t, 2H).

29 B2 A 2,39l d AL gt gol Axatgc,

5g), MEE(50 me) R AF (10 H)e EdES wHkshar 24 ARE Ft 60T =
%%A]ﬂ AirEs oE oMAEClE Fol Ak, 7] &NE TEHAYES 23} &
Aol A HAzstar, SHAA dE 2, 3-Hs| ESAME 0] E(2.19 g)& LA
NR 2= EH: (CDClg) 3.95 (s, 3, 5.7 (s, 1D, 6.8 (t, 1), 7.15 (d, 1), 7.35 (d, H).

12
(o
fru
X
o
ol
ol
=
oldh
>
=t
=y
H
é&

Aesh vheS WHES So ) wE 2 3-U3|=FZ AR E(2.8g), EFLESLF(4.8g) E DNF(45 me)<
FIES 308 FoF 120CelA] wuke Yoy, grZ R eh(1.28 m)S A7 EFES 3 A7 B9 120C=E
ZtEstith. EFES Ao WAsta, o 21, Hold oHE2 F&3%Y. f714E 23 452 A4

2 AFsta, il adlg A Az of SEAAT. AR dEHZ(b.p. 40-60TC)et dEd olAEH o] E9
9:1 EFES §EAR AL Ay AR EIYIR ARES AASSY. 1 A3 A 2A ddE 2,3-Hd

HlZoo]E(2.3 g)& At MR ~FEZ: (CDCl;) 3.95 (s, 3H), 6.1 (s, 2H), 6.85 (t, 1H), 7.0
(d, 1), 7.45 (d, 1H).

M(15.5 m¢) ¥ WEZU0 m)e] TIES
ot dexoA WAAF Y. 2N G4 S
< AP A FASL, EF o E o HE
?ﬁﬁdf}, NR ~#FE=: (DMSOdg) 6.1 (s, 1H),

olgA P& BA N FAELE S
At SAS AHE Fuo oF 1/42
& 3.52 AHAskelsith. AR

2,3-H g A T] 2 A| 41,87 g)

7.3 (d, 1), 13.0 (br s, 1H).
olgA de BES K Eli*P(So me) ol ??i A71aL, B UL EAEY obAE(2.45 ), Ee]oldotnl
L & FFAZG. EgESs Ao Ys)

1=}
T aul
n, zue s Mﬂl,ﬂgﬂﬂﬂ1 = ausha. 4714 AW FE, B, FEAIEF £§
2 21
o=

ofo o
o

i
olN

T

I Az 2 ﬂl, Framtadig el M dxsk i dA171aL, M4 ol Bl E(b.p. 40-607TC)
oF o’ oAl e 1 TS AR AR A7t AolA A AzmviEadqysto] AFEs GAsH
k. 2 A t-5Fd 2, 3-vEAYSA A7t ER ol E(1.98 g) S A ZA Ayt NMR ~FHEZ: (CDCls)

1.55 (s, 9H), 5.95 (s, 2H), 6.4 (br s, 1H), 6.55 (d, 1H), 6.8 (t, 1H), 7.45 (d, 1H).

5N 934 8 M(30 m)S o Eh2(38 m) & t-Fd 2, 3-vedr)eAdd7l2ntu o] E(1.9g)¢] & nﬂoP
3, Wb EFES 20 AIZE SQF Al HPOWE} AetES TUA7|AL, JFo A4S Hod o"H=
Aeta, 1A FAsdES JUbete pl7= FeAIZ Y. AAdE EFES AqFsta, 5448 Hold 9 ﬂ
2 FEIUY. 7F714ES 9= MAFsta, SAbvlavlE ol A Adxeta, SEAFEY. I 23 2, 3-Wgdy
LA)old (1.0 g)& 2924 AT MR ~FEZ: (CDCly) 3.0 (br s, 2H), 5.9 (s, 2H), 6.3 (m, 2H),
7.25 (t, 1H).
AR 2
AAl 1ol AAE A FAGE AAE o] &sle], HHI 4-F22IYUEHES FA% 2, 3-vHUT Aol dH Y
HEEAIA & 1o JiAE SFES . g2 ATl gled, & 14 AAE 7 FES HslER g2 s
FozA At
Z 1
(5] F{Z
HN 0
_/
MeO | \)N @)
~
A1 N
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(1] 3-(1,1- A
& 2 Egls =2 -41-1,4-
E]o}zl-4-%) 2 F A
[2] 3 EEd-1-U L ZEA] Fa
[3] 3-(4-vE v Fgzl-1-U) T2 EA| i
[4] 3-F 9| 2] ] L2 F A Fa
(5] N-1 & 7] o 2] -4~ v B A i
(6] 2-[2-(4-m & A 9 3 -1-L) ol = Fa
AT 5 A
[7] H = A] T
[8] Hl 2 & A T
[9] Y EU-1-U T2 Z A -EEE
[10] -EEZE N ZZEN -FE=
[11] 3-(4-v e g A g xl-1-) E 2 FA| -FEE
[12] N-m & 3] 5] 2] ©—4-A ] 5 A -FE=Z
[13] S A 6-F2E
[14] 3-R 2] 3 2 E A 6-H 25
[15] e B 6-H 25
[16] 3-HEEY L E A 5-m 5 A
[17] 2-Ob | EA]-3-R 2 E ] 0 7 E A T
[18] %4m%%%ﬂ§ﬂ%+ﬂz Z Fa
A
[19] 2-OF A EA]-3-3 #| 2] T W L 2 A T
[20] 2-O} M| 5 A]-3-(4-A] o} 1 v & 3] 7 2} T
A-1-9) E2FA
[21] 2-0FA| H A -3-(N-0] 2 Z 2 I -N-v g T
OF 1| 1 ) 3T B A
[22] S R s o S D) 5-H| 5 2]
[23] 2-(N-m 9 7 2] D -4-% ) of| FA| T
[24] I 2 P -4-L v FA] Fa
[25] e e e e ) i
[26] N-(2-E 2 &2 o d) v o2 ¥ -4-< T
] 5 A

T

[1] AAES e 2 =4 fo]e2 thehfglth: MR 22 =2 (DNSOd, 2 CF,C00D) 2.35 (m, 2H), 3.45
(t, 2H), 3.75 (br s, 4H), 3.85 (br s, 4H), 4.05 (s, 3H), 4.35 (t, 2H), 6.1 (s, 2H), 7.0 (m, 3H), 7.4
(s, 1), 8.2 (s, 1), 8.9 (s, 1H); A= 2= W+ 487,

=2 EARA AEH 4-222-7-[3-(1, 1-U S AH EGS| E2-4H-1,4-F ob 1 -4-Y ) T2 Z A [-6-H| FA| A =1
2 g5y o] Alxssi).

T-Hl A S A -6-W FA]-3,4-T] | =2 UE--4-2(20.3g), Ed S2go]=(440 m¢) 2L DMF(1.75 m¢)e] &3}
4 AZF Fot 71 SFAAY. Elod F2egolugE MF gl I L FRES EFAI &4 33 F
7 7-AA SN -4-FZZ2-6-HEAFUED S AU

olgA A& T-HASA-4-FZ26-HEAFAUEZY, BEFEG0 g) 2 4-FEE-2-FF22HE0B.8m) %
& RSkl 5 AJZE $¢F 100CE 7HEeitt. £3ES A2ow yzsta, 52 )

A ot waksklth. AGE nAE st 2 A, 1A E Wdd S2Eo|= F

of 83A7)3, ENE AJFHA7 TS, AL Eeoz A3, AAE AL sty ZUAA 1A E
dARom, olE tod HZ sl BT, 1 AT T-HASA4-(-FRE-2-FEF QL E2HFZA])-6-7 5 A
ATk NMR ~FHEH: (DMSOds) 3.98 (s, 3H), 5.34 (s, 2H), 7.42 (m, 9H), 7.69 (m,

[¢]

1H), 8.55 (s, 1H).
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oA 2 EHI} EEFLEoAEAS m) 2 f?} & 3 A T 7t ERART. ke ERES Y
Zrstar, EFAE HUM v, EFES ST T2 Hold oH= % obAlE sl A A= E st
Aok AR FAEs Besta dxske] 4-(4- iii 2-= Efiiﬁﬂ%*])# S EEA-6-M SA A UYEIED &
FLROMIHOIE 1(21.8 g)& ¥den, ol& F7ke] AAlflol A&ttt

3-(1,1-9 S 2 ESS E2-4l-1,4-E|o} 1 4-A) T2 A-1-(4.2¢) 2 1,1'-(elxU7t2rd)vd e d(11.7
2)E 4-(4-FEE-2-ZF L ZH KA -T-3 EFA-6-HFA AUEZH(5.0g), EZFEE~A11.1m) 2 wWdd
2o =(150 m) o] E3FE| A= HUbedth. BAE EFES F2oA HA wuksgitt. 23ES td
g o HZ2(300 m) & AL, HAAES AHAA AASAT. ARES SHAV|AL, EEARZA WP F2
ghol= gl wghs o] 19:1 T/ ES AMES ATt MY AF aERntEaYI R IFES AASAT. o FA
B2 EZS A E oMAHPOIE JlollA #eta xR 4-(4-FR2-2-FF Q2 HA)-7-[3-(1,1-HSAHE
23| = 2-40-1,4-E] o} -4-L) L2 ZA] |-6-H FA| FAUZH(5.4g9)S EAH; MR ~HEF: (DMSOds) 1.86 (m,
2H), 2.65 (t, 2H), 2.92 (m, 4H), 3.08 (m, 4H), 3.97 (s, 3H), 4.26 (t, 2H), 7.4 (m, 1H), 7.42 (s, 1H),
7.56 (m, 2H), 7.68 (m, 1H), 8.54 (s, 1H).

CT=E 7}<E3F ).
dolom, ol £% 3

1S =3 »EE

Mgt oAZEYh. IAE SHAAR |32 B34 23] FuAA F5 ZAE Y. SEAZEA g
F2gol= ¢ WEEe] 1901 EFES AFESH ATt Ay IBRvEIIR TAE ZASAY. 2 2
I 7-[3-(1,1-U) = A Eg3| =2 -4H-1,4-E]o} W -4-U ) T 2 ZA| |-6-H| EA]-3 4-T] 3| =2 F I} H-4-2(2.26g)

o] whe& W gk Foll, 7-[3-(1, 1-H S A H EeS] B 2-Al-1 4-F] ob Rl -4-Q) TR F A |-6-1 5] -3, 4-H] 5| ==

AGED-4-24.2 g), Hd Z2ee]=(45 me) 2 DNF(0.1 me)o] £FES 2.5 A7+ et 7}@‘ FFAI R

Aies EFdoR 4eta AT stol SEARY. FFied FeolA At THMUEF 23} & °“°i

pllE 82 A7|giA i, E3=s vegd FRgo|ER 2530, RTS8 =3 952 A2 AHe3in.

2 AE T 71 £AE AT SUAA AN DAE Ao, ofF SEFARA vE %ia}(ﬂ
EFES A %—J_BHMVH Ex ﬂiﬂ}ilﬂwi Wﬂé}‘ﬁﬂr Add nAE Held

UZ2(2.27 9 AQTh: 27 ~AE: i 386.
SUAZA AHEE 3-(1,1-U S 2 H EZS| E2-41-1,4-Elold-4-) T2 -1-8 & 133} o] AFEA).

3-otv =T 2 -1-2(0.65 ml) B HHIHE( g)o EFES 468
2 Y7sta, §EAEA e F2goj=e} Wekge] 19:1 EFE
2 AAsdot. 2 A3 3-(1,1-U 2 ES| = 2-40-1,4-E] o} 3]
29 E"7: ((DCly) 1.7-1.8 (m, 2H), 2.73 (t, 2H), 3.06 (br s, 8H),

P 1I0CE 7ttt Edas 4o
S ARES ATt Ao Ayl ARutE Y
-4-DT2F-1-2(0.82)2 LA MR
3.25 (s, 1H), 3.78 (t, 2H); A 29

ruo offt

+
Ef: MHH 194.

[2] AdES O 22 54 doles Yehilt; MR =2 E7: (DMSOds ¥ CF,C00D) 1.8 (m, 2H), 2.05
(m, 2H), 2.3 (m, 2H), 3.05 (m, 2H), 3.35 (t, 2H), 3.6 (m, 2H), 4.0 (s, 3H), 4.3 (t, 2H), 6.1 (s, 2H),
6%(&3@,?4&,ML82(&1@,&%(&lm;é%ﬂé@E%IWﬁM&

W BA2A ASE 4222 T-(3-9 -1 E L EA) -6 AT YEDE Thg ol Az,

4-3| =2 A -3-H EA W ZAH8 .4 g), 3-(FSYd-1-¢)z2d F22to]=(J. Amer. Chem. Soc., 1955, 77,
2272; 14.75 g), ©AFZAE(13.8 g), L2 =3 ZE(1.66 g) 2 DMF(150 me)e] E3H&=S wukslal 3 A7k soF
100C= 7Hgatalnt. 325 2o Yzstal oAfA7 s, oA3dES FHAAT. A[FES B2 (75
ml)oll &INAIZII, N FABUER F8H(75 m)S HArtelal, E£FES 2 A7 S 90C R 714, &3
ES SUANA FFsta, A A4 GAe Hubste]l AR e *MEJ EEES YddE dHE=
MAs, B2 5417 S F2 A4HpH 2.2) T wERE Ful(0~25%) 2 8-FA1Z] Diaion(F] ZH|A]Q] 3%
W) HP20SS 44 HHE AMgste] e A2vtE R GA ST, eSS %%‘Alﬁ AAsILL, 74 2HF
2S5 54 AxAA FHEAA4--IEYP-1-dZ 2 Z AR S =2 F 20| =(12.2 g)E ATk NMR =
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HEF: (DMSOds 2 CF,C0:D) 2.2 (m, 2H), 3.15 (t, 2H), 3.3 (t, 2H), 3.5 (d, 2H), 3.7 (t, 2H), 3.82 (s,
3H), 4.05 (d, 2H), 4.15 (t, 2H), 7.07 (d, 1H), 7.48 (s, 1H), 7.59 (d, 1H).

JFA e BAL EYBFLRPAEAMU0 ) AT, S
3 A7} B 4

& AAME Arrein. WaxE AAsta ks Edee 1 AR ¢ o A aLRk
a A 2o gdes AFEdd Arbssiv. EdEs AT, A AFES F2 A0 2.2)0 &3
Al7]aL 5 g

=
were o (0~50%) = A}-8-3F Diaion HP20SS =% A& AL&3}
Atk SER TS FHAA HAAATIAL, olF FASAL 24ksl A stell Azxspdvk. 1 A¥} 5-
= -(3-FEEd-1-gdz g Z Mz Eg S 2 gl 5(12.1 g, 90%)S AT NR ~HNEH:
(DMSOds 2 CFsC0.D) 1.8-1.9 (m, 2H), 2.0-2.1 (m, 2H), 2.1-2.2 (m, 2H), 3.0-3.1 (m, 2H), 3.3 (t, 2H),

3.6-3.7 (m, 2H), 3.95 (s, 3H), 4.25 (t, 2H), 7.35 (s, 1H), 7.62 (s, 1H).

olglA 9& B4 d1(9.63 g), Eled F2eo]=(20 m¢) E DMF(0.05 md)d] &S 1.5 A7t
2 7tdegitt. A7t EFQE 23] SEAIA B Hod FRoEE TS i*ﬂ ]
AASAT. AAE IAE THF(250 me) 2 w2 @ S2eo]=(100 me) o] & HEA 7], 302
TS S dEYol 7|x2E AT, AAE FES F2A 1.5 Az Rl 6P°ﬂﬂr TEA
A AAsL, FFES Boll &3A7L, F EeE 7 (0~5%)E AH-8-3 Diaion HP20SS %] AH
o Ay ARrEIRIRE AASNT. AAES Fiste FEorRy &vjE SUE AANY. IFE
2o mEgdd &AL &HE Hold dHE=R A5, AE AHES AAAA F7stL, Hl
HER AF3 g AFor] Axse] 5-HEA-2-UER-4-(3-3 S d-1-U T ZZ A ) Zo}ln| =(7.239) =
Ak MR A=FE: (DMSOds 2 CFsC0.D) 1.85-1.95 (m, 2H), 2-2.1 (m, 2H), 2.15-2.25 (m, 2H), 3.0-3.1

J

o wo off of of
> ol e ~ 2

o oo rit M &
o oL > m fo 3

T

(m, 2H), 3.31 (t, 2H), 3.62 (t, 2H), 3.93 (s, 3H), 4.2 (t, 2H), 7.16 (s, 1H), 7.6 (s, 1H).

ojgA A& EH AKX (1.5 g), F FA AGE m) E WS (20 M) EFES 50TCE 7F235le] §4S
At d BE(1.3 )& Ese] HIlsta vhg EFES 1 A B 7FE BFAIAT. EFES FRoR
Zralditt. B84 242 REE S8 AHAAA AAStL, AAEE FEARTG. EE §EA S 52
Yo 2 £Z A7 Diaion HP20SS =4 o A E

B =
& 2 Ads Abgste] A9 ARvtEI 2 GA s
et w8 s SHAA sFeka, A HAdes LAkl el A K stel xx=s)gl
2-0p0| -5 F A -4-(3-Y] F e d-1-d 2R 2 A )l =oln E sl =R SR o] =(1.44 )5 AU
NMR 2=#E=: (DMSOds 2 CFsC0.D) 1.9 (br s, 2H), 2.05 (br s, 2H), 2.2 (br s, 2H), 3.05 (br s, 2H), 3.3

(t, 2H), 3.61 (br s, 2H), 3.8 (s, 3H), 4.11 (t, 2H), 7.05 (s, 1H), 7.53 (s, 1H).

ool kS-S WHESE Fof, 2-obu] le-5-w| HA]-4-(3-3] ZH-1-Y 22 ZA]) Wl zoln| = Fl =R TR Ete] = (5,92
g), == A9K(3.5 g) B tS2H(50 m)e] EFES 5 AIZE Fet HE FFAIAC. oFHEAH0.7 mt) H oA E
AFEE(1.33 902 #H7betar, whg EFES 5417 9 7t EFRAAT. EFES Ao W7tstal SHAA
L= Eo g8A171aL, 2N FASIUER F89 02 pigE 243 o, FF wehE 78 (0~50%) =
82171 Diaion HP20SS %] E"%JOM AAEAT. AAES FHatE FES TEANA 5 0y 54 A%
gt 6~ EA-7-(3-F B U-1-YZ2EA])-3 4-UI E2HUEU-4-2(4.55 g)& LA NR ~HEH:

(DMSOds 2 CFsC0:D) 1.9 (m, 2H), 2.0-2.1 (m, 2H), 2.2-2.3 (m, 2H), 3.05 (m, 2H), 3.34 (t, 2H), 3.6-3.7

o
o
dlo

(br s, 2H), 3.94 (s, 3H), 4.27 (¢, 2H), 7.31 (s, 1H), 7.55 (s, 1H), 9.02 (s, 1H).

olgA de& B AR(1.7 g), Hod FETo]=(25 m) ¥ DNF(0.2 m)9 EFES 3 A7+ B¢ 71 357
AlZTh. B gHod F=xefo 1Ec SHAIZ| AL 27T 23] FHIAIA AAGAT. AFES Held =2
AN 713, FHAUGEEFS] 10% F&H o2 AH. frless FAvtaula AolA Adxsta &
F22-6-1EA-7-(3-9 =g d-1- Oa]z ZADAYEL(1.94g) & AT MR ~FEH: (CDCly) 1
4H), 2.17 (m, 20), 2.6 (br s, 4H), 2.7 (t, 2H), 4.05 (s, 3H), 4.3 (t, 2H), 7.35 (s, 1H), 7.38 (s, 1H),
8.86 (s, 1H).

=

, O
E X
hl

~

[3] AAES U £ 54 dHoletE Yeddd; MR ~FE-: (DNSOds 2 CF,CO0D) 2.35 (m, 2H), 2
(s, 3H), 3.3-4.0 (br s, 10H), 4.05 (s, 3H), 4.35 (m, 2H), 6.1 (s, 2H), 7.0 (m, 3H), 7.4 (s, 1H), 8.35
(s, 1), 8.85 (s, 1H0); Ak ~Aesd: 4 452

9 BARA ASE 4 FER7-[3-U-DH 1) TR EA -6 BA AU EA LTS o] Azl
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Stk

FFHERIZHES(20 ml), N-vDaH (29 me), SAH2E(83 g) 2 oeh2(200 ml)e] EFES wslal 20
AZF For 7 SR AR i?ﬁgg Feoz Wsta AfA AT ARES FHAT| L IFES o E o
HZ 3l B35t AAE EFES A8t JHES SHA AT, FFELS <F 0.2 mllg kol 2F 60~
70CoNA S/F AT 1-3-3=FAZ2Z)-4-HEBIHHA(17 g)S IATH NR =FHEZ: (CDCly) 1.72

(m, 2H), 2.3 (s, 3H), 2.2-2.8 (m, 8H), 2.6 (t, 2H), 3.8 (t, 2H), 5.3 (br s, 1H).

4-EFAdxd FECIE(6.2 g8 -G-slEFAZEI)-4-vdaHx1(2.4g), EToldell(4.6 mt) =
el F2eko]=(60 me) o] wute Eeh=ol Hrteta, AAdE EdEs d2olA 2 AR EQt wwksdit. &
KR

= = o
N THAUEF 23} F& 22 AR AHsta, & FHAE T AR, f7] AAES A
A 3-(4-vE -1 2R 4-EF AL XY ES QA=A dflon, olF AAstu dAstH

@) A ~#ed: i 313

—B EFA-6- H A UER(3.29) 0] EFEFLRMNEALSN, 3-(4-v L34
@EH ©]E(3.0g), BFE(6.1g) % DMF(60 m¢)e] &S 5A17F Bk 90 Coﬂﬁ
S Aeow YWAA|A, (700 m)ol FaL oE olAE|o]ER 53 FEEAY. &

, = B AR Az AFHSGITE oY oA HolE &S SHAtknt
CHER Z2del=, wEkE B ek FASEE 8 H(0.88 g/ml) <]
=X 4%6& Aol Al A4 AZvEIYYE FFES GASIATE. ol#A I
A Bttt 1 AT 4A-(4-FRZ-2-ZFQ B2 5 A])-6-1 B A]-7-[3-(4-H & 7] 7]
H(1.64 g)& AUtk NMR ~FE-: (DMSOdg) 1.95 (m, 2H), 2.14 (s, 3H), 2.35

it
to
ffl
g
2:
—Z

(
—

o e
I
it

e ..JI;
Plov L
it
@,

r
2
i
m
il
[
Ky £
4%
OFD
J%

1 o P ol
U g S
FOH
—_)?'a,om
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(e)
(e}
o
—

o O 19 o>
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t

I
k)

< o e

fup

k)
X
|
n

o
I
fl
I
>
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(m, 8H), 2.44 (t, 2H), 3.96 (s, 3H), 4.22 (t, 2H), 7.38 (s, 1H), 7.4 (m, 1H), 7.54 (m, 2H), 7.68 (m,
1H), 8.55 (s, 1H).

WHEg W Fol | 4-(4-FRR-2-FFQ 2|5 A -6-¥ F A -7-[3-(4-H P 7 ol 2} 1 -1-

2 gl (45 m) o] EFES wksta 2 AIRE FeF 95T R THEEGITh. ERES F2 o

Zrstal aLA SRAUEFS HUlstel 4r1gtekdtr. Edes SHA7aL, WdEd S2del=, 1

T £91(0.88 g/ml) <] 50:8:19] Z3+&

% Aot 2 A 6-9 5 A]-7-[3-(4-7]
<

HEH: M 333.

1o
(o))
oQ
q
[N~}
Z.
ultA
2
-1>

2 3A=A 488 AAANAS) A9 Aotz
Yo eb0-1-9) T 2 A |3 4T F =R A} E 48

Ho o Ee

o o

=
co
¥
o
ne
3@
e 51
()
off

5y gk Sof, 6-HEA-7-[3-(4-HE
Zelo]l=(25 ml) 2 DMF(0.18 ml)o] ZIES
2t , AFES %3—« Nz A 23] F|

L
g
ko
)
|
T
o,
H
fetl
el
>
&
-
v
ot
I
fetl
£
T
MU
u
%
o
=
V\C?F/l

=8 BT

2]
o 4 (0.88 g/mﬂ)J 100:8: 14 TdEs FEARAM AT YTt A ARvtEadgy R
< AAs . 01 A 2 AAE ofAlE sl A sk, ofA7]aL, Axde] 4-FRE-6-HEA]-
i

s H e d-1-e) T2 ZA A UEA(1.2 90 At A A~ e W51,

x4 (M fo T ope
o & ool af fo 1o
Mo
o
ol
o
2
o
X_ll
:L
ok,
o 9
02
N
i&
>
i
o
&)
il
u
k)
o
[
hu
N
oy

ﬂI

—
I

—~

[4] A& o3 22 54 dolgEs Uehdoh MR = ER: (DMSOds % CFsCO0D) 1.4 (m, 1H), 1.7-

1.9 (m, 5H), 2.35 (m, 2H), 2.95 (m, 2H), 3.25 (m, 2H), 3.55 (m, 2H), 4.05 (s, 3H), 4.3 (¢, 2H), 6.1
(s, 20), 7.0 (m, 3H), 7.45 (s, 1H), 8.25 (s, 1H), 8.85 (s, 1H);

Z9 B2 AMEE 4-F22-7-C-YHE g2 ZA)-6-mEAAYEA S g3 o] AR

FAIFVEF(FHS ZF 60% AETN, 1.44 g)S 2080 2 DMF(70 ml) & 7-H12 = 3,

=] %«_ WO 97/2259635.9] A A d 1; 8.46 g) &M B3 H7}slgl). 1?&%% .5 Azt
oA wwkekgit, SR EvE e ol E(5.65 g)& H3lslal £F 2 A%

< o€ OvﬂEilolE(loo mfz)i 3 X35lal oN 44 F4H4 me)

[ez]
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Famk g Aol A Axzstar, SRAZT. ArEs Hol" oEH 2 ® A4 og=(b.p. 60~80T)e] =
stoll Al Eafsta AE uAE FASL AFelA AxeT. 1 A 7T-H A G A -6 F A -3- 1] H 2 A & A v
-3 4-T3 =R AUER-4-2(10 )& AATH NR == E=: (DMS0ds) 1.11 (s, 9H), 3.89 (s, 3H), 5.3 (s,

2H), 5.9 (s, 2H), 7.27 (s, 1H), 7.35 (m, 1H), 7.47 (t, 2H), 7.49 (d, 2H), 7.51 (s, 1H), 8.34 (s, 1H).

olgA P& BHo AR(7 g), 10% e ZeE =9(0.7 g, DMF(BO mﬂ) uﬂ%%@o me), °FAIEALH0.7
m) 2 old olAlEo] E(250 m) o] EFES 408 &

|E SLAIAT. IFREE T E dEH 23t 1 asta, A4 _uﬂ% #ﬂom, ﬁ% |A Az, 1 2
I 73| EEA G- EA-3-H A 2 Y SA M E-3,4-T S ER2FUED-4-2(4.36 g)= LATH MR I ER:
(DMSOdg) 1.1 (s, 9H), 3.89 (s, 3H), 5.89 (s, 2H), 7.0 (s, 1H), 7.48 (s, 1), 8.5 (s, 1H).

od olxC7I2EAH | E(3.9 m)E 7T-3| =EA-6-HEA-3-F L2 A ZA W E-3,4-T] 3 =2 F UYZFU-4-2(5
ZT2R2(2.21m), EYALEAN(6.42g) 2 dEdl F2elo]=(50 m)e] wite EgHEo A3}

S oA 2 AIE B wREEIIY. EFES TUAY, WEA F2eels 2 wgkgo] 1911

GEAEA AL AEgteAe A9 aEnEIRIE AFES AT, 2 2F 7-(3-HERX

FA)-6-m Z A -3-9 2 Y A E-3 4-T] 5| =2 F| L pE -4 < Ak MR ~FEF: (DMSOds) 1.12

(s, 9H), 2.32 (t, 2H), 3.7 (t, 20), 3.9 (s, 3H), 4.25 (t, 20), 5.9 (s, 20), 7.2 (s, 1), 7.61 (s, 1H),

8.36 (s, 1H).

olgA A& B4 UH(2.89 g) Z FHL(10 m) EFES muksla 1 Al B 100C2 7HE g,

S TN, IRES MEd S22t ASdRE X3 FE&H Abold EujAZT. {714 ¢

3, Fabeb g el A xSk, SEAIRAT. 1 23 6-H 5 A -7-(3-9] ¥ g U = X2 Z 1] )-3-5]

ZAYEHA-4-2(2.49)S AATH; MR =FEH: (DMSOds) 1.15 (s, 9H), 1.35-1.5

(m, 1H), 1.6-1.8 (m, 3H), 1.8-1.9 (d, 2H), 2.2-2.3 (m, 2H), 2.95 (t, 2H), 3.25 (t, 2H), 3.55 (d, 2H),
3.95 (s, 3, 4.25 (t, 21), 5.94 (s, 2H), 7.24 (s, 1), 7.56 (s, 1), 8.36 (s, 1H).

el

JR I (1T
ot do o

e 4 faE F N dEYol F8A(50 m) o EFES F2olA 16 Azt Ft wdkatglnr. &3
ks ES tdg oHERZ EH330t. A" 2AE EYsta, tod oH 2, toE o
g3 S2etol=9] 111 E3rERE A2 AFHsa, 3ol A dxsitt. 1 A3 6- Hﬂif\l—7—(3—4ﬁﬂal
A-OBl =2 A UEd-4-2(1.65g)S 9t WR 2R EZ-: (DMSOds) 1.3-1.4 (m, 2H), 1.4-
1.55 (m, 4H), 1.85-1.95 (m, 2H), 2.35 (br s, 4H), 2.4 (t, 2H), 3.9 (s, 3H), 4.15 (¢, 2H), 7.11 (s,
1), 7.44 (s, 1), 7.9 (s, 1H).

[H
i
el
>
s
w
>

olg/ & B4, Hod FReel=(15 m) % DIF(1.5 m) e EFES 37 5 7t dRAAT. £3E

& AT, EFAde Frbsta, EFES U SEART. AFES YR S2eol=et TRAYES ¥

sF 8o Afolell FHjAIZITH(o] 9] 7] EE 6N 4 FASUERS Hbete] pl 1002 AT, 1S5S
J

_]
o]
wyota, AR MFsta, SAbet s oA Axsta, SEAAY. O A7 -2 2-6-W 5 A-7-(3-7] 7
YOz 2 ZADNHUYEAU(1.2 )& Ik MWR ~FE=Z: (DMSOds) 1.35-1.45 (m, 2H), 1.5-1.6 (m, 4H),

1.9-2.05 (m, 2H), 2.4 (br s, 41), 2.45 (t, 2H), 4.0 (s, 3H), 4.29 (t, 2H), 7.41 (s, 1H), 7.46 (s, 1H),
8.9 (s, 1H).

[5] AAEL g2 &2 EA doletE yeErdt; MR 2FE=-: (DMSOds 2 CFsCO0D) 1.6 (m, 2H), 2.05
(m, 20), 2.15 (m, 1H), 2.75 (s, 3H), 3.05 (m, 2H), 3.5 (m, 2H), 4.0 (s, 3H), 4.15 (d, 2H), 6.1 (s,
OH), 7.0 (m, 30), 7.4 (s, 1), 8.2 (s, 1), 8.85 (s, 1H); @Ak A= e 4 423,

0 2ARA ASE 42227 (DA D-4-A | FA) -6 BA A ERE e o] AxsYT,

e olAHOE(75 ml) 3 U-t-5E HItERYO]E(4]1.7g) &AS IS xdA 0~5CE Wzte o e olAlH
°JE(150 m) F o€ A d-4-7t2H A E(30 g)o] wntE & A}t A EFES 2o
A 48 AIZF Fot wukslth. E9HES E(300 me)ol F-9lvk. §715S EElska, =(200 me), 0.1N 0‘3& &
MN(200 ml), FEAVEF £3} F8M(200 m¢) L AF(200 m)E xFE 2 A, ka4 Al A Zi
it ZHWZ%E} O AR g N-t-FHEAZER IS g U-4-7t 25 H o] E(48g) & AU} NMR 29 E
(CDC1y) 1.25 (t, 3H), 1.45 (s, 9H), 1.55-1.7 (m, 2H), 1.8-2.0 (d, 2H), 2.35-2.5 (m, 1H), 2.7-2.95 ( ,

.* PN OFO =
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2H), 3.9-4.1 (br s, 2H), 4.15 (q, 2H).

THF(180 me) Z oA ¥& 4o gd& 0C= YzHstaL, 4&&% ﬂ]HF/lH(THF-g IM & 133 ml)S F
ek, EFES 2 oL FABIGEE #%@%(10 m)S 22
Artetal, EFES 158 T wweldtg. A4 EdEe ﬁii% %oH ol3tstal, AAE Y opAlH A E
2 AFUT. AFdES & U AFE AHdE AFHst L, FAnt e Aol dxsta, Szt 21 2d
N-t-F-EA 7L 2R d-4-3| EF AL 9 2 (36.3 g)& DAL NR ~FEZH: (DCl;) 1.05-1.2 (m, 2H),
1.35-1.55 (m, 10H), 1.6-1.8 (m, 2H), 2.6-2.8 (t, 2H), 3.4-3.6 (t, 2H), 4.0-4.2 (br s, 2H).

1,4~ A S 2[2.2.2] 5 6H(42.4 )& t-59 7
9 #Hgd(52.5 g) &N ?47}"6}1, EES A2
T2 YA, t-Fd vE e 2(525 m) T 4-
0CE frAlstdA] 2 AIRE &<t Astatgit. AdE £dES *J%gi 7h-&-3}aL
el Z(b.p. 60-80 T, 1 £)E H7elx, AAE = =
Aom, ol fod dHZd &sAH . F7] 0.5N @4t 89 & FTEIUERF ¥3) ?%%
A5 g A= AHaa, ﬂ/\hﬂ}llﬂ" Aol Al Azxsta, ZAAAHT. 2 A N-t-REAFZRY-4-(4-E
Az A H g (76.72)S AT MR 2FHEZ: (CDCls) 1.0-1.2 (m, 2H), 1.45 (s, 9H), 1.65 (d,

2H), 1.75-1.9 (m, 2H), 2.45 (s, 3H), 2.55-2.75 (m, 2H), 3.85 (d, 1H), 4.0-4.2 (br s, 2H), 7.35 (d,
20), 7.8 (d, 2H).

2 o HZ(525 ml) T N-t-HFEAIIZERH-4-3| =F A v
A 158 B wRkEglYh. I e dEXoA EFES
=

i)

r& ME A2 Fo 12 o

(]

fo

A
Azt

A 9F(40 g)Z DMF(200 ml) = og 4-3] =2 A]-3-u] EA] ¥l F o] o] E (19 )
At Hrlsta A E EFES wRESHaL 2.5 AR Bt 95CE 7HE 3Gt %J % &
, old ofMHOIE B tod oHZ29] T3E & Apolo] BT fUEE & H AR

i, Fhbetave Aol dxsta, FEAZT. A" 2YS A olHE(h.p. 60~30C)EFH A3
FaL, %E}"“ 5CelA WAl Batstitt. AAE AAE oAFAA F7saL, A olH=2 AFsta, st
| dxsgich. 2 A3 old A-(N-t-F 5 A 72 R 9 # f d-4-A W] FA])-3-w]| FA Ml 2o o] E(352) & DUt
m.p. 81~83C; NMR 2~ E&: (CDCly) 1.2-1.35 (m, 2H), 1.4 (t, 3H), 1.48 (s, 9H), 1.8-1.9 (d, 2H), 2.0-
2.15 (m, 21), 2.75 (t, 20), 3.9 (d, 2H), 3.95 (s, 3H), 4.05-4.25 (br s, 2H), 4.35 (q, 2H), 6.85 (d,
M), 7.55 (s, 1H), 7.65 (d, 1H).

|
)

2

0Q
o R o o

ol

2

ol
~

2

olgA A& BEAS FEA(35 m)ol| FA L FELUI =(12M, F 37%, 35 m)S HUbstn, EES
Wslal 3 AIZE 9 95CE 7HEseh. A E EtE S SHA l%‘q AFES ded F2aol=o] &3jA]7]
I FAeFAa(HoE oHE F 3N 9 40 m)E A7 . EFES goE ogEg FgXsa, uArt

o A
Al w7tz EFES B3 2AE A, tE oHER Aﬂéiém, 50Co A WAl Ag slell A
sttt. 1 A g 3-wWEA-4-(N-v 2 H 2] -4-D W EA] )l o 0] E(30.6g) S AUt NMR ~FEH:
(DMSOdg) 1.29 (t, 3H), 1.5-1.7 (m, 2H), 1.95 (d, 2H), 2.0-2.15 (br s, 1H), 2.72 (s, 3H), 2.9-3.1 (m,
2H), 3.35-3.5 (br s, 2H), 3.85 (s, 3H), 3.9-4.05 (br s, 2H), 4.3 (q, 2H), 7.1 (d, 1H), 7.48 (s, 1H),
7.6 (d, 1H).

1o
ot
N
ne
rl

d
i)
mb
=
i)
)
ull
i
k)

ol=(75 m)ol] LA 7L, &AM
FO RO EANE7.5 m) S H7He vhe dEd =kl =(15 ml)
[e]

oA 0~5C=E Yzaioltt. EgE
A AAH(24 M; 7.42 ml) ] NS 158
6?31@ A A4S ARG

= =2 Yzergivt. teld oﬂEﬂ_vE— A
7}t Agxgg_ @@EE —rﬂ star, 50ColA WF ol Az ﬂxﬂe A F2eko] = (500 me)ell &3
A7, FetgEa(Hold dHZ F M &9 30 m)E F7FEE g told o HE(500 m)E F7red. AA
¥ 2AE FASEAL, 50T R stell Azt 2 A3 old 5-wlE A -4-(N-w 2 9] o] 2] -4-L v FA] )-
-UEZMZo)0]E(28.4 9)& IATH MR ~FE-: (DMSOds) 1.3 (t, 3H), 1.45-1.65 (m, 2H), 1.75-2.1
(m, 3H), 2.75 (s, 3H), 2.9-3.05 (m, 2H), 3.4-3.5 (d, 2H), 3.95 (s, 3H), 4.05 (d, 2H), 4.3 (q, 2H),
7.32 (s, 1), 7.66 (s, 1H).

@

jatod

=

olZ@A A& B JKH(3.89 g), 10% FA3IE wAA WMF(50% 524, 0.389 g) W HEF2(80 m)o EFES
FAa FYel HE uizbA] 49 1.8 7S Stol A wdksoiTE, 1?§5~ oJslal ARES FEAAY. A
ES 530 mO)ell &3A 7L FRHAYEF ¥} 808 HULste pHE 1022 @788ttt EES o2
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obAElO|E F tiod olEl2e] 111 EFER AT £75% BsAT. F4FS old ofAEolE % o
o gl 011151]6’4 111 E¢E2 3712 %%—s} =& i%‘ﬂﬂ, % E

! deR AUz AHeka, Akt
old oE =] E£3HE FlolA &
At oA 8 1A , 13 3holl Adxstgivt. 1 A3 9
Bl 2-o}n| - -5-1| & A]-4-(N- Ui%#ﬂ]xﬂ"d—zl—a‘ﬂ]%/\])%lzﬂl ]E(z 58¢)2 AUk, m. p. 111~112T; NMR =
HAEY: (CDCly) 1.35 (t, 3H), 1.4-1.5 (m, 2H), 1.85 (m, 3H), 1.95 (t, 2H), 2.29 (s, 3H), 2.9 (d, 2H),

3.8 (s, 3H), 3.85 (d, 2H), 4.3 (g, 2H), 5.55 (br s, 2H), 6.13 (s, 1H), 7.33 (s, 1H).

=z
gl x5 SEAAT.
= B
=
I

O E 2-0}v] 3e-5-0 5 A|—4- (N1 & 5] ) 2] W1 -4- 1 o 5 4]l ol o] E(16.1g), EFobIEl SFAENA (5.2 g) B
2-m| %A o B2 (160 n0) o] EFEL Wk 2 A7 B U5TAA AADagieh, /b2 EFobulel opa =
A(10.4 )& 447 FF o) 308 WIE B&sol Brheka, vhAY Ho} Fol 08 B AL Gt 4
Y EFRS ZBAAY. 1A AFES WG ool =(50 nt) D (100 n) S EFE FHol A
o, FAES oAAA AASRT JREL 100 M) HF FIE FHHAG. YR AgAS 502 37
AT el @ nAE FA%E, W oolge 2 weld oH=z AHSL TN AF sl
AZSAT. 1 AT 6o HA-7- (- D A DL FA)-3, 4T S SR AN ED-4-2(12.79) S AT
NR 2==lE&: (DMSOdg) 1.25-1.4 (m, 2H), 1.75 (d, 2H), 1.9 (t, 1), 1.9 (s, 3H), 2.16 (s, 2H), 2.8 (d,

2H), 3.9 (s, 3H), 4.0 (d, 2H), 7.11 (s, 1H), 7.44 (s, 1H), 7.97 (s, 1H).

ol Ao BA UAN(2.8 ), Blod FRebolm(28 me) L DIF(0.28 m)o] TFE
FAATY. £dE

S FuATa, AAES goE dEHzE sl B, AdE uAE Eesta gdE
el =22 AT, 1A E WEd FEEo|= Fo on\lﬂ , BAS ZTEMUEEF ¥3} FgNoF A
AT, F715S B 2 452 AdE AFstn, Fantava AoA Axsn A HY. 2 A3 4-F28

6= HA-7-(N-F A F 2 d4-L | S AN AYER (2.9 9) & :Mﬁh
NMR =¥ E]: (DMSOds) 1.3-1.5 (m, 2H), 1.75-1.9 (m, 4H), 2.0 (t, 1H), 2.25 (s, 3H), 2.85 (d, 2H), 4.02
(s, 3M), 4.12 (d, 20, 7.41 (s, 1), 7.46 (s, 1), 8.9 (s, 1H).
(6] =S T3 2 54 dolgs yehldoh; MR 2= E-: (DMSOds 2 CF,C00D) 2.9 (s, 3H), 3.5-
3.95 (br s, 14H), 4.05 (s, 3H), 4.4 (br s, 2H), 6.1 (s, 2H), 7.0 (m, 3H), 7.45 (s, 1H), 8.25 (s, 1H),

8.85 (s, 1H); A ~AEL: |14 482,

= 24E ARE 4-FEEZ-6-HEAI-T-{2-[2-(4-mE H F g -1-D) ol SA [l S AN F U E D & o3 ol

tolaxag ol 725 E(5.78 m)E 7-3| =FA-6-HFA-3-A L2 SAWE-3 4-t] s =2 I Ed
“4-2(6.0 g), 2-(2-ZR2ZAEA)NE=2(2.5m), EFY 23 (7.7¢g) Z WAl ZF2eto]=(150 ml)2] L
bl ERHEo] Astetal, whE E}ES 2 AR SoF AARolA uwtegitt. &viE FUA7IAL, Al olH =
(b.p. 40~60T) % & olHHOIES 4:1 EFES §EAZA AT HeE7t A9 44 A=vEagds &
FES GAsIT. 1 A7 7-[2-(2-FR22AFADANFA ]-6-v F A -3-9 L2 A ZA| & )-3,4-T] 3| =2 F| 1} F
A-4-2(6.32 g)& A3k MR 22 E=: (DMSOds) 1.15 (s, 9H), 3.8 (m, 4H), 3.85 (m, 2H), 3.9 (s, 3H),

4.3 (m, 2H), 5.9 (s, 2H), 7.25 (s, 1H), 7.5 (s, 1H), 8.4 (s, 1H), AF ~AMeel: 1+ 413,

olgA] e Bl ARL.0 g P N-AFAAA(60 n)o) TFBES MWL 5 AT FY 0T AAa
o} %%%%%%Mﬂl,&%%%ﬂ%@%iﬂﬂiﬁiﬁﬂﬁﬂﬁﬁﬁ¢%ﬂﬂﬂﬂ%wwﬁﬂ.%ﬂ%

A3~ 2 A S A E-3 4-UF ER2AUEU-4-8(3.91 )& A} FF A#HEY: M+*H477.

18 92 22 oN FASUEF $FH(7.95 ml) 2L WErL(20 m) e EFES 2 A7 o A2 A uyk
Folth. oN 4t 8018 Hrlste] golo] V| wE pHI0C R AT EFES FUAY L, AFES A
gl Frgol= stolA EAZTH AHE EFES AP L GFHES FHAZG. AHE AHES o

2 AT 6wl A -T-{2-[2- (- D 3] A -1 o FA el 4] } -

24 )& AT} AP A=A EY: I 363.

g oege g mge

o
ok
%
Do m{g
ffl
Shs
L
ol
38
JL
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<394>

<395>

<396>

<397>

<398>

<399>

<400>

<401>

<402>
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olg/ d& B4, god F2Fgol=(22 ml) L DMF(0.2 m)e] EIFES wHksti, 1.5 AlZF Sk 80C = 71d
Tt e s SUAY A, EFAE Hubsta, EFES g FEAHY. dEd F2dels 9 B8 AR
Lo HAvbeta, BAE EFES 0CE YA 34 TEHANAUEF 9 N FAUYEF #8908 A5 U}
sho] pHI2Z ZASAT. F718S AF2 AFsta, Fiotavlg Aol Axsta ARG, A 3

|
TAE ek F gog e 2o Z3E st Rt 1 AT 4-F22-6-WEA-7-{2-[2-(4-v & 7] 7
Z-1-) A EA | EA AV ZEDA(1.19 9)& IATH NR ~FHEF: (DMSOds) 2.15 (s, 3H), 2.2-2.45 (br s,

6 (t, 2H), 3.85 (t, 2H), 4.05 (s, 3H), 4.4 (t, 2H), 7.45 (s, 1H), 7.5 (s, 1H), 8.9

A AREE 4-F R 26, 7T-HHEAFAUEA L 3 53 9 A0566226% (A Al 1)l 7HA = o

[7] &% =d= =
St AdESE EnsERIReolndorA dlon, va g 54 deleE YERIIE; NR
»~#ER: (DMSOds) 4.0 (s, 6H), 6.05 (s, 2H), 6.95 (m, 3H), 7.35 (s, 1), 8.2 (s, 1), 8.8 (s, 1); &

[8] WhE Swi=A Aet-2-2 thale] ojazedes ARgstal, ubg TFES 30 & &t 80TE 7FAs3irt.
AREL O3 2e 54 dolg= Yehldeh MR 29 E=-: (DMSOds 2 CFC0:D) 4.0 (s, 3H), 5.35 (s,
2H), 6.1 (s, 2H), 6.95 (m, 3H), 7.45 (m, 4H), 7.55 (d, 2H), 8.15 (s, 1H), 8.85 (s, 1H); AHF AFAE:
M 402.

nj

[9] AAEL S 2 EA dolet= vellidel; MR 2 E-: (DMSOds 2 CFsC0D) 2.35 (m, 2H), 3.15
(m, 2H), 3.35 (m, 2H), 3.55 (d, 2H), 3.8 (m, 2H), 4.0 (m, 2H), 4.05 (s, 3H), 4.35 (m, 2H), 6.15 (s,

2H), 7.05 (d, 1), 7.15 (d, 1H), 7.45 (s, 1H), 8.25 (s, 1), 8.9 (s, 1H); A= =HAEZ: -0 455 L
457.

Z9 BARA ALEE 6-FE2-2,3-wEdgSAeld A e g3 go] A%

MFEY F2gto| = (72.5 m) S MET24(100 g), 393 FHH(0.43 ) 2 tluld A5=(0.55 me)e] muks
B3E 1.7 AZE Fot Halsiin). ojatsldte] HER wkSo] A EM, v EES oF 22T 2xE F
Zo A WAAAY. #AUF BUd, WS SRS 458 Fol Lo A mwRkEdth. e EIES T 3l
g7 713, JHAZ U dHAES Vigreux oF AHS AFEst ti7¢d st SHAHY. 2 23 5-8=
2-1,3-MZE0S4&S 4AY; b.op. 185~187T; NMR =FE=: (CDCly) 6.0 (s, 2H); 6.7 (d, 1H); 6.75-6.9
(m, 2H)

tolAZ2Holw(4.92 m) X THR(100 m¢)9] EFES -78CE YA 7|2 n-FEgdE(FA F 2.5 M, 14 mf)

#5519l o}, %?}%M 158 & -78ColA wutatdch. 5-F22-1,3-WE Y %4&(3.73 )< Asha, uk
EHES 30 B 78T uwbeldnh. 30 Tk Wb EghE R T olAbEtEie VEE RAAR
%—% Feog JhEsta, F7ke] 1 AR Eot wnteglnt. &5 et #7] SviE 5
A& Hrbete] A= phiE 22 Adstegint. e 1AE Zesta, & 3 Held
ez A2 AHEUT. 1 A 5-FRE-1,3-MEUEE4-IEELN(5.49)S AT MR ~2FEF:
(DMSOds) 6.15 (s, 2H), 7.0 (m, 2H), 13.7 (br s, 1H).

olg@ A BAo AR(1 g)E 1,4-TI22H(15 ml)oll &3A 7|3, T
=(1.12 m) 2 Eogolvl(0.73 mt)S el H ek, AHE £
7P°ﬂ T EFES SUAYAL, FFES AdE oA HE H 5% FAA
E, THYEF x5 $8&9 9 A5 AR AFstal, kvl A

ol Z(b.p. 40~60T) H o€ oM Eo]ES] 9:1 EFES SEAZA }%1 N7 AW ARuE 1)
a2 &%gg AT, 2 A} t-3E 5-FEZ-1 3-0%0SE4-Ud7EnEo]E(1.19)E It MR
#AEH: (DMSOd) 1.45 (s, 9H), 6.1 (s, 2H), 6.85 (d, 1), 6.95 (d, 1H), 8.75 (s, 1H).

t-5EE(4 me), clﬁﬂ%_ﬁi;j. o}
FES ¢k 100C &
fr%%” Afel el %HMZ%E}. 717

>
oz
éé
~ R

l> oo

olgA A& EH(1.1g), EYSFLEOAMEA(6m) E WE#Hd FE2o]=(20 M) TFES A20A 3 A
b o utEslth. Sl E S| 3, FRES oE ofAEH o ES FEAIGER X3} 8N Aol FujA
Aok, F14E A2 AR FAvladg Aol Azxstn SEAAY. o A¥ 6-F 222, 3-vgdge
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<403>

<404>

<405>

<406>

<407>

<408>

<409>

<410>

<411>

<412>

<413>
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Alolbd#(0.642 g)& AATH; NMR =~FEH: (DMSOdg) 5.15 (s, 2H), 6.0 (s, 2H), 6.25 (d, 1H), 6.75 (d,
1) .

[10] AAEL g5 22 54 dolgE Ytk MR A= E=&: (DMS0ds 2 CF,C0.D) 2.35 (m, 2H), 3.15
(m, 2H), 3.35 (m, 2H), 3.5 (m, 2H), 3.8 (m, 2H), 4.0 (m, 2H), 4.05 (s, 3H), 4.35 (m, 2H), 6.15 (s,
9H), 7.05 (d, 1), 7.15 (d, 1H), 7.45 (s, 1H), 8.25 (s, 1), 8.9 (s, 1H); Ak AdE: \Hl 473 2
475.

[11] W F2gol= 2 wergo] 4:1 EFES §FAZA AMES A7ty A7 A2vE 92 kg A
AEs AAET ol ¥ EEE vEd Sxetol=e} vgs o e &aiA7IaL, Held dEHE F
Hstrd oM &Ns 7 }Sii ColEA 4L f3l= iiiﬂ}Ob?ﬁ glstar, Axste], e 2 54
doletS Atk MR A~ E=: (DMSOds 2 CFiC0D) 2.65 (m, 2H), 2.9 (s, 3H), 3.35-3.55 (br m, 6H), 3.7-
3.9 (br m, 4H), 4.05 (s, 3H), 4.35 (m, 2H), 6.15 (s, 2H), 7.05 (d, 1), 7.15 (d, 1H), 7.45 (s, 1H),

|

33
L
o B
= 1

é?ﬁéxﬂ
= oo

8.25 (s, 1H), 8.85 (s, 1M); Ak ~=eEe: W4 486 2 488.

[12] HEd F2dol= Hee 2 w24 R yol ¥3} Mo 9:8:2 TFES §E5A2A A3 A7)
A A9 iiU}EZEHJJi kS A S AABETE. olgA 9 EAS WEd F2fol=g} wEg] 23
o &3]A171a, "elg oHZE F 354 6M ﬁ‘i‘i% H7FskSlt. o] 2 4L I =REE ol =ES By
st o3t 7EL° E4 dolgE dr} A~AEZY: (DMSOds 2 K,CO5) 1.55 (m, 2H), 1.9 (m, 2H), 2.0
(m, 1), 2.5 (m, 5H), 3.15 (m, 2H), 3.95 (s, 3H), 4.05 (m, 2H), 6.1 (s, 2H), 6.95 (d, 1), 7.05 (d,

o,
d

M), 7.2 (s, 1), 7.9 (s, 1H), 8.35 (d, 1H), 9.55 (s, 1H); A ~ANEY: \-H 455 2 457,
[13] 2% W AAE B3t gol WA ol gat,

SN A-EFR22-6-HEAFAIZA(3g), 5-F22-2 3-HEU] Aol dAU(1.88g), o|2T 2R F A3}
M &o1(0.166 ml) 2 o] AL ZHL(60 ml)o] TS wukalal 3 A7 B9k 80 CE 71 o}cﬁB} e &

ooz YA m, AE B, olaT2ws ¥ dg oﬂzﬂez Az Astel, o Az
2 doludoza] ash AFE(4.18 ¢)S IAUTH MR ~FEH: (DMSOds) 4.0 (s, 3H), 5.35 (s,

oo P
iy MG o M

oo 4 Y

[N}

), 6.15 (s, 2H), 7.05 (d, 1), 7.15 (d, 1H), 7.45 (m, 4H), 7.55 (d, 2H), 8.25 (s, 1H), 8.8 (s, 1H).

4] Mg F2etol= g vigeA dEyol 23} S99 545 HAR SV EFESE FEARA A
A7rd A9 AsvtEage 2 uke A s AAS T eSS frel 91RA e, tedt g
4 dlelEbE dolth MR 2=#lE-: (DMSOd; % CF:C0.D) 2.3 (m, 2H), 3.15 (m, 2H), 3.35 (t, 2H), 3.55

(d, 20), 3.7 (t, 2H), 4.0 (s, 3H), 4.05 (m, 2H), 4.35 (t, 2H), 6.15 (s, 2H), 7.05 (d, 1H), 7.3 (d,
H), 7.4 (s, 1), 8.15 (s, 1H), 8.9 (s, 1H); AF ~AE2: W+ 517 2 519.

Jlm rot =

W 22N A 6-HRR-2 3RS Aol d e, -2 222 3w DT S A obd A o] Ao Tla)
2 [9)o] AR AT §AFS AAEZ A6 5-nRR-1 3RS (L= A Be)) 2R )
e 1 A9 0o A4ES Juw A

5-H R R -1, 3-HlRT & E-4-7F2 544 NMR =2 E7]: (DMSOds 2 CFsC0:D) 6.15 (s, 2H), 6.95 (d, 1H), 7.1

O

(d, 1); A ~ANEH: [N-H] 243;
t-F8 5-H2R-1,3-WFE0 S 4E-4-U 728l o] E; NMR
(d, 1), 7.1 (d, 1H), 8.70 (s, 1H); &

[~
18
ul

i)

1: (DMSOds) 1.45 (s, 9H), 6.1 (s, 2H), 6.80

jut

6-B w9 3-vEAr]SAjobdel; NR ~HE2: (DMSOds) 5.05 (s, 2H), 6.0 (s, 2H), 6.25 (d, 1H), 6.9
(d, 1); A ~=eed: 4 216 2 218,

2= Z7 A7) i?&%% LA ZA AR
A7I2A den g g2
(m, 2H), 3.05 (s, 3H), 3.35 (t, 2H),

51 ogal ZEetols @ Wwhed duel £3 folo] F42
A Ay ARvhETNYE B PHES 4
_]

A

d Holet S AlFstgth; NWR A~FE-: (DMSOds 2 CF,C0.D) 2.

Ao 2
é
of
ol
2
ui
ox
oX

10t
tlo
o
A

w
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<414>

<415>

<416>

<417>

<418>

<419>

<420>

<421>

<422>

<423>

<424>

<425>

<426>

<427>

<428>

<429>

<430>

4.05 (s, 3H), 4.35 (t, 2H),

(s, ); AF ~HAEH:

6.15 (s, 2H),
MHE 510 2 512;

CaollaoBrN06Sell Tt A4 4
AZ2] C, 47.44; H, 4.24; N, 7.92;

o] X C, 47.07; H, 3.95; N, 8.23%.

9 EZEA AR 4-FREE6-HEA-7-G-MEAEI IR IANAUYFAL A 55 =49

(A ATe 50)9 A= A

7.05 (d, 1),

ZIHS3d 10-2008-0027400

7.3 (d, 1), 7.35 (s, 1H), 8.15 (s, 1H), 8.9

WO 00/47212%

] AAEL &7 Z& B4 doletE ey NR 22 : (DMSOds = CF4C0.D) 2.35 (m, 2H), 3.15
(m, 2H), 3.35 (m, 2H), 3.55 (m, 2H), 3.75 (s, 3H), 3.8 (m, 2H), 4.0 (br s, 5H), 4.35 (m, 2H), 6.05 (s,
9H), 6.55 (s, 1H), 6.75 (s, 1H), 7.4 (s, 1), 8.2 (s, 1H), 8.9 (s, 1H); @A A~ e i 469;

CaaHogN4Os 2. 1HCI 08H200ﬂ EH t:;_]_' "ﬂi Tv‘i‘}—‘j, :

A 23] €, 51.59; H, 6.01; N, 9.46;

o]|&4 C, 51.52; H, 5.71; N, 10.01%.

% 242N AREE 5-vEA-2, - E Y S A o ™
71 5 [91ell AAE A AR AAkE AFEoke] 4-H 2 R-6-m5A]-1,3-H%T 5<E( Org. Chem.,

507D RRE Az, 7 A g SdHgEES

6-H % A)-1,3-M 2 0] S &-4-7L 2 E 2 NR 22 EH:

6.85 (s, 1H), 13.0 (br s, 1H);

=" 6-51 %A1, 3R] S -4- b2 vk o]

(s, 2H), 6.4 (s, 1H), 6.55 (br s, 1H), 8.85 (br
5-H EA]-2, 3~ At S AJold 5 NMR

© M+ 168,

N
ol

g
@A g A AN(8 g), BEEd
]

=
Aok, Ed=s A

(m, 2H), 2.6 (m, 2H), 2.7 (m, 2H),
1H), 5.95 (s, 2H), 7.15 (s, 1H),
olgA AL &=

A7) 5L A E A E
A¥} 7-(2-3]
H 0 (DMSOds)

3.5 (br s,
7.65 (s, 1H),

tog o g =

2.4 (m, 6H), 3.55 (m, 4H),

: (DMSOds) 3.6 (s, 3H),

EFA-6-H FA]-3-3 R A SA M E -3 4-T] S| ER A pE 7 -4-

BG.8m) ¥ E2EXE
I, Hgd Z2gol= 2 Hege 19:1 EgES %%Zﬂi/ﬂ Abg-gk A Ftol A o] A
Y aRnEagyE ARES FASGY. 2 Ay BEARA 7-(2-F SR 3R 2 E e

352 Y A 993, 4-T) 3| R AV ED4-2(8,
1H), 3.75 (m, 4H), 3.95 (s, 3H),
8.2 (s, 1H).

2 -2 2-2, 3-v gy Aol d -] Alzol sl 4

1985, 50,
2 2 Art:

(DMSOdg) 3.75 (s, 38H), 6.1 (s, 2H), 6.7 (s, 1H),

NMR 2= HAE & -

===

(DMSOdg) 1.45 (s, 9H), 3.7 (s, 3H), 5.95

s, 1); A7 ~AEH: M#Na 290 E

4.95 (br s, 2H), 5.85 (s, 2H), 5.9

(40g) =
5 AIZF EE 0T R 7}%}9@ ERES de-8

me), SAFZE(36 g) 2 DNF(400 me)o] ERHES wkata 1

FRHE(5 )l R AgE FAEE Feeta, 2 % dold clu2R A AHsti, eAksel Al
A stoll AzstArt. 1 A3} 7-(2, 8- FAZREA)-6-1 FA] -39 RIS A W D3, 4-T] S| E =T L E A4
2(46.7 )& AU

(120 m0) 8 EFES 16A17F Bk 719 g7 4]

2g)e C/\/\T;]— NMR _)_\_Sﬂ]_F_j_E‘j

4.15 (m, 2H), 4.25 (m,

A3 s ol B3k golo] EEE 2 A FA e wwsdd. 2HEL S
e K EER- I EE T B
B S A 3R 2 E e R E )6 F A3, 4T S B2 AU EY

3.85 (s,

9] 19 i% 22 /q]zJ O}oﬂ;]_ 1
—4~ %(6 34g)S dATH MR ~FHE
3H), 4.0 (m, 2H), 4.15 (m, 1H), 4.95 (br s, 1H), 7.15

_46_



<431>

<432>

<433>

<434>

<435>

<436>

<437>

<438>

<439>

<440>

<441>

<442>

<443>

ZIHS3d 10-2008-0027400

(s, 1H), 7.45 (s, 1H), 7.95 (s, 1H).

AR & = 2 2 & EExoA ¥4
7131, SEAMUEF 3t &4 AAT A POP@ pH 92 =A4s3lv. Ed=e MEd SRol=r 255
A FUVEE =9 AR AR AFsta, vl delA dxsta, SEAZY. WMEd F2eols o
He2o) 93:7 THES FEARA AREE AETtelM e Y ARvtEaY R AFES AT, 1 A

=
lxiliﬁ T-(2-o A FAI-3- B2 E X2 HA)-6-H FA-3,4-H 3| =2 FEH-4-2(5g)& AUt NR =)
= 4 (m, 40), 2.6 (m, 2H), 3.55 (m, 4H), 3.85 (s, 3H), 4.35 (m, 2H), 5.25

(m, ), 7.2 (s, 1), 7.45 (s, 1), 8.0 (s, 1H); AeF =~ e \+H 378.

olgaA & B4 Eod FRto]=(60 m) ¥ DMF(0.5 me)e E3FES 1 A7t Bt 719 AF[FA AT EF4E

S TN, ERAES HUbeta, EFES SEAAY. 4 2 B £3RES AREd Hrtsta, A

EF 23l F&HES MUt pH.5E @Ittt E}ES WEA FRgol=g FEIGT. f4E E

9 AR AHE AFHsta, kel g Aol A Axstn, FEAZG. dHEd S2de]= 9 wege 97:3

EFES FEAZA AT ATt A AY AZ2uEIYIAZE A{FES AU, 1 A LEAZA T-
= 23 1

ZREN)A-FE2EZ-6-UEAFAUYZH(4.56g)S I3
(s, 3H), 2.55 (m, 4H), 2.7 (d, 2H), 3.7 (m, 4H), 4.05 (s, 3H), 4.35 (m, 1H), 4.45 (m, 1H), 5.45 (m,
H), 7.4 (d, 2H), 8.85 (s, 1H); A2 A= WH 396 2 398.

+
=
=
=}

(18] 48 et 2 54 doled VeIt 4% ~HEd: wiusl,

AN AEE T-(2-0bAEA 33 S U-1-A L2 EA)4-F 2 260 5 A AED LT o] A%

7-(2,3- A L2 LA -6-H FA|-3- L2 ZA -3 4-H3| m2FUEd-4-25 2% 249 Azxs A
sto] whz gkl F [17]¢] 2WA wetol JiA e At FARRE AAE AREste] v Eed ) wbeAIRY. O A3t
7-(2-3| EFA-3-Y E e H-1-d L2 FA])-6-v| FA-3-d B2 SA M E-3 4-HI| R I YEI-4-25 AU
A e BEFS, 29 BAY AR #Hste] wig oho] F [17]9] 3~5HA o AAE A FA13

Hhbgo 2 Ay, 1 Aa 7-2-obHEA-3-Y EE U U LRI ) 4-F R E-6-H A A USRS
oh MR Z=#EF: ((DCl; B (DsCOD) 2.05 (s, 4H), 2.15 (s, 3H), 3.45 (br s, 4H), 3.65 (m, 2H),
(s, 3H), 4.4 (d, 2H), 5.65 (m, 1H), 7.4 (s, 1H), 7.55 (s, 1H), 8.9 (s, 1H).

[19] BAES tten e B4 dole2 veuglnh; Dk ~:Ed: 1495,

20 BARA AGE Qo EA-3- AU e Z 2 EA)-4-F 226 BN AGEAL TS o] A

T2 ARALLIAS GG SR SN A RA RS LS 20 2 Az T
of vk el F [17]9] Alz wetel AAE A% fAF ARE AFgste] I WA
(28] =5 A) 33 3 2] U] 1 32 2 2] )60 5 4] -3 2. Q) S A W -3, 4-0) 6] = 2 7 B 42

A Pe FAL, FW TA Az pEstel v 9ol F (1719 3~5UA vl ANY A% AR
EERE STk, 2 A3t 7-2-okABA 3 A ] L2 EA)-4-F R 26T FA AN EA A

=
o NMR ~FEg: (CDCl; 2 CD:COD) 1.6 (m, 2H), 1.9 (m, 4H), 2.1 (s, 3H), 3.2 (br s, 4H), 3.5 (m,

o

2H), 4.05 (s, 3H), 4.35 (m, 2H), 5.7 (m, 1H), 7.4 (s, 1H), 7.5 (s, 1H), 8.9 (s, 1H).

[20] WAHEE The3} e B4 yolgs etk dg A Ed: 1535,

0 242N ALE 7-[2-0 A FA - (A oher 5 20 -1-0) 2 EA) | 4-F 2260 B A F P EA S
&3 ol Azan.

7-(2,3-01 EA T2 E A )-6- HA -3 A2 A W B3 4TS A EA-4-2 FY Ao Azl B}
of whi okel F [17]9] A2 wero] AAR A fAFE AaHE ALgehe] 1-Aobwm e wHebal 3} ukg Azt
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<445>

<446>

<447>

<448>

<449>

<450>

<451>

<452>

<453>

<454>
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a2 A3 7-[3-(4-Aob e " ) | 2 - 1= ) -2-8] EFA] R FA] |-6-1| FA]-3- v R R A S A M E -3 4-T] S| =2 7

olgA AL EZE, &% EZ Az #ASIe] upR ko] = [17]9] 3~5HA Tl JiAjE AT} FARs

Ao gkgoR AUtk 1 A 7-[2-otA A -3-(4-Al ot D I H| g -1-Y) LR ZA [A-F 2 2-6-H 5

AAUET L A MR A2 EZ: (DCly) 2.1 (s, 3H), 2.65 (br s, 10H), 3.5 (s, 2H), 4.05 (s, 3H),

4.4 (m, 2H), 5.45 (m, 1), 7.25 (s, 1), 7.4 (s, 1), 8.85 (s, 1); AF HHAEF: C M+ 434 = 436.

% 2AEA AFEE Aol dwE RS ST o] Az

1-(t-FEA7I 2R D)9 (5g), 2-F2ERANEYEZ(1.9m), B2HZHA g) 2 DNF(20 m)e E3d&ES

16 Al & Aol A wukstsit). Geldmy 23 898 HUtsia %fﬁ%é ol ofMEH|O|ER FZ3%

o 7715 FAvlavlE el A Hdxsta, z‘”f\l?ﬂﬁ} g Oﬂﬁﬂé—i— SEAZA ALES ATt Ao A

H AZeEOE ARES AASAY. 1 A TAZA 1-(t-FEAFFE R )-4-Al ol e E ] #2471 (5.7

g)E C/\/\T;]—’

NMR 2= © (CDCly) 1.45 (s, 9H), 2.5 (m, 4H), 3.45 (m, 4H), 3.55 (s, 2H).

olg/ & A, EYEFZOAE20m) E WEw F2ol=(25 m)e EFES FolA 4 AT 5
EAtaa el

o EFES FUA S, EFAL A7ska, EFES A ARG P 22eel= 1 v
RS SEAEA AFRF ATty A ARvtEagy 2 FFES AR, 2 A3 1-
= XJEH%E ZolAH Ol E d& ddon, o] HHd F2eo|=, old ofhHolE 2 wtt
T FHAUER AR AHZste /7] €7 FE(2.9 9F Utk NMR 2HER: (CDCl; %
(m, 41, 3.2 (m, 4H), 3.6 (s, 2H), 6.2 (br s, 1H).

oo
o

b Lo
©

>,

o
o,
-l
ot
H

e gt e 54 doleks et A% ~HEw: MHuss,

T-[2-0hH B A -3-(N-0] & 2 2 T N-s P o}v] 10) 32 2 F A |-4-F 2 2-6-v] 54 ) 1} A ek

7-(2,3-N ZA L2 ZA)-6-H| FA|-3-F A Z L AW E-3 4-U3 E2FUYEUA4-2& E% B9 Az} #A
S ] 0‘94 F[1719] 29 A el A E A FAS A3E ALEo] N-o]AZ 2 A -N-volql 3} &
2-3| EZA]-3-(N-0] A Z 2 FA-N-v| & o} =) T 2 Z ] ]-6-1| B A]-3-3] & 2 Y L A| v €l -3 4-T] 3]

A 2 245, 2% 249 Azt #dste] vz oo F [17]9 3~5HA deto] AAE AR FAS
So 7 Agsdt. 1 A} 7-[2-obEA-3-(N-0] AZ 2 A-N-wdo}n| o) T 2 ZA]|-4-F 2 2-6-1] =
AATH NMR == E&: ((DCly) 1.0 (d, 6H), 2.1 (s, 3H), 2.3 (s, 3H), 2.6 (m, 1H), 2.75 (m,
1), 2.85 (m, 1H), 4.05 (s, 3H), 4.35 (m, 1H), 4.45 (m, 1), 5.35 (m, 1H), 7.25 (s, 1), 7.4 (s, 1H),
8.85 (s, 1H).
[22] AAEL 33 2 54 dolets Yelgdeh MR 2= E&: (DMSOds 2 CF,C0D) 1.3 (m, 2H), 1.7

(m, 2H), 1.9-2.2 (m, 4H), 2.8 (s, 3H), 3.05 (m, 2H), 3.5 (m, 2H), 3.75 (s, 3H), 4.05 (s, 3H), 4.1 (m,
2H), 6.05 (s, 2H), 6.55 (s, 1H), 6.7 (s, 1H), 7.45 (s, 1H), 8.2 (s, 1H), 8.85 (s, 1H).

(23] W SoHA AT-2-% YA o AT AL G, WS EFES 15 A7 B9 0CE 745G

y L O D
towbe Edes AeoR AT SEARY. e vdd SRS =06 ) EEs IN FAkE
UEF F800C m) o2 4sta vddll SR ER FE30. f71de SR, vEd FRgoE,
g ofAHolE 2 wghSA ol 23} g0 9:10:1 TFES SEAEA AT ATt M e Ad A
ErtEa gy 2 ges s, offA 4L =dE& Hold ol Ed §sjA7|a, oliazrdE T s}

T 6M gHE Hrtslgu. o]EA E2 Y2 F 2o Ed S £t Axsn, gy g2 54 do
B2 AgTh MR 2HE: (DNSOds 2 CFCOD) 1.4-1.5 (m, 2H), 1.7-1.9 (m, 3H), 2.0 (d, 2H), 2.75 (s,
M), 2.95 (m, 20), 3.45 (d, 2H), 4.0 (s, 31, 4.3 (¢, 21D, 6.1 (s, 2I), 7.0 (m, 3M), 7.38 (s, 1),
8.12 (s, 1D, 8.9 (s, 1D; A A== Wl 437.
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9 BEARA AMEE 4-FRE2-6-WEA-7-[2-(N-wE g g d-4-Q)d EA AYEZAL I 55 &Y WO
00/47212% (A A o 241)0] 7AAE o] )

[24] 7-(N-t-F-EA 72 R I H g d-4-A W EX])-4-F 2 2-6-HEAAUZ UL HS 4-F 22U 0 2 A4
ApeaL, Heh2-g gale] ol AT RRe s t&—g— UHEH ApgEtar, olATREe T AshEa 6N §91(0.02
m)S H7sta, vk EFES 1 AF B9k 801 7tgstth. AAAES Rz ER2golmdomA 43l
o gy e 54 dolelE: veERAY; NMR iJ%‘EFé. (DMSOds ! CF400.D) 1.5-1.65 (m, 2H), 2.0 (d,
2H), 2.15-2.3 (m, 1H), 2.95 (m, 2H), 3.3-3.4 (m, 2H), 4.02 (s, 3H), 4.1 (d, 2H), 6.07 (s, 2H), 7.0 (s,

O l_,>.
0 |
o

3H), 7.4 (s, 1H), 8.25 (s, 1H), 8.65 (m, 1H), 8.8 (s, 1H), 8.95 (m, 1H); HHF ~HEF: M+ 409.

2424 A8E 7-(N-t-FEA 2RI H g dA4-A W EA)A4-F 22 - EAFAUZA S &7 7o)

FASJUVEF(FH T 60% T, 1.4 g)5 DIF(70 ml) T 7-#1dSA-6-HFA]-3 4-s| =2 A S -4-2
(A 531 9 W0 97/22596%, Aol 1; 8.46 g) &l 20l 24 £ H7lednt. e 1.5 A3t
Qb 2ol A uwtelglvt. =Y I d o] E(5.65 g)5 Astetal, TIES 2 ARE St AolA wnkst

d=a old oAECIE(100 m) & 3Aetar, oN 4 A4 m)s Firehs 53 =9 EF=(400
ne)oll FA. F715S BHsta, $45S oY opAHER &80T, EdE FE=S 9= AFHeaL,
Gkl el A Axstkal, SEAZG. AFES HllE oHE= 9 A AEE(b.p. 60~80T)stelA &

stal, MF sholl AZxscT. 2 Ay 7-HASA-6-H EA] -3 d 2 A A v E -
3 4-T3E2AUYEU-4-2(10 g)& AUt NMR AT E=: (DMSOds) 1.11 (s, 9H), 3.89 (s, 3H), 5.3 (s,
2H), 5.9 (s, 2H), 7.27 (s, 1H), 7.35 (m, 1H), 7.47 (t, 2H), 7.49 (d, 2H), 7.51 (s, 1H), 8.34 (s, 1H).

olgA d& EHo UR(7 g), 10% Zera ZekE Zw(0.7 g), DMF(50 me), ™EFE(50 ml), oFAEAH0.7
m) H olE ofAH o] E(250 m)e] EHES 407 FF 42 d7IY Stel Wyttt FujE 04?%/\171 A 7 3}
, BUE SIAIAT. IRES T E dHE stelA #st, AAE LAE FAstL, WFolA xS
o O A 73 EFA-6-HEA-3- I LR LS AW E -3, 4-1] 3] =2 I 7 -4-2(4.362) & EMDP; MR 23]
E7: (DMSOds) 1.1 (s, 9H), 3.89 (s, 3H), 5.89 (s, 2H), 7.0 (s, 1H), 7.48 (s, 1H), 8.5 (s, 1H).

al

() T 7-3 EFA-6-w 5 A -3- AR A A Y-8 4-H S ER A UE--4-2(4g), N-t-F-5A7EH d-
2

EdEA M)A A D(10g), TAAHFT @) TFES wyatil 2.5 AZF S 95CE 7HE 38
Aot EFES F2om WAL, g obAlH 1E9} teld ele 29 Egt= % & Abolol AR,
e = R AR AR AFsta, fadviadig el dxsta SEARG. A LdE Hf oHE
(b.p. 60~80C)=HH AA3A7]aL, d¥S 5°coﬂA1 A Baetdh. A" nAS AN A FAG A,

Y o=z AHsta, AF st AxsAh. T AT -0t 5 A 72 05 5 2] 14 o] 5 4] )6 54
3T AR AN Y3 4D SR AUSU4-S S A ow, o F Frhe) AAYRel AeHAr.

T E A FF2 092 - 5 )6 A3 2 A S A A3 4T B S 2 A -8 (6e)
ek PEuol £8h §91(100 )9l EFFS 16 A Bob Gl wustdnt, 44 EFES 34
712, 2RES HAY A= oA 24N o9 B DA 2ARL, DAY =9 A94 22
holmo] 49:1 EFER AHstn, AT sl AR T A% -(-t-REAFE R D4 5
A=6-M 5 A|-3,4-U] 3| =2 ] L}E -4~ S’4(3 39S 49 MR 2=FEH: (DMSOds) 1.12-1.3 (m, 2H), 1.42

(s, 9H), 1.8 (d, 2H), 2.02 (m, 1H), 2.7-2.9 (m, 2H), 3.9 (s, 3H), 4.02 (m, 4H), 7.15 (s, 1H), 7.45 (s,
1), 8.0 (s, 1H).

il

A de EHo AX(0.2 g), A 3stEr 15 m), EFAEEAA0.25g) D 1,2-TIZF 22 (10 m) Y

= 3 2N ZF B 0CE JLHBPMEP 23ES SN, WEd F2elo]=, oE ofAHolE
4l EFES SEFAEA AMES ATt Ao A9 ﬂiﬂ}ilﬂwi &vg% AA AT, 1
A 7-(N-t-REA 2R D H d-4-A W EA ) -4-F ZZ-6-HZA A IZEH(0.072)S 24U MR A2HEFH:
(DMSOdg) 1.15-1.3 (m, 2H), 1.45 (s, 9H), 1.8 (d, 2H), 2.08 (m, 1H), 2.7-2.9 (m, 2H), 4.02 (m, 5H),
4.12 (d, 2H), 7.42 (s, 1), 7.5 (s, 1H), 8.9 (s, 1H); A Ao e Wi 408.

U 2ARA ASE - EANZR Y4 - EFAL LY S A IAD DL e} o] Axsth
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o8 ol E|O]E(75 m)FE T-t-58 fIt2HU0)|E(41.7g) €NE o8 oA H O E(150 m)ZF od FHzd
-4-7} 2B AP ) E(30 g)©] aykE &N Hslstal, gzl 0~5CE Y73l A€ % s 2ol
Al 48 A|7F Bk wukE gt EIES E(300 m)ol HFUTh. f712S st (200 ml), N4 |H

(200 m), FEAVEF x3} FL2M(200 m¢) E F5(200 m) = x}FHE = A H A, %‘r*&u}mﬂﬁ Aol &
al %‘?:_“\]Zi\:}. O A g N-t-FEAEZR YA Yd-4-7t 2B A Y o] E(48g)E ATt NR AHEH:
(CDCls) 1.25 (t, 3H), 1.45 (s, 9H), 1.55-1.7 (m, 2H), 1.8-2.0 (d, 2H), 2.35-2.5 (m, 1H), 2.7-2.95 (t,

2H), 3.9-4.1 (br s, 2H), 4.15 (q, 2H).

THF(180 me) % ol¥A €& EH9 §9q& 0CE YZsta, 43S F e F(THF 5 I &9 133 m)<S 4
et EFES 2 AlZE B 0TolA wakslth, (30 m) ¥ 2N FASUER FEA(10 m) S AEH =

HA7ystar, EFES 158 e wwEsith. AAdE EHELS FREES B B, AE oY olAH <]
EZ AFHEGT. ARES & 9 Q52 AR A Fsta, kvt avd oA dxsta SEAZY. 1 A7
N-t-F-EA 7L 2RI -4-3| EF AL I A 2T (36.3 @) & AAUTF NR ~FEH: (DCl;) 1.05-1.2 (m, 2H),

1.35-1.55 (m, 10H), 1.6-1.8 (m, 2H), 2.6-2.8 (t, 2H), 3.4-3.6 (t, 2H), 4.0-4.2 (br s, 2H).

1,4-tjo}AH A F2[2.2.2] 26 (42.4 )& t-3dE Hd °ﬂ 1 (525 m) = N-t-H-EA7IERY-4-3|=EA Y
92 (52.5 g) &Aoo HUlsta, EFES 158 Bt oA wnkslgltt, E3ES dexdA 5TE W7t
i, e 255 9 0CE FASEA t-3d vE o 1 ( 525 ml) % 4-EFANAEY F2dlo]=(62.8g) &
NG 247l AA Hlslith. AAE EFES Ao Jfsta 1A B et A olE 2 (b.p.
60-80C, 1¢)E H7Fstar, HAA=S AHAANA AAGAT. ARES FLAA 1A AFREBS AAeH, o] F
tolg ofHZo] SaAATE. 7] 4L 0.5N G 89, B, %ﬁ%ﬁ%z% x5 FE&Y d AFE AHRE

MAsta, et aulg A dxsta STAAT. O @ﬂr HEEAIIZER Y -4-(4-SF AL LS A
DA HYU(76.7 g)& AUtk NMR ~2FEF: (CDCly) 1.0-1.2 (m, 2H), 1.45 (s, 9H), 1.65 (d, 2H), 1.75-

1.9 (m, 2H), 2.45 (s, 3H), 2.55-2.75 (m, 2H), 3.85 (d, 1H), 4.0-4.2 (br s, 2H), 7.35 (d, 2H), 7.8 (d,

2H).

[25] 7-[2-(N-t- ‘ﬂEklﬂéiéﬂﬂlﬂ%—ﬁx—%)oﬂéﬁ]—4—%;&—6—1:11%4?44%—
2 OAFgst, E-2-2 Al o] AZRWLS whE fujEA] AFgStal, o]Ai
(0.02 m)S H7}star, wke EFES 1 A7 59 80CE 7MEstgitt. AAHES Eudegdadgdo|=dorA
dglon S e EA dHolElE AT NMR 2FE#: (DMSOdg 2 CFsC0.D) 1.4-1.55 (m, 2H), 1.9

(br s, 2H), 1.95 (d, 2H), 2.95 (m, 2H), 3.4 (d, 2H), 4.1 (s, 3H), 4.35 (m, 2H), 6.15 (s, 2H), 7.0 (s,

6

[e)
29e % ol %}*A g

3H), 7.4 (s, 1), 8.15 (s, 1), 8.9 (s, 1H); AF ~Aed: \+H 423.

S0 BARA A T-[2-(--FEA T2 0I5 2 H-a-9) o) A -4-F 2 26 A A S Sk} 2
e,

|

(]

=
s3]
=

T8 = %A -6 5 A -39 M 2 I S A A -3, 4-0 B R AU EDA-2(2), N-t-REAAER Y4 [2-(4- 57
MEYSADAN D] AR (2.80), FABF(18 g) P DIF(20 9] EFES ek 2.5 A7 B 95TE
Zstm e R Bo| EFBA Fth EFRL YA FRgolmw

L BTG gl A AxSa, FWAAT T Ao 7-[2- (T 5
7HE 3 3 2§ -4- Q) o 5 4] | -6-T] 5 -39 W2 1 S A v -3 4-v] S| SR AU EA-4-2(20) % ATh NIR
2~dEZ: (DMSOdg) 1.0-1.15 (m, 2H), 1.15 (s, 9H), 1.4 (s, 9H), 1.6-1.8 (m, 3H), 2.6-2.8 (m, 2H), 3.92

(s, 8H), 3.9-4.0 (m, 2H), 4.2 (m, 2H), 5.92 (s, 2H), 7.2 (s, 1H), 7.5 (s, 1H), 8.3 (s, 1H).

o
o
o
il
oL

T-[2-(N-t -5 A1 7h2 1 3] ]2 T -4-20) o 5 4] =611 5] -3 2 Q) 4] i €3, 4] 3] = 2 9] v 94— & (%)

9 v dRUol 3 §N(30 m) EFES 16 Al Tk oA wutsigltt. A H ERES T
Al713L A RES Hold o HZ stell A Eeksint. olEA 4 aAE & oﬁ EloﬂE‘ ez g wWed F
2dlol=e] 49:1 EFER AF s, 1 3l ﬁiéwrﬂr a Ax 7-[2-( A7 ER A A d-4-d)
N EA -6~ FA]-3,4-T]3] E2FUZEH-4-2(1.32)S AATH NR ~HEH: (DMSOdg) 1.0-1.15 (m, 2H), 1.4

(s, 9H), 1.6-1.8 (m, 3H), 2.6-2.8 (m, 2H), 3.3-3.5 (m, 2H), 3.9 (s, 3H), 3.9-4.0 (m, 2H), 4.18 (m,
ZE,TB(&1@,?%(&1@,80(&1@;@%&5@5%1Wﬁm4
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7-(N-t-HEEA 72 R dy d g d-4-A | EA)-4-F 2 2-6-W| EA AU A oA 29} Bedste] nlz oo F

of mpxul ghefol]l AMAIE A FARGE AakE ARgEke], 7-[2-(N-t- HEAW}EEJ_AAMH—ZL—“ h 1 1-6- uﬂ
EA-3,4-03| =2 A UEA-4-2(0.2¢)S AMAstea 9 Edld sy g A A 7-[2-(N-t-F-5A7t2 R d
g d-4-L) N ZA |-4-F 2 2-6-HEAFAUZET(0.03 2)S AAH MR =HEZH: (DMSOds) 1.0—1.2 (m,
2H), 1.4 (s, 9H), 1.6-1.8 (m, 5H), 2.6-2.8 (m, 2H), 3.92 (d, 2H), 4.0 (s, 3H), 4.3 (m, 2H), 7.4 (s,
H), 7.5 (s, 1H), 8.9 (s, 1H).

rH

23 2ARA ALE M-REAZRY A (2L ERANEY S 1 EIEE ERERE PRI
4-EF QAL A )WY o) Alzsl pedste] wp ool é a1e] wiAbE whebe] AAE AT FAR

A2 Abgete] | 4-EFAMTY FREfo|=9 N-t-REA 2R -4 (2 slesAdE) (A4 58 &
< WO 00/472123%., A A o] 126)S WHSAlA Azt

I & F oM d3Fa 95

80C=E 7tgstih. v &35 I, Hgd F2gol= 9 o

A HAR S ERES &5 Ae7td A4 F=2eE

& %X‘ﬁ tol g dEZ Zo] £3A]7)aL, tolE = F Ad52 3N

gt AzsAT. 2 23 Y7 YAES EeI 2 FRgo|Eg oz A A

%6}°ﬂu} NMR 2~#NE&: (DMSOds 2 CF4C0.D) 1.7-1.9 (m, 2H), 2.15 (d,

2H), 2.37 (m, 1H), 3.1-3.35 (m, 6H), 3.6-3.7 (m, 6H), 3.8 (m, 4H), 4.05 (s, 3H), 4.2 (br s, 2H), 6.1

[26] #EF-2-& UlAle] o]ATZ LS HrS Lujz A A}L3)
o

(s, 20), 7.02 (s, 3H), 7.4 (s, 1), 8.15 (s, 1H), 8.9 (s, 1H); DA ~sead: i 522

=2 B A ARE 42226 S AT IN-(2- 2 E e ol g) A F 2 d-4-d | S A [ A Y-S S0 53 2o

7-(N-t-F-5A 72 B 9] 3] 2 A=A W FA])-6-| S A -3-v] B2 A S A " -3 4-Ts| 2 yEd-4-2(12 g),

EYZFQROPANEA(2 m) Z HEA FEeo]=(100 m)e] EFES 204 1.5 AgF FoF wRkagit).
THES TN, FFES MY S22 E 9 FL FEMYEF 589 Alold BuAAY. §U15E
E 9 A5R AdE AFsta, 3 adla ddA Az SEAAEY. FFES fddE dEHE 9 A
g5 o x —Er 6?"“2} AR 1AE BYsta 1 stoll dxsinh. 1 Ay 6w EA-7- F 2 d-4-4
HEA-3-H A2 A S A E-3 4-U3| =2 YEH-4-2(9.1g9)S LUt MR =FEH: (DMSOds) 1.15 (s,

9H), 1.2-1.35 (m, 2H), 1.78 (d, 2H), 1.95 (m, 1H), 2.6 (m, 2H), 3.05 (d, 2H), 3.9 (s, 3H), 4.0 (d,
%LBQZ@,%L7J4®,ML75(&1@,&%(&1@;@%&&@5%:Wﬁm4

olFEA P& BH AR(1 g), -REZT oY FRTo|t slmad2eto]=A(0.55g), L2=384F(0.21
MIEF0.625 g) F oHERE(23 m)e] EFES wwkelal 2.5 AlRE B9 e BRAATY. EFES
SN A, AFES AEd F2ges 9 E Afold] RulAZHG. §715E B 2 952 A2 AFHea
gabol a4 Aol Azt FEA R Mgd F2dels 2 veke A ool ¥3 g 9:1 & %%—g
SEAZA AFEE ATt Ao A9 JEH}EZWAEX% S AT, FFES told deH= ¢ A

A~

1_1\__

1 2ttt Ade wAE Lelsta Ag shol Axsglok. 2 A3} 6-m5A]-7-[N-(2-%
e ol ') v H 2 H-4-d v A ] S—Q%i%%f\lﬂ%—&zl—tl B ERAYEU-4-2(0.429) 5 AUTH NR 2=
Ef: (DNSOds) 1.15 (s, 9H), 1.25-1.4 (m, 2H), 1.7-1.9 (m, 3H), 1.9-2.1 (m, 2H), 2.4 (m, 8H), 2.95 (br

s, 2H), 3.58 (m, 4H), 3.9 (s, 3H), 4.01 (d, 2H), 5.9 (s, 2H), 7.18 (s, 1H), 7.5 (s, 1H), 8.38 (s, 1H);

Az ~ANER: 4 517.

Qe BAT ey gryo Lok §9(10 n)e) EFEL 16 A B e

2 FWAYIL HFES oy ofH 4 stol A % RE:

§ gelsha, gelY =g ARG, AF ad ALAAG. 2 AR GARAT V0w gl
-1.

1.7-1.85 (m, 3H), 1.9-2.1 (m, 2H), 2.4 (d, 8H), 2.92 (br s, 2H), 3.55 (m, 4H), 3.88 (s, 3H), 3.98 (d,
%L?l(&1@,?%(&1@,?%(&1@;é%ﬂé@E%IWﬁm&

olgA d& B4 Elod F2gol=(5m) 2 DMF(0.05 m)e] EIELS 1.5 A7t B9t 719D SFA|Z . &3
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<480>

<481>

<482>

<483>

<484>

<485>

<486>

<487>

<488>
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ZIHS3d 10-2008-0027400

o

Zu A A

11
P
u
o
o

g 2S5 = e S2egol=et AL 2N Sk E
el of = gsta, =2 Hléi?‘f& s A2 MAFsta, ket adlg delA A
ZIA Y. 2 A 4-FEE2-6-HEA-7-IN-(2-EREZ g d )y H g d-4-d W EA 1A YZEH(0.115

E3: (DMSOdg) 1.25-1.4 (m, 2H), 1.7-1.9 (m, 3H), 1.98 (m, 2H), 2.4 (d, 8H), 2.92
(d, 2H), 3.55 (m, 4H), 4.02 (s, 3H), 4.1 (d, 2H), 7.4 (s, 1H), 7.45 (s, 1), 8.88 (s, 1H); dAF ~HE

e, &
©
=

ML ozt

ol
o

Hﬂ

2 M 421 2 423,

A Ao 3

T-3| EEA-6-H E A -4-(2,3-H D A ] S A o}l d F =) AYZEH
7-HA S A -6-1 B A -4-(2, 3-H At S Aol d 2] ) AU = A g 3] =
10% S5 g (4.8 g), &(26 m¢) 2 DMF(350 me) 9] & f?ﬂ
S AqYsta dIES FTUAFHY. o] LS fod dHZE StolA EHSIATE o2 42 uAE E 5}
oA Ealsta, AHAA FA L, & 2 tdE JdeH=Z2 A= M, F

E A= Fﬂﬂl d2 E4S5, e 220l E W g 911 EFES %%zﬂi* ARE-gE ATl Ao 4
2 gRn eIy 2 AASAT. 2 A A IFE(I5 22 dAk; NMR 22NE: (DMS0ds) 3.95 (s, 3H),

6.0 (s, 2H), 6.85 (m, 2H), 6.95 (d, 1), 7.05 (s, 1H), 7.8 (s, 1H), 8.3 (s, 1), 9.4 (s, 1H), 10.3 (s,
;A% ~Aed: i 312.

AR 4

4-(6-F2=2-2,3-UE A ZA o} T 2)-T-3| EZA-6-H EA A UYEH

T-HA A -4-(6-F 222, 3-HE A S A ol d g ) -6-H EA A YUZ AL =2 F 20| =(3.3 g) ¥ ETZFH
QZOAEANEO m)o] EIES 4 vge=z
s Aeta B EF 23 ¢8dE& Hrtste] E3ES pHE 7.52 18A Z . w k& Al?lﬁ 273

AAE wYsta, =2 AFsAT. 2 Ay aA A #A e

2

24 A7 B M BRAZG. EEES FUARG. AFEL B
47 & 3w
.0

CFsC0:D) 3.95 (s, 3H), 6.1 (s, 2H), 6.95 (d, 1H), 7.1 (m, 2H), 8.

M), 10.7 (br s, 1H); A2 ~= e W 346 2 348,
AAd 5
65 A -4-(2,3-H B AYEGA| o}l d B =)-7-3-HEAHA X LG T2 ZA)FAYUEZH B3 o2 E2o|Eg

Hol g olzu 728 A8 0] E(0.101 m)E 7-3| =Z A -6-m B A]-4-(2,3-v A t] S A obd 2] ) A7 (0. 1g),
S-HEEAEIIITZH-1-2(0.057 g), EFELELH(0.168 g) ¥ wE#d F=Egto]=(5 ml)e Wity E3HE
Aepstar, Whg E3ES A2olA wnkslgith. = & Foll, F7F FiEe] Evd X237 (0.084 g) H 3-¥E
AEIZ233-1-2(0.022 g)& F7H3 b2 dolg olxy 728480l E(0.050 M) S #3latic. £ 5 o
A Fol 3UARZ FaFe AleS HUbeth. W EFES THA7 A, WEd SR e|=, oE oAl ol E
2 wee o] 10:6:1 EFES EEAE AL At Zdﬁ EEUPE:L?JM?L FES AASAT. o FA
B ELE ol dHE2 F As5Fa 6M &9 el wAsilth. 1 An 9 aAZA 2A $43HE(0.108
2)S Ak MR 2 EH: (DMSOdg @ CFsCO.D) 2.3 (m, 2H), 3.05 (s, 3H), 3.35 (m, 2H), 4.0 (s, 3H),

4.35 (t, 2H), 6.1 (s, 2H), 7.0 (m, 3H), 7.3 (s, 1H), 8.1 (s, 1H), 8.15 (s, 1H); HF ~FHEH: MHT

29 2R ASE 39T YER 122 et do] A,

ISR ZHFA M ZLH67%, 25 g)& 3S-HEHZ2H-1-& G ) 2 wWdd 2oz wyky fdo 23
Absta, AR ERES 1 AT BG Fedd wwsad. A4E £3ES onsum, oiEs
SEAAL. FEARA ALY Friefols o ATE 1971 TYEE 48R TR0 FAN 8 A%
EaduE AFES 4] Bad 29 24 09418 9RA AUrh MR AFEF: (CCL) 2.1 (n,

2@,2%(&3@,&2&,%L38(L2m;é%ﬂé@E%:WﬁB&
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A 6
6,7-H-C-HFA AN FA)-4-(2,3-HE A SA ot B =) AYEY BErs|EgR ol =¢
AAA 1ol AAE AT FAE AAE o] gEte] 1,4-FREE-6,7-U-2-V A EA)AYEA (W] T 55 A

5,747,498%; 0.1 )< 2,3-WgdA A oldA(0.048 g)3} WS AA FA 3eE(0.121 2)& IAT; MR =
AE: (DMSOds 2 CFiC0.D) 3.5 (s, 6H), 3.8 (m, 4H), 4.35 (m, 4H), 6.05 (s, 2H), 6.95 (m, 3H), 7.4 (s,

1H), 8.2 (s, 1H), 8.85 (s, 1H); A% ~=AEd: \+H 414,

A 7

4-(6-F22-2,3-v 2 A LA ot d T 1 )-6-W| EA-7-(2-H S d-1-d ) AUY=

ol & ofZU7t2 5] E(0.182 m)E 4-(6-FZ2-2 3-He UK Ao} d 2| 2)-7-3]| EF A -6~ FA| F| L&
(0.2 g), N-(2-3|=Z Ao ") 7 &2 (0.086 g), E|HLE~7(0.303¢g) 2 WEA F2eo]=(3 m)e]
W 238l A3star, Whe EES 1568 B9 Aol muksidlth. v EFES SIA7| L, HEd 22
gol=, Wes 9 wesAd dRYol ¥} g9 45:4:1 TFES §EAZA ALES At *o oAl AY
AZEOYE FFES GASAY. 2 A B aA 24 1A §5E(0.033 )& AATEH MR = EF:
(DMSOdg 2 CFsCO.D) 1.9 (m, 2H), 2.1 (m, 2H), 3.2 (m, 2H), 3.7 (m, 2H), 3.8 (m, 2H), 4.05 (s, 3H), 4.6

(m, 2H), 6.2 (s, 2H), 7.1 (d, 1), 7.2 (d, 1), 7.5 (s, 1H), 8.2 (s, 1H), 8.95 (s, 1H); AZF ~AEH:
M-I 441 2 443,
AA 8

ANel 7o) ANE AT FA}
of ANE SFFES AU,

AAE ol gate], AT - EFAANEAS AAG AL} WSAA F 2
Sk Qlitol glow, ¥ 20 AAE 7 HFEL f7 97124 A

Am o

¥ 2
[} A2
HMN 0
MeO | N o—/
R1 N/)
s Mg T R R
[1] 3-t]o] A X Z Folu| 1 3 Z LA o
[2] 3-(1,1- -EZ=
f2AHE O]E H-1.4-
1:40}73—4—%1)3&%’\]
(3] Y e E 2 A -EEE
[4] SHEATL T ZEZA -FRE
[5] 3-yo)AX 2 I} X 2 F A 6-FRE
(6] 2-(4-m e 9] # 2l -1-< ) ol FA| TF&
[7] - # 7 v ol EA| -EEE
(8] 2-(4-MEF A 2 -1-d) oA FA -2
[9] 2-3] 2-1-A o] EA] - 2B
[10] 2-C-S4F g d-1-d) A FA -2
[11] 2-(4-T I E Aol EA| -E2=
[12] 3-(4-9 F I KA ) Z R EA| -2
[13] 3-(4-T Y d A TR ZA =
[14] 3-(6-ME ] 2] =-2-U S A]) LR A T
[15] 3-(6-mME Y E-2-Y A Z 2 ZEA| - 2B
[16] 3-(2-9 F G A) Z 2 EA| FA
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[17] 3-(2-T I SA ) ZZEA| -2

[18] 2-(6-ZFREZVFE-2-U Ao FA| T

[19] 2-(6-E 22T E-2-IZA) A FA| -2 2

[20] 2-Alob 3] 2] E-4-U W E A 6-F==

[21] 2-Alol i g E-4-U W E A =

[22] 2-(N-t-F-E A7t 2R d-4-3| =& A T

9 7 g g-4-2 ) o] E A

[23] 2-(4-3| EEA H ER}s| = 2] @4~ Fa
) ol 5 A]

[24] 2-(4-3| =Z A H Eg 3| = 2y gh-4- -2 2
Q) EA]

[25] oA 5 A| TA
[26] 3-(4-t-FEXN 2R YT H g7 -1- 6-F22E
o) ) 3L i:#_}\]

[27] 3~(4-t-F-E A7t 2R o o #71-1- Fa
o] ):__L_EE}\]

[28] 2-(4-9) 2 DL A] ) o] Z A FAh
[29] N-t-F-EA 721 d 9] o 2] -4~ v -2
EA|
[30] 3-(A] 2-4-A o} =W & -3 5-T] v €] 1) F
wehxl-1-9) R EA|
[31] 3-(A -3, 5-t W E I o 27-1-4) T
X ZE A
[32] 3%&ﬂ@ﬂﬂﬂﬂﬂﬁb£§%4 6-F2=2
[33] 3-[4-(2- 6-F= =
Aol d) I H g il -1-g ] L2 Z A
[34] (4ol FEEyHgH-1-d) 22 6-FE=Z
A

T
AR e e EA golElE e NMR 2~ 2 (DMSOds 2 CF4C0.D) 1.3 (m, 12H), 2.25

(m, 2H), 3.4 (m, 2H), 3.8 (m, 2H), 4.0 (s, 3H), 4.3 (t, 2H), 6.1 (s, 2H), 7.0 (m, 3H), 7.35 (s, 1H),
8.1 (s, 1H), 8.9 (s, 1H); A2 ~AEel: W4 453.

=2 228 ARSE S-HolaZedotv| 22 i-1-22 F 8 [Tet. Lett., 1994, 35, 7611 7|A| & npop 2
o] Alxs}ATt.

[2] AELS U 722 54 dolesE Yepgdth; MR = E-: (DMS0ds 2 CF,€0.D) 2.35 (m, 2H), 3.5
(m, 2H), 3.65 (m, 4H), 3.85 (m, 4H), 4.05 (s, 3H), 4.35 (m, 2H), 6.15 (s, 2H), 7.05 (d, 1H), 7.15 (d,
M), 7.4 (s, 1), 8.15 (s, 1H), 8.9 (s, 1H); A= ~:eel: i 521 2 523.

AREL TSy e EXA dolgE YR NR © (DMSOds @ CF4C0.D) 1.4 (m, 1H), 1.7

(m, 3H), 1.85 (m, 2H), 2.3 (m, 2H), 2.95 (m, 2H), 3.3 (m, 2H), 3.55 (m, 2H), 4.05 (s, 3H), 4.3 (m,
2H), 6.15 (s, 2H), 7.05 (d, 1H), 7.15 (d, 1H), 7.4 (s, 1H), 8.15 (s, 1H), 8.95 (s, 1H); AHF ~AEZ:

M 471 2 473,

[4] AAEL 3 2& EA dolgZ= et MR 2FE=-: (DMSOds 2 CF,C0.D) 2.3 (m, 2H), 3.05
(s, 3H), 3.35 (m, 2H), 4.05 (s, 3H), 4.35 (m, 2H), 6.15 (s, 2H), 7.05 (d, 1H), 7.15 (d, 1), 7.35 (s,
H), 8.15 (s, 1H), 8.9 (s, 1H); Ak ~AEea: W+ 466 2 468.

AREL e 2o EA folgE Jeldth NMR 2 E&: (DMSOds) 0.95 (d, 12H), 1.85 (m, 2H),
2.6 (m, 20), 3.0 (m, 2H), 3.95 (s, 3H), 4.15 (m, 2H), 6.1 (s, 2H), 6.95 (d, 1H), 7.05 (d, 1H), 7.15
(s, 1), 7.8 (s, 1H), 8.3 (s, 1H), 9.45 (s, 1H); A&k ~FAEZ: \-H 485 2 487.
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] BAEL o3 e =4 dolg2 etk MR AHE2: (DMSOds 2 CRCOD) 2.9 (s, 3H), 3.3-
3.9 (br s, 8H). 3.8 (m, 2H), 4.0 (s, 3H)., 4.6 (m, 2H). 6.1 (s, 2H). 7.0 (m. 3H). 7.45 (s, 1H), 8.15
(s, 1), 8.9 (s, 1H); Ak ~A el i 438;

CosllaN:0, 0.5H,000 ek 4 4
A 23] C, 61.75; H, 6.24; N, 15.6;

o|&X C, 61.87; H, 6.32; N, 15.68%.

2-B2RAEE(2.36 g), N-HEHHHZ(1.26 g), @A ZE(B.0g) D AeS(150 m) ] EFES Wikt 18
A zF Fok 1 %%APE‘E} 1?&% % 2 %m sla oA ALY, AdFES FEA7| L ZFES vEA F

2(0.87 )= A=A Ay NR
3.61 (t, 2H).

~HER: (CDClg) 2.18 (s, 3H), 2.3-2.7 (br m, 8H),

[7] AAdEe dad 22 54 dol8E YeEpdrh; NR 25 =7 (DMS0ds #® CF:C0D) 1.4 (m, 1), 1.7
(m, 3H), 1.85 (m, 2H), 3.1 (m, 2H), 3.6 (m, 2H), 3.7 (m, 2H), 4.05 (s, 3H), 4.6 (m, 2H), 6.15 (s, 2H),
7.05 (d, 1), 7.15 (d, 1H), 7.45 (s, 1H), 8.15 (s, 1), 8.95 (s, 1H); A 2o Ed: Wl 455 2 457,

] AREe gow e =4 dolehS vhehglth: MR 2~#EE: (DNSOd; 2 CR,C0D) 2.9 (s, 3H), 3.3-
3.9 (br s, 8H), 3.75 (m, 2H), 4.05 (s, 3H), 4.6 (m, 2H), 6.15 (s, 2H), 7.05 (d, 1H), 7.15 (d, 1), 7.5
(s, ), 8.2 (s, 1), 8.9 (s, 1H); AF ~Aead: \+H 472 2 474,

[9] AAEL b2y 2e 54 dolels YelUAh NR 2= EZ: (DMSOds 2 CF,C0D) 4.05 (s, 3H), 4.4
(m, 21), 4.5 (m, 20), 6.05 (d, 2H), 6.15 (s, 2H), 6.9 (d, 2H), 7.05 (d, 1), 7.15 (d, 1), 7.3 (s,
M), 8.15 (s, 1), 8.9 (s, 1); A2k ~:MEed: Wi 439 2 441,
9 EA2M AFgE 2-98-1-dellehe-& ¥H[J.C.S. Chem. Comm., 1974, 9311 ZAAIE wiel 2 fFAMS
AaE Abgsho] Al xeqlTh.

| A= et 22 54 diolets deEh At NR 2= : (DMSOds 2 CF5C0:D) 1.95 (m, 2H), 2.25
(t, 2H), 3.5 (t, 2H), 3.65 (t, 2H), 3.95 (s, 3H), 4.25 (t, 2H), 6.1 (s, 2H), 6.95 (d, 1H), 7.05 (d,
), 7.2 (s, 1D, 7.85 (s, 1), 8.3 (s, 1), 9.45 (s, 1H); A ~AME: M+ 457 2 459.
[11] AAES Uy #e 54 doletE Yehddn; MR A= E=&: (DMSOds) 3.95 (s, 3H), 4.5 (m, 4H),
6.05 (s, 2H), 6.95 (d, 1H), 7.05 (m, 3H), 7.25 (s, 1H), 7.85 (s, 1H), 8.35 (s, 1H), 8.4 (d, 2H), 9.5
(s, I); A ~Feel: i 467 2 469.

=0 B2 24 AEE 4-2-3| =2 A EAD Y Ye F31[]. Chem. Soc. Perkin II, 1987, 18671 7WAl€ =}

AREL T8 e EA4 doletE YEMATH MR 2= E=: (DMS0ds) 2.3 (m, 2H), 3.9 (s, 3H), 4
(m, 4H), 6.05 (s, 2H), 6.95 (d, 1), 7.0 (d, 2H), 7.05 (d, 1H), 7.25 (s, 1H), 7.85 (s, 1H), 8.3 (s,
H), 8.4 (d, 2H), 9.45 (s, 1H); A ~AEL: W 481 2 483.

m

=8 2ARA AREE 4-G-s|ESAZRERAN I 22 g3 o] AlEseit
2F2gol=(10g), 1,3-T20HZ(2
61,%}H}%®1%Ti7}qu 7l
w2 BAMstal, old opAHoER
, AT wEd SRee]=, o " oAl H|

me) 2 DMSO(100 me)e] &
& &boll DMSO(2F 80 me)o] =
43 FE3Ad. FNHE =g
olE g wgbge] 12:7:1 &3

%
i‘l
-

(m
EL
G)
%
"
o
"
fr
fr
-
A
au
i‘l‘
[
2 =
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ES §EAEA AFES AEid 29 ARvEOYIER AFES AASGY. 2 A9 LU2A 4-(3-3| ==
AZ2Z AN H(3.13 2)& dArk; MR ~FE=: (CDCl;) 2.05 (m, 2H), 3.0 (br s, 1H), 3.85 (m, 2H),

4.15 (t, 2H), 6.75 (d, 2H), 8.35 (d, 2H); Ak ~= e 4 154,

[13] WEd E2o]= diile] DMFE vHs &v2 AF838it. A ES 53 22 54 doletE YE
o} NMR 2~#E: (DMSOds) 2.3 (m, 2H), 3.95 (s, 3H), 4.3 (m, 4H), 6.05 (s, 2H), 6.85 (m, 2H), 6.95 (d,
), 7.05 (d, 2H), 7.2 (s, 1), 7.8 (s, 1), 8.35 (s, 1), 8.4 (d, 2H), 9.5 (s, 1H); AL ~AEH: |-
H 445,

[14] AAEL 23 e EA doletE veluiddd: MR 22 ES: (DMSOdg) 2.25 (m, 2H), 2.4 (s, 3H),
3.95 (s, 3H), 4.3 (t, 2H), 4.45 (t, 20), 6.1 (s, 2H), 6.65 (d, 1H), 6.85 (m, 3H), 6.95 (d, 1H), 7.2
(s, 1), 7.6 (t, 1), 7.85 (s, 1H), 8.35 (s, 1), 9.5 (s, 1H); Rk A== 4 461.

e

A7 AFEE 2-(3-3=EA T2 ZA))-6-w g d S 33 o] A X3,
FUIEFB oS 6-FE22-2-Wdyad (3.3 m), 1,3-ZTEFT]2(11 me) 2L DMSO(35 me)e] =3
, S3ES wEksta 20 AIZE B9 100CE 7HEsit. S3ES 2o YA 7|1, 4
, g oAHo|ER 33 FE3UTE. V1S £, sikntadlE ddA dxsta,
F2gol= ¢ oY olMEHOIES 4:1 EFES SEARA AFES AP Y AReEIY YR IAHE
S AAsPY. 21 A3 o UdRA 2-(3-F|E2BAZREZA)-6-wEF (3.5 g)S A NR AFEYH:
(CDC13) 1.95 (m, 2H), 2.45 (s, 3H), 3.7 (m, 2H), 4.1 (br s, 1H), 4.5 (t, 2H), 6.55 (d, 1H), 6.75 (d,
1H), 7.45 (t, 1H).

e
Ko
ot

o koo

AR ES e Ze 54 dolets JdERATH MR = : (DMSOds) 2.25 (m, 2H), 2.4 (s, 3H),
3.95 (s, 3H), 4.3 (t, 2, 4.45 (t, 2H), 6.1 (s, 2H), 6.65 (d, 1), 6.85 (d, 1), 6.95 (d, 1H), 7.1
(d, 1), 7.25 (s, 1), 7.6 (¢, 1H), 7.85 (s, 1), 8.35 (s, 1), 9.5 (s, 1H); A ~AMEA: W4 495 2
497 .
[16] vl S2eol= tiale] DIFE WH& &2 AR&sllth, AAES v 28 54 dolg s e
2tk MR Z=#E&: (DMSOds) 2.2 (m, 2H), 3.95 (s, 3H), 4.1 (t, 2H), 4.2 (t, 21), 6.05 (s, 2H), 6.2 (t,
1), 6.4 (d, 1), 6.9 (m, 2H), 6.95 (d, 1), 7.15 (s, 1H), 7.4 (m, 1H), 7.7 (d, 1H), 7.85 (s, 1H), 8.4
(s, 1), 9.6 (s, 1) A ~Ae=: i 447.
U AR AFEE -G-8 ESAZREA) A de, vhR ko] 5 [14]0] AAE AR FARE dAE AR
gto] 2-F2a2vgdy} 1,3-Z2d0 L] wsor Az,
[17] wW"= S2eol= thale] DIFE ¥H& &= AR&3tlth. AL ELS &3 e 54 dvolgE e
2tk MR == E=: (DMSOds) 2.2 (m, 2H), 3.95 (s, 3H), 4.1 (t, 2H), 4.2 (t, 2H), 6.1 (s, 2H), 6.2 (t,
M), 6.4 (d, 1), 6.95 (d, W), 7.1 (d, 1), 7.2 (s, 1), 7.4 (n, 1), 7.65 (d, 1), 7.85 (s, 1),
8.35 (s, 1), 9.5 (s, 1D); Ak ~=E: W+ 481 2 483

el S2efo]= tidle] DFE whe Sri=A ARSsgivh. wdsl S2efolms) vghed hey ol £3}
el 18:1 THES SEAEA AR A7 Ad A=vtEIY Y (Isolute SCX AH) = w5 =S 4

[
AT, oAl e AdEe v Ze 54 dolEE YESITh R AHEZ: (DNS0ds) 3.95 (s,
3H), 4.5 (m, 2H), 4.65 (m, 2H), 6.05 (s, 2l), 6.9 (m, 4H), 7.15 (d, 1H), 7.25 (s, 1H), 7.8 (m, 2H),
8.4 (s, 1), 9.5 (s, 1); A%F ~AE: W+l 467 L 469.
% BARA AMEE -FR2-2-(2-3 EEA AP g3} go] AzaA

7 0.48 @) 2-BHlEgs| 2] @-2-d 2 Ao EF&(1.36ml) 2 DMF(5 ml)e]
%%E 2ol A 308 FoF mukel o} 1568 < 80CE 7lEssiy. g ES
GO ER29EH(1.48 o9& HUbsta, Ad E}ES 16 A B¢ 80TC=E
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Sastdnt. ERERS geom Whsty, A9 opddelEst ¥ Ateldl BWAZG. §714% o
HAsha, Furk g FolA Axsta FRAAG. MU FEeo=E §EAA AT A

ot K

<

2 3ARES Zéﬂ]é}%iﬂr I Ay dEAM 2-FR2-6-(2-HEZI| =2y #d-2-A Ao =
(2 9)& At MR 2~FEFH: ((DCl;) 1.4-1.9 (m, 6H), 3.5 (m, 1H), 3.75 (m, 1H), 3.85 (m,

4.05 (m, 1H), 4.5 (m, 2H), 4.7 (m, 1H), 6.7 (d, 1H), 6.9 (d, 1H), 7.5 (t, 1H).

)
),

=R NS

olgA d& EA, olAEAN20 ml), E(4 m¢) E THF(8 m¢)] £FELS wuksli, 5 A7k 59 30C = 71<E 3}
S SEAEA ALE

Aot SvlE SEAI7IAL, A olHZ(b.p. 40~60T) ¥ Told oM EHoJES 3:2 3=

st A7 A9 A2vEOg R AFES AN, O 2 LUE2A 6-FER2-2-(2-3 EF A EA]) T
ZH(0.98 g)& AUk MR ~FEH: (DMSOdg 2 CFyC0.D) 2.5 (br s, 1H), 3.9 (m, 2H), 4.45 (m, 2H), 6.7
(d, 1), 6.9 (d, 1), 7.5 (t, 1); @Ak ~=Ae=d: i 174 2 176.

[19] WEgd S2gto]l= 2 vekSA dRyol 3} g9 18:1 EFES EEA2A AFES A7y 49 2
ZrtE a3 (Isolute SCX AH)E ¥H-g A ES GASIATEH o8 4L AFES o 22 54 dolE
= YeElth; NMR 2 E=-: (DMSOds) 4.05 (s, 3H), 4.5 (m, 2H), 4.65 (m, 2H), 6.1 (s, 2H), 6.9 (t,
2H), 7.05 (d, 1H), 7.15 (d, 1H), 7.3 (s, 1H), 7.8 (t, 1H), 7.85 (s, 1H), 8.35 (s, 1H), 9.5 (br s, 1H);

Ae ~AE: W+ 501 2 503.

[20] BAELS O 28 EA doletE et NMR 2FE7: (DMSOds 2 CFsC0:D) 4.05 (s, 3H), 5.55
(s, 2H), 6.15 (s, 2H), 7.05 (d, 1H), 7.15 (d, 1H), 7.35 (s, 1H), 7.85 (d, 1H), 8.14 (s, 1H), 8.18 (s,
1), 8.85 (d, 1H), 8.9 (s, 1H); Ak ~AEel: 1+ 462 2 464,

S0 BARA ASE 2-Aoh-t-s S AU e 9e thevt gol Axs,

T3[J. Het. Chem., 1993, 30, 6311 7WAE A3} A8 AAE ALE3le] 4-3| =2 A WA 2 d S 4-(t-5FE
g agdeAre)rgd-2-7l2RUEdZ A A AL,
7

AL B4(3.37 g), t-HEHYRE ZFeeto]=(THF & IM €9; 24 m) 2 THF(20 m) 2] EFES 1 A
1wt oA wteklnt. EES TN ARES oY ofMHCIES AsdRE X3} 8N Alo

o 145 & 9 952 Az AFsta, Sabeladlg A Adxsta, SEAAT. A el
H=(b.p. 40~ 60C) 9 og ofAE|o]ES] FA 0] TUEtE EFES SEAEA AL Ay AY 22w
EOY9E FFES AASAT. 1 Ay DA ZA 2-A o e-4-3 ES A E I 2 W(1.37 g)& AATH NR &~
AEY: (CDCly) 2.25 (br s, 1H), 4.85 (s, 2H), 7.55 (d, 1H), 7.75 (s, 1H), 8.7 (d, 1H).

[(21] W S2gol= thale] DIFE ®ES SvlZA] A&t A EL O 22 —LET* t o] Bt = HLEM
Atk MR 2=E=: (DMSOds 2 CFC0.D) 4.0 (s, 3H), 5.45 (s, 2H), 6.0 (s, 2H), 6.85-7.0 (m, 3H), 7

(&lm,T%(d1m,19@,mh8l(&1m,&4@,mk88(¢1m:@%%iﬂE@IWHM&

[22] AAEL &y 2o EA doletE YERATE; NMR A3 E=: (CDCly) 1.45 (s, 9H), 1.6 (m, 4H), 2.1
(m, 2H), 3.2 (s, 1H), 3.25 (m, 2H), 3.8 (m, 2H), 4.0 (s, 3H), 4.4 (t, 2H), 6.05 (s, 2H), 6.7 (d, 1H),

6.9 (t, 1H), 7.0 (s, 1H), 7.05 (s, 1H), 7.25 (s, 1H), 7.75 (d, 1H), 8.7 (s, 1H); A= ~AE -M+H
539.

A ARE R N-t-F-EA T E R D -4-3| =5 A -4-(2-3| =5 A ) v A g & b3 Zo] Alzsk3it.

E(Sg) 1% HEBolAH O E(4.17 ml), oFd =2(2.46 g) 2 THF(40

A R AR, At REgo] A|ZHH, ZFES 2 dex
£ A 016}511#. 2 AIE Fol, ¥k EFES SEAYAL, BARES oY OMI

HolE 9 & Afo]o] RujAIAY. §7184S 52 AFHsta, Fabvtavg A =

| S2etol= Y oE] ofMHOES] 6:1 £ ES EFAZA AL Hdevtd A9 JEH}EZHMi 25

< AAEGT. L A QYEA -7 Y - SAFE R I E-4-3 =S A T A g H-1-7F 2 5 A g o] E(6. 5g)E

ATk NMR 23 E™: (CDCly) 1.3 (t, 3H), 1.45 (s, 9H), 1.5 (m, 2H), 1.7 (m, 2H), 2.5 (s, 2H), 3.2 (m,
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2H), 3.6 (s, 1H), 3.85 (br s, 2H), 4.2 (m, 2H).

ol e TAl TR0 n)F) §4L TGS m) 3 F25e FLFH(0.86 ) L
sha, AgrAA 0CE WA, A7k 48 Fol, W3 EHEL 2 AW U D B
=

g % A7
CE Wrbstan, ARAH) FATIEF £80S WA EFELS oltetn, PR FUE JNEL FF
Stk AREL Ed SRS FFen, FEEL P TAE FolA AxF e, FUARG 2

A .
A N-t-FFATFE R A3 E5 A -4- (23| ES Al ') o2 d & e d 2 A A9tk IR =#E=: (CDCly)
1.45 (s, 9H), 1.5 (m, 2H), 1.7 (m, 2H), 1.75 (m, 2H), 2.2
(m, 2H), 3.95 (m, 2H).

(br s, 1), 2.9 (s, 1H), 3.2 (m, 2H), 3.75

[23] AAELS 23 e 54 doletE YeEATh; MR =~ EH: (DMS0ds 2 CFsC0:D) 1.5 (m, 2H), 1.65
(m, 2H), 2.0 (m, 2H), 3.65 (m, 4H), 4.0 (s, 3H), 4.35 (t, 2H), 6.05 (s, 2H), 7.0 (m, 3H), 7.35 (s,
1H), 8.05 (s, 1H), 8.85 (s, 1H); Ak ~FAE: \+H 440.

S0 BEARA AMRE 4-3 =S A-4-2-8 =S A d e HESS E 2SS 53t o] Azl

-3d 4-S 29 d-1-7l 2 54 o] EQ N-t-FEAIFI 2R I-4-3| EFA-4-(2-3| =5 A ") T H g o 2 9
Agkoll thaf wp= oko]l F [22]0] JHAIE ulel FAFSE AAE AL g, HEDS ZE2Yd-4-25 oY BER

ol o] Et HHSA|A dE 2-(4-3| =FAH E S| =2y @$-4-A) oA H | EE L TH NMR = EF]: (CDCly)

1.3 (t, 30, 1.65 (m, 4H), 2.5 (s, 2H), 4.6 (s, 1H), 3.75 (m, 2H), 3.85 (m, 2H), 4.2 (q, 2H); °]& t}

Al FUAA 43 EFA4-(2-3|=F Ao E) HEZS| =2y &3S AATH MR =FHE=Z: (CDCly) 1.7 (m, 4H),

1.8 (m, 2H), 2.25 (br s, 1H), 2.9 (br s, 1H), 3.8 (m, 4H), 3.95 (m, 2H).

rN”

ARES theal 7+e =4 do]E2 LRt MR ~FEA: (DMS0d; 2 CF.C0.D) 1.5 (m, 2H), 1.65
(m, 20), 2.0 (m, 2H), 3.6 (m, 4H), 4.0 (n, 5H), 6.15 (s, 2H), 7.05 (d, 1H), 7.15 (d, 1H), 7.35 (s,
M), 8.1 (s, 1H), 8.9 (s, 1H); A2 ~A=el: W4 474 2L 476,

[25] wlddl SRepol= il FREENXES Nhe SulRA ARSIt AdE S vdaat 28 54 HolHE
veEbdATh: MR 2= E-: (DMSOds) 1.45 (t, 3H), 3.95 (s, 3W), 4.2 (q, 2H), 6.05 (s, 2H), 6.9 (m, 2H),

6.95 (d, 1H), 7.15 (s, 1H), 7.8 (s, 1H), 8.35 (s, 1), 9.5 (s, 1H); AF =ANEF: : M 340.

] AAEL gy e EA HoleE Yehuydeh NMR 2 EZ: (DMSOds 2 CF4CO.D) 1.4 (s, 9H), 2.05
(m, 2H), 2.45 (m, 4H), 2.6 (m, 2H), 3.35 (m, 4H), 3.95 (s, 3H), 4.2 (m, 2H), 6.1 (s, 2H), 6.95 (d,
H), 7.05 (d, 1H), 7.2 (s, 1H), 7.85 (s, 1H), 8.3 (s, 1H); A ~A e W4 572 L 574,

8 BARA AEE (P EAAZRY) -GS =R TR A &, FE 55 F9 038830950 7
A A3} fALE ARE ol gakel Az,
B

fit
fd
(&
B4
=)
ffo
5
=S

3- 1-(t-F-EA 728 d) I A2 (29 ml), SAFEFE83 g) B ol 8h-2(200 m) ] &
S awkshar, 20 AIZF B9t Pﬂﬂvﬂﬁﬂ EES Ao W4 AFqANZT. dAES SEATAL,
FARES Holld dEHZ stolA E3t. AHE EFES oFsta AES FAAHL. FFRES THA
A AAste] g S BEAS od=2A A

=
[27] AAEL 23 e EA doletE veluliddd: MR A2 ES: (DMSOdg) 1.4 (s, 9H), 1.95 (m, 2H),
2.35 (m, 4H), 2.45-2.6 (m, 6H), 3.95 (s, 3H), 4.2 (t, 20), 6.05 (s, 2H), 6.8-7.0 (m, 3H), 7.2 (s, 1H),
7.8 (s, ), 8.35 (s, 1), 9.5 (s, 1H); A=k ~AEea: i 538.

[28] ¥kE AAES] #E 7] FuE dold dHZ F dst5a 6l &= A sty Y=z FZeo| =4
dAglom ey e EA doletE YEAUTH NMR AFHEZA: (DMSOds 2 CF,C0.D) 4.0 (s, 3H), 4.68

KR
= T M

(br s, 2), 4.9 (br s, 2H), 6.1 (s, 2H), 7.0 (2s, 2H), 7.5 (s, 1), 7.7 (d, 2H), 8.2 (s, 1H), 8.85 (d,
o), 8.9 (s, 1M): Az ~AE: i 433,

[29] wEd F2go]

[t
=
27
2
-]
5
il
U:
olo

SR AESAT. ARRE e 2e 54 doleE el
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At A ~AEY: W 543 L 545,

[30] WE# SF2eto]l= thilel] DNFE §H3 &= A AREsaL, vhg EES F2olA 16 A7 5k urkstgl
o AAELS Oy e EA doletE et NMR A E-: (DMSOds 2 CFsC0.D) 1.12 (s, 3H), 1.13
(s, 3H), 2.3 (m, 2H), 2.8 (m, 4H), 3.3 (m, 2H), 3.65 (d, 2H), 4.0 (s, 3H), 4.05 (s, 2H), 4.35 (m, 2H),
6.1 (s, 21D, 7.0 (m, 3H), 7.35 (s, 1), 8.1 (s, 1), 8.9 (s, 1D); Az ~AE: W 505.

e

FARA AEH A2-3,5- 0 E-d-Aoh e F-1-(3-3| S S A L2 @) A b S et ol Az,

e

N

15-2,6-H " a2k (4.3 g), -HE2RIRRE(5.2g), ©AF el &

wRkskar, 2.5 ARE F¢k 80T = 7HAsdltt. =S odsta, =S %”a“\]iiq. Uﬂ%aﬂ =2 eto]
2 oS Yol 23} & 21:1 THES EEAEA AMET A2 A ARvEagYE
AT, 2 A A A-3,5-H " -1-(3-s| =5 A Z2 ) 9] A #(5.

g
A de =49 o“:’(2 5¢g), EfE ZF280|=(4.25 g), 4-tiHdo}r] =3
m¢) 2 DMF(40 me)e] E3&ES ‘}6}'7 5 XN 7F T 40CE 7tdstg). §§ ,
obAlH o] ESt & Abolo] Zufietltt. 73S =3 AR AdE AFHea, 3 U}Zlﬂ gl A
. TEAA EZARAM A 2-3,5-H ]E‘ 1--Efg A Z=d) A #2315 g)& A MR =HEH:
(DMSOds 2 CD,CO:D) 1.18 (s, 3H), 1.2 (s, 3H), 1.7 (m, 2H), 1.95 (m, 2H), 2.45 (m, 2H), 2.9 (m, 2H),

B e
o ‘“10

o

(]

w oo dE

|
2

o

al

g rlo

~

3.05 (t, 2H), 3.15 (m, 2H), 7.2-7.5 (m, 15H).

olgA d& EF, 2-HERGANEYE-(0.925m), SHHZFEG g), Edn-FEYEF 29t0]=(0.44 g) ‘;‘
DMF(12 m¢)9] EFES wwtsta, 6 AlZE &< 40C=E 7HEsglth. &S st o HES SEA AT,
F=5 olg ofAlHolESt & Ateld Eustgltt. f714S & 2 442 AR AFHsta, il Mﬂ
A AZSEaL, STAALE o]F2A 42 EFLE, HEd %EEME 2 WEkgo] 17:3 £FES EEAZA ALE
st A7 A9 ARvtEa R GAET. 2 A3 Fo2 A A]A~-3,5-tHd-4-Alol v E-1-(3-Egd
SAZZA)IHZHX(2.7 g)& AU
Al 22=3,5-tHE-4-Alo} = E-1-(3-EZE KA T2 ) I H 2} (3g), IN A 8420 m) £ dgkE(100
me)2] EFES Aol 17 AIZF Tk wnkelith. £ulE SHA7| 3, MU EF 3} 898 HUtsle] T
FEINS pl 112 3713310, EFES olE oM H | ER F&311, f74S B 2 ?ﬁ#i a2 A A
ehar, Axstal, AT olFA dL 242 vidd FReel=E d e 9; %
238 Agst A9 FEeEOYIZ ZAASPT. 1 A7 FozA A]A-3,5-T)H|
EANZEI)YHER(0.4 )& AT MR 2FE-: (CDCl;) 1.07 (s, 3H), 1.09 (s, 3H), 1.75 (m, 2H),
1.9 (t, 2H), 2.55 (t, 2H), 2.7 (m, 2H), 2.95 (d, 2H), 3.75 (s, 2H), 3.8 (t, 2H).
[31] W EFES 5 A7 Bk A2 wukaldeh, AAES 33 28 54 o= yeldh R
2~HEZ: (DMSOds 2 CFsC0.D) 1.28 (s, 3H), 1.3 (s, 3H), 2.35 (m, 2H), 3.05 (t, 2H), 3.4 (m, 2H), 3.65
(m, 2H), 3.9 (d, 2H), 4.0 (s, 3H), 4.3 (t, 2H), 6.1 (s, 2H), 7.0 (m, 3H), 7.4 (s, 1H), 8.1 (s, 1H),

8.9 (s, 1); A ~AEL: W1 466.

—

32] Wb EfES A2l 1 AR Eol wksidth. e g &2 54 doleE UERY; NR
I E: (DNSOds 2 CFyCOD) 2.3 (m, 2H), 3.05 (s, 3H), 3.1-3.3 (m, 4H), 3.4 (t, 2H), 3.6-3.9 (m, 4H),

4.05 (s, 3H), 4.35 (t, 2H), 6.15 (s, 2H), 7.1 (d, 1H), 7.2 (d, 1H), 7.4 (s, 1H), 8.15 (s, 1H), 8.9 (s,
1H); =

[>

© M4H 550.

=
o
>
1
(m
o

X

iy

&
>
op
L)

1-(3-3| =S A Z2 )4 A AL theat go] Az,

e

=)

0]=(0.966 m¢) S 1-HMAAHAHZ(2 g), EFodelil(1.74 m) L wWEd FEe}o]=(30 m)e]
SotEol Aseta 0CE WAt w8 EFES 4202 7H23sta, 1 AZE 5 wRkegitt. £33k
A F2Etol=9 & Alojo] HulAIATE. §U10E R AFea, G9E AEs o, SAbelods A
zx3tal, SIAZT. WEd S2gols g g olAHolES 7:3 EFES &EAEA AHEe ATt

AZutEaRgE ARES AANUT. 2 A3 2AZA 1-0Zd-4-mA A G2(2.5 g)& EAT
AEY: ((DCly) 2.6 (m, 4H), 2.8 (s, 3H), 3.3 (m, 4H), 3.55 (s, 2H), 7.3 (m, 5H); AF ~AEY:

ox 2 o %
>~ >
o T i
A o T

=
=
=
[>
=
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olgA 42 B4, AEF2IAM(30 m), HeF ArstEEls Sl (20%; 0.5 g) E AE2(70 m)e] EFES wnk
I 4 AZE B 80T E 7HEsltk. SulE ABAIA AAS L, SWlE TEAA DAZA 1-w AT GR

N
5

58 )& A9tk NMR ~FEZ: (CDCly) 2.8 (s, 3H), 3.0 (m, 4H), 3.2 (m, 4H); == ~FAEZ: M+

[o

A L =4, FEERIZHS(1.13 m), BAZHEA.73 g 2 MHEYUEL(0 m)Y EFES
4 AZF FRF 40CE 7HEe v 2 AR Bt T0CTE 7HE3kitt. AAAIA B3] e L EFS XM

ES AT, fdd F2etole B wEE ] A4S SN & ERES %% A ZA AFE-3H
4 AREIRYR IFES AASIT. 2 A3 A 2N 1-(3-3 =EFA 22 )-4-1 A 1] #| 2}

(1.95 @& AaAtH; NMR =FEZH: (CDCly) 1.8 (m, 2H), 2.6-2.7 (m, 6H), 2.8 (s, 3H), 3.3 (m, 4H), 3.8

(t, 20), 4.5 (br s, 1); AF == w4 223,

[33] Wh& EFES FolA 5 AFF SoF wtsgith, YA ELS b3t 2 54 dloetE UEhiglth MR

2 EY: (DNSOds % CF,CO.D) 2.3 (m, 2H), 2.95 (t, 2H), 3.2 (t, 2H), 3.4 (t, 2H), 2.9-3.7 (br m, 8H),
5 (s, 31, 4.35 (t, 21, 6.2 (s, 2i), 7.05 (d, 1), 7.15 (d, 1), 7.4 (s, 1), 8.15 (s, 1), 8.9

(s, UD); AF e i 525.

0 BARA AEE 3-[4-G-3 ESA TR )9 A A-1-Y | L2 QU ELS Tt gol Axs,
FAARUEL(0.827 ) S 1-AAI AR (2 g), MDA FEebol (20 mt) P HABL(20 n)e] EFEo] A
et BHE ERBS FLA 2N Bob wursgth. ERES FRAY) 3, vdd FRetels 9 g

8 12

KN
= FEAR AR AeHd Y ARvEINNR FRES Zhﬂ stk 1 A 3-(4-1
Ao e-1-) 22 QU EZH(2.63g)% NAZA ATk MR ~HE-: (CDCly) 2.5 (m, 100), 2.7 (t, 2H),

3.55 (s, 2H), 7.3 (m, 5H); @Ak ~= e 4 230.

olg/ & & EHS, 2% B Axe} Bt vtz o] F [32]9 miA Y FRA el AAlE A
2kl mEtA Ao, 2 A3 3-[4-B-3|EFAZ23) 0P F-1-Y [ T2 QY EZ(1.36g) S A A ZA
Aotk NR 2= E=: (CDCk) 1.7 (m, 2H), 2.3-2.7 (m, 14H), 3.8 (t, 2H); A= ~= e W 198,

(34 W GBS AN 5 A% F wwralddrh, e Thedt 2L 54 delEE el MR
~#Ed: (DISOd, 2 CFC0.D) 0.95 (d, 6H), 2.05 (t, 2H), 2.45 (m, 4H), 2.6 (m, 2H), 2.85 (m, 1H), 3.5
(m, 4H), 3.95 (s, 3H), 4.2 (t, 2H), 6.05 (s, 2H), 6.9 (d, 1), 7.05 (d, 1), 7.2 (s, 1H), 7.85 (s,
), 8.3 (s, 1H); Ak ~FAEl: \+H 542 2 544,

T8 BAEM AHEE -G-8 ESAZ2E)4-o| 2R E - S &It go] Az}
AREE FRHAIE(1L3 n0)E -2 g), E|ddobvl(1.74 nt) B viE A S22 =(30 )<
Ll =l Astetar, 0CE sk, uhg TFES F2 o= Jh2ska, 1 ARE Eob wikskiny. E9
= A FReolme = Apold] FHlARAG. 7S B AR AR AHsa, bk adlg A

Zatal, FEAZ Y. Med F2eto|= U od olAH o ES 3:2 EFES FEAEA AL At 4
H ARnEINYE Fies AT 7 A 4o AR E R A RR(2.6 908 dRA At
MR 2= E7: (DMSOd; R CFC0D) 1.15 (d, 6H), 2.45 (m, 4H), 2.8 (m, 1H), 3.5 (m, 4H), 3.65 (m, 2H),

7.3 (n, 5H); A ~aee: W4 247.

@A Ae BAL, F BAY Azsh pustel wiz ko] F [32]9) vhA Aol AR Aol uet
Aeehgitt, 1 A (-S| EFAZRE)-4- uTa%»uﬂa}aujg)% NAZA ALUTH NR =
(CDCl3) 1.1 (d, 6H), 1.7 (m, 2H), 2.45 (m, 4H), 2.6 (t, 2H), 2.75 (m, 1H), 3.5 (m, 2H), 3.6 (m, 2H),

3.8 (t, 20), 4.7 (br s, 1H); A&F ~HEH: W 215,

_60_



<575>

<576>

<577>

<578>

<579>

<580>

<581>

<582>

<583>

<584>

ZIHS3d 10-2008-0027400

Al 9
7-(2-Z 29 H Y d-1-L A FA)-4-(2,3-HlE A S A opd g =) -6-H FA A UE-

7-(2-B R R FA])-4-(2,3-vE AT S A o} 2] 1) -6-W ZEA| FL}E(0.48g), EREIAZT(0.322 m), 82=
SFEF(0.002 g), DMF(5 m¢) 2 oPMEYUEH(6 m)o] ZIES witeli, 5 AF 59+ 45CE 71Y o}OﬂE}
EFES UL, FFES AP FEgo|met B Alolo] BHlAAL. f714E 5= A s, ikl
zﬂg(sliﬂ&ﬂtV’zmMﬁﬂ dgdl F2eto]l=o) veteA Yol x5} g4 19:1 EFES &
EAZA A AEId 49 F2rEaYYE FFES AT, ojgA 4 EFS vod JHE 3
oA Bete] A FFE(0.4 9)S TARA AU MR 2=FEZ: (DMSOds 2 CF,C0.D) 1.65 (m, 4H), 1.9

(m, 4H), 3.35 (m, 2H), 3.55 (m, 2H), 3.7 (m, 2H), 4.0 (s, 3H), 4.6 (m, 2H), 6.1 (s, 2H), 7.0 (m, 3H),
7.45 (s, ), 8.15 (s, 1), 8.9 (s, 1H); A ~= e Wi 437,

S S EA AREE T-(2-BEREAEAN-4-(2,3-WE AT S opd 2] i )-6-H FA A HE - S5 o] Alx

1, 1'-(elzg7r2x )y g2t (6g) S 73 E5A-4-(2,3-Hd At A ol d 2] 2)-6-H EA 7 & (3g), 2-
HERJES(1m), EYREIAAGB.9m) ¥ FEZFE(300 m0)e] e E3&o HArrsla, 40CE 714
sttt EFES 108 5 40T E 7FE e b3 A2l 2 A7 st wiksglet. £35S A7, A
A F2Fol= E olHNEYUEY] 1119 EFES §EAEA AMES Ay A9 IA2vEaYYE ARES
AR, 1 A 7-(2-HERAEA)4-(2,3-WEd AN SA ol d 2 ) -6-H EA A UZEA(1.82) S LA
MR A== E=: (DMSOds) 3.9 (t, 2H), 3.95 (s, 3H), 4.55 (t, 2H), 6.05 (s, 2H), 6.9 (m, 3H), 7.2 (s, 1H),

7.9 (s, 1), 8.4 (s, 1H), 9.65 (br s, 1H).

A A4 10
A 9ol AWM E A} FAFS HAE o] &3t FHI 7-FRLAIAAUEAS F A ofvly} WS A A F 3
of AAIE FFES AJT. & AFo] glew F 39 /A" 7 3FELS F8 AEA AU
* 3
MeO
R‘l
E T & F R R
[1] -9 E g d-1-dof| 5 A T
(2] 2-9] & t] 2= H A S
(3] S B e o G )| T
[4] 3-(A2=-3, 5t e 9] | g7 -1-Y) -2 =2
TR E N
[5] U3 E=FA A HA-1-I) 22 % 6-F2=2
Al
(6] 3-[N,N-t]-(2-3]| =& A] o & ) o} ] 6-F==
L] X EEA
T

[1] 7-(2-B 2R EA)-4-(2,3-HE At Aol d 2| =) -6-HEA FAYEZHESEYL EFZA ALES o, DIFE
@50 BkE SR ARSI, WS EFES 4 AF 5o 27CR UMY, AdES g e 54
olEFE eI NMR ~FE&: (DMSOdg 2 CF,00,D) 1.9 (m, 2H), 2.1 (m, 2H), 3.2 (m, 2H), 3.7 (m, 2H),

3.75 (m, 2H), 4.0 (s, 3H), 4.55 (m, 2H), 6.1 (s, 2H), 7.0 (m, 3H), 7.45 (s, 1H), 8.15 (s, 1H), 8.9 (d,
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H); A% ~=AEd: \-H 407.

[2] 7-(2-B.R2Ho|EA)-4-(2,3- wﬂ%@ﬂ—wlo}éﬂb) - EAAUYZHE S Y BEAEA AFESI AL, DIFE
GEo] g 2 AgEtgon ) Be TIES 3.5 A7F FoF 30T E st ANEL e e E
A dlelels e h MR ~FEZ: (DMSOds 2 CFyCOD) 1.4 (m, 1H), 1.7 (m, 3H), 1.9 (m, 2H), 3.1 (t,

9H), 3.6 (m, 2H), 3.65 (m, 2H), 4.05 (s, 3H), 4.6 (t, 2H), 6.1 (s, 2H), 7.0 (m, 3H), 7.4 (s, 1H), 8.15
(s, 1), 8.9 (s, 1H); Ak ~A el i 423.

[3] AAEL ow 2o =4 dolet2 etk MR 2= (DNS0d; 2 CF.C0D) 1.6 (m, 4H), 1.8
(m, 40), 2.3 (m, 2H), 3.2 (m, 2H), 3.3 (m, 2H), 3.45 (m, 2H), 4.0 (s, 3H), 4.3 (t, 2H), 6.1 (s, 2H),
7.0 (m, 3H), 7.4 (s, 1), 8.1 (s, 1H), 8.9 (s, 1H); Ak ~AEA: Wi 451

E% EZZA AL 7-3-F22 X2 EZA])-4-(2, 3-vE A S A ol d 2 ) -6-H| ZA| A YUZH S5} o] A
Z3}F AT},

7-3| EFA-4-(2,3-md A A o} d B = )-6-W EA FpEA(2g) 2 DMF(40 me) o] EFES, % Edo] oA
3] §3lE wW7hA 72k, §ds FRoR WSy, -E22 22 HEulo]=(0.826 m), EIESFES
Eﬁ Q0o =(0.237 g) ¥ EHAIF(4.2 )& AdE FHUEA . AAE EES AL 20 AIZF FoF
Rkt B8 HUbeta, EFES olE oAHER 23] FES Y. £ 2}

7NAE B d deR

2 AHsta, xbeladlg oA dzsta, SEARY. ded F2Eels d vego] 2411 EFES £F
Az AFEE APty A48 A2nEagyE AFES AT, 2 23 7-(3-FRREZEZA])-4-(2,3-1
gddggajold g ) -6-mEAAUEA(1.8 g)S LAk MR =FHEF: (DMSOds % CFC0D) 2.3 (m, 2H),

3.85 (t, 2H), 4.0 (s, 3H), 4.35 (t, 2H), 6.1 (s, 2H), 7.0 (m, 3H), 7.35 (s, 1H), 8.1 (s, 1H), 8.85 (s,

H); 2% ~Aed: H 388 2 390.

[4] oA EYEZHS &9 ubs Sz Al P 1 % THES 5 AT BL 60CE 723l AHELS O

Sap o EA folgtE YT WR AR E=: (DMSOds 2 CFsC0.D) 1.29 (s, 3H), 1.31 (s, 3H), 2.35

(m, 2H), 3.0 (m, 2H), 3.4 (m, 2H), 3.65 (m, 2H), 3.85 (m, 2H), 4.0 (s, 3H), 4.35 (m, 2H), 6.15 (s,

o), 7.05 (d, 1H), 7.15 (d, 1H), 7.4 (s, 1H), 8.15 (s, 1H), 8.9 (s, 1H); A AHAEZ: M-H 498 2L

500.

9 B4R AMEHE 7-(3-BERIZIA)-4-(6-FEE-2,3-wEAgSA ol d g w)-6-HEA A YEH S-S
7} o] Az,

L1'-(elxzb7t2md) g9 # g 9 (0.725 g) & 4-(6-F 222, 3~ G allt] A o} d #] 12 )-7-3] =F A]-6-H| 5 A 7] 1}
ZW(0.5 g), 3-EHERIZHL(0.234 m), EFYRYE~H(0.715 m), WEdA FEebo]=(50 m¢) L THF(20

me) o] nwkyE E3MEC Hrbeta, ¥ E}HES 1 AIZE T AR akekgitt. z112 FEo Egieyrad
(0.357 m¢) 2 1,1'-(e}x2g7t2rad)Yd A28 d(0.362 g)S H7bsta, #ke ZIES 2 A7y wukelgit).

AR EFES A7, WEd Z2eo)ls W ol AEYE-S 7:3 EFES %%xﬂi*ﬁ AbEE A gk A

H AnEadY R FFES AT, 1 A% 7-B-HERIZIA)A-(6-F R 22, 3-vH AT S A ol T
H)-6-HEAAUZAU0.3 )& TAZA Yk NMR =FEZ: (DMSOds) 2.35 (m, 2H), 3.7 (t, 2H), 3.95

(s, 30), 4.25 (t, 20), 6.1 (s, 20), 6.95 (d, 1H), 7.05 (d, 1), 7.2 (s, 1), 7.85 (s, 1H), 8.3 (s,

M), 9.5 (s, 1); A A= W+ 466.

[5] WFS ZES 16 A7 Bk 71E SRAAY. AAELE g3 e 54 doletE YeRdd; MR &9

E3: (DMSOdg) 1.4 (m, 2H), 1.75 (m, 2H), 1.95 (m, 2H), 2.0 (m, 20), 2.4 (t, 2H), 2.75 (m, 2H), 3.5
(m, 1H), 3.95 (s, 3H), 4.2 (t, 2H), 4.55 (s, 1), 6.1 (s, 2H), 6.95 (d, 1), 7.1 (d, 1), 7.2 (s, 1H),

7.85 (s, 1), 8.35 (s, 1), 9.5 (s, 1H); A= ~= e W 487.

% EAZA A8E 4-(6-F22-2,3-UEAYSA o B ) -7T-(3-FR2 2L 2L A)-6-H EA A UZH S THS
7} o] Az,

ol
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4-(6-F22-2,3-Ha A S A old ] )-7-3| == A -6-H EA HAUEA(1.5g), -FREZ 2 HZnlo]=(0.54
ml), EAFZE(1.5 g) 2 DMF(20 me)o] EHES oA 16 AIZE &<t witelgictt. £35S o ofAg ol E
9B Afeld EuiAlRTH fU1dE B OB R AdE AFHsta, SAbtbadle AdelA dxstar,
STHAZT. FFES Yo o €2 sfellA ®sta, APE nAE wsta, told deHZ R A, W
& ool Axstat. 1 A 4—(6—ﬁii—2 -l S obde] ) -7-(3-F R 2 ZZFA])-6-1 FA A S
1.34 )& 4tk NMR A~ E&: (DMSOds) 2.25 (m, 2H), 3.85 (t, 2H), 3.95 (t, 3H), 4.3 (t, 2H), 6.1
(s, 2H), 6.95 (d, 1H), 7.05 (d, 1H), 7.15 (s, 1H), 7.85 (s, 1H), 8.35 (s, 1H), 9.5 (br s, 1H).

~

(6] 4~(6-E22-2 3-vEAqC A o} d T x)-7-(3-FR2Z LR EA)-6-HEAFAUIZAS =  ZAZA
Abgstal, W EFES 1642 Bt 7 FRAAT. AAES Oy 22 54 dolEE YEA MR
2~FEH: (DMSOds) 1.9 (m, 2H), 2.7 (m, 2H), 3.35-3.5 (m, 8H), 3.95 (s, 3H), 4.2 (t, 2H), 4.35 (t, 2H),

6.1 (s, 2H), 6.95 (d, 1H), 7.1 (d, 1H), 7.2 (s, 1H), 7.85 (s, 1H), 8.3 (s, 1), 9.5 (s, 1H); A ~9
E8: 4 491,

AAd 11

4-(6-F2=2-2,3-9E A ZA o} d T 2)-6-H EA-7-(3-H H FH-1-d 22 ZA)FAYEH Y3 =

c2a

7-[3-(4-t-F-EXNFI 2R I H G -1-Y) TR Z A |-4-(6-F Z 2-2,3-H DAt S Ao d 2] 1) -6-H EA| A =
(0.286 g), EFEFLEAEAN0.5m) 2 wEH F2TF)=(6 m)S] TFES F2ollA 3A 7 S wytal
A, &uE FLAYAL, ARES WEd FEdols B FEANUESR 231 89 Alolo] FajAZltt. f7]
de B R AR AdE AFEa, S@abntadles delA dxsta, FUAZT. oFEA 42 EEE fdd
ANEl 2 F dshra 6M & shell Efsitt. 1 A EA $FE(0.205 g)S AATH MR 2~ E: (DMSOds
2 CFsC0,D) 2.35 (m, 2H), 3.2-3.9 (m, 10H), 4.0 (s, 3H), 4.35 (m, 2H), 6.12 (s, 2H), 7.0 (s, 1), 7.1

(s, 1H), 7.38 (s, 1H), 8.15 (s, 1H), 8.85 (s, 1H); A= ~AHNE: C M+ 472 w474,
A A 12
4-(6-F2=2-2,3-vE A S A o} dE =)-7-[3-(4-A o} = D 7 # 2} 7 -1- Y ) Z 2 Z A |-6-H FA| A UE™H

4-(6-F22-2,3-HEd A A ot d & =) -6-m EA-7-(3-9 H R -1-L Z2 Z A FAUZA(0.1%), 2-FZZo}A
EUEZ(0.038 m), .L~§}7—J%’r(0.020 g), BAFZE(0.139 g)  DMF(2.5 ml)e] &S A2oA 16 A3+
SoF wERQlth, ¥hg ERE S oE ofAlEH O ESL B Atolol] RulAIZ . U] dE B R AFE AdE AFH
aFar, kw1 el A 213:0}1, SHA Y. g F2efolme) Werg o 93:7 EFES FEAEA AL
43 At A9 A2vEady R A AAYES AASAT. 2 A3 34 3EE0.13 g8 uAEA
AT NMR Z~HE-: (DMSOds 2 CFiC0.D) 2.3 (m, 2H), 2.6 (m, 2H), 3.05 (m, 2H), 3.15 (m, 2H), 3.35

(m, 2H), 3.65 (m, 2H), 3.9 (s, 2H), 4.05 (s, 3H), 4.35 (m, 2H), 6.15 (s, 2H), 7.05 (d, 1), 7.15 (d,
W), 7.4 (s, 1), 8.15 (s, 1), 8.9 (s, 1); A ~=EA: [M-H] 509 = 511;

CostlorCINGOy 0.2H000 whsh 4 #4]:

AZA ¢, 58.41; H, 5.62; N, 15.93;

o] 2% C, 58.35; H, 5.37; N, 16.33%.

Ao 13

6-H 5 A-4-(2,3- B AT S A o} d 12 )-7-B-HH HFA-1-LZ 2 ZA)AUEY U =2E2go|=9F

AAel 110 ANE AT fAE ARE o §3te], 7-[3-(4-t-FE A 05 A el -1-9)) E 2 E 4] |60 5 A
~4-(2,3- LA S A oh 2 ) AV ED L B ER 0 oA ENT WSAA EA %%% AUh NIR 23=
& (DMSOds % CFsC0.D) 2.3-2.4 (m, 2H), 3.2-3.95 (m, 10H), 4.05 (s, 3H), 4.38 (m, 2H), 6.1 (s, 2H),

7.0 (s, 30), 7.4 (s, 1), 8.2 (s, 1H), 8.9 (s, 1H); AF ~HEH: M 438.

AAd 14
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7-[3-(4-Alot = D H 2 -1-A) T2 Z A |-6-H F-A|-4-(2,3-H B AT SA obd B =) FAUER

AAle 129] JHAIE A} FALSE AAE o] 851, 6-HFA-4-(2,3-wE A TS Aol d 2] =) -7-(3-F H &} -1-Y
TREAFAUZHE 2-F2ZRAEYERI WHSAA TAZA EA FAES IUY MR 2FHEF:
(DMSOds) 2.1 (m, 2H), 2.45-2.7 (m, 11H), 3.5 (s, 2H), 4.0 (s, 3H), 4.25 (t, 2H), 6.0 (s, 2H), 6.7 (d,
H), 6.9 (t. 1), 7.0 (m, 2H), 7.75 (d, 1H), 8.7 (s, 1H); A= ~AE: \+H 477,
AAd 15
4-(6-B 22 -2, 3-HE A FA o} F = )-6-H| EA-7-(-HH A Y = X2 EZA] ) AYZH
UJES e e o Aeb2H(THF 2 10 £9; 0.626 ml)< DMF(2 ml) % 6-H = 5-2 3-wj=alt]SAlold @ (0.135
g) Bolo] Wrhala, EHEEG AHLolA] 308 E<F WWSATH DIF(3.5 n0) F 4-FRE 605 A 7-(3-7] 3]
EEXRIEANAGEA(0.1g) EXE HUlsta, AAE EFES A2dA 327 FoF wkEY. vkg &3t
22 g4etn o ohiHolER 28 FESdth £714¢ B 2 A5E A2 A Fag
A Axsta, SIAFEY. el S28ol=, wg EF2A R Yol 3} 8o 80:17:3 TFPES
| 2= A AFESE A7y A9 ﬂiu}ilﬂﬂﬁi 2 Ay A =ZA EA 33E(0.045
)& ATk NMR 2~HE@: (DISOds 2 CFC0D) 1.4 (m, 1H), 1.7 (m, 3H). 1.85 (m, 2H), 2.3 (m, 2H), 2.95
(m, 2H), 3.25 (m, 2H), 3.55 (m, 2H), 4.05 (s, 3H), 4.3 (m, 2H), 6.15 (s, 2H), 7.05 (d, 1), 7.3 (d,

op ox mi L

2
2
ol
ol
38
o
H

to my =2 wlo

0Q

M), 7.4 (s, 1), 8.15 (s, 1), 8.9 (s, 1); AF ~HANEH: M+ﬁ7515 2 517;
C24H27BI‘N4040ﬂ EH% ‘%:]__/J\_ T":_L}S]'

A=2 ¢, 55.74; H, 5.30; N, 10.76;

o]#x C, 55.93; H, 5.28; N, 10.87%.

AA 4 16

4-(6-B 2 2-2,3-v 2 A A opd 2] :=)-6-H F A -7-[3-(4-H| E 3 H 2} W -1- ) T2 ZA| |F E-

A 150] MAE AT fAE AAGE o) &3], 4-F 2261 EA-7-[3-(4-W I F e} -1-Y ) = 2 ZA] ]
UZdSs 6-H2H-2 3-vEACS Aol d AT dhE A A %A SFES TAZA AT MR ~FEH: (DMSOds

2 CFyC0.D) 2.3 (m, 2H), 2.95 (s, 3H), 3.2-3.9 (br s, 8H), 3.4 (m, 2H), 4.0 (s, 3H), 4.35 (m, 2H), 6.15

(s, 2D, 7.05 (d, 1), 7.3 (d, 1), 7.4 (s, 1), 8.15 (s, 1), 8.9 (s, 1); AF ~FHEH: M+ 530 2
532;

CoallygBrNsO 0l thah 914 47!

252 C, 54.25; H, 5.54; N, 12.8;

o]#X C, 54.35; H, 5.32; N, 13.2%.

AA 4 17

7-[2-(4-3 =Z A F A F D-4-9) o S A ]-6-H FAI-4-(2,3-w AT SA o B =) AUE A

7-[2-(N-t-F-F A 7 2 B d-4-3| =5 A 7] 7 2] D -4-Y ) of| 5 A] | -6-W| 5 A]-4-(2, 3-H AT S A o} 2] 1) F &
(0.067 g), EYEFLEOAEAN0.5m) H WEddl F2)=@E m)o] EFES F2olA 1 AZF FF wyt
stk gulE AL, ARES Dﬂﬁaﬂ Jia} =9 TR ES X3} F89 Atole HjAZ . §7]
de PR AAFsa, FabvtavlE el 2 P %%f\] o o Ay #ZA4 3}
NR 2~ E&: (DMSOd; 2 CFsCOD) 1.75 (m, 4H) 5 (t, 2H), 3.1 (m, 4H), 4.0

F4E(0.015 g)S AT
(s, 3H), 4.35 (t, 21),

6.1 (s, 20), 6.95 (m, 3H), 7.4 (s, 1), 8.1 (s, 1), 8.85 (s, 1H); A 2#=: WH 439,
AA 18
7-[2-(4-3| ES A -N-H @ H 2| -4~ ) o S| [-6-7| A -4-(2, 3-H DA S A o} 2] .= ) A} ED
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7-[2-(4-3| == A 9 H| g -4-Y ) o] B A |-6-H| B A -4-(2, 3-H| D A ] S A opd 2] . ) A L} (0.065), EE U3
Z(40% F&d; 0.2 ml) 2 EEAQ2 m) o EFES wukslar, 1.5 A7 FeF 100CE 7S AT, 2N 43}
YEF F89& st 23&E 4 pHE 9.5 @713} ]7]aL, o olAH | ER FZ3t. F74S &2
AH sk, 9= AFe E}%, Pkl Aol A Axstar, SRAZTH gl FRee]=, wEE Bl
A dRUYol x5l &9 80:17:3 THES SEARA AT AP Y ARvEIHIR FFRES
AASEAT. 1 A3 %A 5}% (0.021 g)& HAZA AAT}; NMR 2=HEH: (DMSOds 2 CF,0.D) 1.8 (m,

4H), 2.05 (m, 2H), 2.8 (s, 3H), 3.15 (m, 2H), 3.3 (m, 2H), 4 (s, 3H), 4.35 (m, 2H), 6.05 (s, 2H), 6.95
(m, 30), 7.4 (s, 1), 8.1 (s, 1H), 8.85 (s, 1H); DA A== \4H 453,

AAd 19
4-(6-F22-2,3-W 2 A LA o} d T 1 )-6-W EA-7-(H H F D4 EX)AUEZY t3=zF2do|=a

Aol 11el AAE A FAREE AAE ARE Skl T-(N-t-F-5A 7t 2R ] A 2 d-4-d W F A )-4-(6-F 2
2, 3-m gAY SAobd 2] e )-6-H| SA FUYE-N S EY IS F L 2o EALG whEAZAT. o] #A 2 EES Y
=5

g ofHZE F dstei oM £ stellA EAETE. 2 23 3A SES AT MR = ER: (DMS0ds)
1.5-1.65 (m, 2H), 2.0 (d, 2H), 2.2 (m, 1H), 2.95 (m, 2H), 3.2-3.4 (m, 2H), 4.02 (s, 3H), 4.12 (d, 2H),
6.15 (s, 2H), 7.05 (d, 1), 7.15 (d, 1H), 7.42 (s, 1H), 8.22 (s, 1H), 8.8 (s, 1); A& ~HEH: MHT
443 2 445,

A A 20

4-(6-F2=2-2,3-vEd A S A o} d E = )-7-(N-A o} =W & ¥ | 2| I -4-L v S A] ) -6-H| S A A=A

A 120 AAE A FAEE AAE AFRSlY] | 4-(6-F 2 2-2,3-HE AT A ol d B ) -6-1| 5 A -7- (] H|
U-4-AdWEADNFAUEZU S 2-F 2R EYEL I WS A|A TAZA HA SIFES AATH MR =FHEH:

(DMSOdg) 1.65 (m, 2H), 2.1 (m, 2H), 2.2 (m, 1H), 3.15 (m, 2H), 3.6 (m, 2H), 4.05 (s, 3H), 4.15 (m,

2H), 4.55 (s, 2H), 6.15 (s, 2H), 7.05 (d, 1H), 7.15 (d, 1H), 7.4 (s, 1H), 8.15 (s, 1H), 8.9 (s, 1H);
A ~FHEH: N[ 480 2 482.

ln
o

H
dN n&

7-(2-3|EEN-3-E2ZI =X 2 XN )-6-H FA-4-(2,3-v €A Ao} d P ) AU EA T =2 F 2 o)
2]

X ZIAN)-6-H EA-4-(2, 3-H AT S Aol B ) FAUEY Y =R F Rl
ofwuol 3} &M(3 m)e EFES 204 16 AZF HoF wuksldrr, EES
A7l 3, WEgd S2gol=9 Wgs e 19:1 EFES fEA A AFLT A A8 I RetE 2y (QE
Yad AHE HI3asgA =M g2 HE 9470-01002.2 P73 o] AFE d Yol Hew A

ghz  FHRES ﬂxﬂo}"ﬂq olgA  de EAL dEd  F2dol=(3 m)dl &AL
O|AZZHE(0.3m) T A4 6 §4S wuRESIHA H7Eeodth. do g dHZ(10 m)E ®7hskar, AdE
ARAES wgsta, ted oﬂEﬂEi AAsta, Wg sl Az, 2 Axr ®A 3EE(0.095 g)&
Atk MR ~FEH: (DMSOds 2 CFy00.D) 3.15-3.45 (m, 4H), 3.54 (d, 2H), 3.74-3.91 (d, 2H), 3.97 (d,

—

P )

OH), 4.02 (s, 3H), 4.24 (d, 2H), 4.49-4.58 (m, 1H), 6.08 (s. 2H), 6.96-7.04 (m, 3H), 7.47 (s, 1H),
8.23 (s, 1), 8.88 (s, 1H); A ~= e W 455.
A A 22

AAe 218 AAE whs A BAE ALgstel, HAR -QolBATEEAAUSUL Bedtel E 4
ANE SRS Gt BE AFel fod E 4o AAE 4 SgEe vsedzdelsgond A,

_65_



<640>

<641>

<642>

<643>

<644>

<645>

<646>

<647>

<648>

ZIHS3d 10-2008-0027400

% 4
6 Rz
HN 0
MeO ' SNV o—/
=Y N//,
e WE & F R R’
[1] 2-3] |-3- &g d-1-4 22 & T
Al
[2] 2-3| =5 A -3-3] sl ¢l o] - E 2 E A 4
[3] 3-(4-Alot = E 7] 7 2} X1 -1-4 )-2- T
S =R A TR EN
[4] 2-3| EFA-3-(N-o| 2 Z 2 Z-N-v & T
obp] i) 3L 2 E A
T

[1] AAEL g3 28 E4 doje= el MR 2FEF: (DMSOds 2 CFsC0.D) 1.85-1.98 (m, 2H),

1.99-2.1 (m, 2H), 3.07-3.2 (m, 2H), 3.33-3.42 (m, 2H), 3.57-3.68 (m, 2H), 4.02 (s, 3H), 4.22 (d, 2H),
4.34-4.43 (m, 1H), 6.08 (s, 2H), 6.94-7.04 (m, 3H), 7.45 (s, 1H), 8.22 (s, 1H), 8.87 (s, 1); AF =

.
AET: M 439.
AARAEL & e EA folgE YeAdY; MR 29 : (DMSOds 2 CF4C0.D) 1.36-1.51 (m, 1H),

1.65-1.78 (m, 2H), 1.79-1.92 (m, 3H), 2.93-3.11 (m, 2H), 3.2-3.74 (m, 2H), 3.54 (t, 2H), 4.02 (s, 3H),
4.24 (d, 2H), 4.46-4.54 (m, 1H), 6.08 (s, 2H), 6.95-7.03 (m, 3H), 7.44 (s, 1H), 8.2 (s, 1H), 8.88 (s,

H); 2 ~Fed: +H 453.

[3] AAAEL &5 22 54 deolgs Yeddy: MR ~FEZ: (DMSOds 2 CF,C0.D) 2.54-3.12 (m, 4H),
3.13-3.48 (m, 3H). 3.55-3.73 (m, 2H), 3.89 (s, 3H), 4.03 (s, 3H), 4.22-4.3 (m, 2H), 4.46-4.59 (m, 1H),
6.08 (s, 2H), 7.95-7.03 (m, 3H), 7.49 (s, 1H), 8.27 (s, 1H), 8.87 (s, 1H); Ak el |+ 493,

] BAES e 22 54 doletE YERAT; NR 2~ : (DMSOds ¥ CF4C0.D) 1.2-1.36 (m, 6H),

2.78 (d, 3H), 3.04-3.71 (m, 3H), 4.03 (s, 3H), 4.24 (d, 2H), 4.41-4.55 (m, 1H), 6.05 (s, 2H), 5.88-
6.06 (m, 3H), 7.48 (d, 1H), 8.36 (s, 1H), 8.82 (s, 1H), 9.5-10.1 (m, 1H), 11.65 (s, 1H); ==

~FEY: W4 441,
A A e 23

7-[(2R)-2-3 =2 N)-3-7) I D-1-Y X2 A |-6-7] F A -4-(2,3-W DA S A ohd el w) AU B X S =222 e}
o=

922 d(0.016 m), 7-[(2R)-2,3-A|ZFAZZZA]]-6-1 5 1 -(2,3-dg A S Aol d g ) A= (0.03g),
SREXE0.5m) P AE2(0.5 m)e EFES WURESIAL 7 AIZE B 40TE 7%“%"”4 EdES LA
713, AFES vgd FEetol=(4 me)o] &3 AZTH. E?J Bl o]AAJold|o]E X (ZA[J. Amer. Chem.
Soc., 1997, 119, 4882]¢] wa} AxF; A= 1 mol/g, 0.3 g)& H7tstx, —?L;%L%% Feo A 3.5 A|7H
S A", FAE A RAA xﬂﬂoﬁ, e F2eto]= AF3GITE. oJHES FHA7IaL, o] E A
AL mAA YAES, vdd F2eto|= d uﬂ%%*é Adr ol 23t &9 F4E AR TV EFES
EEZAZA AL *‘?47}“ A8 A2vlEa o2 JASAT. o]FEA 4L 4S8 wEd F2elol=e) v
(3 mJaM 9:1 £ &alA7]a, Hold HE(1 ) & P2 2.20 §48 H7pselrt. AdES &
gataL, 3 3tol ﬁio}‘zit}. a2 A3 5A4 3HHE(0.026 g)& AT NMR = EZ: (DMSOds 2 CF3C0.D)
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2.15 (m, 4H), 3.06-3.25 (m, 2H), 3.31-3.47 (m, 2H), 3.6-3.74 (m, 2H), 4.04 (s, 3H), 4.8 (d, 2H),
4.46 (m, 1H), 6.1 (s, 2H), 6.94-7.05 (m, 3H), 7.49 (s, 1), 8.27 (s, 1H), 8.88 (s, 1H); AF 2~

MHT 439

EHAZA AMEE 7-[(2R)-2,3- FA| ZE Z A [-6-H| EA|-4-(2,3-Wd A ] FA ol d B =) A YFA S
SELTEN

(-)-FPA Y EAYOIE(3.2 9)B 7-3==A-4-(2,3-Hd A S Ao} d 2] . )-6-H EA AUZEE (4g), B
S oA 16 AlE Feb wnksigith. A E A A
wEstal, eSS FUAA g A4 %Aﬂlwlgﬁﬁﬂ.@dgel of A E| o] E o} 5% =4ts}et
FgNe EFE sho] . £ -ﬂﬂﬂﬂ,ﬁﬂ%%%”§dﬁixﬁhéﬂﬂ4ﬂ kel
ol Azstar, TEAA, AAEY T g2 X E dArh. o)E WA E EFsta, WEd FRego=

ofAlEI Ol E B wgh-E o] 12:7:1 EF=S S§EARAM AT Aoy A9 AzvtEadgY 2 GA st

m
il

I A 7-[(2R)-2,3-l| ZA|Z 2 Z A |-6-H| EA]-4-(2,3-WE AT Aol d B ) AU E(3.11g) S A=A A

Atk WR ~FEw: (DMSOds ¥ CFsC0.D) 2.85 (m, 1H), 2.95 (m, 1H), 3.5 (m, 1H), 4.0 (s, 3H), 4.1 (m,
1), 4.65 (m, 1H), 6.1 (s, 2H), 7.0 (m, 3H), 7.35 (s, 1H), 8.1 (s, 1H), 8.85 (s, 1H).
AA e 24

A e 220 AAIE A FAE S o] &1, 7-[(2R)-2,3-l| FA| L2 E
old g ) FAUEH S F A3 oz} wk-SAIA F 5ol MAE FFFES I
A

1-6-1 Z 2] -4-(2, 3-H & A ] 2 A]
& AdFo] glom F 50 AA

H 7 3Ee gz E2eolmdo g dqi.
F5
8 ;é\\ R2
L\j\/
HN 0
MeO SNV o—/
!
R N/)
[1] (2R)-2-3] E2 A -3-F H gt =2 2 T
Z A
[2] (2R)-3-Z 2 A g d-1-gd-2-3| =& EAPN
AL EA|
[3] (2R)-2-3] =& A -3-(N- FAa
ol AZ 2 H-N-vEHo}u] )T 2 Z A
[4] (2R)-2-3] =& A -3-(N-o] & F- & -N- T
W olr] 1) X 2 F A
[5] 3-[(28)-2-(NN-tid & 7} =2n ) T
9 EZd-1-A]-(2R)-2-3] =FA| X
2EA
(6] (2R)-3-(N-&=-N- o
ANEFEAYo | w)-2-F| EZEA L2
A
(7] (2R)-3-(N-L&E-N-H] & o} 1] 1 )-2-3] T
CESA|ZZEA
[8] (2R)-2-3| =& -3-9 Z g d-1-9 = 6-FE=Z
2EA
[91 (2R)-2-3] = MSAﬂﬂﬂiE 6-FE2
Z A
[10] (%%&iEﬂﬂﬂﬂﬂ%}%dEﬁ 6-F2E
AL EA|
[11] (2R)-2-3] = & X]-3-(N- 6-FE 2
o|AZ 2 H-N-vEo}u] )T 2 Z A
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[12] (2R)-2-3] EZ A -3-(N-0] A~ H-El-N- -2
ol ) X2 3 A
[13] 3-[(29)-2-(N,N-t) W7 2nrd) 6-F2=2
HEZd-1-9]-(2R)-2-3| == A =X
2 EA
[14] (2R)-3-(N-&Z-N-1f| & o} 1] 1= )-2-3] -2 2
CESA|ZZEA

=
[1] A= S 22 54 dolets Yefth MR ~HE-: (DMS0ds 2 CF,C0.D) 1.35-1.5 (m, 1H),

1.65-1.94 (m, 5H), 2.93-3.13 (m, 2H), 3.2-3.4 (m, 2H), 3.49-3.61 (m, 2H), 4.03 (s, 3H), 4.24 (d, 2H),
4.47-4.57 (m, 1H), 6.08 (s, 2H), 6.94-7.05 (m, 3H), 7.47 (s, 1H), 8.24 (s, 1H), 8.838 (s, 1); AF =

AEH: -0 451.

AREL ez 2o EA folgE el NMR 2 E - (DMSOds 2 CF,C0.D) 1.55-1.75 (m, 4H),
1.76-1.96 (m, 4H), 3.2-3.34 (m, 3H), 3.38-3.57 (m, 3H), 4.03 (s, 3H), 4.24 (d, 2H), 4.42-4.52 (m, 1H),
6.09 (s, 2H), 6.94-7.04 (m, 3H), 7.45 (s, 1H), 8.21 (s, 1H), 8.88 (s, 1H); Rk ~HME: W14 467.

[3] AFEL 7 22 54 doletE Yetddeh; MR Z=FE9: (DMS0ds % CFC0:D) 1.21-1.39 (m, 6H),
2.81 (s, 3H), 3.08-3.77 (m, 3H), 4.02 (s, 3H), 4.26 (d, 2H), 4.39-4.53 (m, 1H), 6.08 (s, 2H), 6.92-
7.05 (m, 3H), 7.46 (s, 1H), 8.22 (s, 1H), 8.83 (s, 1H); A A E: \-H 439,

APRELS T 22 54 dolgE e MR Efl: (DMSOds ¥ CF3C0.D) 0.91-1.1 (m, 6H),
2.05-2.22 (s, 1H), 2.91 (br s, 3H), 2.92-3.04 (m, 1H), 3.08-3.48 (m, 3H), 4.03 (s, 3H), 4.17-4.34 (m,
2H), 4.45-4.59 (m, 1H), 6.08 (s, 2H), 6.92-7.06 (m, 3H), 7.49 (s, 1H), 8.28 (br s, 1H), 8.87 (s, 1H);

A ~oEd: W 455.

=

r—\
I_J
=

ob¥l W BAL NN-UWE-L-EEol| =gt 4B e 2o 54 doled eItk NR
é1 & (DMSOdg % CFsCO.D) 1.78-2.0 (m, 2H), 2.09-2.2 (m, 1H), 2.52-2.63 (m, 1H), 2.95 (s, 3H), 3.02

(m, 3H), 3.23-3.36 (m, 2H), 3.51 (m, 1H), 3.86-3.96 (m, 1H), 4.03 (s, 3H), 4.16-4.3 (m, 2H), 4.39-4.48
(m, 1H), 4.85 (m, 1H), 6.09 (s, 2H), 6.93-7.06 (m, 3H), 7.44 (s, 1H), 8.23 (s, 1H), 8.88 (s, 1H); A=F

N
~HAEH: W 510.
] AAES U2 22 54 doleE YERYY; NR & 2 (DMSOds 2 CFsC0.D) 1.5-2.16 (m, 8H),

3.25-3.44 (m, 2H), 3.65-4.02 (m, 2H), 3.92 (d, 1H), 4.03 (s, 3H), 4.19-4.33 (m, 2H), 4.42-4.57 (m,
1), 5.55-5.73 (m, 2H), 6.02-6.17 (m, 3H), 6.96-7.03 (m, 3H), 7.41 (s, 1H), 8.18 (s, 1H), 8.89 (s,

H); 2 ~Fed: +H 493.

rlo

[7] AAEL Sy 2e EA dolgE Yelgich; MR 29 E=-: (DMSOds 2 CFyC0.D) 2.86 (br s, 3H),

3.19-3.46 (m, 2H), 3.76-3.98 (m, 2H), 4.03 (s, 3H), 4.25 (d, 2H), 4.42-4.53 (m, 1H), 5.52-5.65 (m,
2H), 5.94-6.06 (m, 1H), 6.08 (s, 2H), 6.94-7.05 (m, 3H), 7.43 (br s, 1H), 8.18 (s, 1H), 8.89 (s, 1H);

A ~AEY: N 437.
1 AAEE &3 22 54 dolgE Yehhdrh; MR 2= Ed: (DMS0ds 2 CF:C0:D) 1.8-1.99 (m, 2H),

2.0-2.11 (m, 2H), 3.08-3.22 (m, 2H), 3.33-3.46 (m, 2H), 3.59-3.71 (m, 2H), 4.03 (s, 3H), 4.25 (d, 2H),
4.36-4.45 (m, 1H), 6.16 (d, 2H), 7.07 (d, 1H), 7.16 (d, 1H), 7.49 (s, 1H), 8.24 (s, 1H), 8.91 (s, 1H);

x]a‘t )\Jﬂ s M- H 471 u1 473.

HJ

29 BAEA AEE 4-(6-Z 222 3-W YA A obd el )-T-[(2R)-2,3-o) FA Z2E A -6 FA A} S
e, % Bae) Azsh Baste] AAd 239 Aro] ANE At FAE AAE ol F3te] 4-(6-F 222,37
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gt S Aol d 2l ) -7-3| EEA-6-H EA A UZHF L (2R)-(-) -2 AIE EAOEE BFSAI A A x5, o]
27 9o BAe sy g EA dolgE YEUYTH NMR AFEH: (DMSOds 2 CFy,C0.D) 2.85 (m, 1H),
2.95 (t, 1H), 3.45 (m, 1H), 4.05 (s, 3H), 4.65 (m, 1H), 6.15 (s, 2H), 7.05 (d, 1H), 7.15 (d, 1H), 7.35
(s, 1), 8.15 (s, 1H), 8.9 (s, 1H); A ~FAE: N-H 400 2 402.

ARES e 22 54 dolgE YERATH MWR ~FEH: (DMSOds % CF,00.D) 1.31-1.52 (m, 1H),

1.65-1.97 (m, 5H), 2.9-3.13 (m, 2H), 3.19-3.42 (m, 2H), 3.47-3.61 (m, 2H), 4.03 (s, 3H), 4.26 (d, 2H),
4.45-4.59 (m, 1H), 6.16 (s, 2H), 7.07 (d, 1H), 7.16 (d, 1H), 7.49 (s, 1H), 8.24 (s, 1H), 8.91 (s, 1H);

A ~HEH: \-H 485 2 487.
[10] BAHEL T & EA doletE et NMR A3 E=: (DMSOds 2 CF5C0.D) 1.52-1.76 (m, 4H),

1.77-2.02 (m, 4H), 3.15-3.34 (m, 3H), 3.36-3.59 (m, 3H), 4.03 (s, 3H), 4.26 (d, 2H), 4.42-4.57 (m,
1), 6.52 (s, 2H), 7.06 (d, 1H), 7.16 (d, 1H), 7.53 (s, 1H), 8.29 (s, 1H), 8.9 (s, 1); AF ~HAEH:

M-H 499 ¥ 501.

[11] AAEL ey e E4 dolegd YehYnh NMR A~ E#: (DMSOds 2 CF,C0.D) 1.2-1.4 (m, 6H),
2.81 (s, 3H), 3.07-3.74 (m, 3H), 4.04 (s, 3H), 4.27 (d, 2H), 4.4-4.54 (m, 1), 6.16 (m, 2H), 7.07 (d,
), 7.15 (d, 1), 7.51 (br s, 1H), 8.28 (br s, 1H), 8.9 (s, 1H); A ~AEH: \-H 473 L 475.

[12] BAELS g 22 EA doleE Yedigdth; NMR = EF: (DMSOds 2 CF5C0.D) 0.91-1.13 (m, 6H),

2.06-2.22 (m, 1H), 2.91 (s, 3H), 2.92-3.04 (m, 1H), 3.06-3.47 (m, 3H), 4.04 (s, 3H), 4.26 (d, 2H),
4.44-4.61 (m, 1H), 6.16 (s, 2H), 7.07 (d, 1H), 7.16 (d, 1H), 7.51 (s, 1H), 8.28 (s, 1H), 8.9 (s, 1H);

A ~AEZH: -0 487 2 489,
[13] A EL g7 22 54 doletE YelddY; R = : (DMSOdg 2 CFsC0.D) 1.77-2.01 (m, 2H),

2.08-2.22 (m, 1H), 2.53-2.63 (m, 1H), 2.95 (s, 3H), 3.01 (s, 3H), 3.22-3.56 (m, 2H), 3.51 (m, 1H),
3.85-3.96 (m, 1H), 4.03 (s, 3H), 4.17-4.3 (m, 2H), 4.39-4.49 (m, 1H), 4.84 (t, 1H), 6.16 (s, 2H), 7.07

(d, 1), 7.16 (d, 1H), 7.45 (s, 1H), 8.22 (s, 1H), 8.91 (s, 1H); A ~FAE: N-H 542 2L 544,

[14] AAEL g3 e EA doletE Yedideh; MR 2 EH: (DMSOds 2 CFaC0:D) 2.83 (br s, 3H),

3.16-3.44 (m, 2H), 3.73-4.0 (m, 2H), 4.03 (s, 3H), 4.26 (d, 2H), 4.42-4.55 (m, 1H), 5.51-5.64 (m, 2H),
5.91-6.02 (m, 1H), 6.16 (s, 2H), 7.07 (d, 1H), 7.16 (d, 1H), 7.50 (br s, 1H), 8.27 (br s, 1H), 8.9 (s,

H); A ~#=ea: N-H 471 9 473,
A A 25
4-(2,2-4E2F 2 2-1,3-120&&-4-d ol ) -6-HEA-7-(3-REZY T2 ZA)AYESI Y3 =2 F2 g9

E-2-8 dllol] o)A 2aES v SR A AFESIGlaL, BHE E£3E S 3.5 AIRF B 80T E tEe AS
ﬂlﬂléxt“ Ao 1ol MAIE AT AL HALE o] §ote] 4-F R x
Z(0.15 90 2,2-UEF 921 3-H %S E-4-Uolv1(0.092 g) T WAz, o]FEA e A
| S2dto]l=9) mekgA] dEyol £3} S99 19:1 ETES FEAZAM AFEE gt AW Az2nEY
92 GA ST 1E*ﬂ | 42 =45 vEd ZRgo|=d &aA7]aL, tdd HZE F Ast5A 6l &4

J7betoit). o2 A de Y=g F2dols ¢S Bl Hdxs] ”ﬂ 335(0.045 )& AATH NR =
e (DMSOds 2 CF;COZD) 2.35 (m, 2[), 3.15 (m, 2H), 3.35 (m, 2H), 3.55 (d, 2H), 3.8 (t, 2), 3
(m, 2H), 4.0 (s, 3H), 4.35 (t, 2H), 7.35 (m, 2H), 7.45 (m, 2H), 8.3 (s, 1H), 8.95 (s, 1H); A =3

A
2 M+H 475.

1m

AA 4 26
6-HIEA-7-[2-(5-HE-2-EE2FF =rEo| |t} E-1-L) N F A ]-4-(2,3-HAl B A S A o} d B =) AYZ R
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H-t-d ofxy7tE 50 E(0.063 g) & 73] =5 A
g), 1-(2-3=FA|oE)-5-HE-2-Ra &

o] =(1 me)e] uRE E3E Astastglvt. v
gata, WeEd F2gol=g2 AHsta, AFstd Hdzxste] FA 3FE(0.052 g)& AT MR AFEH:
(DMSOds = CF5CO,D) 2.55 (s, 3H), 3.1 (br s, 4H), 3.8 (br s, 4H), 4.05 (s, 3H), 4.6 (s, 2H), 4.9 (m,

-6-H| HA]-4-(2, 3-vW A ] Aol d &] 1) F }E 7 (0.055
W ol u|t}=£(0.046g), EFALEAA(0.072 g) & HEd F=2
.%g}%%ﬂﬁ]ﬁgqﬂ&m} M&L @Hgﬂﬂgeﬁ_

O o

2H), 6.1 (s, 2H), 7.0 (m, 3H), 7.3 (s, 1H), 7.6 (s, 1H), 8.12 (s, 1H), 8.9 (s, 1H); HAF ~HEF: MHT
519.

S BHEA AMEE 1-2-3|=EFAdE)-5-wE-2- R a2 e do|n ot &S oh -1k o] AZ3SIT.

4-we-1-Eg go]ut}=(]. Heterocyclic Chem., 1982, 19, 253; 32.5 g), W¥ HZREOolAH ] E(11.4 m)
2 oA = (500 mﬂ)iﬂ ES 2 AR B¢ 7 ERAZT. e FUAA AL, AFES WS (100
me)ell 8-3A7 4 AFAZAT. EFES T, FFES ol dE = stol A 35kl
2atal, Held o’ =(200 me) ok mleed duol xsh 4 (20 m) e e FollA
WRkEEITH, E£3ES AqdFsta, AAES FEAZT. dEd SEeo]l =t He &
A ARgS AEad A iiu}if’—aﬂﬂi ARES GASAT. 1 A7 wg 2-(5-1
°|E(6 4

25 AATH MR =HAEF]: (CDCl3) 2.16 (s, 3H), 3.78 (s, 3H), 4.61 (s,

@A) e BAe AR(1.7 ol Pl AW (20 nt) F §AL oD AHZ(70 nt) F FLHAFRT
S 0.76 g)e] skl AEpele] Asketa, 002 WA, AdE EREL LA 1 AL Sk il
O EFES 0T WA, 6N FAFUHEEF $80.8 n) L B(2.4 n)E A2 DAY, ERES
AeolA 3087 W g FeAAG. AFES Pd FRekolso] $aAm, FurkiiE A 2
2o13, FUAA 1-(2-8 =S Ao )5 Pol Wt E(1.19)& FATH NR 238 (L) 2.17 (s, ),
3.81 (t, 2H), 3.92 (t, 2H), 6.6 (s, 1H), 7.24 (s, 1H).

¥ NG F2GASG 0 S FQA=IAND S AGONE (04 9), IIAFC50) R A9
@ F2 kol =(30 n)9] J 'z% of Arbeli, 0CE YASGh W EFES LA 4T B W
s, £ A Azeha, FRAA -2t

TFES B BoY. A5 S 9542 Aﬂﬂ star, Fateladlg Aol
duuaAdd Al d)-5-wEo]nt}E(11.7g)S AU MR 2= E=Z: (CDCl3)-0.04 (s, 6H), 0.85 (s, 6H),

2.2 (s, 3H), 3.8 (m, 2H), 3.94 (m, 2H), 6.75 (s, 1H), 7.43 (s, 1H).

olg ¥& AL THF(400 m¢) Fol &a|A17]aL, &N -60CE Y2t tt. n-FdeF (32 = 2.5M, 40

m)S Hatata, TEES -50TA 1 AzF Bk wwtsldyg. 2dES -60C=E Y3l MF(12 5 m)E F

et AAE ESES Aeow 7lesta, 247 EoF wmutadn). tole o’ Z(500 m)S H}eta, bk

S ERES A3ty X3t FE&H HAn. frleS SEletal, 7R AFska, Gabeladlg A A

Zokal, SEAZT. o)F8A e BEAL, vgd SEgols B wugE oty ol 23t &9 548 T

2 3 ZA2A ALE A 28 azntEage s A4, 1 23 1-(2-t-FE e gag s
UE1

[e)

S-dEolmthE(11 )& dAth; NMR A~ E=: (CDCl;)-0.1 (s, 6H), 0.79 (s, 9H), 2.32
(s, 3H), 3.91 (t, 20), 4.4 (t, 2H), 7.07 (s, 1H), 9.71 (s, 1H).
oA ¥& EAH UR(0.79 g)= HEHA F2olo]=(24 m)ol FIAFIL, REZ(0.263 mt) L oA EA
(0.175 m0)S 7tk 435 AUEF EFoMH O E(0.8 9)E &8 H7Ista %?&%% I A 16 Al
b ot wdtsigly. E3ES A 7a, Ed 2ol vEeAd dE Yol 3} §N9] 49:1 E}ES

ZA A AL A7 49 FaEnEadyE FFES AASAY. 2 A3 1--t-FEure A Sa
1%‘)—5—1:1] 2-RE2ZFrvgolnthEH(0.5g)S ATt MR ~FEZ: (CDCly) 0 (s, 6H), 0.82 (s, 9H),
2.25 (s, 3H), 2.45 (m, 4H), 3.6 (s, 2H), 3.68 (m, 4H), 3.85 (t, 2H), 4.1 (t, 2H), 6.7 (s, 1H).

i&

olFA A B, 12N HAF £89(0.26 m) P e (10 m) Q] EFES 204 5 AIF Bk wkElt)
ERES UL, FFES A st BEdig. AAE nAE BEsta, I sl dxsdct. uAE
HEd Setol= 9 wWgSA hRuol 23} & FollA 2ol 1 AlZE EoF wnksith, ERES oS
I, AFRES FuUAZY, fadd F2dolsg esA ol ¥3} g9 19:1 EFES EEAZA ALE
o AEghd 49 aRaEIRAR AFES AASST. 1 A% 1-(2-d =S A Y)-5-mE-2-R 2 E e v
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golut}E(0.25 g)& Il NMR ~FEZ: (CDCly) 2.2 (s, 3H), 2.6 (br s, 4H), 3.58 (s, 2H), 3.7 (m,
4H), 3.85 (t, 2H), 4.1 (t, 2H), 6.5-6.9 (br s, 1H), 6.65 (s, 1H).

AN 27
WS EES A2olA 16 AIZF Bk Witk A ool Ao 260 MAE A FAS dakg o] &3t ¥
A 73 EFAFAUEHS A-s dF 27 WS AA R 60l AR SHES AT, ZF vkgo] FEFHW, Wk
S EEES AT, vEd S2gols 2 Wek A dRyol x3) S FAS T EEES &5
A7 ApE3 Ay A9 Az EId YR ZFES AASAY. A2ntEa Y] AA Fof 4 AAHES
ol oHE Fo A7) o] AZZHE F Isl5Fh 6.30 §9S HUlegrt. A4 E tslmgF2giele
Ae FEsta, Yold odHE=2 MAHsa, JF ol @z, g2 dFo] floew X 60 AAE 7+ 3F
B g3l Freol=gdozs Ao,
F 6
6 R2
HN 0
MeQ | e O*‘/
Rt N//]
3lgtE H3E F R R’
[1] 2-[2-(N N-t &7l =n 2 )] 2 T
d-1-A ] EA]
2] 2-[2-(N- A
We st 2ur )y S d-1-d ] &
Al
[3] 2-(2-7t2 R R d I g d-1-d) o & T
Al
[4] 2-(2- T
et estErdy Eed-1-d)
o] A
(5] 2-(2- EAPN
REZyyslErdyEgd-1-9)
o) E A
(6] 2-[2-(4-v e v o 2} W -1~ Fi
Al d)IEHdd-1-d]d EA
(7] 2-[2-(F =g d-1-d7t2d d)9 = T
Z-1-YU o EA]
[8] 2-(2-v ey Zgd-1-A) o 5 A T
[9] 2-(2-v EA M E T Egd-1-d) o & T
Al
[10] 3-v g v & A S
[11] 4~ g | & A] FAh
T
[1] 222089 JAstd 78 9718 d9ey, g2 22 dogE Yeluiigith; R 2~ 2 : (DMSOdg

9 CF,00D) 1.8-1.95 (m, 3H), 2.05-2.2 (m, 1), 2.7 (s, 3H), 3.0 (s, 3H), 3.35 (m, 1H), 3.8-3.9 (m,
o), 4.02 (s, 30), 4.5 (m, 2H), 4.8 (m, 2), 6.06 (s, 2l), 6.96 (s, 3M), 7.35 (s, 1), 8.15 (s, 1I),
8.9 (s, 1H); A% == M 480.

0 BARA AEH (29)-1-(2-5 S Ao Q)N N-v 5] S92 7h2 B ol EE 83 Zo] A28
=

1-(t-2EAFERY)-[-Z22(10.75 g), 1-(3-tHdoln] ez za)-3-d|drtenr]on= &=z Zzelo]=
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(10.6 g), Tugolrl =2 F 20| =(5.33 g), 4-tjHE g) %
o] eSS A2oA 447 Bk wukElY. EFES Eof %ﬂ—?iv}. %71%% 5
LN, 5% TEAYEF 8 AF2 22 A sta, Fietadlg Aol xS
AN7FERY)-N N-THE-L-ZEHoln| =(11.2g) S Ik MR 2FEZ: ((DCly) 1.4 2 1.5 (2s, 9H),

1.9 (m, 2H), 1.95-2.2 (m, 2H), 3.0 ¥ 3.1 (2d, 6H), 3.35-3.6 (m, 2H), 4.55 ¥ 4.7 (2m, 1H).

r&‘i b

EGZTORAAENG m)d EFES 2 AL B AL
ol g oe 2 st A st ded EHZ F d3hea 21
A 2F dloll Axste] NN-tiWd-L-ZZdoln|= l=adF
e (DMSOds 2 CFyC0.D) 1.7-2.0 (m, 3H), 2.3-2.5 (m, 1H), 2.95 (s,

N N-tHE--ZEHoln e |2 F 20| = (6.3g), 2-HERNES(3.8 ml), EAFZH(14 g) 2 oM EY
EZ(70 m)Y TFES wRksa, 16 Al 59 718 FRAIFHT. EFES A5, dHFES FHAIFH .

.1.4

ul
AEdl SRepol= B miehEA Yol x3) Fol9] 2411 =S FSARA AR A A9 A=)
EafdE e gAskslah. o s (29)-1-(2-3| =S oY) -N N-t] v & 9] Z 2] d-2-7k 2 5 2ofu| =(3 .4
25 AAT; MR == E-: ((DCly) 1.6 (m, 1), 1.6-2.0 (m, 41), 2.1-2.3 (m, 21), 2.4 (m, 1), 2.9 (m,

1), 3.0 (s, 3H), 3.05 (s, 3H), 3.25-3.4 (m, 2H), 3.75 (m, 1), 3.9 (m, 1H), 5.1 (br s, 1H); A 23
e M 187,

[2] (29)-1-(2-3] == Ao &)-N-H & ZE&oju] =
° doles dehATh. A o E: i 466,

T BARA Aggn. HIER IRl =g g

i
e
m

m

=% 224 E2A AR (25)-1-2-s| =S ) -N-rd Z &R ol =5 a3} o] A

-(-FEAAER )L EA G4 g), 1-(3-T ol ez za)g-odstnrlelv=(5.3g), eyl 3

cEgavel=(2.2g), 4-Ui el P W (3g) L WMHA FZebol (50 n)e] EFEL AL 16 A7

Eor wwslth, AHE EFES Bl B3, 4715 Bstn, M FALLDF £8, FRAUEF %)

F8 R A5 Ad ARSI, FAkdG FlA Axda, FRARG. 1 A3} 1-(-PEAER

A)-N-HE-L-ZEdolM=(5.6 )& VAUTEH AF ~FAEF: NH229

@A de BAY AR(U4 g P EUASTORAEA0 ) EFES FeH 2 A F
ST, BHEE TN, AFEE DAY A= A4 LASAL. H98 2AF L, ol

= o AxsYrt. 7 AT N-WE-L-ZEHolu|E EFZT RO BN EAA(3.7g)
S Ak MR 29 E#-: (DMSOds 2 CFsC0.D) 1.85-2.05 (m, 3H), 2.2-2.3 (m, 1H), 2.73 (s, 3H), 3.2-3.4

olFEA P& EHo AR(2.5g), 2-HEZHIEL(2.15m), BALF(5.5g) L HNEVUEZ (20 m)e E3E
Rkstar, 18 AIZE B 7HE SRAIFHY. ERES Ao Yista, AT, A &, de
2gol= ‘;»l uﬂ%%*é FEYol 3} §Hqe] 49:1 EFES EEAEA AME A7t A9 ARvE YT
AABATH. 1 A¥ (29)-1-(2-3| =2 Ao &)-N-Hd L= oln=(0.5¢0) S AUt MR =
E: (CDCl) 1.6-2.0 (m, 4H), 2.1-2.3 (m, 1H), 2.3-2.45 (m, 1), 2.6-2.7 (m, 1H), 2.85 (d, 3H),

2.8-2.9 (m, 1), 3.1-3.2 (m, 1H), 3.2-3.3 (m, 1H), 3.6-3.8 (m, 2H); A A==l Wi 173.

[3] (29)-1-(2-3|=FAde) ZEHoln =2 3 BA2A A&, fil=gFagtol=gde oy 2o
golet= YeERHITE NR A= EZ: (DMSOds 2 CFC0D) 1.75-2.02 (m, 2H), 2.03-2.19 (m, 1H), 2.56-2.67
(m, 1), 3.3-3.43 (m, 1), 3.7-3.91 (m, 3H), 4.03 (s, 3H), 4.28-4.43 (m, 1H), 4.45-4.65 (m, 2H), 6.08
(s, 2H), 6.94-7.04 (m, 3H), 7.42 (s, 1), 8.21 (s, 1H), 8.88 (s, 1); AeF ~Aeel: \uif 452,

b B2 ARSE (29)-1-(2-3 EEA ') ZEdolu = up2 o] F [2]0] AMAE A AR dAE

golo] L-ZE ol sl 2-nERAEE S WeAA AxSATh 1 A% Bew F¥ AL IUH MR
~HEH: (CDCl3) 1.6-2.0 (m, 4H), 2.1-2.25 (m, 1H), 2.35-2.45 (m, 1H), 2.6-2.7 (m, 1H), 2.8-3.0 (m,

~

o,
rz
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1H), 3.1 (m, 1H), 3.2-3.3 (m, 1H), 3.6-3.8 (m, 2H), 5.6 (br s, 1H), 7.4 (br s, 1H); A ~AEH: MHT
159.

[4] (29)-1-(2-3|=FA|dE)-2-FH =720 dI S S &Y BH2A ALE3QH. fl=ad2gel=
Ao & 7S HolgE YEYTH NMR 2 EH: (DMSOdg 2 CFsC0.D) 1.28-1.75 (m, 7H), 1.76-1.99 (m,

2H), 2.02-2.25 (m, 1H), 3.02-3.19 (m, 1H), 3.22-3.5 (m, 3H), 3.53-3.65 (m, 1H), 3.68-3.9 (m, 3H), 4.04
(s, 3H), 4.44-4.63 (m, 2H), 4.74-4.89 (m, 1H), 6.36 (s, 2H), 6.91-7.07 (m, 3H), 7.45 (s, 1H), 8.25 (s,

M), 8.89 (s, 1H); AeF A e i 520.
S B2 AFEE (29)-1-(2-3| =F Ao 8)-2-T ¥y =72 R S8 US o2 Zo] AT,

= ekel F [2]e] JMAE A FASE AAE o] &3], 1-(t-FEAVIERY)-L-ZEU S Fo g d g A
A (29)-1-(t-FFA7ER ) -2-Fd gy erl2 R dg Ed S Ao, oF BRIA7|L, 2-EZ RS
I wre A Y. 2 Ay Fed U 248 A MR 29 EZ: (CDCly) 1.5-1.9 (m, 10H), 1.9-2.0 (m,

jad

1), 2.1-2.2 (m, 1H), 2.4-2.5 (m, 1H), 2.55-2.65 (m, 1H), 2.8-2.9 (m, 1H), 3.3-3.7 (m, 6H), 4.3 (br s,
1H);

X
ot

AHAED: ] 227,

[5] (29)-1-(2-3|EEAME)-2-RE2Z 72 R dI S U S &% EJZA ALY, Y322 =
de oy 722 goletE et NWR ~FEH: (DMSOds 2 CF,C0.D) 1.3-1.5 (m, 2H), 1.8-2.0 (m,
3H), 2.15 (m, 2H), 3.2 (m, 1H), 3.3-3.9 (m, 8H), 4.05 (s, 3H), 4.55 (m, 2H), 4.8 (m, 1H), 6.1 (s, 2H),
7.0 (m, 3H), 7.4 (s, 1), 8.2 (s, 1), 8.9 (s, 1H); AF ~Aed: \+H 522.

S8 224 E2A AR (25)-1-(2-s| =S ") 2-REZYnrtE Ry Eed S bUE 2ol A8 3.

F= ekel 5 [2] HAlE A FARRE AARE ol gk, 1-(t-F-FATIERE)-L-2EU S B EEw g
A @O)-1-(t-FFAZEEE)-2-REE el du gede dlen], o8 HRIANYA, 2-HE
o Rbe AT 7o An A3 9 =dE A9 MR AHE-: (CCly) 1.7-2.0 (m, 41), 2.1-2.2

), 2.4-2.5 (m, 1), 2.6-2.7 (m, 1), 2.8-2.9 (m, 1H), 3.3-3.4 (m, 2H), 3.4-3.8 (m, 10H); A} ~AE

jus

2 M 229,
[6] (25)-1-(2-3|=FAoE)-2-(4-vE Y eA-1-d7t2r )y Ed & Ed 2 ALE39T. a=2nE
aes A Fol fel @r1E ARem, thedt 2o HolEE etk MR 2#EE: (L) 1.41-1.49

(m, 2H), 1.81-1.91 (m, 2H), 1.92-2.02 (m, 1H), 2.09-2.2 (m, 1H), 2.28 (s, 3H), 2.29-2.36 (m, 2H),
2.37-2.48 (m, 2H), 2.49-2.57 (m. 1H), 2.93-3.03 (m, 1H), 3.19-3.28 (m, 1H), 3.35-3.42 (m, 1H), 3.56-
3.77 (m, 3H), 4.01 (s, 3H), 4.25-4.38 (m, 2H), 6.03 (s, 2H), 6.4-6.45 (m, 1H), 6.69 (d, 1H), 6.91 (m,

H), 7.04 (s, 1H), 7.24 (s, 1H), 7.52 (d, 1H); A ~AEea: W+ 535.

da2A AREE (29)-1-(2-3| = A o d)-2-(4-v D A 2pxl-1-L7t 2R d) v e d S vh53 2ol Alx

of F [2]e AMAE A AR AAEE o] &8k, 1-(t-FEAFIERY)-L-ZEH S 1- ] «4 o 2k 31 2}
HESA1A (28)-1- (t FEAZIERY)-2-(4-m g g A -1-d7t 2 R )9 P AR o, o] HHTAY|AL
-BERAEEd gAY, 2 Ay des 2% =4S dAth MR 2 EH: (CDCly) 1.7-2.05 (m, 4H),

2.1-2.25 (m, 1H), 2.32 (s, 3H), 2.35-2.5 (m, 4H), 2.6-2.7 (m, 1H), 2.8-2.9 (m, 1H), 3.3-3.7 (m, 8H),

4.15 (br s, 1H); A ~AEd: 4 242.
[7]1 (29)-1-(2-3| =2 Ao E)-2-(A =Y D-1-L7I 22 DI SIS EY 424 s, gslegZ=2e
olzde t}s e folgE YERATH NWR AFE A (DMSOds 2 CF,C0.D) 1.29-1.52 (m, 2H), 1.55-2.03

(m, 5H), 2.07-2.23 (m, 1H), 2.93-3.08 (m, 1H), 3.18-3.45 (m, 3H), 3.46-3.59 (m, 1H), 3.72-3.93 (m,
3H), 4.03 (s, 3H), 4.43-4.71 (m, 3H), 6.09 (s, 2H), 7.94-7.06 (m, 3H), 7.39 (s, 1H), 8.2 (s, 1H), 8.89

(s, 1H); A ~=AEL: N-H 504.
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U BARA AR (29)-1-2-F =% ) 2-(N 2 U-1-DA2 R )N B U S T 2o] Az,
dhz grel F [2]o] AAE A% AR AabE ol §sle], I-(-FEAERY)-L-ZEAS ¥ Fe 3} 1A

71 (29)-1-(t-F-EAFERY)2- (IS d-1-d72rd)F 28 d & don | o] HRIFAI|A 2-HZHI
ey me A Y. 2 A3 Z23 9 BAS A NMR 2FEH: (CDCly) 1.7-2.05 (m, 8H), 2.1-2.3

(m, 1), 2.4-2.5 (m, 1), 2.55-2.7 (m, 1), 2.8-2.9 (m, 1H), 3.2-3.3 (m, 2H), 3.4-3.7 (m, 5H), 4.1 (br
s, H): A ~#Ead: WH 213,

[8] (Z2R)-1-(2-3|=F Al E)-2-MEdu Zd g L% BEF2A AL, fieaF2go|=d e by 2
2 dlolets YERHAT MR AFEF: (DMSOds 2 CFCOD) 1.45 (d, 3H), 1.6-1.7 (m, 1), 1.9-2.1 (m,
2), 2.1-2.3 (m, 1), 3.35 (m, 1H), 3.5-3.7 (m, 2H), 3.7-3.8 (m, 1H), 3.9 (m, 1H), 4.05 (s, 3H), 4.6
(br s, 2H), 6.1 (s, 20), 7.0 (s, 31, 7.45 (s, 1), 8.25 (s, 1), 8.9 (s, 1M); AT 2#Egh: Wi 423,

=0 2ARA AREE (R)-1-2-sl =S Ao E)-2-wd ¥ S d e thF3) Zo] Azt

(2R)-2-E 3 52 (0.853 g), 2-BR2RN&E3(1.1 m), §AZEH2.8g) Z oAEYUEZL(10 m)2] EFES
WHkEkal, 18 AIRE Bt 7HE SRAIZT. EFES qdHsta, dHAES SEAET. g 2ol =e) 1
=4 gEUol X3t &N 49:1 TP ES EEAEA AMET AU A7 AR EIYYE AdE SRE
AR, 21 Ay (2R)-1-(2-3 =EF Ao E)-2-wE 3y E2d(0.35 )& LAt MR =FEZ: (CDCl;) 1.1

(d, 3H), 1.3-1.5 (m, 1H), 1.6-1.8 (m, 3H), 1.95 (m, 1H), 2.15 (m, 1H), 2.28 (m, 1H), 2.4-2.5 (m, 1H),
2.95-3.05 (m, 1H), 3.2 (m, 1H), 3.5-3.8 (m, 2H); == \4H 130.

[9] (29)-1-(2-3|=FAdE)-2-HEAHE I S U S S EF2ZA ALL3T). 3| E2E 2o =d e o
3 2o foletE Yehdel; MR AFEH: (DMSOds 2 CF5C0,D) 1.4-1.5 (m, 1H), 1.65-1.8 (m, 1H), 1.8-

2.0 (m, 1H), 2.0-2.12 (m, 1H), 2.12-2.25 (m, 1H), 3.35 (s, 3H), 3.7 (m, 4H), 3.8-4.0 (m, 2H), 4.05 (s,
30), 4.6 (m, 20), 6.1 (s, 2H), 7.0 (m, 3H), 7.45 (s, 1H), 8.25 (s, 1H), 8.9 (s, 1); H=F ~HEH:

M 453.

i BARA AFRE (29)-1-(2-3| =Z Ao e)-2-HEAWE T S-S vy o] A,

up2 <kol F [l JMAIE AY FALE AAE AFESte], (29)-2-WEAHE I S U S 2-H 2 R g2 ) vkg
AlA (29)-1-(2-3| =5 Ao g )-2-w EAWE I E S Aok NWR 2=FEH: (CDCl;) 1.5-1.65 (m, 1H),

1.65-1.8 (m, 2H), 1.8-2.0 (m, 2H), 2.3 (m, 1H), 2.6 (m, 1H), 2.8 (m, 1H), 2.95-3.05 (m, 1H), 3.17 (m,
1), 3.3 (t, 1H), 3.35 (t, 1H), 3.37 (s, 3H), 3.5-3.7 (m, 2H).

[10] "l=g&zetol =g thgt 22 dHolgs Uehdddth 2#HEH: (DMSOds 2 CF,C0:D) 4.05 (s,
3H), 5.6 (s, 2H), 6.1 (s, 2H), 7.0 (s, 3H), 7.6 (s, 1H), 8.2 (m, 1H), 8.3 (s, 1H), 8.8 (d, 1H), 8.9
(s, 1), 9.05 (d, 1), 9.2 (s, 1); A == W+ 403.

[11] H3l=rErdtel=de 53 22 HoletEs Yetidth: NR = Eq: (DMSOds 3 CFsC0.D) 4.1 (s,
3M), 5.75 (s, 20), 6.1 (s, 20), 7.0 (s, 3H), 7.5 (s, 1), 8.2 (d, 2H), 8.3 (s, 1), 8.9 (s, 1H), 9.05
(d, 2H); A ~=MEd: Wi 403,

A A 28
oS ZHE
&L 2zt X8 HiE g o g AFEE] 93 B waAAe AR B oago] g el sty AW (24
HERe "gIE X2 TAE)S oA ET
(a) AA 1 mg/ 73 Al
3I3tE X 100
22 Ph. Eur 182.75

_74_



<725>

<726>

<727>

<728>

<729>

<730>

<731>

<732>

<733>

<734>

<735>

<736>
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<744>

<745>

<746>

<747>

<748>

<749>

<750>

<751>

<752>

<753>

<754>

<755>

<756>

<757>

<758>

<759>

<760>

dzxvt2da s JEEF

S5 AR T AE(5h w/v Ho|AE)

2Hlof 2 Aknk 1| %

(b) AA 11

1

e X
2=~ Ph. Eur

zxvtzda s JEE

Zu|d 9 Z8 =(5% w/v #Ho]~E)

2Hlop 2 4knk 1| %

(c) AA 111

(e)

()

b

g= X

B
[>

E2 Ph. Eur

aRssENRs JER

L5 AR Fo]2E (5% w/v Ho|AE)

ZHlof 2 Aknk 1| &

2=~ Ph. Eur

Zoodd FeF 400

Zgolgd Fg= 400

S IS5 10-2008-0027400

12.0

3.0
mg/ 78 Al
50
223.75
6.0
15.0
2.25
3.0
mg/ 7 A
1.0
93.25

4.0

1.0

10
488.5
1.5
(50 mg/me)
5.0% w/v
15.0% v/v
(pl 7.602 =A)
4.5% w/v
100%7} =& %
(10 mg/mé)
1.0% w/v
3.6% w/v
15.0% v/v

100%7} H& <&

(1 mg/ml, pHeL 2 =)

0.1% w/v
2.26% w/v
0.38% w/v

3.5% w/v
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FALRF 100%7F == %%
(h) dqol2F I mg/mé
sH3HE X 10.0
~EHE Eg g olE 13.5
EdZEzEFoavy 910.0
222 EFo=2vet 490.0
(i) dA=2F 11 mg/mé
33HE X 0.2
~EHE Eg gy olE 0.27
EEZEEEFoavy 70.0
HEzegEfe e 280.0
UERRHEgGEF 25 1094.0
(j) do=Z=F II1 mg/ml
33HE X 2.5
2~2HE EE gy olE 3.38
EdZEziFoavy 67.5
OS2I EF 2 1086.0
UERRHEGEF 25 191.6
(k) doj=Z= IV mg/mé
3H3HE X 2.5
ol A 2.7
EdZEzEFoavy 67.5
OEFRenEee 2 1086.0
UERRHEGEF 25 191.6
(1) Az mé
3HEHE X 40 mg
o gh-& 300 ub
s 300 0
1-Z Aol A E 2 gh-2-& 50 1l
294 2 F 1 me7b ¥ F
=
:}71 xif‘fé%:lkfi% Wofell FAE B AR A& F Atk A (a)-(0)E B o, A AEz s
rﬂfﬂ:% i%aﬂf Eo] I”HE AFste] F& I”WT F k. dol2E AA (h-(k+= ﬂi%ﬁr&;jlﬂ;
fgiﬁ]?ﬂﬂj;?] Ai%%? %Eﬁi AEAIQl A=nek EYSHolES i HAR J°:1 ;;‘ﬂ]% Al
;g‘ /\]-%-—;E,L ;};L}L Aol E, TEAhawolE 80, ZZHE SHlolE T it 59 diA |y
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