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(57) Abstract

Preventives/remedies of a novel type for diabetes and complications thereof
based on the adenosine A2 receptor antagonism. Purine derivatives represented by
general formula (I), pharmacologically acceptable salts thereof or hydrates of the
same have adenosine A2 receptor antagonism and are useful in preventing and
treating diabetes and its complications. Moreover, adenosine A2 receptor
antagonists being different from the above compounds in structure, for example
KW6002 are also useful in preventing and treating diabetes and its complications.

In formula (I), W represents -CH, CH, -, -CH=CH- or -C=C-; and R! represents

KWé6002.
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TE5, BHRIEFISICEEG LW THIUINNRDBEETHHER I NDN,
AZ ) =)y, TH )=, ThIROT7IT, DFFHUEOKERITDD
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LEHENHFEL V., RINRERERNSERIBRENFETH S,
¥, REENT LS ROEIZNVEOBEAITIIT7 0/ 5 1 5 0TI
THIELLIOBREZINS,
TRE2; ATREITZ. RICESNLHIIVE D EFERLE B ORISR ERICER
U 1FER2HETIVERISSETETY I FFEARIZHELITETH S,
BEOCMHFEARELTREIOU ROLDBENOTZR, ThF2A0
RINIO0U ROXD7 7 00FRVA—REDRIGICEDESNZRESEEIEK
W 02O 722V IATINDE S BER L ATIVEEERET D EINTE
5, BELLTE T RIS, IFFH, Prynory>, oo
TIVA, Z700LF R EERITHIENTES, RIGEBEIZ-100155
OCHHEBETH DA, O0NSERVPEITHFEL N,
TRE; AL, INVACEFERIZRETD LR, TATIVFEEK]
Y I VFERZRNESE T, EEET I FEEARIZEITETHS,
REHR P ELUTAFIE, ITFNELBEQEBETIVFINENMFETHD, K
JMEEHEX LA - ML T TNRTITONS., RIGREZS07M510
0CHIFETH 5.
RPRERIEB LT 2 RMEKISIE, R'BDWIERPIRERE I N DIVERF
VIVEERTAHEAICHRKICL TRHET NS,

#1585 ILF
R2' RZ'
N¢k/|[N\>——R3 NJIN»_ 3
R
FKN v &*w N

|
(?Hﬂn (?HQW1
OH CO,H
1 2

(K, nid 205 6 OBEEEKRL, R*', RY R RUVBXORVIZHTEEEE
%92, )
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TR, ATRIZ. KEBEETEBRINZTNVFNEEZETHTY CHFER]IZE
ELTHI R BRERIZHET TR TH S, ’

BLHl & LTIBL T = A, BY A VB, 7OLBREEBVTITS
TEMTES, BEELTHEARE, yO00R)VA, EEAFLY, TEB
ZhUM BUDY, ABBVRINSDRGAENSEASND. KISIZ 00
55 0CTITS OAFETH DMNEIEMNEITFE L,

IOEIIUTEEI NN RVBEERUI. DN RFVINENRESN
i, BUEHHEAD TEAEFABOBEICEIVI-IF L7 U EERAEE
MmEND,

M. RUICKEETERINAETIVFIVENEET 2 HICIE, FEOHEIC
0. RRANVRFVNEEETHL-IF L2 7)) VBEEANREE NS,
BLEH G

OH
IT#G1
A
= N
R R
R% 2
NZ NN
/:IN%RS——
a? "ok

TEG2

/ HQ

(K, R 7 I JEFEZRINOF UREFEEKL. R RPBIUREAIRZE
BH%RT 5, )

TG, AT, U CEBO6MOT 2 ) EFEEINDT D EFZMKS
LT ROoFo 7)) DHEEKIZEETHTIRTH S,

MK RIZEE /2137 NV AU OFETITHONDN, 7V OFE I
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SONFELW, AWSND7IVAY ELUTISKEET MU DA KEEAY
Y ABEEEFHEIEMTES, RIFZ0H51 0 0CTITHNS,

TG ATRIE. 0TI /) EE2DT7JEBEMBICIVEREHE ST TE
-HERT ) CFEEFREHETLIIETH D,

Risd, o8>, ThIeROQ752H250WEIN5 OEKEE P HEH
B MUY LAHDWITHMEEY ). BEMECY 7 IR EOHEBEIAT IV
T7I/EESTIL, HEWTST U LEEZRBEMBTICHBEL Tirbhn
Do

/o, —RRA VI TRINDEEHOEEFIEITRMAEL6 —1655 9.
BIE6—211856. J. Med. Chem, (1993), 36, 1333-1342%1c. —ix
(VIID) TEENB{EYOREHEIIERFES -9 785 5BKUW0O94 1
481212, — XN TR NBLEWOEEAEEIWO95013568
X OBur. J. Med. Chem, (1993), 28, 569-576ic, E=—K=X X TN
ILEOELGEFHEIIWO 984271 1IZEEHEEINTNWD,

RIZEAFRADT) O FEROENHNREHAT D DITEEERHZRT.

FHL T CHBEEOR
1) T w SO I I 35 V) 2 NECARI MR P A= 1T xd 3~ % il ¢ 1

Wistar RS SOFE» S 255 F—FEREICK DM Z 8L .
5% FooamiE, 100 M A>AU> 100" M FFSAYY 2, 30 ng/ml B
AEHratWillian' s Mediun E S To_EET 5, 1HER, H#lZ10
mM HEPES. 0. 1% w3 miE7 IV 7 2> Z&¢Krebs-Ringer-Bicarbonate buff
er pH 7.4 (KRB) T#e##. KRBEMAIICTA >FaN—hT 3, 302, 0.
I uM NECA (N-ethylcarboxamide adenosine) E#BILEWERMITIMA S 51T
BRI FaR—hkL., A >Farx—TarAFawadhictiEsniz7)La
—AEEMELE,

HRERLITRT,
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117y MIUFRERRICST 2 NECATIBMEE £ 125§ 2 5I1EA

#RILEY : IC50 uM)
FEhasl 3 0.13
Kapls 0.49
(EL. BEER) '
EXiBl1 9 0.47
Ehg 3 1 ~ 013
EHEBI6 4 073
(BL. HEBEHE)

EEH 8 9 0.43
ERHI1 3 3 - 0.20
LB 169 0.48
ERFI170 0.50
EROILT1 101
ERH208 0.27
XHEgi210 0.52 -
ERBI215 0.22
ERH235 1.27

2) BRREERFEY A (KK-Av/Ta Jcl) OmMuBEICHT HEH (HERE)

B . SEOSBIOHEMEKK-Ay/Ta Jelw DA (HEZ LT XDEA) .
HIRALEMORUB LIRS  R2IRLEABOHEBIEEWZ0. 5% ATF )Lt
O —ZKBHRIEEL, 10 nl/KeoFRTROKRS L.
B KM@ ORE - HR(LEY DR GEATH LUK G RFHEIRICEMIR L
D$Rif U fobE{E 2 8IE L7z,
Bk R, XORAORBIREH T TEDT DI M EE 5, Ml
wlZHHRL, EHI20.6 MBHEE13S L ITEET S, 2O008E (1600 g . ]
0. 4C. WmAEOHEGCS-6KR. Ry 7<) ) LTHLZLFEROI/INI—-A%
TWhA—=ZCIF A M7 a— (FXHMETE) ZHWTHEELZ,.

FERITER2 - 1~F2 — 3ITHEREFITR L,
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Y PR3 40 5 O RGN A fr (B D 35 5T I BE 1T K0 B % b HEEHERRE TR LT,
Fe i —TTERB S A %Dunnet t B B LA T, p<0. 05 HEEED

EHE LT,

PCT/JP98/05870

£2-1: BAREERB~ Y AKK-AYTa IO MAECI$ 5{EH

AR 124444
e |1 41848 rx
Eesil 9 10 51.8%2.9 * *
| (3 % ; p<0.01 vs. %’éﬁig‘iﬁlﬁ)

£2-2  BRAREEBRE Y Y AKK-AY/Ta IO 55 5 68

. (gl &Ef&;ﬂ?ﬁnﬁ;ﬂg T xi0cw iy
B 67.6+2.4
- KB 6 4 10 423%4.8 * %
KK 8 9 30 38.3+4.4 * %
(% % ; p<0.01 vs. EEXTH)

$2-3: BARFIERRIR < 7 X (KK-AY/Ta I DB ML 255 5 4EF

~ mg %5 5 By R S 0@ | FEE
BRILEY (mg/kg) wsameE P Ty
BT 70.7+4.6
ERBI210 10 51.54+4.6 %

(% ; p<0.05 vs. FBHEXTER)
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UEDXDWCEREBEEMIFRETTIIVICH L THBERPIRERLEZ, &5
2. AR LADE. BEWRROMEEEEIC OV TORMCBNTHKE
ERERL. FEOABESTRETHEAL TS Z ENER SN,

RIT, RZERAOHRALRT) D HFEERORREYEFIELT 508, TOHK
ETBHEIARERACHEMBERZITTZ12DTHD, AEPNINSITE
TREINDDBOTRBNI EIZNIETHRN,

E s 1

3-16-732 /-8-B-INA N7z -2-[2-(I-E FoFIrund))) -]
~ITF )V -H-9-F Y AN D))

D) N-[4-@->7 /7=y ))-5-=bo-6-FFV-1 - FO-2-FUIP
I TFERTIR

3~ 7 7=V LMgDT R RO TS (26m]) BEICEEELL 23ml %0
CTW-OMA., TOBKIC-7o0-5-=ha-6-4FV-1,6-k Ro-
2BV VTN R RgE(CTIA, 3. 0RFRIER L. RINKZ 518
L. AWRUZE#EKZ, #eniinldk, A% /=)L, Thoebknorz3 2>,
I—TIERW, JBERE-/m, BERTEER, NI-4-@3->7/ 72V /)-5Hh-=
FO-6-FFV-1,6-P RO-2-BUIPZNW 77 I R2L8gefFi. NE
96% .

NMR (400MHz, o, de-DMSO) ; 2.18 (s, 3H), 7.56-7.60 (m 1H), 7.67-7.70
(m 1H), 7.83-7.87 (m 1H), 807 (s, IH), 11.05 (s, 1H), 1L 69 (br s,
2H)

2) N-[4-r0o-6-3-27 /7 =) /) -b-= bO-2-BUI )] T LT
B

N-4-3->7 /7= /)-5-=ho-6-FFV-1,6-P Ro-2-E) 3=
W77 RLgEMIO7ENZMIINICEEL, TSI FIVLT ED
A7 Y R 64g. N, N-AFINT =) »lnl. FF8EEY >4 5nlz A,

/11
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SRERIMBRIA L o, KOG EZERICE L. KAKITMA, 07EH Lz, L
FkkRESRL, KTHROVESRE, NI-4-rOo-6-3->7 /7= /) -5-=
hO-2-BUX2PZ)V 772 FLbge/ll, NHEI%.
NMR (400MHz, &, de-DMSO) ; 2. 18 (s, 3H), 7.56-7.60 (m 1H), T7.67-7.70
m 1H), 7.83-7.87 (m 1H), 807 (s, 1H), 11.05 (s, 1H), 1L 69 (br s,
2H)
3) 3-12,5-73/-6-200-4-ELUIP)TI /IR b))
N'-[4~-rono-6-(3->7 /7= ))-5-ZhO-2-BEUIIZ)NV] 7 RT3
R2.31gz % /—)N203mlicEfmUEAEE— A X8 04gZz2 A . 60CTMEAL &
MERFRTHETF U A13NgEMA Tz, 60°C TIRMEHEEE, BRICEL.
BERMEEE Uz, RS 2K THRRL., LBz AEL. KTHWY, 3-[(2 5-
PYI/-6-700-4-BUITV)N T I IRV Z RO 28515
oo BB TICROFRIERAL K.
NMR (400MHz, o, de-DMSO) ; 4.24 (s, 2H), 6.08 (s, 2H), 7.38-7.42 (m 1
W, 7.44-7.49 (n, 1H), 7.97-8.02 (m 1H), 8 31-8.34 (m 1H), 8. 62 (s,
1H)
4) 3-[2-72 /-6-70n-8-@3-7)VA 07 Z)V) -9H-9-T U =)V NV =
VD)%
3-1(2,5-7 3 /-6-70n0-4-BEUITP)V) T I IRV Z MUIVOHEKE
Bad. 28% A% ) —)V64nl A L. BEBES. 2ml. - AONT XTIV TERL
mlzmz, 2FMERTHERLLZ. RBKBREZEREL. ML > T2E4HEH L,
BRI Z LY ) —)VICEMR UEAEIER] 12D 10nl L8/ —)VEEH Z Il 2 1FF
FIMBARRE Uiz, R ZZERICE UIBMHEER. AKITMA Uz &
AWML, RELEWI-[2-73 /-6-700-8-3-7)A4A07 x=)V)-9H-9-71)
TR Z MY VD bgE Rz,
NMR (400MHz, &, CDCls) ;5.09 (s, 2H), 7.06-7.10 (m 1H), 7.11-7.15 (m,
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1), 7.18-7.28 m 2H), 7.40-7.44 (m 1H), 7.53-7.57 (m 1IH), 7. 62-T7.
64 (m 10, 7.70-7.73 m 1N |
5) 3-[6-7oO-8-@3-7 A0 7 x=)V)-2-F— R-00-9-T U Z )]V =
D)%

3-12-73 /-6-r7oo-8-3-7)A0 7 =)V -9H-9-7Y )V X Z b
N2 68T R RO T I 105nlICAR L EMEETY 7 2)V2 Inl, 23—
RA& 5 8nl. I 3Tga A IRFEMBAER Lz, ERITHAR,
100m] OEEEE L F IV TAHBTARES ZREL ., BFEETTIVI00NITH-7Z. B,
FRWEEL. SUATNVAETLA UATIV0g) THELL. BFEEIFIV
ANFH =1 1THIHLE. BEPZAED TS/ a 22RO TREMRL. K
IFN :AFT=1: AOREGHERIMnICHBL. ILBYZ AWML, 3-[6-7
oo-8-(3-7 0407 z=)) -2-3— R-9H-9-7 VU 2V R/ Z MUV Tg%

Bz, IEH0%.
NMR (400MHz, &, CDCls) ; 7.19-7.27 (m, 2H), 7.31-7.40 (m 2H), 7. 57-T.
60 (m 1H), 7.64-7.66 (m 1H), 7.53-7.57 (m, 1H), 7.68-7.72 m 1H), T
84-7.87 (m, 1H)
6) 3-l6-roo-8-@B-I)NFAoryx=)l)-2-2-(I-t ROF > ranF )
=X F IV -H-9-TFV IR Z b YUV

-16-roo-8-3-7 Ao T =)V -2-3— B-9H-9-TV Z)V X2V Z b
UV g% oA FY odnliciEfE L. -2 F 2 andy /) —)Lb660mg, £
A-MU Tz ZWVRAT 4 2T LAY 700 R310ng. I V{5 —#1169ng.
ROIFINTI00mIZEMA. BRTEZTIIBWTHERELZ. ISR
Zl0mlorvrooAy > CTHRL. 100nl0EFfITF L2 P73 -4BFEE T
Bz, AHEZ0n OEMAEKTHRY, BKERES ) D ATEERLUE,
BHEmEZ. 10nloY ooy > THREL. T 2#@&E AL, 3-(6-
ryon-8-@3-7)hAo07z)V)-2-2-(I-e FoF o r7anF i) -1-2F
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ZW--9-F ) VRV Z R UV 8gE TR, INESE%.
MMR (400MHz, &, CDCla) ; 1. 27-1.40 (m 1H), 1.57-1.78 (m TH), 2.01-2.
08 m 2H), 2.13 (s, IH), 7.18-7.24 (m 1H), 7.25-7.28 (m IH), 7.32-T.
40 (m 2H), 7.55-7.58 (m 1H), 7.66-7.72 (m 2H), 7.83-7.86 (m 1H)

7) 3-16-73 /-8-3-7 A0 T Z)V) -2-[2-(1-k ROF I AF )V -1-T
FoNV]-H-9-F ) Z )R Z R U

-[6-7oo-8-B3-7)hAFAn 7)) -2-2-(1-E FOFranst)l)
~1-ZF NV -9H-9-T D) ZWI AN Z U IV2. 0gZ200ml D20X T €T /T
) =)ZEBL, -7 L —T7HTICICTIRFR G E Bz, BiRiCm
AL, BEZER, SUATIVAITL gD A7) THE L. 5% A
5 ) =VEFUOIIUNAY THEMR L. BMYZEDT 503 X &R,
BEEER. BT AFT =1 |ORSEHEInICHEEL. 28 A
FH 2 THSR L TRELEY] g% BTz, WETI%.
NMR (400MHz, &, ds-DMSO) ; 1.26-1.41 (m, 1H), 1.46-1.75 (m T7H, 1. 99-
2.07 (m 2H), 2.32 (s, 1H), 5.81 (br s, 2H), 7.12-7.18 m 2H), 7. 21-T.
25 (m, 1H), 7.30-7.36 (m 1H), 7.54-7.57 (m, 1H), 7.60-7.64 (m 1H), T.
68-7.70 (m IH), 7.75-7.79 (m, I1H)

M DEEEBWERS 1 ERBICUTERBEI 2 NS ERF 1 1 OLEY
EERL. WINHEEICLDEEEE L THEL,
LS 2
1-(2-[6-73 /-8-(B3-I VA0 T 2 Z)V)-9-T7 = Z)V-91-2-TV Z)V]-1-TF
“-1-2ounFdy /) —)b - BEEE
NMR (400MHz, &, ds-DMSO) ; 1. 16-1.28 (m 1H), 1 37-1.63 (m TH), 1. 72-
.80 m 20, T 22-1. 26 (m 3H), 7.36-7.42 (m, 3H), T7.50-7.57 (m, 3H),
7.68 (br s, 1H)
FAB MASS; 428 (\M™+1)
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LM 3

=(0-[6-73 /-9-[4-(CAFNTI ) 72 =)V]-8-(3-7) AT T x =)L) -9
B-2-7 ) V] -1-TF o)V -1-ranks ) —)) - 2HEEE

NMR (400MHz, &, de-DMSO) ; 1.20-1.28 f{m, 1H), 1.38-1.62 (m TH), 1.74
-1.82 (m 2H), 2.98 (s, 6H), 6.87 (d, ] =8 THz, 2H), 7.14 (d, ] =8
CTHz 2D, 7.23-7.33 (@ 3W), 7.90-8.45 (m 1)

Al 265-260°C

FAB MASS; 471 (M"+1)

EHpl 4

1-12-16-7 3 /-8-@3-7NA 7 = )V)-9- U4-FENEKY ) 7 x =)V) -9H-2-7
Do -1-TF )V -1-randky /) —)- 2 HEEE

NMR (400MHz, &, de-DMSO) ; 1.20-1.30 (m, 1H), 1.40-1.64 m TH, 1.74
-1.82 (m, 2H), 3.20 (br, 4H), 3.76 (br, 4H), 7.06 (d, J = 9.2Hz, 2H),
723 d 1 =9.2Hz, 20), 7.24-7.34 (m 3H), 7.39-7.45 (m 1N

FAB MASS; 513 \{™+1)

bl 5

1-{2-(6-7 3 /-8-(3-7 WA T 2 =)V -9-4-A bF > T = =)V) -9H-2-T7V
W -l-xF o)== ranty ) —)b - SEEEE

NMR (400MHz, o6, de-DMSO) ; 1.17-1.28 (m, 1H), 1.40-1.64 (m TH), 1.75-
.84 (m 2H), 3.80 (s, 3H), 7.08 (d, J =83 Hz, 20, 7.26-7.29 (m 3H),
7.34 (d 7 =83Hz 20, 7.39-7.45 (m 1H)

FAB MASS; 458 (M*+1)

Lt 6

-7 3 )-5-16-73 /-8-(3-7 N A0 7 =)V -2-2- (- RoF i run
FII) -1-TF )V -U-9-T Vo R = b)Y - iR

NMR (400MHz, &, ds-DMSO) ; 1. 16-1.30 (m 1H), 1.35-1.64 (m, T7H), 1. 72-
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1.85 (m 2H), 6.85 (d J = 9.0 Hz 1M, 7.25-7.36 (m 4H), 7.42-7.49

m 1H), 7.55 (d, J = 2.4 Hz, 10 ’

FAB NASS; 458 (M*+1)

Ehtl 7

4-16-73 7-8-3-7N A0 72 =)V) -2-[2- (- ROF¥ ¥ roaf))) -1
~TF V] -H-9-F U I R = b U )L - SRR

NMR (400MHz, 6., de-DMSO) ; 1.17-1.28 (m IH), 1.36-1.64 (m 7H, 1.73-
L8l (m ), T.18-7.20 @ W), 7.27-7.32 (n 2, 7.39-7.45 @ IH),
764 (d, J=84Hz, 2H), 8.04 (d J=84H, 20

FAB NASS; 453 (M*+1)

E i 8

-12-(6-7 3 ) -9-TF)V-8- 3~ AT 7z =)V -9-2-F VU =)} -1-TF =
M-1->ra7y ) —) - sk

NMR (400MHz, 6. de-DMSO) ; 1.33 (t, J =7.2 Hz, 3H), 1.78-1.90 (m 2H)
2.20-2.36 (m 2H), 2.40-2.50 (m 2H), 4.39 (¢ J =72 Hz, 20, 6.19
(s, 1), 7.51-7.57 (@ IH), 7.70-7.76 (m 3H)

FAB MASS; 352 (M*+1)

Rl 5 160-163C

E i 9

=[6-7 3 )-9-TF)L-8- 3-7)bA 07 = =)) -9H-2-F ) =)V] -3-T F )1~
RUFo-3-F—) - HEEE

NMR (400MHz, &, des-DMSO) ; 101 (t, J = 7.2 Hz, 6H), 1.27 (t, J =172

Hz, 3H). 1.60-1.75 (m 4H), 4.30 (o, J = 7.2 Hz, 2H), 7.44-7.50 (m 1M,
7.63-7.70 (m 3H)

FAB MASS: 368 (M*+1)

Rl 150-153C
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L1 0
4-16-7 3 ) -9-TF)b-8- 3-7 AT 7 £ =)b) ~9H-2-TF 1) = )V] -2~ A F )L-3-
TF-0-F—)) - HEEHE
NMR (400MHz, &, de-DMSO) ; 1.32 (t, J = 7.2 Hz, 3H), 1.52 (s, 6H), 4.3
9 (o, J=7.2Hz 2H), 576 (s, 1H), 7.51-7.57 m 1H), 7.60-7.75 (m,
3H) .
FAB MASS; 340 (M™+1)
Al 193-196C
EHpl 11
3-16-73 7-8-B-7An 7)) -2-[2-(I-k FoF >yt ))) -1
“LF ] -W-9-FY) NV REEBEIF I
NMR (400MHz, 6, CDCls) ; 1.24-1.42 (m, 1H), 1.37 (t, J =17.1Hz, 3H), L
46-1.55 (m IH), 1.46-1.78 (m 6H), 1.97-2.08 (m, 2H), 2.48 (s, 1H), 4.
37 (@ J =171Hz 20, 583 (br s, 2H), 7.06-7.12 (m 1H), 7. 17-7. 21
m 1H), 7.22-7.31 (m 2H), 7.48-7.53 (m 1H), 7.58(t, J = 7.8 Hz, IH),
7.98-8.02 (m, 1H), 8 14-8.18 (m 1H)
EHEHl 1 2
3-16-73 /-8-B-7)Any ) -2-2-(I-k FaF oot -]
“LFZV]-H-9-T U IRV TS R - BRI
Ehifl 1 TERSNE3-(6-72 /-8-3-TNAn Ty =)V -2-[2-(I-E FOoF
IAF I -1-ZF V] -H-9-T U IR Z MUV 4gER AL ) —)LT0
IR L. 30% @B b/kEAK]L 55ml. 1 EKEE{ILT MU D AKERK]L 55ml %
MA. AR L. L&z 58, KTHRE, BERLTERERLLEY
DTV —1K1 14g% Bz, TOTV—KZEIMIOLY ) —)VIZEREL. 6HED
HEEKE®nlEMA, BREELL, DIFIIIT—F)UmICBEBEL. A8,
Pt R UEREW. 2gafGlz, ERT6%,
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NMR (400MHz, &, de-DMSO) ; 1. 15-1.28 (m, IH), 1.25-1.63 (m T7H), 1. 72-
1.80 (m 2H), 7.22-7.30 (m 3H), 7.37-7.43 (m 1H), 7.54-7.58 @ 1H),
7.60-7.64 m 10, 7.77 (br s, 1H), 7.89-7.91 (m 1H), 8.01-8.04 (m,
1H), 8.08 (s,_ 1H)
FAB MASS; 471 (M"+1)

FHHI 1 2 ERRICUTERSIL 3. 14267,
EhEsl 1 3
4-16-73 ) -8-3-7)N A0 7)) -2-2-(I-E ROF > ranF))) -]
~TF ] -H-9-T V) N XT I B - R
NMR (400MHz, o6, de-DMSO) ; 1.16-1.28 (m, IH), 1.35-1.64 (m T7H), 1. 72-
1.81 (m 2H), 7.22-7.29 (m 3H), 7.39-7.44 (m, 1H), 7.50 (d, J=8. 2Hz,
M), 7.55 (s, IH), 7.99 (d, J=8.2Hz, 2H), 8. 13 (s, 1H
FAB MASS; 471 M™+1)
EHEsI 1 4
2-73I)-5-16-73 /-8-B-I A0 7)) -2-2-(I-EFOoFron
FI-1-TF )V -QH-9-T VW NV T I B - IS
NMR (400MHz, o, des-DMSO) ; 1. 14-1.27 (m, 1H), 1.27-1.63 (m TH), 1. 65-
1.82 (m 2H), 6.79-6.84 (m, IH), 7.17-7.18 (m, 1H), 7.19 (br s, IH), T
24-7.30 (m 1H), 7.33-7.38 (m 2H), 7.42-7.48 (m 1H), 7.60-7.63 (m 1
H,7.72 (br s, IH)
FAB MASS; 486 (M"+1)
EHEHl1 5
3-16-73 /-8-3-7) A0 7)) -2-[2-(1-E FoF > rant i) -1
~LF )V -W-T ) D)V REEE - HER

FhEF 1 1 OLFINVIATIVEELSY J—)VICBEH L, IN-KEEEFT B U DA
KBREMATERTEE L, BONKEZBHEER, REIZ2DBOKIZHEMHLUIN
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SHERICTpHZ 2ICRB LI L& 2L, K T—FI)VTHE L TR
L& zEBz, ’
NMR (400MHz, &, de-DMSO) ; 1.18-1.28 (m 1H), 1.36-1.62 (m TH), 1. 72-
1.81 (m 2H), 7.20-7.28 (m 2H), 7.37-7.42 (m, 1IH), 7.63-7.69 (m 3H),
7.93-7.95 (m 1H), 8 04-8.07 (m 1H).
FAB MASS; 472 M™+1)
EHEFI1 6
4-(6-73 /-8-3-INFA0 7z ) -2-2-(1-E RaF > ranF))) -]
~TF )V -H-9-TF ) SV BEEE SRR
EHEFl 1 5 EFEFICL TERLEMEE.
NMR (400MHz, o, de-DMSO) ; 1.16-1.28 (m 1H), 1.37-1.64 (m T7H), 1. 72-
1.83 (m 2H), 7.20-7.22 (m, 1H), 7.27-7.32 (m 2H), 7.39-7.44 (m, 1H),
7.54 (d, J=28.4Hz 2H), 807 (d J =84 Hz, 2H
FAB MASS; 472 M*+1)
EHH 17
3-6-73 /-8-@-g A7z =) -2-2-(1-E FoF > rondi ) -]
~LF IV -H-9-F VIR HNRFTI D - ZHERE
EWH 1 TR T JEENeAICINE TAHE U TERILEY & BTz,
NMR (400MHz, &, CDsOD) ; 1. 34-1. 47 (m, 1H), 1.60-1.86 (m, T7H), 2.00-2.11
(m 2H), 7.26-7.34 (m 1H), 7.36-7.52 (m 3H), 7.62-7.67 (m 1H), 7.7
8-7.84 (m, 1H), 8. 02-8.08 (m 1H), 8 13-8. 17 (m 1H)
FAB MASS; 470 M*+1)
ES TR
N-2 7 /-13-16-732 /-8-B-7) ATz )L -2-[2- (-t RaF O
ANF ) =T F W] -90-9-T V) U N T ) BN RFHI D - ZHEER
SR 1 O 4 TRTHSNSI- (-7 00-8- 3-7)bA40 7 2 =)L) -2-3 —
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R-0H-9-FV WX Z MU T EZ T E2EREETHES NS 6-7
2 )-8-(3-7NAOT o) -2-F— K-9H-9-F U Z)U RV Z R UV EEk,
CHUZHRL KRB RER IV T 7/ ER2F A7 I FICEER, A—FAF T
TNWVFIMELTAFNTFAAIFT—h&lk, TN TFIRERBIET
N2->7 /-18-16-7 2 /-8-(3-7 )40 7 = =)V) -2-F— B-9H-9-7) =)L} X
SENHINRFYI DD EE, RICERH 1 06 TRERKICINE DS
FYWCHEHFEL, - Fo I ranFt /) )b, EAXA-PU T ZIVIRAT 4
DNV ULYIOY R, AUE—H PIIFINTIEMATERS
STREBTRGSETERLEYEEZ.
NMR (400MHz, &, CDs0D) ; 1.37-1.49 (m, 1H), 1.59-1.88 (m T7H), 2.02-2.13
(m 2H), 7.29-7.35 (m 1H), 7.36-7.40 (m 1H), 7.44-7.51 (m 2H), 7.7
9 (t, J=281Hsz 1H), 809-8. 14 (m 1H), 8 17-8.24 (m 10
FAB MASS; 495 M™+1)
FEHF 19
1-02-[6-73 /-8-(3-7 )0 A0 7 x Z)V) -9-AFIV-91-2-FV Z)V 1] -[-TF =
WM-1-2270X>% ) —) - g
1) N-(d-27o0o-6-AF N7 I /-5-=bn--PUSPZI))T7EETI R
HONUDIICLUT THRELTBWEL0FATFIVT 2 2KEHRL EBFEEL 510D
BABEK FEYH »51L81Z2E»VEY, N'-(¢4,6-r7oo-5-Zbo-2-tY
D)) TEMTZIR (L5kg) oF Ik ROT I mi (15]) WWXkmTF
WHERLAZDSS 1BMTH T LR, RBIACUTIREENSMA . KET
T HEEE. HnloREAZEBMLZ, 512307%. BE4LSINIOHEAZ
Mz, 405 REREEE -, RINRESWIZL SkeD Kz MA. 101DwmKEMA
Fro MBUfREABL, 11OKATE., 1OI—F )V TLEH >z, 50CT
oRFRIREL . N'-(d-700-6-AF )73 /-5-= hu-2-BEUIT2) T b
72 RZ1203efR ., IEREHX,
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NMR (400MHz, &, de-DMSO) ; 2.27 (s, 3H), 2.97 (d, J = 4.4 Hz, 3H), 8.5
5 ( J=44H, 1M, 10.80 (s, IH |
2) 6-700-8-3-7NFA0 T =)V -9-AF )V -91-2-TV =)V T3 >
N'-(-7oo-6-AF)NT7I /-5-=ha-2-BUITZ))) 7 b7 3 K250
g EAY/—IVNICREBURBLLIZMA. S%x—ZvT)bilkg UK. A% /) —
JVTHEE, FRALL) ZMAT, KETFTTRREERLL. KISEE01OT
coeEROT7S5THRL, 51 FTABLE, A¥ /=) T3E (11x3) .
AZ )= :FhIEROT7S5 =1 1DBAEBKETHEN. AHEHDET
BWEER UL, MV THBE. BEEZAY ) —IVNIEMHEL . EEEZ276m]
EFTNFORZITNTE RINZMA, BRTIEEERLE. RINKEEE
ML ML THBLE, BREEZIY ) —IVITIIEEB L. EAEEL
bkeDITLH /—)viaik (31) Zhnx. 1EHEMEBRELZ. RINEZZERICEL,
BB L. RIOHEIFIVTHERL. 1210k, 4 510fafIEEK T =,
FREZBHEEZEL. TSRO I0NTEML. IHEOHEEEL 961% 0
A 0 FIMBRR L7z, KIGKZEZERICHHAEZ. 10kgDXZEMA. 51210
1OKTHERLUZ. Lz ze 2B, KT2E (11x2) . T—F )V T2LE
(11x2) W, 6-r7ono-8- -7 )NFA0 7 2 =)V) -9-AF)L-9H-2-TV =)V 7
221 Oker B, BHEINEAT%.
NMR (400MHz, o, de-DMSO) ;3.73 (s, 3H), 7.01 (s, 2H), 7.40-7.46 (m 1
W, 7.60-7.66 (m 1H), 7.68-7.74 (m 2H)

3) 6-7on0-8-B3-I)N A0 Tz =)l -2-F— R-9-AF)-9H-7V >
6-7o0-8-@3-7 )07 2 2)V) -9-AF)L-9H-2-7"U =)V 7 2 > 960g% T
FoEROTZS20 6LICEMRL. IUE—#TT4 3g. P3—FAZ 1 491%
MATz, BEREMBRRLUZNOHEEEETY 7 IV 4917 1 RHTHT L,
FONRZ IS MEABRFK L. BHE, JOBBEIFIVTERE. 51 T35
L. BFBETF)V T3 (21x3) Meo/k. AiKEPFEESDOE. SIOK, 81D
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BRI B TS 72, BB % KeDEARESF R U ATEBRL, 31123
ETEE L, BHEEIOAFT O THRRL. HHET2REZE2EBL. AF
YTz, 50C TR L, -7 0o-8-3-7)4 07 =)L) -2-3
— R-0-AF)L-9H-T) > 1076g % Bz, WETIE%.
NMR (400MHz, 6, de-DMSO) :3.89 (s, 3H), 7.49-7.56 (m 1H), 7.66-7.72
m 1, 7.76-7.82 (@ 2H)
4) 1-12-[6-r7oo-8-3-7)407 =)V -9-AXAF)-9-2-F Y Z)l]-1-T
Fo-1-2ruax>% /=)

-7 ono-8- (3-7 )40 7 x=)b) -2-3— K-9-AF)L-9H-7"1) >~ 10768%

FoEROTSIONCEREL. EANI T2V T A AT A NI DPOLTY
0Oy R97.2g. I (LE—H26. 4g. |-TF ) raX2% /) —)V248gZMA
7o ZORBWICERTTRIIFNT 2 2BInlZRNRZ26CLUTIIARLRMN
S5 FTH T L, BiRTAFRISE. RISNEZ 101 OBFBRTF IV THRL.
A ofaFiEhy =T A, LOEfEART MY D AT . AH#EZ2keD
KRBT M) ULATERL, BRI ETRELZBE L, BREZ4ONFY
Y EEBIFIN=1: ITHRL. 3. AFHITHEN, 1-{2-[6-700-8
-@-7NFAO T )V -9 AFI)-9H-2-T ) )] -1-2F IV - 1= raR >y
5 ) —=NV132g% Gz, NEKIE%,
NMR (400MHz, o, de-DMSO) ; 1.67-1.85 (m 4H), 1.87-2.03 (m 4H), 3.92
(s, 3H), 5.61 (s, 1H), 7.50-7.56 (m, 1H), 7.66-7.73 (m 1H), 7.78-7. 84
(m, 2H)
5) 1-12-06-73 /-8-B-7)A BT 2 Z)V) -9-AF )N -91-2-7 ) =)V -1-T
FoN-1-7ax>% ) =)

1-12-16-7oo-8-3-7)hFa 7 =)V) -9-AFNV-9H-2-7 ) =)V -1-TF
-1 Ryy )= V13gE VA RFIIY VICHCERL, BY €D
TAK8IEMA, HERKGETIOC THREREE Lz, RN EZZRICHAR. 2
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0 DEEETFIVTHRL. ATLUEKE->2 Bl 41) . HHEEER15]E THEME
L. BEZISIOAFYTHRL, 3. ~AFH > TUEESE L. 50CTL
CRERIEER L. 6202187, INE89%.,
NMR (400MHz, O, de-DMSO) : 1. 62-1.78 (m 4H), 1.79-1.95 (m 4H), 3.78
(s, 3H), 5.41 (brs, 1H), 7.36-7.50 (m 3H), 7.58-7.72 (m 3H)
6) 1-12-[6-73 /-8-B-7)A4A07 = =)V -0-AFI)IV-90-2-7V) = )V] -1-T
FoN=-1-2 70X ) =) - Gk
1-12-[6-7 2 /-8-3-7 407 x =)) -9- AF)L-9H-2-7 U =)Vl -1-TF
W -1- o aRyy ) =)L (1.598) A% J—)b (100l) ICHB L. = 2k
B (440mg) D A& ) — )V (1l) # ZBTH F L. 85N ERERRED
BABEICRDETREZELEE, IT—5)) dol) 2MAk. £ULESZHE
WU, IT—F)VTE%E L. 548 L THEsE] 19257k,
NMR (400MHz, &, d6-DMSO) : 1.62-1.80 (m 4H), 1.82-1.98 (m 4H), 3.80
(s, SH), 7.40-7.46 (@ 1H), 7.60-7.72 (m 3H), 8.01-8.03 (m IH)
BHICL DIERIE 25T,
NMR (400MHz, &, de-DMSO) ; 1. 66-1.82 (m 4H), 1.87-2.00 (m 4H), 3.86
(s, 3H), 7.43-7.50 @ 1H), 7.63-7.70 (m 1), 7.71-T.77 (m 2H)
FAB MS ; 352 (M*+1)
A 5 230-232C
ST HEBEZRWERSH 19 ERMICUTERF20~68., 70~20
1. 203BLU205DbemEE-.
FEHHI 2 0
4-[6-7 3 /-8~ (2=T V)W) -9~ AF I -9H-2-F V) =)V ] -3-TF > -1-F—)L - 1§
[
NMR (400MHz, 6, ds-DMSO) ; 2.58 (t, J = 6.7Hz, 2H). 3.59 (t, I = 6. 7H
7, 20, 3.88 (s, 3H), 6.77 (dd, J = 1.7THz 3.6Hz 1H., 7.25 (d J = 3.

46



WO 99/35147 PCT/JP98/05870

6Hz, 1H), 800 (d J = 1.7Hz, 1H)

Bl ; 161-164T

Ehe 2 1

8= Q-7 V) 2= U=-NFZZI)V) -9-AFI)I-9H-6-TY > 7 3 > - HHEEE

NMR (400MHz, O, ds-DMSO) ; 2.62 (t, J =6.7 2H), 3.79 (t, = 6.7 2H),
3.98 (s, 3W), 6.60 (m 1H), 7.10 (m 1H), 7.62 (m 2H)

Bl s 178-181C

£ 2 2

N-[8-(2-7 VIV -9-AF)=2- 2-T = = )V-1-TF =)V) -90-6-7"1) =)V ] -N-7
T XRFINT I - R

NMR (400MHz, &, CDCls) ;3. 10 (br, 2H), 4.12 (s, 3H), 3.98 (s, 3H), 4.
19 (br, 1H), 4.38 (m 2H), 6.68 (m 1H), 6 72 (br, 1H), 7.20-7. 53 (m,
9H)

B s 148-151C

EiEHl 2 3

4-16-7 3 /-8-(2-7 D)V 9= AF ) -90-2-T 1) =)V -3-TF > -0~ —)}
NMR (400MHz, 6, ds-DMSO) ; 1.36 (d, J = 7.5 Hz, 3H), 3.84 (s, 3H), 4
45-4.60 (m, 1H), 5.56 (d, J =75 Hz, 10, 6.74 m 1H), 7.20 d, J
=3.5Hz, IH), 7.46 (s, 2H), 7.98 (s, 1H)

BlE 5 155-158°C

EhEd 2 4

1=06-7 3 /-8~ Q2-7 UV =9-AF JV-91-2-FV Z)V] -4-AF ) ~1-_X>F >-3
A=)

NMR (400MHz, 6, ds-DMSO) ;0.96 (t, J =75 Hz 6H, 1.76-1.86 (m IH),
3.84 (s, 3H), 4.20 (m 1H), 552 d J=75Hz 1H), 676 (dd J
= 1.5 Hz 3.THz, 1H), 7.20 (d, ] =3 THz, 1H), 7.46 (br, 2H), 7.97
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(m, 1H)

Al s 148-152°C

EHEbl 2 5

1-2-[6-7 2 /-8~ (2-T U) =9-AFN-Y-2-TF ) Z )] -1-TF =)} -1-> %
QX% /) —)b - BEE

NMR (400MHz, &, de-DMSO) ; 1.62-1.98 (m, 8H), 3.88 (s, 3H), 4.20 (m I
H, 6.77 (dd, J = 1.6 Hz, 3.5Hz, 1H), 7.23 (d, ] = 3. 5Hz, 1H), 7.99
(d, T = 1 6Hz, 1H)

Bl 168-172°C

EHEH 2 6

1-2-16-7 2 /-8-(2-T U )V) ~-9-AF)V-9H-2-F VY = V] -1-TF =)V | -1- %
ONFY /) —) - HEgEE |

NMR (400MHz, O, de-DMSO) ; 1.21-1.34 (m 1H), 1.43-1.70 (m T7H), 1. 82-
.90 (m 2H), 3.90 (s, 3H), 6.78-6.81 (m IH), 7.25-7.28 (m 1H), 8.01
-8.03 (m 1H)

FAB MS ; 338 (M*+1)

EhEE 2 7

4-16-7 32 7-8-(2-7 U JV) =9~ A F)V-90-2-F1) Z )] -2-AF)=3-T F > -2-F%
— )y - SEEEE

NMR (400MHz, &, de-DMSO) ; 1.48 (s, 6H), 3.90 (s, 3H), 6. 78-6.81 (m 1
W, 7.22-7.28 (m 1H), 8.00-8.03 (m 1H)

EST MS; 298. 1 (M*+1)

ksl 2 8

1-2-16-73X /-8-2-7 V)V -9-T7 = = )V-9H-2-T V) =)V ] -1-TF =)V -1-~
a2y =) - HEEE

NMR (400MHz, &, de-DMSO) ; 1.60~1.72 (m, 4H), 1.77-1.90 (m 4H), 6.04
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(d, J=233Hz, 1H, 6.53 (dd, J =19 3.3 Hz, 1H, 7.48-7.50 (m
2H), 7.61-7.63 (m 3H), 7.81 (d, T =1.9Hz, 1H ‘

FAB MS ; 386 (M*+1)

EHEFl 2 9
1-[6-T b F -8~ (2-7 UV ~9- AF IV =-90-2-F ) Z )] -4-AF )N -1-RZF >

=3~ =)

NMR (400MHz, &, CDCls) ; 1.13 (dd, J = 6.8 and 1.6 Hz, 6H), 1.52 (t, J
=T7.1Hz, 1H), 470 (o, T =7.1Hsz, 2H), 6.62-6.64 m 1H), 7.33-7.35
m 1H), 7.64-7.66 (m 1H)

FAB MS ; 341 (M*+1)

Ehatl 3 0
1=02-[6-7 3 /-9-AFN-8-T £ Z)V-9H-2-FY) Z)V]-1-ZTF =)l -1-3~ O

ANFY /) —) - SEEEE

NMR (400MHz, &, de~DMSO) ; 1.20-1.32 (m, 1H), I1.44-1.66 (m TH, 1. 81

-1.88 (m 2H), 3.79 (s, 3H), 7.57-7.60 (m 3H), 7.85-7.88 (m 2H)

FAB MS ; 348 M*+1)

FEhetl 3 1
1-02-06-73 /-8-(3-INA T T = Z)V) -9-AF)-90-2-TY =)V -|-TF =

W-1=-r7onFy /) —)) - HEgE

NMR (400MHz, &, de-DMSO) ; 1.20-1.30 (m 1IH), 1.45-1.66 (m T7H), 1. 83-
1.86 (m 2H), 3.78 (s, 3H), 7.40-7.45 (m 1H), 7.60-7.66 (m 1H), 7.69

-7.72 m 20

FAB MS ; 366 (M"+1)

Al 5 230-232°C

FEhet 3 2
1={2-[6-7 3 /-9-AF)N-8-Q2-F LT Z)V) -9H-2-T ) Z )] -1-TF =)V -1-¥
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ponty /) —) - HEEE

NMR (400MHz, &, d+-DMSO) ; 1.42-1.70 (m 10H), 3.88 (s, 3H), 7.26-T7.29
(m, 1H), 7.80-7.83 (m 2H)

Rl 1T1-175C

FEhipl 3 3

2-U-2 7 aNFIN-1-TFZ)V) -8~ (2-7 U )V) -9~ AF)V-9H-6-F U F 3 > -
R

NMR (400MHz, O, ds-DMSO) ;0.82-0.96 (m, 2H), 1.08-1.24 (m 3H), 1 30-
1.50 (m 3H), 1.58-1.76 (m 5H), 2.48 (t, J = T7.3Hz, 2H), 3.88 (s, 3H),
6.78 (dd, J = 1.8Hz 3.7Hz, 1H), 7.25 (d, J =37, 1H, 800 (m 1H
AlA; 165-169C

EHfl 3 4

1-[6-7 2 /-8-Q2-7 U JV) =9-AF)V=-9H-2-T") Z V] ~4=-AF)=1-X>F > -3
-F—)) - S

NMR (400MHz, O, de-DMSO) ;0.97 (t, J = 6.8 Hz, 6H), 1.78-1.83 (m, 1H),
3.88 (s, 3H), 4.22 (d, J = 6.4 Hz, 1H), 6.78-6.79 (m 1H), 7. 20-7. 23
m 1H), 7.99 (s, 1H)

FAB MS ; 312 (M™+1)

FEhEsl 3 5

1-[2-(6-7 2 7 -8- 7 0ANF L )=-9-AF)N-9H-2-T U Z)) -1-TF Z)V] -1~
vranFy /) —) - HEE

NMR (400MHz, &, de-DMSO) ; 1.20-1.30 (m, 2H), 1.35-1.77 (m 12H), 1.78
-1.86 (m, 4H)" 1.93-2.00 (m, 2H), 3.07-3.17 (m, 1H), 3.73 (s, 3H)

FAB MS ; 354 (M*+1)

i 3 6

- Q2= 7 aAFYN-1-TF =) -8- 2-T VIV ~9-AFI-9H-6-TUF 3 > -
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B

NMR (400MHz, 6. de-DMSO) ; 1. 24-1.88 (m 8H), 2.60-2.74 (m 1H), 3.88

(s, 30), 6.78 (br, W), 7.25 (d, J =3.3 1H, 800 (br, 1H)

Bl 5 156-160C

Lkl 3 7

1-12-[6-7 3 /-9-AF)-8- Q- ) P=)V) -W-2-T V) Z )] -1-TF Z)l} -1-
ranFy /) =)y - ZHEEE

NMR (400MHz, &, de-DMSO) ; 1.22-1.33 (m 1H), 1.46-1.71 (m T7H), 1.84-
.94 (m 2H), 4.13 (s, 3H), 7.58-7.61 (m 1H), 8.05-8.10 (m 1H), 8.26
-8.28 (m 1H), 8.77-8.79 (m 1H)

FAB MS ; 349 (M*+1)

EHi) 3 8

1-12-[6-7 3 /-8-4-r 007 2 Z)V) =9-AF)V-91-2-7"1) =)V -1-TF =)}/
“l=2ranFy ) =) - HEEE

NMR (400MHz, &, de-DMSO) ; 1.19-1.30 (m 1H), 1.42-1.65 (m T7H, 1. 80-
1.88 (m 2H), 3.77 (s, 3W), 7.64 (d, J =8.0Hz 2H, 7.88 (d J =810
Hz, 2H)

FAB MS ; 382 (M*+1) FAB

Ehdl 3 9

1=[6-7 3 /-8-(2-7 U)W -9- A F ) -9-2-T V) Z)V] -3-1 V) T O E)-4-AF
W-1=-ROF 2-3-F—)) - #EEH

NMR (400MHz, 6, ds-DMSO) ;0.96 (d, J = 7.0 Hz, 6H), 101 (d T =7.0

Hz, 6H), 1.86-1.94 (m 2H), 3.87 (s, 3H), 6.78-6.80 (m 1H), 7.22-7.26
m 10, 801 (s, 1H)

FAB MS ; 354 (M*+1)

FEhisl4 0

b1
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1-[2-(6-73 /=8N [D] 7T 2-20-ANW=-9-AF)-H-2-F Y Z)V) -1-TF

SV -l-vraady ) — )b - HEEE '

NMR (400MHz, o, d6-DMSO)1I.20-1.68 (m 8H), 1.80-1.88 (m 2H), 3.99 (s,
3H), 7.32-7.46 (m, 2H), 7.66-7.81 (m 3H)

FAB MS ; 388 (M*+1)

EhE 4 1

8- 2-Z7 U -9-AFN-2-@-FNHN) /-1-Fo ¥ =)l) -91-6-FUF = >

NMR (400MHz, &, CDCls) ;2.70 (t, J =5.0 Hz, 4H), 3.78 (t, ] =50 Hz,
4H), 3.79 (s, 2H), 4.02 (s, 3H), 5.99 (br s, 2H), 6.62-6.65 m 1H),

7.10-7.13 (@ 1H), 7.65-7.68 (m 1H)

FAB MS ; 339 (M"+1)

EHEs 4 2

1=2-16-73 /)-8-(3-INA B T2 Z)V-4-A bF T 2 =)b) -9- A F )L -9H-2

=V -1-TF o)V -1= v uansy /—)) - EEEE

NMR (400MHz, &, de-DMSO) ; 1.20~1.30 (m, 1H), 1.42-1.68 (m T7H), 1.80-

1.88 (m 20, 3.79 (s, 30, 3.92 (m 3H), 7.34-7.39 (m 1H), 7. 66-7.76
(m, 2H)

FAB MS ; 396 M™+1)

sl 4 3

2=(B-F 3 ) ~4-AFN=-7-1-R>F =)V -8- (2-T Y )V) -9- A F)V-90-6-71) F

W

v IR

NMR (400MHz, O, ds-DMSO) ; 1.05 (t, J = 7.0 Hz, 6H), 2.12-2.20 (m 1H),
3.88 (s, 3H), 4.25-4.30 (m, 1H), 6.78-6.80 (m 1H), 7.22-7.24 (m 1H),
8.00 (s, 1), 872 (br s, 2H)

FAB MS ; 311 (M"+1)
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Ehitl 4 4

A-(-[6-7 3 7 -8-(3-7 A0 T £ =)V) -9- AF )V -9-2-F VY Z)V]-]-TF =
VT b5k RO--4-¥'5 ) —)b - s

NMR (400MHz, &, ds-DMSO) ; 1.66-1.75 (m 2H), 1.83-1.92 (m 2H), 3.54-
3.59 (m 2H), 3.74-3.79 (m 2H), 3.79 (s, 3H), 7.39-7.43 (m 1H), 7.60
~7.72 (m 3H)

FAB MS ; 368 (*+1)

Eahl 4 5

3-16-73 /-2-[2-(I-k RaFL 37 aA® ) -1-TF =)V -9- A F)L-0H-
-7V IV REBBIF)) - R

NMR (400MHz, &, de-DMSO) ; 1.20-1.30 (m 1M, 1.33(t, J = 7.1 Hz, 3H),
1.44-1.68 (m TH), 1.82-1.89 (m 2H), 3.82 (s, 3H), 4.35 (q J=71.1
Hz, 2H), 7.74(t, J=7.7Hz 1H), 812-817 (m 2H), 8.44 @ J = 0.7
Hz, 1H)

FAB MS ; 420 M*+1)

L 4 6

2-(3.3-C 7 2 =) -1-TF =)V -8- 3-7 ) A T 7 = =))) -9- A F )V -9H-6- 7"V
VTS s

NMR (400MHz, &, do-DMSO) ;3.79 (s, 1H), 7.24-7.28 (m 2H), 7.33-7.37
(m 4H), 7.39-7.45 (m 1H), 7.56-7.59 (m 4H), 7.60-7.65 (m 1M, 7.69-
773 m 20

FAB MS ; 450 (M*+1)

E e 47

2-16-7 3 7-8-3-7hAn T =) -2-[2- (- oy rank i) -]
~IF )V -H-9-T7Y) D)V BEEE T F))

NMR (400MHz, &, de-DMSO) ; 1. 17-1.37 (m 1H), 121 (1, J=7.1Hz, 3H), 1

1
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46-1.76 (m TH, 1.99-2.14 (m 2H), 3.70 (br s, 2H), 4.19 (a. J=7.1Hz,
M), 4.99 (s, 2H), 6.43 (brs, 20, 7.17-7.26 (m 1H), 7.34-7.51 (m,
3H)

£ 4 8

1-2-(6-73 /-8-@B-I)NAO Tz Z)V)-9-2-A bF T F)V) -WH-2-T) =
W-1-ZF )V -1-> 7 ONFY /) —) - HEEH

NMR (400MHz, &, ds-DMSO) ; 1.20-1.30 (m, 1H), 1.42-1.67 (m T7H), I 82-
1.88 (m 2HW), 3.07 (s, 3H), 3.62 (t, J = 5.3 Hz, 2H), 4.40 (t, ] =5.3
Hz, 2H), 7.40-7.46 (m 1H), 7.59-7.65 (m 1H), 7.68-7.74 (m 2H)
FAB M; 410 M™+1)

Ehehl4 9

1-12-06-73 /-8-(3-7)h A0 7)) ~-9- (- ROF > TF)) -94-2-T7V)
NV -1=-TF oV -1-2ranty /) —)b - BEEE

NMR (400MHz, &, de-DMSO) ; 1.21-1.32 (m 1H), 1.42-1.68 (m T7H), 1. 81-
.89 (m 2H), 3.73 (t, J =53 Hz, 2H), 4.28 (t, J =53 Hz, 2H), 7.40
-7.45 m 1), 7.59-7.65 (m 1H) 7.73-7.79 (m 2H)

FAB MS ; 396 (M +1)

£ 5 0

3-16-73 /-2-[2-(I-k FaoF o runF ) -1-TF )] -9-AF ) -9H-
8-V IR = UV - BRI

NMR (400MHz, 6, ds-DMSO) ; 1.20-1.30 (m, 1H), 1.40-1.70 (m, TH), I.80-
.84 (mw 2H), 3.80 (s, 3H), 7.78 (t, 1 =.7. 8Hz, 1H), 8.02{d, J =18
Hz, 1), 8.18 (d, ] = 7.8Hz, 1H), 8.32 (s, 1H)

FAB MS ; 373 M™+1)

EHEs1 5 1

1-02-06-732 /-8-(3-7ono 7 2 Z)V) -9-AF N-9H-2-7 U Z)V] - 1-TF =)V
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1= ranFy /) —)) - HEEE

NMR (400MHz, &, de-DMSO) ; 1.20-1.30 (m 1H), 1.42-1.64 (@ T7H, 1. 80-
.89 (m 28, 3.79 (s, 3H), 7.54-7.60 (m 2H), 7.82-7.85 (m 1H), 7.92
(br, 1H)

FAB MS ; 382 (M™+1)

B s 194-199°C

£ 5 2

1-2-16-7 3 /-9-AFN-8-3- (b U TZNFAORAFIN) 7 x =)V -H-2-F) =
W-1-TF o) -1-> 7 anFy /=) - HEE

NMR (400MHz, &, ds-DMSO) ; 1.20-1.30 (m 1H), 1.42-1.70 (m T7H), 1.80-
.89 m 2H), 3.81 (s, 30, 7.82 (t, J = 11.0Hz, 1H), 7.93 d, J = 1L
OHz, 1H), 819 (d, J = 11.0Hz, 1H), 8 21 (s, 1H)

FAB MS ; 416 (M*+1)

EWHI 5 3

1-02-06-73X /-8-(3,5-7007 =)V -9-AF)V-9H-2-FY =)V ] -1-TF
W -l=srandy ) —)b - R

NMR (400MHz, o, ds-DMSO) ; 1. 18-1.30 (m 1H), 1.42-1.68 (m T7H), 1.81-
.90 (m 2H), 3.82 (s, 3H), 7.49-7.54 (m 1H), 7.58-7.64 (m 2H)

FAB MS ; 384 (M"+1)

EHEH S 4 ,
1-2-[6-7 2 /-9-AF)N-8-@-AF N7 = )V)-W-2-TF ) Z)V]-1-TF Z)l/}
L rOAY ) L - EE

NMR (400MHz, o, ds-DMSO) ; 1.08-1.31 (m 1IH), 1.42-1.71 (m T7H, 1.82-
1.92 (m 2H), 2.40 (s, 3H), 3.81 (s, 3H), 7.41 (d, J =7.6 Hz, 1H), T
48 (t, T =7.6Hz 1H), 7.67 (d J=176Hz IH, 7.69 (s, 1H)

FAB MS ; 362 (M™+1) |
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E£Hi#l 5 5

-12-16-73 /-8-(3-7) 40T 2 =)V -9- (3-A hF T x =)} -0H-2-TY
-l F N -1-vranFdy /) —)) - R

NMR (400MHz, &, de-DMSO) ; 1.20-1.30 (m 1H), 1.44-1.68 (m TH,6 1. 83~
.91 (m 2W), 3.83 (s, 3H), 7.18-7.20 (m 1MW), 7.41-7.42 (m 1H), 7.43
-7.46 (m, 1H), 7.51-7.55 (m, 1H)

FAB MS ; 378 (M*+1)

Lkl 5 6

1-12-[6-73 /-8-(4-7 ) A0 7 £ Z)V) -9-AF )N -91-2-TFV Z)V]-1-TF =
W-1->ranty /) —) - HEEE

NMR (400MHz, &, ds-DMSO) ; 1. 20-1.30 (m 1H), 1.43-1.68 (m T7H), 1 81-
.89 (m 2H), 3.79 (s, 3H), 7.42-7.47 (m, 2H), 7.90-7.96 (m 2H)

FAB MS ; 366 (M +1)

ELHapl5 7

1-12-06-73 )-8-3-(PAFNT I /) 72NV =-9-AF)-9-2-F1) Z)V] -
I-TF o -1-2ransy ) —)) - EEEE

NMR (400MHz, &, de-DMSO) ; 1.18-1.30 (m 1H), 1.42-1.70 (m T7H), L 80-
1.92 (m 2W), 3.05 (s, 6H), 3.85 (s, 3H), 7.32-7.70 (m 4H)

FAB MS ; 391 (M*+1)

sl 5 8

1-12-06-73 /-9-2 270X FN-8-@-I)FA0 7 x Z)V) -H-2-TJ Z)V] -
ITF - 1= ondy ) —)b - SEEE

NMR (400MHz, &, de-DMSO) ; 1.20-1.30 (m 1H), 1.40-1.64 (m O9H), 1.80-
1.84 (m 2H), 1.90-2.04 (m 4H), 2.26-2.38 (m 2H), 4.60-4.74 (m 1H),
7.40-7.50 (m 3W), 7.58-7.64 (m 1H)

FAB MS ; 420 (M¥+1)
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Al 196-200°C

i 5 9

1-(2-06-73 /-8-(2-I N AT T 2 = )V) -9-AF)N-9H-2-TJ) Z)V]-1-TF =
W) -1-2 27 anFH ) —)b - HEkE

NMR (400MHz, &, de-DMSO) ; 1.20-1.32 (m 1H), 1.42-1.66 (m T7H, 1. 80
-1.86 (m 2H), 3.58 (s, 3H), 7.39-7.48 (m, 2H), 7.63-7.72 (m 2H)

FAB MS ; 366 M"+1)

Bl ; 151-155C

E M 6 0

8—(3—7)1/2L 0722V -3-AF)N-2-[2-3-¥U =)V -1-TF = )V] -9H-6-7
U3 - SRR

NMR (400MHz, &, de-DMS0)3.81 (s, 3H), 7.40-7.51 (m 2H), 7.60-7.76 (m
40), 7.90 (dt, ] =17.8 and 1.6 Hz, 1H), 8. 64-8. 67 (m IH)

FAB MS ; 345 M*+1)

EHHI 6 1

3-12-[6-73 /-8-(3-7 N A0 T 2 =) -9-AF)N-9-2-TJ Z)l]-|-TF =
W 7x /=) - g

NMR (400MHz, &, de-DMSO) ; 3.13 (s, 1H), 3.81 (s, 3H), 6.85-6.89 (m 1
W, 6.93-6.96 (m 1H), 7.00-7.05 (m 1H), 7.25 (&, J=280Hz 1H, T
39-7.46 (m 1H), 7.59-7.80 (m 3H

FAB MS ; 360 M*+1)

LRl 6 2

1-06-73 /-8-(3-7)A BT x = )V) -9-AF)V-9H-2-FV Z)V] -4- A F )L -1~
RF2=3-F—)V - WEE

NMR (400MHz, &, de-DMSO) ; 0.97 (dd, J = 6.8Hz, 7.7Hz, 6H), 1. 78-1.86
m 1H), 3.80 (s, SW), 4.24 (d, J = 6. 1Hz, 1H), 7.40-7.45 (m 1H), 7.
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60-7.66 (m 1H), 7.69-8.30 (m 2H)
FAB MS ; 340 (M*+1)
Bl 170-173C
EHafl 6 3
1-[6-73 /-8-(3-7)F 0T £ Z)V) =9-AF)V=-90-0-F") Z )y -1-R>F >~
3-A—)) - HEEEHE
NMR (400MHz, 6, de-DMSO) ;0.97 (t, J = 7.5Hz, 3H), 1.62-1.70 (m 1H),
3.80 (s, 3H), 7.40-7.45 (m 1H), 7.60-7.66 (m 1H), 7.69-7.76 (m 2H)
FAB MS ; 326 M*+1)
Bl 1T1-175C
EHEH 6 4
4-(6-7 2 /) -8-(3-7)yA T T . Z)V) -9- A F)y-90-2-71) Z)V] -2- A F Jb-3-
TF-0-F—)\ - HEEHE
NMR (400MHz, &, ds-DMSO) ; 1.47 (s, 6H), 3.81 (s, 3H), 7.40-7.47 (m 1
W, 7.60-7.67 (m 1H), 7.69-7.74 (m 2H)
FAB MS ; 326 M*+1)
RS 5 181-182C
KW 6 5
- [6-73 /-8-(3-T)A D7 x = )W) -94-2-F VY =NV -1-ZF )] -1-2 7
gty /) —)b - SEEE
NMR (400MHz, &, ds-DMSO) ; 1.20-1.30 (m 1H), 1.40-1.70 (m T7H), 1. 82
-1.94 m 2H), 5.70 (s, 10, 7.42-7.50 (m 1H), 7.60-7.70 (m 1H), 8.0
0-8. 14 (m 21
FAB MS ; 353 (M*+1)
Kl 6 6
1-02-16-72 /-8-(3-T)NA D 7 x =)V -9-7 O ) -90-2-T 1) Z)V]-1-TF
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i -1=oansy ) —)b - HERE

MMR (400MHz, &, de-DMSO) ; 0.70 (t, J = 7.3 Hz, 38, 1.20-1.31 (m IH),
1.42-1.68 (m, 9H), 1.81-1.88 m 2H), 4.22 (t, J = 7.3 Hz, 3H), 7. 41-
7.47 m 1H), 7.61-7.67 (m 3H

FAB MS ; 394 (M*+1)

EHEs 6 7

1-(2-06-73 /-8-3-7 A0 T £ Z)V) -9-A V) T E)V-9H-2-T"VJ Z)b] -1-
IFZI)-1-ransEy /) —)) - HEEE

NMR (400MHz, &, de-DMSO) ; 1.20-1.31 (m 1H), 1.42-1.68 (m 7H), 1.59

(d, J =6.8 Hz, 6H), 1.82-1.91 (m 2H), 4.61 (sept, J = 6.8 Hz, 1H), 7.
45-7.54 (m, 3H), 7.63-7.68 (m "1H)

FAB MS; 394 (M™+1)

LB 6 8

N-TFN-4-[6-73 /-8-3-I)A0T7 ) -2-[2-(I-E FoF > ron
FOON-1-ZF NI -H-9-TV W] TE 7 I B - HHEEE

NMR (400MHz, &, de-DMSO) ;0.91 (t, J = 7.2 Hz, 3H), 1.20-1.32 (m 1H),
1.40-1. 67 (m, 7H), 1.78-1.87 (m 4H), 1.93 (t, J = 7.1 Hz, 2H), 2.94

(da, J =5.5 7.2 Hz, 2H), 4.25 (t, J =71 Hz, 2H), 7.40-7.45 (m, 1H),
7.58-7.65 (m 3H), 7.72 (t, J =55 Hz, 1H

FAB MS ; 465 M +1)

LBl 6 9

N-TFN-4-[6-73 /-8-B-T7)N A0 7= -2-[2-(1-E FOF oA
FOW) X F )V -H-9-T ) )V To)N ST S R - SHEER

NMR (400MHz, &, de-DMSO) ;0.90 (t, J = 7.2 Hz, 3H), 1.18-1.33 (m 1H),
1.42-1.68 (m, TH), 1.80-1.88 (m 2H, 2.556 (t, J =75 Hz, 2H), 2.93

(da, T =15.5 7.2 Hz, 2H), 4.43 (t, J = 7.5 Hz, 2H), 7.39-7.45 (m, 1H),
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7.58-7.66 (m 3H), 7.90 (t, J =55 Hz, 1H)

FAB MS ; 451 (M™+1)

EEH 7 0

1-[6-73 /-8-3-TNF 0T 2 Z)V) ~9-AF)--2-FVJ Z)}] -3-4/ FOE
WA-RAFN=1-RF 2 =-3-F—)\ - HEEE

NMR (400MHz, &, de-DMSO) ;0.98 (d, J = 6.8 Hz, 6H), 1.04 (d, J = 6.8
Hz, 6H), 1.87-1.97 (m 2H), 3.83 (s, 3H), 7.41-7.48 (m 1H), 7. 62-7.70
(m 1H), 7.71-7.77 (m, 2H)

FAB MS ; 382 M¥+1)

L 7 1

N~V ToENA4-6-73 /-8-@3-TINAa Tz =) -2-[2-(1-E ROoF
JONFI)) -1 F )V -H-9-T V)V TH 73 B - gk

NMR (400MHz, &, de-DMSO) ;0.94 (d, J = 7.6 Hz, 6H), 1.20-1.32 (m 1H),
1.41-1.68 (m TH, 1.78-1.88 (m 4H), 1.92 (t, T = 7.1 Hz, 2H), 3.64-
3.74 (m 1H), 425 (t, J =76 Hz, 2H), 7.40-7.46 (m 1H), 7.58-7.65
(m, 3H)

FAB MS ; 479 (M*+1)

ERH 7 2

N'-TFN-2-16-73 /-8-@B-I AT x=)V)-2-[2-(-E ROFran
FII-1-TF NV -H-9-TV =N TH 7 I R - R

NMR (400MHz, &, de-DMSO) ;0.98 (t, J = 7.2 Hz, 3H), 1. 18-1.30 (m IH),
1.40-1.68 (m, 7H, 1.65 (t, J = 7.3 Hz, 3H), 1.78-1.88 (m 2H), 3.08
(dg, J =53 T7.2Hz 2M), 5.08 (¢ J =7.3Hz 1H), 7.39-7.48 (m 3H),
7.58-7.63 m 1H), 805 (t, J = 5.3 Hz, 1H)

FAB NS ; 451 (4™ +1)

ERfl 7 3

60



WO 99/35147 PCT/JP98/05870

1-[6-7 3 /-8-(3-7)NAT 7 2 Z)V) -9-AF)-9-2-7 1) Z)V] -3-T F ) -1-
RYF=-3-F—) - BB

NMR (400MHz, &, de-DMSO) ; 1.00 (t, J = 7.2 Hz, 6H), L 61-171 (m 4H),
3.81 (s, 3H), 7.40-7.44 (m 1H), 7.61-7.67 (m 1H), 7.69-7.74 (m 2H)
FAB MS ; 354 (M*+1)

Rt 5 166-168°C

EHpl 7 4

N-TFIN-2-16-73I /-8-B-7)A Tz =))) -2-[2-(I-E RaF T ran
FIW-1-TF IV -H-9-FV W --Tx =N T b7 I R - HEEH

NMR (400MHz, 6, de-DMSO) ; 1.00 (t, J =7.1Hz, 3H), 1.19-1.30 (m 1M,
1.40-1.68 (m TH), 178-1.88 (m 2H), 3.09-3.20 (m 2H), 6.47 (s, 1M,
7.00-7.04 (m 2H), 7.13-7.24 (m 6H), 7.29-7.35 (m 1H), 8.39 (t, J =
5.4 Hz, 1H) |

FAB MS ;513 (M*+1)

EWH 7 5

8- 3-7NA T T 2 Z)V) 2= (3-A b F ¥ =3-AF)-1-TF Z)l) -9- A F )L -9H-
-V T3 - SEERE

NMR (400MHz, &, do-DMSO) ; 1.50 (s, 6H), 3.34 (s, 3H), 3.83 (s, 3H), T.
41-7.48 (m 1H), 7.60-7.68 (m 1H), 7.70-7.76 (m 2H)

FAB MS ; 340 (M*+1)

EWHl7 6

N-18-[6-7 3 /-8-(3-T7 AT T x ZJb) -9-AF)V-9H-2-7"Y Z)L] -1, [-P A
Fl-0-7OVE )V -N -TF)VRE - B

NMR (400MHz, &, ds-DMSO) ; 1.25 (t, J =7.0 Hz, 3H), 1.68 (s, 6H), 3.4
6 (q J=7.0H, 28, 398 (s 3H), 6.32 (s, 1M, 7.45-7.52 (n 1),
7.64-7.83 (m 2H)
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FAB MS ; 396 (M™+1)

EHEHI 7 7 |
1-{2-[6-73 /-8-(3-7 WA T x Z)V) -9-4 V TFI-9-2-7 1) Z)}]-1-T
FoN-1=3ranFy /) —)b - EEE

NMR (400MHz, &, ds~DMSO) ; 0.63 (d, J = 6.6 Hz, 6H), 1.19-1.33 (m IH),
1.40-1.67 (m 9H), 1.79-1.91 (m 3H), 413 (t, J = 7.5 Hz, 2H, T.38-
7.45 m 1H), 7.58-7.68 (m 3H)

FAB MS ; 408 (M*+1)

EHifl 7 8

2-16-73 /-8-(3-7NA 0Tz -2-2-(I-E FaF s roati)l) -]
~ITF NV -W-9-TV M TFNFAFY N-TFNHIWNA— b - HEEE
NMR (400MHz, &, ds-DMSO) ; 0.86 (t, J = 7.2 Hz, 3H), 1.19-1.32 (m 1H),
.41-1.70 (m 7H, 1.80-1.92 (m 2H), 2.80 (do, J = 5.5 7.2 Hz, 2H),
419 (t, J=5.7Hz, 2H), 4.44-4.52 (o 2H), 6.96 (&, J = 5.5 Hz, 10,
7.40-7.48 (m, 1H), 7.58-7.66 (m 3H)

FAB MS ; 467 (M"+1)

K%l 7 9

1-{2-06-73 )-8-3-7 N A0 72 =)V -9-7 = FFN-94-2-71) =)V ]-1-T
FoN =2 ronFy /) —)b - BEE

NMR (400MHz, 6, de-DMSO) ; 1.25-1.72 (m 8H), 1.87-1.90 (m 2H), 2.97
(t, J=26.0Hzs 20, 452 (t, T =6.0Hz 2H), 6.81-6.85 (m 2H), 7. 10
~7.21 (m, 4H)

FAB MS ; 456 M*+1)

FEHisl8 0

N-ZF)N-3-16-73 /-8-(3-T7 ATz =) -2-[2-(I-E KOoF> oo
FIW =T F W -H-9-T U =] -1-FT O 2R 7 S B - HHERE

62



WO 99/35147 PCT/JP98/05870

NMR (400MHz, &, de«-DMSO) ; 0.93-1.00 (m, 3H), 1.19-1.32 (m, 1H), 1.40-
.68 (m TH, L77-1.90 (m 2H), 1.95-2.14 (m 2H), 2.75-2.87 m 2H),
2.90-2.98 (m, 2H), 4.35-4.42 (m, 2H), 6.94-7.02 (m, 1H), IH), 7. 40-7.
48 (m 1H), T7.58-7.78 (m, 3H)

FAB MS; 501 (M*+1)

E s 8 1

1-(2-06-72/-8-B3-7)F 07z =))-9-2-t RuoFTotE)) -9H-2-7
Do -1-XF )V -1- 7 anFH /) —)) - HEEE

NMR (400MHz, &, de-DMSO) ; 1.00-1.10 (m, 3H), 1.18-1.33 m 1H), 1.40-
.70 (m T7H), 1.78-1.90 (m 2H), 4.00-4.12 (m 2H), 4.12-4.21 m IH),
7.36-7.43 m, 1H), 7.56-7.63 (m 1H), 7.71-7.80 (m 2H)

FAB MS ; 410 (M™+1)

EEF 8 2

1-12-6-732 7-9-0Q2-TF =)V -8-3-7)A 07 = = )V) -9H-2-FJ = )] -1-
IFZI)-1-> oty ) —)) - HEEE

NMR (400MHz, &, de-DMSO) ; 1.20-1.68 (m, 8H), 1.75 (t, J = 2.0 Hz, 3H),
1.80~1.88 (m, 2H), 500 (q,J = 2.0 Hz, 2H), 7.40-7.45 (m, 1H), 7.62-T.
78 (m, 3H)

FAB MS ; 404 M*+1)

EHifl 8 3

1-2-06-72 /-8-B3-I)0A 07 = )V)-9-3-FE)VR ) / T )y) -9H-2-7
Vo -1-TF o)) -1-randtd /) —) - —HEEE

NMR (400MHz, &, de-DMSO; 1.19-1.29 (m 1H), 1. 40-1.64 (m T7H, 1. 79-1.
88 (m, 2H), 2.04-2.16 (m 2H), 2.84-3.08 (m, 4H), 3.23-3.34 (m 2H), 3.
65-3.78 (m 2H), 3.82-3.92 (m, 2H), 4.28-4.36 (m 2H), 7.42-7.48 (m 1
H, 7.60-7.68 (m 3H
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FAB MS ; 479 (M*+1)

LS 8 4

1-[3-16-73 /-8-(3-7) A7z =)V -2-[2-(I-k ROF oo oAty

~1-TF IV --9-FTV =N Tl -2-¥a) P ) > - sEEEE

NMR (400MHz, &, d6-DMSO) ; 11.22-1.34 (m 1H), 1.44-1.72 (m T7H, 1.78

-1.93 (m 6H), 2.14 (t, J =8.0Hz 2H), 3.08 (t, J =7.0Hz, 2H), 3.19
(t, 7 =70Hz 20, 422 (t, J =7.0Hz, 20, T7.44-7.50 (m, 1H), 7.5

9-7.70 (m 3H)

FAB MS ; 477 (M*+1)

EH# 8 5

- {2-16-7 3 /-8~ (3-7)bA T T x Z)V) ~9- AF -9H-2-F Y = )V] -|-TF =

WY -l-yranRydy ) =)y - R

NMR (400MHz, O, de-DMSO) ; 1.44-1.66 (m 8H), 1.76-1.84 (m 2H), 1. 94-

2.02 (m 2H), 3.80 (s, 3H), 7.38-7.44 (m, 1H), 7.58-7.66 (m 1H), 7 64

-7.44 (m, 2H)

FAB MS ; 380 (M*+1)

£l 8 6

N->ro7obE)-4-16-73 /-8-@-7 A0 7z =)V -2-2-(I-k Fof+
2 7ONF I -1-TF IV -H-9-FV W TH T I B - sHEEE

NMR (400MHz, &, de-DMSO) ; 0.25-0.30 (m 2H), 0.50-0.56 (m 2H), 1. 20-
.34 (m 18, 1.40-1.70 (m 7H, 1.78-1.94 (m 6H), 2 43-2.54 (m 1H),
4.26 (t, J=7.0Hz 2H), 7.41-7.47 (m, 1H), 7.60-7.68 (m 3H, 7.81
d, J=4.4H, 11

FAB MS ; 477 (M*+1)

£ 8 7

- 12-(6-73 )-8~ 3-70F B 72 Z)V) =9-AF)V-91-2-T U Z)V] - 1-TF =

64
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W -4-AF)-1->r OnFt ) —)) - EEE

NMR (400MHz, &, de-DMSO) ; 0.89 (d, J = 6.0 Hz, 3H), 1.25-1.53 (m 5H),
1.63-1.74 (m 2H), 1.89-1.98 (m 2H), 3.82 (s, 3H), 7.42-7.48 (m 1H),
5.62-7.80 (m, 3H)

FAB MS ; 380 (M*+1)

EHip 8 8

1= [2-[6-7 2 /-8-3-T AT T 2 =)W -9-AF)V-90-2-T V) Z)V] -1-TF =
M-l A3 ransg > oi—)) - HEEE

NMR (400MHz, &, ds-DMSO) ; 1.58-1.60 (m 4H), 1.73-1.79 (m 2H), 1.93-
.99 (m 2B, 3.14 (s, 1H), 3.47-3.53 (m 1H), 3.83 (s, 3H), 7.41-7.47
(m 1H), 7.62-7.73 (m 3H)

FAB MS ; 382 (M*+1)

EHEHI 8 9

- (0-[6-7 3 /-8-3-T7 ) AT Tz =)W =9-RAF)--2-FY) =) -1-TF =
M-1->ra7% =) - Kk

MMR (400MHz, 6. de-DMSO) ; 1.74-1.85 (m 2H), 2.16-2.27 (m 2H), 2.34-
9.43 (m 2H), 3.81 (s, 8H), 7.39-7.47 (m 1H), 7.56-7.77 (m 3K

EST MS ; 338. 0 (M*+1)

Bl 5 198-199°C

£ 9 0

- 2-[6-7 3 /-8- (3. 5- 7N A 0T 2 =)V =9- A F)=-94-2-F Y Z)V] -1-T.
FoW-1-v oy ) —)) - Rk

NMR (400MHz, &, de-DMSO) ; 1.64-1.79 (m 4H), 1.84-1.97 (m 4H), 3.82

(s, SH). 7.48-7.54 m 1), 7.57-7.64 (m 2H)

FAB MS ; 370 (M*+1)

A 255-258°C
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19 1 |
= (9= 16-7 3 /9= AF Jb-8-[3- (k) ZIUA T AFIN) 7 £ =)L) -GH-0-T U =
M-l-TF o)yl -1-2raxs ) =) - HESE

NMR (400MHz, 6. de-DNSO) ; 1.62-1.78 (n 4H), 1.82-1.96 (m 41, 3.81
(s, 30, 7.79-7.85 (@ 1), 7.91-7.95 (n 1N, 8 17-8.21 (n 2H)

FAB NS ; 402 O*+1)

EHH 9 2

1= (2= (-7 = /-8~ (3-7VA D 7 £ =JW) -9~ (-k KOF L TF)L) -0H-2-7 1)
ST F I --v s TR E ) —)) -

NMR (400MHz, ©. de-DNSO) ; 1.72-1.80 (m 4H), 1.84-1.98 (m 4H), 3.73
(t, J=56Hs, M, 427 (t, J=56H, 28, 7.38-7.45 (m 18, 758
164 (m 1H), 7.71-7.80 (m 2H)

FAB NS ; 382 04*+1)

EHH 9 3

1= (9-[6-7 S /-8 (2 5~ 7 A 0 7 £ ZJU) -9 AFJL-0H-2-F Y =)Vl -1-T
FoNI-1-2 a2y ) =)y - HEEEE

NMR (400MHz, &, de-DMSO) ; 1.56-1.77 (m 4H), 1.77-1.95 (n 4H). 3.60
(s, 3H), 7.45-7.63 (m 3H)

ESI MS ; 370 (4*+1)

EHH 9 4

1= [9-(6-F7 S /8- (2, 3-Y 7N AT T £ ZJL) -9 AFIL-9H-2-F Y =)L) -1-T
FINV-1-rax2y ) —) - EEEE

MR (400MHz, &, de-DHSO) ; 1.64-1.79 (n 4H), 1.83-1.96 (n 4H), 3. 63
(5. 3H, 7.40-7.45 (n 1), 7.52-7.56 (m 1), 7.66-7.74 (n 1IN

FAB NS ; 371 (4*+1)

EHHI9 5
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3-16-73 /-2-2-(I-E ROoF 270X FI) -1-TF Z)V] -9- AF)L-9H-
8-FV T x /=) - BEEE

NMR (400MHz, &, de-DMSO) ; 1.63-1.79 (m 4H), 1.83-1.97 (m 4H), 3.76
(s, 3H), 6.94-6.98 (m 1H), 7.21-7.27 (m 2H), 7.37 (t, J =7.9 Hz, 1H)
FAB MS ; 350 M*+1) |

EHEH 9 6

1-2-[6-FAFINT I /-8-(3-I 1A 0T =)V) -9-AF)V|-9H-2-7"1) = )}]
=T F V-l raR>y ) =)

NMR (400MHz, &, CDCls) ; 1.76-1.97 (m 4H), 2.03-2.13 (m 2H), 2.13-2.
22 (m, 2H), 2.22 (s, 1), 3.58 (brs, 6H), 3.88 (s, 3H), 7. 17-7.23 (m,
1, 7.46-7.57 (m 3K

EHf 9 7

1-{2-[8-B3-INFA T T 2 =)V -9-XAFN-b6-AF N7 = /-94-2-T Y Z)V]-1-
IFo-1-2raxR>¥ ) =)

NMR (400MHz, &, CDCls) ; 1.72-1.96 (m 4H), 2.02-2.12 (m 2H), 2. 14-2.
22 (m 2H), 2.26 (s, 1), 3.25 (brs, 3H), 3.89 (s, 3, 5 87 (brs, 1M,
7.20-7.25 (m 1H), 7.44-7.56 (m, 3H)

EHEF 9 8

1-2-[6-NRZWN T3 /-8-3-T)A0 T 2 =)V -9-AF N-94-2-F1) = )}] -
-TF ) -1->rax ¥ ) —), - EEEE

NMR (400MHz, &, de-DMSO) ; 1. 64-1.80 (m 4H), 1.86-1.97 (m 4H), 3.81
(s, 3H), 4.72 (brs, 2H), 7.20-7.25 (m 1H), 7.28-7.37 (m 4H), 7.39-T.
45 (m 1H), 7.60-7.66 (m 1H)., 7.68-7.75 (m 2H), 8 53 (brs, 1H)
EHEHI9 9

1-2-18-@B-I A7 =)V -6- Q- ROFTF)VN T I /]-9-AF)-9
H-2-7U )V -1-2F ) -1-2rux>% /) —)b - BEE
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NMR (400MHz, &, de-DMSO) ; 1.65-1.82 (m 4H), 1.84-2.02 (m 4H), 3.59

(brs, 4H), 3.82 (s, 3H), 7.41-7.47 (m 1H), 7.61-7.67 (@m IH), 7.70-T.
76 (m 2H), 7.98 (brs, 1H)

EHEF 10 0

1-(2-[6-2 2 RFINT I )-8-3-T7)vA 07 x Z)V) -9-AF)V-91-2-71)
N -1-TF N -1 ranRyy ) =)

NMR (400MHz, &, de-DMSO) ; 1.50-1.64 (m 4H), 1.65-1.81 (m 6H), 1. 82-
2.00 (m 6H), 3.80 (s, 3H), 4.55 (brs, IH), 7.40-7.46 (m 1H), 7.61-T.

67 m 1H, 7.70-7.75 (m 2H), 8.06 (brs, IH)

EHF 10 1

-16-73 /-8-B3-I)A0 7z )V -2-[2-(1-E RoF > r7axXFI) -1
ST F V) -H9-T U SV -1 =T O T —)) - R

NMR (400MHz, &, ds-DMSO) ; 1.60-1.80 (m 4H), 1.82-1.98 (m 4H), 3.30-
3.40 (m 20), 3.80-4.00 m 1H), 4.13 (dd, J = 9.6, 14.5 Hz, 1H), 4. 32
(dd, J = 3.5 145Hz, 10, 7.37-7.44 (@ 10, 7.56-7.64 (m 1H), T.

74-7.86 (m 2H)

FAB MS ; 412 M*+1)

EHEF 10 2

4-12-16-7 3 /-8-(3-7 ) A 0 7 2 Z)V) -9- A F ) -9-2-F YV Z)V]-1-TF =
WAL= AFIN-4-¥RY T ) —)) - Z3TEH

NMR (400MHz, &, do-DMSO) ; 2.04-2.30 (m 4H), 2.72 and 2.81 (dx2, ] =

6.0 Hz, 3H). 3.05-3.49 (m 4H), 3.80 and 3.82 (sx2, 3H), 7.39-7.47 fm,

M), 7.59-7.74 (m 3H)

FAB MS ; 381 (M*+1)

EHi%l1 0 3

- 14-0-16-73 /-8-B3-7 AT T = =))) -9- AF )V -H-2-F Y =)V} -|-TF
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W4 ROFSERYD | -1-28 ) > - BEGE

NMR (400MHz, o, de~DMSO) ; 1.50 and 1.93 (m 4H), 1.97-2.00 (sx2, 3H),
3.14 and 3.79 (sx2, 3H), 3.25-3.69 (m 4H), 7.39-7.45 (m 1H), 7.59-T.
72 m, 30

FAB MS ; 409 (M*+1)

ERFI1 0 4

4-12-16-73 /-8-(3-7 )N A O T 2 =) -9-AF)N-9H-2-TVJ Z)V]-1-TF =
W -4-¥R) D ) — ) - ZHEE

NMR (400MHz, o, de-DMSO) ; 1.95-2.18 (m 4H), 3.02-3.20 (m 4H), 3.80
(s, 3H), 7.38-7.46 (m, 1H), 7.58-7.76 (m 3H)

FAB MS ; 449 (M*+1)

EHEHI1 05

9~ [6-7 3 /=0~ [3- (I KOF Y2 r 0 FI) -1-TF =)V -9- A FJL-0H-
87V - 6-IhFAnTx /) - BEE

NMR (400MHz, 6, ds-DMSO) ; 1.60-1.80 (m 4H), 1.80-1.95 (m 4H), 3.66-
3.73 (m 3, 6.94-7.03 (m 1H), 7.35-7.47 (m 2H)

FAB MS ; 368 (M"+1)

EHiH 106

3-06-73 /-8 (3-7)NA T T 2 =)V -9-AF)V-94-2-T U Z )V -1-T = Z)b-
-Fovr-1-F—)

NMR (400MHz, &, de-DMSO) ;3.77 (s, 3H), 5.60 (d J =6.0Hz 1, 6.2
6 (d, J=6.0Hz 1B, 7.29-7.33 (m 11), 7.36-7.43 (m 3H), 7.47 (brs,
20, 7.50-7.53 (m 2H), 7.58-7.64 (m 1H), 7.66-7.71 (m 2H)

FAB MS ; 374 (M*+1)

Ehagl107

-0-06-73 7 -8-(3-7 )N A T-2-AF )V 7 £ Z)V) -9-AF )V =9H-2-T ) Z)V]
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-2 FZI) 1= a2y =)y - IHEEE

NMR (400MHz, &, de-DMSO) ; 1.62-1.79 (m 4H), 1.83-1.96 (m 4H), 2.13
(d, J=2.0Hz 3H, 3.50 (s, 30, 7.33-7.42 (m 3H)

FAB MS ; 366 (M™+1)

EHEF 108

1-(2-(6-7 X /=9-AFN-8- (1, 3-F 7/ —)V=2-4 V) -9H-2-F V) Z )V ]-1-TF
) -1-2oax>y )—) - BEEE

NMR (400MHz, O, de-DMSO) ; 1.61-1.78 (m, 4H), 1.81-1.97 (m 4H, 4.09
(s, 3H), 7.99 (d, J =3.2 Hz, 1H), 8 11 (d, T = 3.2 Hz, 1H)

FAB MS ; 341 M*+1)

EHEF 109

N-TF)-(IR 3R -3-16-73 /-8-@B-INFAur =)V -2-2-(1-L FOF
o ORFI) 1= F N -H--TFV N 2o o>y ) -1-HRFH
IR - BEE

NMR (400MHz, O, de-DMSO) ; 1.O1 (t, J = 7.2 Hz, 3H), 1.64-2.22 (m 12H),
2.44-2.68 (m, 2H), 3.08 (dq, J = 2.6, 7.2 Hz, 2H), 4.60-4.71 (m 1H),
7.43-7.49 (m 1H), 7.50-7.55 (m 2H), 7.61-7.68 (m 1H), 7.83 (t, J =
2.6 Hz, 1H)

EHgl110

1-02-(6-73 /-8-3.5- 7 0407 x Z)V) -9-AF)-91-2-7 ) = )] -1-T
Fo-1-2ra75 =) - EEEE

NMR (400MHz, &, de-DMSO) ; 1.76-1.86 (m 2H), 2.20-2.32 (m 2H), 2.36-
2.46 (m 2H),3.85 (s, 3H), 7.46-7.55 (m 1H), 7.56-7.67 (m 2H)

FAB MS ; 356 (" +1)

Ehgl 111

1-(2-16-72 /-9-> 70 7o E)V-8-@3-7)v A0 7 x Z)V) -9H-2-T'V = )] -
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I ZTF o)l -1-27aR>y =)V - HEE

NMR (400MHz, 6., de-DMSO) ; 0.67-0.72 (m 2H), 1.01-1.07 (m 2H), 1.62-
1.80 (m 4H), 1.84-1.97 (m 4H), 3.65-3.73 (m 1H), 7.36-7.42 (m 1H),

7.75-7.81 (m, 2H)

FAB NS ; 378 (M™+1)

Bl 220-223C

EHell 12

8-3-INA B T2 =) -3-AFN~-2-3-T = Z)-1-F O E=)l) -WH-6-TV F
VA1)

NMR (400MHz, 6, de-DMSO) ;3.79 (s, 3H), 3.91 (s, 2H), T7.24-7.29 (m 1
W, 7.34-7.44 (m, 5H), 7.59-7.65 (m 1H), 7.67-7.72 (m, 2H

FAB MS ; 358 (M"+1)

EHEFI1 13

1-2-(8-B.5-PINF 0T 2 =)W -9-AF)N-b6- (T2 X FIT I /) -H-2-7
Do) -1-TF oM -1-2raxd ) —) - $EEEE

NMR (400MHz, o, de-DMSO) ; 1.60-1.78 (m 4H), 1.78-1.98 (m 4H), 2.93

(t, J7=72Hz 21, 3.60-3.75 (m 2H), 3.80 (s, 3H), 7.14-7.21 (m 1H),
7.22-7.32 (m 4H), 7.44-7.52 (m 1H), 7.54-7.64 (m, 2H), 8 05-8. 12 (m
1H)

FAB MS ; 474 (M™+1)

Ehfll 14

1-{2-[8- 3. 5-2INA T T 2 Z)) =9-AF)N-6-AF)V7 3 /-9H-2-71) Z)V]
“-XF o)V == yaXysy =)y

NMR (400MHz, 6, CDCls) ; 1.75-1.94 (m, 4H), 2.03-2.12 (m 2H), 2. 12-2.

22 (m, 20, 3.25 (brs, 30, 3.90 (s, 3H), 582 (brs, IH), 6.95-7.00 (m
1), 7.29-7.36 m, 2H
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g1 15

1-2-[6-(ZF)IVT7 3 /)-8-3-ZNA 07 2 =)V) -9-AF IV -9H-2-T ) = )I] -
-TF - -1-raxX>F /=)

NMR (400MHz, &, ds-DMSO) ; 1.19 (t, J = 7.2 Hz, 3H), L 65-1.81 (m 4H),
1.84-1.98 (m 4H), 3.50 (brs, 2H), 3.80 (s, 3H), 544 (s, 1H), 7. 38-T.
45 (m 10, 7.59-7.66 (m 1H), 7.67-7.73 (m 2H), 7.95 (brs, 1H)

FAB MS ; 380 (M™+1)

EHH 116

1-2-18-B-INA T = V) --AFN-6-FOENT I /-9H-2-TV Z)V]-
-TF - -1-raxsy /=)

NMR (400MHz, &, de—DMSO) ;0.91 (t, J = 7.2 Hz, 3H), 1.62 (sex, J =T.
2 Hz, 2H), 1.66-1.81 (m 4H), 1.84-2.00 (m 4H), 3.43 (brs, 2H), 3.80
(s, 30, 5.44 (s, 1H), 7.38-7.45 (m 1H), 7.59-7.67 (m 1H), 7.68-7.74
(m 2H), 7.91-7.98 (m 1H) |

FAB MS ; 394 (M*+1)

ERF 117

1-(2-8-B-INAB T2 =) -b-AVTFIVT I ) -9-AF)V-9H-2-TV =)l
“I-IF o)1= uRyEy ) —=)b

NMR (400MHz, 6, CDCls) ; 1.02 (d, J = 6.8 Hz, 6H), 1.68-1.92 (m 4H),
1.97 (sept, J = 6.8 Hz, 6H), 2.02-2.22 (m, 4H), 3.51 (brs, 2H), 3.88
(s, 3H), 5.89 (brs, 1), 7.18-7.25 (m 1H), 7.45-7.57 (m IH), 7.45-T.
57 (m, 3H)

FAB MS ; 408 (M*+1)

Ehgll 18

=[2-(6-73 /-9-AF)NV-8-T x Z)-H-2-F YV Z))-I-ZF =)V -1->7 O
Ry ) - BEE
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NMR (400MHz, &, ds-DMSO) ; 1.66-1.83 (m 4H), 1.87-2.00 (m 4H). 3.83
(s, 3H), 7.59-7.65 (m 3H), 7.86-7.92 (m 2H)

FAB MS ; 334 (M™+1)

EWF119

3-[6-73 /-8-B-INA 0T 2 Z)V) -9-AF)V-9H-2-F1) Z)V]-2-T O -
1-F =)V - EEEE

NMR (400MHz, &, de-DMSO) ;3.79 (s, 3H), 4.30 (s, 2H), 7.38-7.44 (m 1

H, 7.59-7.65 (m 1H), 7.66-7.72 (m 2H)

EHEgl1 2 0

1-12-[6-73 /-8-(3-)WF 07 2 = )V) -4-AF ) -90-2-FV =)V -1-TF =
W-2-AbF-1-2anFy /=)

NMR (400MHz, &, des-DMSO) ; 1.13-2.00 (m, 8H), 3.07 (dd, J = 9.6, 4.0 H
7, 10), 3.39 (s, 3H), 3.80 (s, 3H), 5.69 (s, 1H), 7.39-7.45 (m IH), T.
48 (br s, 28), 7.60-7.75 (m 3H)

EST MS ; 396 M*+1)

B 281-283C

EEfl1 2 1

1-12-[6-73 /-8-(3-7 A BT 2 =) -9-AF)N-94-2-T ) Z)V]-1-TF =
WI-2-AbFI~1-2 70 FH /=)

NMR (400MHz, 6, ds-DMSO) ; 1.'12-1.92 (m, 8H), 3.20-3.25 (m 1H), 3.40
(s, 3H), 3.80 (s, 3H), 5.33 (s, M), 7.38-7.45 (m 1H), 7.48 (br s, 2H),
7.60-7.74 (m, 30

EST MS; 396 (M +1)

B 195-197°C

Ehigll 2 2

1-12-16-73 /-8-3-INF 072 =)V) -9-AF)V-9H-2-TV Z )] -1-TF =

73



WO 99/35147 PCT/JP98/05870

W =2-2rarR>F-1-F—=)v

NMR (400MHz, &, de-DMSO) ; 2.00-2.12 (m 1H), 2.30-2.38 (m 3H), 3.79
(s, 3H), 3.80 (s, 3H), 578 (s, IH), 5 80-5.84 (m 1H), 5.94-5.98 (m,
1H), 7.39-7.46 (m 1H), 7.47 (br s, 2H), 7.59-7.74 (m 3H)

EST MS ; 350 (M™+1)

A s 191-193C

Ehtll 2 3

1-{2-06-73 /-8-02.5-7)VF 07 2 Z)V) -9-AF)-9H-2-F VU = )] -1-T
Fo-1-2o07% ) —) - SEEEE

NMR (400MHz, o, ds-DMSO) ; 1.74-1.88 (m 2H), 2.18-2.30 (m 2H), 2.36-
2.45 (m 2H), 3.65 (m 3H), 7.53-7.59 (m 2H), 7.60-7.65 (m IH)

FAB MS ; 356 (M"+1)

s 149-152°C

L1 2 4

1-[6-73 /-8-3.5-ZINVAB0 T 2 =)V -9-AFNV-94-2-TJ = V] -3-TF )
“1-REF -3-F )b - HEE

NMR (400MHz, 6. ds-DMSO) ; 1.01 (t, J = 7.2 Hz, 6H), 1.61-1.75 (m 4H),
3.85 (s, 3H), 7.51-7.57 (m 1H), 7.60-7.67 (m 2H)

EST MS; 372 (\M*+1)

A 207-210C

EHEFl125

1-12-06-73 /-9-AF)-8-(2. 3, 5-b U Z)NA T T = Z)V) -9H- 2-T1) =]-]
—LFZM-1-2oax> by /=)

NMR (400MHz, o, de-DMSO) ; 1.65-1.82 (m 4H), 1.83-1.98 (m 4H), 3.65
(s, 3H), 544 (s, 1}, 7.50-7.60 (m 3H), 7.81-7.90 (m 1H)

EST MS ; 388 (M"+1)
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A 214-217C

L1 26

- 12-[6-7 3 7 =9-AF )-8~ (2. 3. 5-b VU Z)A O 7z =)V) -0~ 2-T ) Z)}]
-l-TFZNI-1-2raTds )=l

NMR (400MHz, &, de-DMSO) ; 1.73-1.86 (m 2H), 2.17-2.27 (m 2H), 2.34-
9.43 (m 2H), 3.65 (s, 3H), 6.00 (S 1H), 7.50-7.62 (m 3H), 7.81-7.90
(m, 1H)

ESI MS; 374 M*+1)

Al 231-234C

ERHI L 27

1-12-16-73 /7-8-(2.3-C A0 72 =)V -9-AF)V-94- 2-T") Z)V]-1-T
FoN-1->r20T% ) —)v

NMR (400MHz, 6, de-DMSO) ; 1.73-1.86 (m 2H), 2.17-2.27 (m, 2H), 2.34-
2.43 (m 20, 3.63 (s, 3W), 6.00 (S, 1H), 7.40-7.47 (m 1H), 7. 52-7.60
(m 3H), 7.66-7.74 (m, 1H)

EST MS; 356 (M™+1)

Bl 225-229C

EHEfl1 2 8

1-[6-7 32 7-8-(3-7)A 07 2= )W) -9-AF)V-9H-2-TV Z)V] =3, - AF )V
AR F-3-F )0 - BEEE

NMR (400MHz, &, de-DMSO) ; 1.01 (dd, ] = 17.0 and 17.0, 6H), 1.24 (br
s, 10, 1.41 (s, W), 1.73-1.86 (m 1H),3.81 (s, 3H)

EST MS; 354. 1 (M++1)

Al 191-192°C

EHEpI1 29

1-(6-73 /-8-(3-7)0F 0T x = )V) -9-AF)-9H-2-T U Z)V] -3, 4, 4-b U A

75
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FI-1-RF >-3-F—) - HEEHE

NMR (400MHz, &, de-DMSO) ; 1.04 (s, 9H), 1.44(s, 3H), 3.83 (s, 30, T

42-7.48 (m, 1H), 7.58-7.77 (m, 3H

ESI MS; 368. 1 (M™+1)

B 193-194C

gl 130

1-2-[6-7 3 /-8-(3-I WA T x Z)V) -9-AF ) -91-2-TV Z)V]-1-TF =

W -4-TJxZ)b-1->randy /) —)b - EEE

NMR (400MHz, &, de-DMSO) ; 1.60-2. 14 (m, 9H), 2.41-2.49 (m, 1H), 3.8
(s, 3H), 7.16-7.76 (m, 8H

EST MS ; 442 (M +1)

Bl 247-249C

EREFI1 31

1-12-16-7 3 /-9-AF )-8~ 5-AXFN-2-7 VU V) -94-2-FT VU Z )V ] -1-TF =)V}

1= ransyg /) — ) - HEEE

NMR (400MHz, o, ds-DMSO) ; 1.60-1.80 (m 4H), 1.82-1.99 (m 4H), 2.41
(s, 3H), 3.87 (s, 3H), 4.23 (br, 3H), 6.41 (s, 1H), 7.19 (s, 1H)

EST MS ; 38 (M*+1)

#s; 184-186C

£ 1 3 2

1-06-73 /-8-B-7)NA 0T 2 =)V -9-T o ¥ )V-94- 2-T ) ZNV]-3-TF)V

=R F -3 )b - EEEE

NMR (400MHz, &, de-DMSO) ; 0.72 (t, J= 7.6 Hz, 3H), 1.01 (t. J= 7.6 Hz,
6H), 1.58-1.73 (m 6H), 4.24 (t, J=7 6Hz, 2H), 7.42-7.49 (m IH). 7.63
-7.69 (m 3H)

EST MS ; 382 (M™+1)

76
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A 144-147C

EHEH 1 33

1-2-16-73 7-9-TFN-8-3-I)0 A8 7 2 = )V) -9H-2-FV Z)V]-1-TF =
W=-1-2raxR>% /) =)y - BEE

NMR (400MHz, &, de-DMSO) ; 1.29 (t, J = 7.2 Hz, 3H), 1.66-1.82 (m 4H),
1.86-2.02 (m, 4H), 4.31 (o, J = 7.2 Hz, 2H), 7.46-7.52 (m, 1H), 7. 64-
7.72 (m, 3H)

FAB MS ; 366 (M*+1)

B 188-191C

EHFl 134

2-12-6-73 7-8- -7 )F 0T 2 Z)V) -4-AF N-94-2-TV =)V ]-1-TF =

WI-1,23-FaNXb)A—)b - HEEE

NMR (400MHz, &, de-DMSO) ; 3. 17 (s, 2H), 3.50 (d, J = 10.8 Hz, 2H), 3.
55 (d, J =10.8 Hz, 2H), 3.82 (s, 3H), 7.40-7.47 (m 1H), T7.61-7.75 (m,
3H)

EST MS ; 358 (M™+1)

fh= s 233-235C

EWHI 135

1-2-06-73 /-8-B3.5-vy007 =)V -9-TF N-9H-2-T U =)V ]-1-LTF
ZN-1-2 o uRyy ) —)b - HERE

NMR (400MHz, &, ds-DMSO) ; 1.26 (t, J = 18.0 Hz, 3H), 1.64-1.80 (m 4H),
1.84-1.98 (m 4H), 4.29 (q, J = 18.0 Hz, 2H), 7.50-7.58 (m 3H)

EST MS ; 384. 0 (M™+1)

R 217-218C

EWifl 1 36

-06-73 /-8-(3,5-7)0A 07 2 Z)V) -9-TF ) -9H-27Y =)V ] -3-TF )}
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-RYF -3 — )b - B

NMR (400MHz, &, de-DMSO) ; 1.O1 (t, J = 18.0 Hz, 6H. 1.25 (1, J = I8
0Hz 3H), 1.58-1.74 (n 4B), 4.30 (o J = 17.4 Hz, 2. 7.47-7.60 (@
3H)

EST MS ; 386. 2 0*+1)

B 5 204-205%C

EhEgl1 37

1-12-[6-7 3 /-8- (3. 5-T 7 A 07 2 =) -9-TF V-0H-2-7 1) =)V] -]-T
FoN-1-oaTy )—) - e

NMR (400MHz, 6, des-DMSO) ; 162 (t, J = 18.0 Hz, 3H), 1.76-1.88 (m 2H),
2.18-2.29 (n 2H), 2.36-2.44 (n 2M), 430 (o J = 18.0 Ha 2H), 7.49
~1.59 (@ 3H)

ESI MS ; 370. 0 0{*+1)

B ; 234-235C

EHfifl13 8

4-[6-7 3 )-8~ (3, 5-Y 7N A 0T £ =)V -9-T F)U-9H-0-T U =)V ]-9- X F )L
3T F -9 —)l - R

NMR (400MHz, 6. de-DNSO) ; 1.25 (t, J = 17.6 Hz 3H. 148 (s, 6H), 4
29 (0 1= 17.4 Hz 20, 7.49-7.58 (m 3H)

ESI MS ; 358. 0 0 +1)

Bl 233-234C

EHEFI1 39

1-12-[6-7 3 /-9-2/ 070 ¥ )L-8- (3, 5-I 7N A0 7 x =)L) -9-2-F 1) =
W -1-TF )V -1-2rar>y ) —) - HEth

NIR (400MHz. 6. de-DNSO) :0.70-0.78 (m 2H), 1.02-1.11 (m 28, 1. 6d-
182 (m 4H), 1.84-1.99 (m 4H), 3.67-3.74 (m 1IH. 7.45-7.53 (@ 1K),

738
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7.65-7.73 (m 2H)

ESI MS; 396. 1 (M™+1)

Bl 265-266C

EHH140

1-(2-16-73 /-9-3> 27070 EN-8-3, 5-P7 VA0 72 Z)V) -W-2-TY =
W -1-ZF ) -1-2r0T% ) —)V - BEEE

NMR (400MHz, &, de-DMSO) ; 0. 70-0. 78 (m; 2H), 1.02-1.11 (m 2H), 172-
1.86 (m 2H), 2.16-2.28 (m 2H), 2.30-2.46 (m, 2H), 3.65-3.74 (m,' 11,
7.43-7.53 (m, 1H), 7.64-7.74 (m 2H)

ESI MS; 382.1(M*+1)

B 228C

EHp 141

4-16-73 /-9-22070EN-8-3. 5-Y7)0AF 07 = Z)V) -9H-2-71) Z )]

2= RAFN-3-TF -)-F—)V - $EEEE

NMR (400MHz, &, de-DMSO) ; 0.70-0.77 (m 2H), 1.03-1.11 (m 2H), 1.48
(s, 6H), 3.66-3.76 (m 1H, 7.44-7.53 (m 1H), 7.65-7.73 (m 2H)

ESI MS; 370. 1 (M*+1)

A 245C

L1 4 2

1-6-73 /-9->r707oEN-8-B-)Ao Tz =)V -9- Y =Z)V]-3-T

F )l F 2-3-F—)b - HEEE

NMR (400MHz, &, de-DMSO) ; 0.70-0.75 (m 2H), 0.97-1.10 (m 8H), 1.60-
1.79 (m 4H), 3.67-3.73 (m 1H), 7.39-7.45 (m 1H), 7.59-7.66 (m 1H),
17.77-7.84 (m, 2H)

FAB NS ; 380 (\M™+1)

Al ; 145-148C
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EHF 143

4-16-732 /-9->r7a07oEN-8-3-I VA0 7 = )V)-9H- 2-FV) = )I]-2-

AFN-3-TF 2 -0-F—) - $EEEE

NMR (400MHz, &, de-DMSO) ; 0.70-0.75 (m, 2H), 1.00-1.10 (m 2H), 1.49,
(s, 6H), 3.67-3.73 (m 1H), 7.38-7.45 (m, 1H), 7.59-7.66 m 1H), 7.7

7-7.84 (m, 2H)

ESI MS ; 352 (M*+1)

Bl 143-145C

g1 4 4

1-(6-732/-8-3.5-C7)hA0 7z =)V)-9-Fa ) -0H- 2-FV=)}]-3-

FoN-I-RF -3-F—)/ - BEEIE

NMR (400MHz, &, ds-DMSO) ; 0.72 (t, J= 7.6Hz, 3H), 1.01 (t, J= 7. 6Hz,

6H), 1.58-1.75 (m 6H, 4.27 (t, J= 7.6Hz, 2H), 7.48-7.58 (m 3H)

EST MS ; 400 (M*+1)

B ; 183-184C

LRI 145

1-12-06-73X /-8-3.5-U7)NA 07 x=)V)-9-T o E)N-9H- -7V = )V] -1

“IF o -1-2 7 aR Y ) =) - HEEE

NMR (400MHz, &, de-DMSO) ; 0.72 (t, J= T7.6Hz, 3H), 1.57-181 (m G6H),

1.82-2.00 (m, 4H), 4.23 (t, J= 7.6Hz, 2H), 7.48-7.57 (m 3H

EST MS ; 398 (M™+1)

A= 210-211C

£l 146

1-02-06-732 /-8-Q2-INA 0T = Z)V) -9-AFN-9H-2-T ) Z)V]-1-TF =

M-1->r707% )—)

NMR (400MHz, &, de-DMSO) ; 1.72-1.85 (m, 2H), 2.17-2.27 (m 2H), 2.34-

§0



WO 99/35147 PCT/JP98/05870

243 (m 21, 3.60 (s, S, 6.00 (s, 1M, 7.38-7.59 (m 4H), 7.61-7.74
(0, 28) |

ESI MS; 338 ({'+])

B ; 136-138C

ERHI147

1= (2-[6-7 3 /-8~ (-7 VA D7 x =)W -9-AF)-94-0-F YU = )V]-|-TF =
V-l=2rnR2y ) =)y

NMR (400MHz, &, de-DMSO) ; 1.65-1.80 (m 4H), 1.80-1.96 (m 4H), 3.59
(s, 3H), 5.47 (s, 10, 7.41-7.49 (n 4H), 7.64-7.74 (m 2H)

EST MS ; 352 (4*+1)

Bl ; 166-168°C

EHBI1 4 8

1-[6-7 3 J =9- XA F )b-8~ (5= AF)=2-7 Y )V) -9H-2-F 1) Z)b] -3~ T F Jb-1-~%
VF -3 - S

NMR (400MHz, 6, de-DMSO) ; 0.99 (t, J = 7.2 Hz, 6H), 1.62 (a J =72

Hz, 2H), 1.64 (o J=7.2Hz 20, 2.40 (s, 30, 3.17 (s, 1, 3.86 (s,
SH), 6.41 (d, J=0.4H, 1M, 718 (0 I =04H, 18

EST MS ; 340 (M*+1)

Bl ; 229-230C

EHBl1 49

= [6-7 3 /-8- (-7 )42 07 = =)V ~9- AF IV -0H-2-F 1) = )] -3-TF)b-1-

ROF=-3-F=)

NMR (400MHz, &, de-DMSO) ; 0.98 (t, J = 7.4 Hz 6H). 1.58-1.68 (m 4H),
.57 (s, 3H), 5.29 (s, 1), 7.39-7.46 (m 4H), 7.63-7.71 (m, 2H)

ESI NS ; 354 (*+1)

Al 5 199-201C
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ERH 150

-[6-7 3 /-9-2 7 07O EN-8- (3 5T 7)hA 07 = =W <91-2-F V) Z)1]
3T F IR TF Y -§-F— )L - R

NMR (400MHz, 6, de-DNMSO) ;0.72-0.78 (m 28, 1.01 (1. J = 7.2 Hz 6H),
1L04-1.12 (n, 2H), 1.58-1.75 (m 4B, 3.67-3.77 (m 1B, 7.46-7.54(@m,
), 7.65-7.73 (@ 28

EST NS ; 398. 2 (*+1)

B ; 225

EHEH 151

4-[6-7 3 ) 8- (3. 5-U AT T x =)L) ~9- A F)-H-2-7 U =)L) -2-AF )}

S3-TF g — )l - HEs

NMR (400MHz, 6, de-DNSO) ; 148 (s. 6H), 3.17 (s, 3H), 7.46-7.66 (m 3

B)

ESI NS ; 344. 0 0 +1)

Bl 5 237-238°C

EEFl 1-5 2

1= [6-7 3 /-8-(2, 5-Y 7)bA 07 2 =) =4 A F)U-9H-0-F Y =)L) -3-TF )}
“1-RF-3-F—)b - BEE

NNR (400MHz, 6, de-DNSO) ; 101 (t. J = 18 Hz 6H), L60-1.74 (. J =
18 Ha, 4H), 3.65 (s, 3H), 7.53-7.65 (m 3H)

ESI NS ; 372 200°+1)

Bl 5 147-148°C

SRl 15 3

4-(6-7 S )-8~ (2. 5-U 7 A 0T £ =)W -9- A F)-9H-2-F 1 =)L ] =0- A F )b

“3-TF -0 — )l - B

NMR (400MHz, 6. de-DNSO) ; 150 (s, 6H), 3.67 (s I, 7.54-7.68 (m 3

§2
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H)

ESI MS ; 344.0 (M*+1)

gist ; 177-178C

EWEH 15 4

4-16-73/)-8-12.3- 70307 2 ZNV) -0-TF)V-9-2-TV) Z V] -2-AF)/
=3-TF > -0-FA—)V - BEE

NMR (400MHz, &, de-DMSO) ; 1.25 (t, J = 7.2 Hz, 3H), 1.49 (s, 6H), 4.1
0 (q J=72H:, 21, 7.41-7.56 (m 2H), 7.60-7.79 (m 1H).

EST MS ; 358 (M*+1)

BiA ; 213-215C

KBl 155

1-16-73 /-8-2.3-Y7)NVA 07 2 =) -9-TF)V-9-2-F U =)V} -3-TF)V
-1-ROF =3-F—)y - HEE

NMR (400MHz, &, de-DMSO) ; 1.00 (t, J = 7.2 Hz, 6H), 1.22 (t, T =17.2
Hz, 3H), 1.64 (o J=72Hz 2H), 1.65 (o J =72 Hz, 20, 4.10 (q
J=7.2Hz 20, 7.42-7.57 (m 2H), 7.69-7.78 (m IH)

EST MS ; 386 (M™+1)

g 222-224°C

EWiHl 156

4-16-73 )-8- Q-7 VA0 7 x Z)V) -9-AF)NV-9-2-FYJ Z V] -2- A F)}-3-
TF-20-F =)

NMR (400MHz, &, de-DMSO) ; 1.46 (s, 6H), 3.60 (s, 3H), 560 (s, 1, T.
41-7.54 (m 4H), 7.64-7.74 (m, 2H)

EST MS ; 326 (M™+1)

Bl ; 198-199C

EWEH 157

83
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1-12-16-73 /-8-(23-CI)0A0 7 2 =)V) -9- XA F)-91-2-F ) = )i} -1-T
Fo-1-2rax> v ) —) - BEE

NMR (400MHz, &, de-DMSO) ; 1.23 (t, J = 7.2 Hz, 3H), 1 74-1.86 (m 2H),
2.18-2.27 (m 2H), 2.36-2.43 (m 2H), 4.09 (q, J = 14.4 Hz, 2H), 7. 42
-7.47 m, 1H), 7.51-7.55 (m 1H), 7.69-7.76 (m 1H)

EST MS; 370 (M*+1)

g 139-142C

EREIL 58

1-2-16-73 /~8-(2. 8- NA 07 2 =)V) -9-TF ) -9H-2-F ) = )] -1-T
Fo)-1=raRyy ) =) - EEEE

NMR (400MHz, &, ds-DMSO) ; 1. 24 (t, J = 7.0 Hz, 3H), 1.65-1.80 (m 4H),
1.85-2.00 (s, 4H), 4.05-4.15 (m 2H), 510 (s, 1H), 7.42-7.58 (m 2H),
7.69-7.78 (m 2H

EST MS; 384 (M"+1)

A s 138-140C

EWHI159

4-16-732 /)-8-(3.5-C7 WA 7 =)V)-9-F o E)-01- 2-T 1) Z )b} -2- A
FN=-3-TF 2 =0-F—)\ - SHEEH

NMR (400MHz, &, de-DMSO) ; 0.71 (t, J= 7.6Hz, 3H), 1.49 (s, 6H), L 57-
1.68 (m 2H), 4.25 (t, J= 7.6Hz, 2H), 7.50-7.58 (m 3H)

ESI MS; 372 (M*+1)

B s 148-150C

EWBI160

-2-(6-73 /-9-2 70 70EN-8-3-7)vA 07 = Z)V-9H- 2-T Y Z)V] -
I-TF NI -1->raTdy /=) - KR

NMR (400MHz, &, de-DMSO) ; 0.74 (bs, 2H), 1. 02-1. 11 (m 2H), 1 76-1.90

84
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(m 2H), 2.20-2.31 (m 2H), 2.38-2.50 (m 2H), 3.69-3.77 (m 1H), 7.4
1-7.48 (m 1K), 7.60-7.67 (m 1H), 7.79-7.86 (m 2H)
ESI MS ; 364 (M™+1)

B ; 167-170C

LWL 6 1

-10-[6-7 3 /-8-(2 -V 7)A 0 7 x = NV-9-TFa )=~ 2-T Y Z)V]-1-
IFoNV-1-vraTdy ) —)) - BEE
NMR (400MHz, &, de-DMSO) ; 0.70 (t, J= 7.6Hz, 3H), 1.64 (ta J= 7. 6Hz,
7.6Hz, 2H), 1.67-1.83 (m 20, 2.23-2.32 (m 2H), 2.39-2.50 (m 2H),
4.10 (t, J= 7.6Hz, 2H), 7.44-7.52 (m 1Hz), 7.53-7.59 (m 1H), T7.72-7.
81 m, 1H)
ESI MS ; 384 (M*+1)

Al ; 124-127C

EHEHI1 6 2

1-12-[6-73 /-8-(2.3-v7)A0 7 2 =) -9-F o )=~ 2-FV Z)b]-1-
IF N -1-32aT% ) —)v - SEEEE

NMR (400MHz, &, de-DMSO) ; 0.69 (t, J= 7.6Hz, 3H), 1.63 (tq, J= T.6Hz,
7.6Hz, 2H), 1.67-1.82 (m 4H), 1.85-2.00 (m 4H), 4.07 (t, J= 7. 6Hz,
M), 7.43-7.50 (m 1K), 7.50-7.59 (m IH), 7.70-7.79 (m 1H)

EST MS; 398 (M*+1)

Als; 184-188°C

EHEEI L6 3

4-[6-7 3 )-8-(0.3-U 7)Ao 7 =)V -9-T o E)-90- 2-T ) Z)b]-2- A
FN-3-TF > -0-F—)y - HEIR

NMR (400MHz, o, de-DMSO) ; 0.68 (i, J= 7.6Hz, 3H), 1.49 (s, 6H), 1.62
(tq, J= 7.6Hz, 7.6Hz, 2H), 4.07 (t, J= 7.6Hz, 2H), 7.43-7.49 (m 1H),

85
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7.51-7.57 (m 1H), 7.70-7.78 (m 1H)

EST MS; 372 (+1)

A 230-233C

£l 6 4

1-[6-73 /-8-(2.3-27)VA 072 )V -9-FTo ¥)V-0H- 2-FVZ)/]-3-T

FN-1-RF >-3-F4—)) - HEE

NMR (400MHz, &, ds-DMSO) ; 0.68 (t, J= 7.6Hz, 3H), 101 (t, J= 7. 6Hz,

6H), 1.59-1.75 (m 6H), 4.08 (t, J= 7.6Hz, 2H), 7.48-7.50 m 1H), 7.5

2-7.57 m 1H), 7.71-7.79 (m 1K)

ESI MS ; 400 (\M*+1)

g 187-188C

EHF 165

1-[2-06-73 /-8-02. 5-¥ I NFuT7x =)V -9->ra /O E)N-90-2-7F) =

WI-1-ZF NV -1-2707% =)

NMR (400MHz, 6. ds-DMSO) ; 0.67-0.72 (m 2H), 0.89-0.97 (m 2H), 1.73-

1.87 (@ 2H), 2.17-2.28 (m 2H), 2.35-2.45 (m 2H), 3.37-3.47 (m 1H),

7.49-7.56 m 2H), 7.59-7.66 (m 1H)

ESI MS ;382 (M*+1)

Al 161-164C

EWgl1 66

1-[2-06-73 /-8- 0. 5-7NAn Tz =) -9-> 7o E)b-91-2-7V) =

M -1-TF )NV -1-2rax2% )—)

NMR (400MHz, &, de-DMSO) ; 0.66-0.73 (m 2H), 0.89-0.97 (m 2H), 1. 63-
1.82 (m 4H), 1.83-1.98 (n, 4H), 3.37-3.46 (m 1H), 7.49-7.56 (m 2H),
7.59-7.66 (m 1H)

EST MS; 396 (M +1)

86
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B 230-232°C

EHifl167

4-(6-7 3 /-8-2.5-Y7)An Tz =)V -9-> s oo N-01-2-T") Z)l]
- AFN-3-TF 2 -0-A—)

NMR (400MHz, &, ds-DMSO) ; 0. 65-0.73 (m, 2H), 0.88-0.98 (m 2H), 1.48
(s, 6H), 3.37-3.46 (m 1H), 7.40-7.75 (br, 2H), 7.48-7.55 (m 2H), T.
59-7.65 (m, 1H)

ESI MS; 370 (M*+1)

BhA s 196-198C

EHEfl 168

1=[6-7 3 /8- (2, 6-Y I NA T T 2 Z)V) =4-2 2y O R F)=41-2-T") Z)V]
“3-TFN-1-RFN-3-F =)

NMR (400MHz, &, de-DMSO) ; 0.66-0.73 (m 2H), 0.89-0.97 (m 2H), 1.00
(t,J=7.2 Hz, 6H), 1.60-1.73 (m 4H), 3.39-3.46 (m 1H), 7.49-7.56 (m,
2H), 7.59-7.65 (m 1H)

ESI MS ; 398 (M*+1)

@ 215-216C

£l 169

1-{2-16-73 /-8-B-I A0 Tz = V) -9-T O N-9H-2-F U =)V -1-TF
W -1-2raR>sy ) =) - R

NMR (400MHz, &. ds-DMSO) ; 0.84 (t, J = 7.2 Hz, 3H), 1.70-2.22 (m 10H),
437 (t, 1 =74 He, 20, 7.27-7.32 (m 1H), 7.50-7.59 (m 3H)

EST MS ; 380 (M™+1)

Bl 198-200C

Ehgl1 70

1-02-06-73 /-8-3-I)A 0T Z)V)-9-T O EN-9H-2-7 Y Z)V]-1-TF
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“N-l-2ruTdsy J—)v - EEEE

NMR (400MHz, o, de-DMSO) ; 0.87 (t, J = 7.2 Hz, 3H), 1.79-2.01 (m 4H),
2.33-2.42 (m 2H), 2.46 (s, IH), 2.62-2.71 (m 2H), 4.38 (t, J =74

Hz, 20), 7.29-7.34 (m 1H), 7.50-7.60 (m 3H)

EST MS ; 366 (4*+1)

B 144-146C

ERFI171

4-16-7 3 )-8-3-7 A7 2 Z)V) -9-T O E)V-9H-2-F V) Z)V] -2~ A F )L -
STF oA - EYE

NMR (400MHz, o6, de-DMSO) ; 0.72 (t, J = 18.0 Hz, 3H), 1.58-1.69 (m 2H),
4.24 (o, J =18.0 Hz, 2H), 7.43-7.49 (m, 1H), 7.61-7.70 (m, 3H)

EST MS ; 354. 1 (M™+1)

A= ; 167-168C

KWl 17 2

1-02-06-73 /-8-2.5-INA 07 =)V -9-T O E)V-90-2-7V = )] -1-
IFZ)N-1=-2rar>2% /)—), - HEEE

NMR (400MHz, o&. ds-DMSO) ; 0.68 (t, J = 7.2 Hz, 3H), 1.55-1.81 (m ©H),
1.89-1.98 (m 4H), 4.02 (t, J = 7.2 Hz, 2H), 7.50-7.57 (m, 2H), T7.59-
7.68 (m 1H)

EST MS ; 398. 2 (M*+1)

s 232-234°C

K17 3

1-2-16-73 /-8-12.5- Y7407 2 =)V -9-F7o E)V-9H-2-71) =)V ] -1-
IFZN-1-2 o078y =) - e

NMR (400MHz, 6. de-DMSO) ; 0.68 (t, J = 7.2 Hz, 3H), 1.56-1.68 (m 2H),
1.72-1.86 (m 2H), 2.16-2.28 (m 2H), 2.32-2.46 (m 2H), 4.03 (t, J =
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7.2 Hz, 2, 7.52-7.58 (m 2H), 7.60-7.70 (m 1H)

ESIT MS ; 384. 2 (4*+1)

Bl ; 225-226C

EHfgl 17 4

-12-[6-7 2 /8- (2. 5-Y 7 )VA 0 7 £ =JV) -4-TF ) -00-2-F ) =)}] -1-T
FoN-1-2r70T75 =)

NMR (400MHz, 6. de-DMSO) ; 1. 22 (t, J=7.2 Hz, 3H), 1.72-1.87 (m 2H),
2.17-2.27 (o 2H), 2.34-2.43 (m 2B, 4.07 (¢ J=7.2 Hz, 2H), 7.51-7.5
9 (m 20, T7.59-7.67 (m I

ESI MS ; 370 (4*+1)

Bl 141-143°C

EWH 175

-[2-[6-7 2 /-8-(2. 5-2 70 F 07 £ =)W -9-TF ) -9-2-F Y =)} -1-T
FoN-1-2ruR>E ) =)l

NMR (400MHz, 6, de-DMSO) ; 1.22 (t, J=7.2 Hz, 3H), 1.62-1.82 (m 4H),
1.82-1.99 (m 4H), 4.07 (¢ J=7.2 Hz, 2H), 7.48-7.58 (m 2H), 7.58-7.
66 (m 1H)

ESI MS : 384 (*+1)

B 5 191-194C

ERFI1 76

4-[6-7 3 ) -8-(25-Y 7N A0 7 2 =)V -9-TF)V-9H-2-T Y Z)b]-2-AF )V
“3-TF-9-F—)l

NMR (400MHz, &, de-DNSO) ; 1.22 (t, J=7.2 Hz, 3H), 1.48 (s, 6H), 4.07
(0 J=7.2 Hz, 2H), 7.49-7.58 (m 2K, 7.58-7.66 (m 1IN

ESI NS ; 358 (*+1)

Bl ; 215-218°C
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LG 177

1=(6-73 /-8-(2, 8- 7)VA0 T x = )V)--TF ) -9H-2-T V) = )V]-3-TF )L

=R F-3-F )b

NMR (400MHz, &, de-DMSO) ; 1.00 (t, J=7.2 Hz, 6H), 1.22 (t, J=7.2 Hz,

3H), 1.58-1.73 (m 4H), 4.07 (q J=7.2 Hz, 2H), 7.50-7.59 @ 2H), T.

58-7.65 (m 1H)

EST MS ; 386 (M™+1)

Bl 163-166C

EhHl178

4-16-732 /-8-02,6-Y ) AT = )V)-9-T O E)V-9H-2-T Y =)L) -2-AF

W=3-TF =0-F—) - HEkE

NMR (400MHz, &, de-DMSO) ; 0.68 (t, J = 7.2 Hz, 3H), 1.48 (s, 6H), 1.5

5-1.68 (m 2H, 4.03 (t, J =72 Hz, 20, 7.51-7.58 (m 2H), 7.60-7.68
(m, 1H)

ESI NS ;372. 1 (M*+1)

g 5.194-196C

EHEI1 79

1-06-73 /-8-Q2,5-7 )70 7 xZ)V)-9-F 0 ¥ -90-2-F ) =)V -3-TF

W=1-RF =-3-F—)1 - BEEHE

NMR (400MHz, 6, de-DMSO) ; 0.67 (t, J =7.2 Hz, 3H), 1.00 (t, T =76

Hz, 61), 1.55-1.74 (m 6H), 4.03 (t, J = 7.2 Hz, 3H), 7.51-7.58 (m 2H),
7.60-7.67 (m, 1H)

EST MS ; 400. 2 (\M*+1)

Al ; 164-165C

ERFI180

-16-73 /-8-3-I0F 072 Z)V)-0-[2-(I-k RaF > roaF))) -]
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-TF )] -9H-9-7") Z V] BEEE - SBEE

EWHIA 7 D-6-73 /-8-B-TNhA 7)) -2-[2- (- RoF> o2
OAF I -1-TF Z )] -90-9-7 Y Z)V) Bf#E =)V 1 3Tmglic =4 / — )b 1nl.
INKBE LT DU D AKBEINIZMA, BRTISFFER L. RICKEBHERR.
X 2 KITBEMUINCIKBHICToHZ UCHAE Uz, AU EREZ A1B. K,
I—FI)IVTHEL. ERba23ingzFi. NE5%,
NMR (400MHz, 6, de-DMSO) ; 1. 20-1.30 (m 1H), 1.41-1.67 (m T7H), 1. 78-
1.86 (m 2H), 7.38-7.43 (m 1H), 7.52-7.64 (m 3H)
FAB MS ; 410 (" +1)

TNENICHIET DI ATIVEEERS 1 8 0 EEARICTIKSHEL ., EHEH
181~184n{tathzEiEk.
EHERI1 8 1
3-16-73 /-2-[2- (- ROoFs 37 aAx I )V) -1-TF = )V] -9- A F )L -0H-
-7V I R EEEE - BEE
NMR (400MHz, &, de-DMSO) ; 1.19-1.31 (m, 1H), 1.42-1.68 (m TH), 1.80-
1.89 (m 20), 3.82 (s, 3H), 7.71(t, J = 7.7 Hz, 1H), 8.09-8. 14 (m 2H),
8.45 (d, J = 1.3 Hz, 11
FAB MS ; 392 (M*+1)
Ll 8 2
-[6-73/-8-(3-INA 07 2 Z)V) -9-AF)W-94-2-T7"1) Z)V] -4-X>F B
12
NMR (400MHz, &, de-DMSO) ; 1. 66-1.82 (m, 4H), 1.87-2.00 (m 4H), 3.86
(s, 3M), 7.43-7.50 (m 1H), 7.63-7.70 (m 1H), 7.71-7.77 (m 2H)
FAB MS ; 340 (M*+1)
Ehel1 8 3
B)-3-4-16-73 /-2-12-U-EFOF 2 r7anFIIN) -1-TFZ)V]-9-AF
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WOH-8-T V) )V T x Z )V --Ta R E - EEEE
NMR (400MHz, o, de-DMSO) ; 1.21-1.33 (m 1H), 1.42-1.69 (m 7H), 1. 78-
1.89 (m 2H), 3.81 (s, 3H), 5.54 (br s, IH), 6.66 (d J = 16. 0Hz, 1H),

7.47 (brs, 2H), 7.68 (d, J = 16.0Hz, 1H), 7.84-7.98 (m 4H), 12.5 (b
rs, IH
FAB MS ; 418 (M*+1)

EHiHl1 8 4

- 18- B-INABTx =) -2-[3- (- ROF Y3y OaF )l -1-TF 2 )})
“9-AFIW-H-6-FTV =NV 7 3 ) BEEE - EEEE

NMR (400MHz, &, de-DMSO) ; 1.21-1.32 (m, 1IH), 1.41-1.68 (m 7H), 1.78-
1.88 (m 2H), 3.79 (s, 3H), 5.57 (s, 2H), 7.39-7.44 (m, 1H), 7.59-7.65
(m 1H), 7.69-7.73 (m 2H), 8 09-8 12 (m, 1H)

FAB MS ; 424 (M"+1)

EHH 185

2-B-CAFNVT 2 ) -1-FOEZ V] -8-3- 7N A 0 7 x = )k) -9- AF)L-91
6-T) 73> - iR

-7 0o-8-(3-7)NF 07 2= )V) -2-F— R-9-AF)V-9H-7"1) > 200mg %
Ef, NCTRNT>EZTAY /) —NVENSREE . BETBHERES
Uy 8-@-Ihx07x2Z)))-2-3— B-9-AF)-00-6-7"1U F 2 > % 138mg5 7=,
NMR (400MHz, &, CDCls); 3.84 (s, 3H), 5.76 (br s, 2H), 7.20-7.30 (m,
), 7.42-7.54 (m 3H)

RIT, BRETIHICERLS-B-7)4A 07 2 2)V) -2-3— R-9- AF )L-9H-6-
TUFI50mg. D700 bEA (M 72ZNT AR T4 )T P9 A D10
mg. I VALH (1) 3mg. -PAFIT7 I /-2-7atnl, NUIFNVTI L
Sml. DOIMFIMIARZS0C TUNIERE Lz, KISOEN /2D, -PAFIILT
R/--7OE EnIEML. S0CTE SICIBEEHLE., BETREZE
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EL. 700FRNALATHERLUE, BIEKETZAZK0HWREAALE, AFED
TAKBIRZEMA. RKEF R DLATHRAML T OORNATHE L, FEE
EHEBI XV OLTERL, VATV ATLIORMNIST4— 0% AS
J=l/T2ronAd ) THREL, FEICKDEREEL. FLlba®tngz
Bz,

NMR (400MHz, &, ds—DMSO) ; 2.85 (s, 6H), 3.80 (s, 3H), 4.35 (s, 2H), 7.3
9-7.96 m 1H), 7.60-7.72 (m 31H)

FAB MS ; 325 (M"+1)

F#ICL T, MisLz6-r7on-2-3— REZAN, 960 raniEzy
S RIERE, WMOI—REEMIETS2IFZIVERCERELUTERS 186
~201D{tEMERB.

Eiel1 86

1-16-7 3 7-8-(2-7 V)W) -9-AFIV-9H-2-T' V) Z V] ~4-AFN-1-R>F > -3
-z

NMR (400MHz, &, CDCls) ; 1.18 (d, J =6.3, 6H), 2.66-2.80 (m 1H), 4.08

(s, 3H), 564 (br, 2H), 6.64 (dd, J = 2.0Hz, 0.9Hz, 1H), 7.15 (d J

=2.0, 1H), 7.68 (m 1H)

EH#l187

3-06-73 /-8-(2-T7 U W) =9-AF)N-94-2-F VD Z )] -1-Tx Z)y-2-TO¥ >
i bz 4

NMR (400MHz, 6, CDCls) ;4. 10 (s, 3H), 5.66 (br, 2H), 6.66 (dd, ] = 1.
8z, 3. 7THz, 1), 7.18 (d, J =3.7, 10, 7.44-7.50 (m 3H), 7.69 (m 1H),

8.04-8. 10 (m, 2H)

KHipl1 88
N-A 7O EN-3-(6-73 /-8-B3-TNA 0T 2 Z)V)-9-AF)V-9H-2-7"1) =

NV -2-Tor¥> 73R
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NMR (400MHz, &, de-DNSO) ; 1. 10 (d, J = 6.0Hz, 6H), 3.80 (s, 3H), 3.86
-3.98 (m 1H), 7.38-7.45 (m 1H), 7.58-7.74 (m 3H), 8.90 d, J =177
Hz, 1H)

FAB MS; 353 (M™+1)

EHEHI1 89

N'-2ranFIN-3-6-7= /=8--I NADO 7 £ = )V) -9-AF)}-9H-2-7V

ZN]--FuE 7R

NMR (400MHz, &, ds-DMSO) ; 1.02-1.30 (m 5H), 1.50-1.60 (m 1H), 1. 64-
1.80 (m 4H), 3.54-3.64 (m 1H), 3.80 (s, 3H), 7.39-7.45 (m 1H), 7. 58
-71.74 (m 3H), 891 (d T = 8 2Hz, 1H)

EHHI1 90

N'-TxZV-3-[6-73 /-8-3-INA 0T x = )V)-9-AF)\-9i-2-71J =)}
--7O0F> 73R

NMR (400MHz, &, de-DMSO) ; 3.80 (s, 3H), 7.08-7.12 (m 1H), 7.30-7.36

(m 2H), 7.39-7.45 (m 1H), 7.60-7.74 (m, 5H, 11.10 (s, 1H)

FAB MS ; 387 M™+1)

EHEHI19 1

3-16-73 /-8-3-7NA 07 x =)V -9-AF)V-91-2-F U Z )V -1-EXY F /
--Zov-1-4 >

NMR (400MHz, &, de-DMSO) ; 1.42-1.64 (m, 6H), 3.50 (br, 2H), 3.72 (br,

2H), 3.80 (s, 3H), 7.40-7.45 (m, 1H), 7.60-7.78 (m 3H)

FAB MS ; 379 (M +1)

FERF 19 2

3-[6-73 /-8-B3-7)0A0 T 2 Z)V) -9-AF)V-91-2-T ) Z )] -1-FE)N R /

--JuE-1-% >
NMR (400MHz, &, de-DMSO) ;3.66 (t, J =4 1Hz, 2H), 3.74 (t, ] = 4. 1Hsz,
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2H), 3.80 (s, 3H), 7.38-7.45 (m, 1H), 7.60-7.74 (m 3H)
EHifl1 9 3
2-2-U-73 )72 ) -1-TF =)W1 -8-B-7 AT x Z)b) -§- A F)b-9
H-6-FV 73> - —HEEE
NMR (400MHz, &, ds-DMSO) ; 3.10 (s, 3H), 6.69-6.78 (br s, 2H), 7.34-T7.
40 m, 2H), 7.41-7.47 (m, 1H), 7.60-7.74 (m 5H)
FAB MS ; 359 (M™+1)
LRI 194
N-(3-16-73 /-8-(3-7)A 0T £ =)V) -9-AF)V-94-2-F U Z )] -1, 1-T A
FW-2-TOEN] A LX)V T 3 R - $HEE
NMR (400MHz, &, de-DMSO) ; 1. 62 (s, 6H). 3.19 (s, 3H), 3.83 (s, 3H), T
40-7.47 (m 1H), 7.60-7.66 (m, 2H), 7.67-7.75 (m, 2H)
FAB MS ; 403 (M*+1)
EHFl195
ITFN-N-13-[6-73 /-8-(3-INFA O 7 2 =)V) -9-AFN-9H-2-T Y Z )] -1,
1= AF)-0-Ta I BIVINA— b - BEEE |
NMR (400MHz, o, de-DMSO) ; 1. 18 (t, JV= 7.0 Hz, 3H), 1.56 (s, 6H), 3.8
0 (s, 30, 4.00 (o J=70H:, M), 7.39-7.45 m 1H), 7.49 (br s, 2H),
7.54 (br s, tH), 7.59-7.66 (m 1H), 7.78-7.74 (m 2H)
FAB MS ; 397 (M*+1)

EHEFI 196

4-16-7 32 ) -8-(3-T VA D 7 2 Z )W) ~9-AF)V-94-2-T U Z )V} -2-T = Z )b -
-TF-0-F—)

NMR (400MHz, &, CDC13) ; 1.93 (s, 3H), 2.86 (brs, IH), 3.90 (s, 3H). &
72 (brs, 2H), 7.21-7.29 (m 1H), 7.29-7.33 (m, 1H), 7.35-7.41 (m 2H).
147-7.57 (m, 3H), 7.73-7.78 (m, 2H)

95



WO 99/35147 PCT/JP98/05870

EWEHI 197

3-06-73 /-8-B-I)NA 0T Z)V)-9-AFN-9H-2-F U ZJ}]-1-(2-A b F
Y7z W--FoE s -1-4—)

NMR (400MHz, o6, CDCls) ; 3.48 (s, 1H), 3.88 (s, 3H), 3.92 (s, 3H), 5.9
5 (brs, 2H), 6.91-6.94 (m 1IH), 6.96-7.01 (m 1H), 7.21-7.26 (m 1H),

7.28-7.34 (m, 1H), T7.46-7.56 (m 3H), 7.62-7.66 (m 1H)

EHFI198

4-[6-72 /-8-@B-INVA 0T 2 Z)V) -9-AFI)IV-9-2-T ) Z)V]-2-3-¥ U &
W) =3-TF -0-F =)

NMR (400MHz, &, CDCls) ; 1.93 (s, 3H), 3.87 (s, 3H), 6.20 (br-s, 2H),

7.20-7.37 (m 2H), 7.42-7.57 (m, 3H), 8.01-8.09 (m 1H

EST MS; 389 (M™+1)

Eisl199

3-[6-73 /-8-(3-INAO T 2 Z)V) ~9-AFJV-9H-2-T VU Z)V]-1-(3-A b F
N -2-Tove-1-A—=)y

NMR (400MHz, &, CDCls) ; 3.83 (s, 3H), 3.88 (s, 3H), 5 71 (br-s, IH),

5.92 (br, 2H), 6.85-6.90 (m 1H), 7.16-7.33 (m 4H), 7.45-7.56 (m 3H
M2 0 0

3-(6-73 /-8-(3-I )N A0 T xZ)V) -9-AFN-9H-2-F U Z)V]-1-4-A b F
Y72 --FaE - 1-F—))

NMR (400MHz, &, CDCls) ;3.80 (s, 3H), 3.86 (s, 3H), 5. 68 (br-s, 1H),

6.28 (brs, 2H), 6.88 (d J=8.8 Hz, 2H), 7.20-7.26 (m 1H), 7. 43-7.56

(m, 5H)

Ehagl2 0 1

4-06-73 /-8-3-I)NA 0T 2 Z)V) -9-AF)N-91-2-F V) Z)]-2-4-v ) &
W 3-TF -0 F )
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NMR (400MHz, &, ds-DMSO) ; 1.74 (s, 3H), 3.80 (s, 3H), 6.63 (s, 1M, T
38-7.46 (m 1H)., 7.48-7.76 (m T7H). 8.61 (br, 2H)

EHFI20 2

N-TF)N-4-[6-73 /-8-(3-7)A 07 x =)l -2-[2-(1-E RoF> > ron
FIIN-1-TF V] -W-3-TV NV T&H > 7 IR - HEEE

1) 4-[6-73 7-8-B3-I ATz =)V)-2-F— R-00-9-TVZ N TH B
4-[6-7 2 /-8-B-I VAo 7 =z )V)-0-F— R-9-9-F U )] 7% /=)
1.50gicZoai)adlnl. 7= MUIL30ml. sk45ml, MER{ENVT =D A—
KFNT3ng, @I —FRET MU ULL 10gZ2MA. BRI FEIRICTHREK
ULSERLZ. 22708/ =V TREBZEEIEL R, FEMZREEL,. 7O
ORI L-AF /=)L (1:1) 1000nlic TH#E Lz, BEZEFRELES 2/KICBE
%, IN-ERICToHZ - 3ICHAB LS ZEIM Lz, #&%EK, T—FILTTH
L. Ebawl 41geBilz. WNERIX%.
NMR (400MHz, &, de-DMSO) : 1.76-1.94 (m, 2H), 2.13 (i, J = 7.0 Hz, 2H),
4.20 (t, 1 =7.2Hz, 2H), 7.36-7.47 (m, 1H), 7.54-7.68 (m 3H), 7.74
(br s, 2H)
2) 4-[6-732 /-8-(3-7)vA0 T Z)V) -2~ — K-90-9-TU )] T ¥ > B
AFI
4-06-73 /-8-3-7NA 072 =)V)-2-3F— R-9H-9-TJ )V 7% “EL
flgz A% /) —)VTmlH, ERKJRMTO-5S5CTICTHRBL TWDH EI A, BT
AL MZEEDDTTHE T LR, ERETHEBLOSHMERREEZREZ
Ell, BEZEFHEITIVICEMN U, fMREIKET MY D LKEBRIZT
2EL fAMBEAKICTIERSE Uiz, B#fECEKERE T ) D AT THERE
#al. Elbawl 45g%2 %z, WNZE100%.
3) 4-16-73 /-8-B-7 )N A0 T x=)))-2-[2-(1-L FuF > ronF)))
=T F V] -H-9-TV Z) TH D EEATF )
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4-16-72/-8-@B-I7)hA0 7z Z)V)-2-3— R-9H-9-TV Z)] T4 > B A
FIV162mgITN, N=-F AFI)VFRIV AT 2 R8ml, I—4t#H (1) 30mg. /oot R
(FUT2ZNWVERAT 4 AN DDA (D 30ng, -ZFZ)V 7 ONFY ) —
W80mg. PUIFIVT I > T4plZmA,. EFKWTT0CITT2. SEEE#RL =,
HEBRBEZBEBELZE, BSZ2IUATFNVASILIOQNT ST 40— (&
JAT Vg, oafRibh-A% /=) (100:0-100:1-50: 1)) izt L. Eekd
Y 14dmg % 1& 7z, INEI0%,

4) N-TF)N-4-16-73 /-8-3-7 VA0 7= V) -2-2-(1-E Raf i r
ONF I -1-TF V] -0-9-TV )V TH T I R - EEE

4-16-72 /-8-3-7)FA o7 =)V -2-[2-(I-k RoF o roaf)))
=1-TF ZIV-9H-9-T VU Z V) T & D BEAFIVE63mgIZ T0¥ T F IV T 2 /KIS #k 2
Imlzinx., HEPTYCTHREER L. RISKRZZEIRE THHZ., BiE%
Bl BREZ2IVUATFNATLZAIMNT T T4 — (U AFIN25g P2
OBXF2-A% /7 —)b(100:0-100:1-50:1-40:1-30:1-20: 1)) Ik L. HERY
39mgER/iz, TOHOEHBEIFINICTHREZER,. BFEIFIIN. T—FIK
THELENHD 7 ) —4396mgz B, ZOBDEFEHRICHENERELL, &
b &®400mg =57z, INE5H4%.,

NMR (400MHz, &, de-DMSO) : 0.91 (t, J = 7.2 Hz, 3H), 1.20-1.32 (m 1H),

1.40-1.67 (m, 7H), 1.78-1.87 (m 4H), 1.93 (t, J = 17.1Hz, 20, 2.94
(do, J =55 T7.2Hz 2H), 425 (t, J =71 Hz 20, 7.40-7.45 (m 1),
7.58-7.65 (m 3H), 7.72 (t, J =55 Hz, IH)

FAB MS (m/z) : 465 (" +1)
FERRICLU TEREFI6 9BLUV2 0 4 D{bEWEE-.
il 2 0 3
N-ZFN-4-[6-73 /-8-3-7) A0 T7x2)V) -2-2- (- ROoF o ron
FLW-1-TF )N -H-9-FVZ NI 7 b7 I R - HEEE
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NMR (400MHz, &, de-DMSO) ;0.96 (t, J = 7.2 Hz, 3H). 1.18-1.31 (m IH),
1.41-1.67 m 7H), 1.78-1.90 m 2H), 3.06 (dg, J = 5.5 7.2 Hz, 2H),
4.84 (s, 2H), 7.38-7.44 (m, 1H), 7.52-7.63 (m 3H), 840 (t, J = 5.5

Hz, 1H)

FAB MS ; 437 (M*+1)

EHF 204

4-(6-72 /-8-@B-INA0T7xZ)V) -2-2-(I-E FOF T runFi))) -]
—ethynyl]-9H-9-FV =N TH 7 I R - SEEEE

NMR (400MHz, &, de-DMSO) ; 1.19-1.33 (m 1H), 1.40-1.70 (m O9H), 1.79-
.91 (m 4H), 1.97 (t, J = 7.3 Hz, 2H), 4.25 (t, J = 7.4 Hz, 2H), 6.74
(br s, 1H), 7.24 (brs, IH), 7.40-7.46 (m, 1H), 7.59-7.68 (m 3H

FAB NS ; 437 01*+1) |

EWH 205

N-ZxZh-4-06-73 /-8-B3-I)AD T x=)))-2-[2-(1-k RaF> 1 r O
ANF I -1-TF W] -H-9-FTV ) TH 73 R - HEEE

NMR (400MHz, 6. de-DMSO) ; 1. 18-1.32 (m 1H), 1.40-1.68 (m 7H), 1.79-
1.88 (m 2H), 1.90-2.01 (m 2H), 2.21 (t, J =7.2 Hz, 2H), 432 (t, ]

=7.2Hz, 20), 6.98 (t, J=176Hz IH), 7.23 (t, J=7.6Hz 2H), 7.3
4-7.41 m, 1H), 7.46 (d, J = 7.6 Hz, 2H), 7.54-7.59 (m 1H), 7. 64-7.67
(m 2H), 9.82 (s, IH)

FAB MS ; 513 (M*+1)

ERH 206

1-02-8-B-7NA 07 2 Z )V -9-AFI)N-9H-2-T U Z W] -1-ZF )| -1-> 7
oNnFEY /—))

1-12-06-73 /-8-3-I N A0 7 2 =)) -9-AF)L-9H-2-7") =)V} -1-ZF =
Wi-1-70Ax8 /) =) DEEREICEDESNEAY > A)VE 2 EEEAT0ng
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T bhoebRo7520nllE#EL. EEEY 7 I)V0. Mol Z A, 18R
BB LU, RIGREBHEEL., SUATIVASLATHEE (ru)liy >
: AEF /—=I)b=05:5TlHEH) Lk, Exte®llngziFr.
NMR (400MHz, &, CDCls) ; 1.26-1.39 (m 1H), 1.50-1.82 (m T7H), 2.04-2.
15 (m 2H), 7.26-7.33 (m 1H), 7.50-7.65 (m 3H), 9.08 (s, 1H
FAB MS ; 351 (M*+1)
EHBI207
8- (3-T7NA o7 =)V -2-[2-(I-k ROoF2 270X FIV) -1-TF =)L) -9
~AF)-94-6-71) ) —)

1-{2-[6-7 2 /-8-B3-7 ATz Z)V) -9-AF)-94-2-7V Z)V]-1-TF
Z-1-27aR>y ) —=)bhinglic 7 UV 7 )L 3 —)13. Oml. 5M NaOHI. Oml % jn
Z. BRTI0MEHEBETFL OnlZNA . BORERTIEEOSERLEZ. B
ETHERERR, BFEIFIVEK (D) 20mlZmA THEBREEZB o7k,
KEBEZBOBEIF)I (100n]) THELER. 28KEZSHLETK. BRE
KTENENLIETDOHRE L, BRBEEZEKEES M) UL TEER, BE
THEEEBEELZ. B85 S Zp-TLC (CH2Cl2:Me0H=10:1) THE L=, &5
NEERBERZITFIVI—FTIINICBREBEI LR, TOREBRZEBL TH
BB THIEBELEW 2 |TngZz Gz, INEI6%.
NMR (400MHz, &, d+-DMSO) : 1. 68-1.81 (m 4H), 1.92-2.00 (m, 4H), 3.82
(s, 3, 5.62 (s, IH), 7.39-7.43 (m, 1H), 7.60-7.71 (m 3H), 12.86 (s,
1H)
Eifl2 0 8
=B -2-6-73 /-8-B-INA0 7 2 =)V -4-AF)V-90-2-FT VU = )V]-1-T
FoM-l-vraRyy ) —)) - EEEE

1-(E)-2-{6-73 /-8-(B3-T7)AF T 2 =)V) -9-AF)V-91-2-T ) =)V ] -1-

IF)N-1-270X2F ) =)V500ngdF b ko7 5 im0k, &
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ZFEHKATTCIRTAZEILIFULTIVEZUAINMNEDT Mo ROT7 5]
Ol BB RICH T L. 0oMIER L. KIGRESWITKE T, 7K0. 2ml. 5NK
Bt MUDLAD 20l KO 6mIZBTFLRISZELELE. NAYZEE. BFEE
IFINVTHEL, BREZBHELE. B2 U5V ASLOR NI 5T 4
—(UAFIN:2g rnary-TrOoary Ay /—)b=40:1-20:1),
KAT NIV AF 208 Prpoaxyo-2roury Ay /) —)b=150:
1-100:1-40: D iU, 3 D7) —&K160mgzafFik. EoNT7V—FE2 A5 )/
— VKU, SNMEBESArops E A MR Lz, BEE2T—F VIS THB L.
EEEZER, T TkE L. Eibe®08ngz S/, INERI19%,
NMR (400MHz, &, d6-DMSO) ; 1.64-1.92 (m, 8H), 3.90 (s, 3H), 6.70 (d, J
= 15.6 Hz, 1H), 7.46-7.52 (m, 1H), 7.51 (d, J = 15.6 Hz, IH), 7.65-T.
71 m 1H), 7.73-7.80 (m, 2H)
ESI-MS; 354
s 2290C

MISTIEEZRWY, ARICULTERBFI209~2 1 20LEWEEGHRL .
LM 209
1-[(E)-2-[6-73 /-9-TF)V-8-B3-I)NVA 07 =)l -9H-2-FV Z)V]-1-T
T -1-2oudy ) =) - HEE
NMR (400MHz, 6, ds-DMSO);1.31 (t, J = 7.2 Hz, 3H), 1.72-1.85 (m 2H),
2.15-2.30 (m 4H), 4.38 (0. J = 7.2 Ha 2H), 6.64 (d J = 15.6 Ha, 1H),
7.47-7.53 (m 1H), 7.64-7.74 (m 4H)
ESI MS; 354
s 178-180C
EWEI210

B)-4-06-73 /-9-TF ) -8-(3-7)A 07 = =)V -9H-2-F VU Z )V ] -2-AF )}
=3-T T -0-F—) - HEE
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NMR (400MHz, o, d6-DMSO) ; 1.30 (t, J = 7.2 Hz, 3H), 1.32 (s, 6H), 4.3
6 (@ J=72Hz 2H, 6.62 (d J =156 Hz, 1H), 7.38 (d, J = 15.6 Hz,
1H), 7.46-7.53 (m 1H), 7.61-7.72 (m, 3H)

EST MS; 342

EFl2 11

B)-4-[6-73 /-8-3-7)0A0 T 2 Z)V)=9-AFN-9H-2-TFV) Z V] -2-AF )V
=3-TF -0 —)) - WEEE

NMR (400MHz, &, .d6-DMSO) ; 1.32 (s, 6H), 3.90 (s, 3H), 6.62 (d, J = 16.
0 Hz, 1H), 6.44 (d, J = 16.0 Hz, 1H), 7.45-7.52 (m, 1H), 7.65-7.72 f(m,

1H), 7.73-7.79 @ 2H)

EST MS; 328

A >290C

EHEFI2 12

E) -1-[6-732 /-8-B-INA T T 2 =)V -9-AF)V-94-2-F V) Z )] -3-TF )}
3N T =3-F—) - - BEEE

NMR (400MHz, o, d6-DMSO);0.85 (t, J = 7.2 Hz, 6H), L 59 (0 J=T72H
2, 4H), 3.90 (s, 3H), 6.62 (d, J = 15.6 Hz, 1H), 7.32 (d J = 15.6 Hz,

1H), 7.45-7.52 (m 1H), 7.64-7.71 (m 1H), 7.72-7.79 (m, 2H)

EST MS; 356

EWHI2 13

FEBETD-2-(6-73 /-8-3-TNAO T x Z)V)-9-AF)-9H-2-F1) =
WI-1-TFZ )W) -1->ruxX>¥% ) —) - HEEE

1) 1-[6 BEE D-2-L LI TFNRE NV -1-ZF )V -1->r 0
N5 /=)

-ZFZ-1-270RXR>E ) —)bl0g. PUTFIVAINA RIA F30nlH
FOTVER (Y TFobUL) 190meDiREMEERZFHKTIOCIZTS
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B LUz, RISEAERERB L. b.p. 135C (0. 2nnHg) T2TgDER B X
DIk oREW (E:I=15:1) Z=/™k.
NMR (400MHz, CDCls) &6 ; 0.80-0.98 (m, 9H), 1.25-1.92(m 26 H), 5 86(d, I
= 13.2 Hz, =CHSn of Z isomer), 6. 14(s, 2H, HC=CH of E isomer), 6. 61 (d,
J =13.2 Hz, =CH of 7 isomer)
2) I-[BBID)-2-16-73 /-8-B3-I)NA 0T 7 x Z)V) -9-AF)V-9H-2-7
DoV -1-2F ) -1-2ouX>% ) —)b - $FEER

ETERI-IE) B D-2-(1L 1, I-M)TFIAFY )V -1-2 5 =)V -1
—yynRyY ) =)VOREWIT. 93 8-(3-7)A T Tz )V -2~ — K-9-A
FI-9H-6-T)F 3 1lg. BWALT NI TFINT BT LS. 208B L UEEEE/N
STUTLTINgZE RV 165mlICBB L2, ERFHEKTICITTS. SEREE
BLE, RGEEWEEEIFIVINICTHRLUAELRT CEZULBLID
BRI BIEKICTHRE Lz, ERELZEKRETT XU LA TEBRRBRER L.
BXZEIDAWSINVATLIOR NI S T74— () ATI:3508. ANFH 2o A
FYBBIFII @1 1:1. 1:2. 1:4), i F)) &, BonkERzz
BEER LTV /ANFH AT THREE L TAL-[(B) -2-6-72 /-8-3-T7 A D7z =
V) =9-AF)-91-2-F VY =)V -1-ZF )] -1-> 7 a2 F J—)Vb. bg=iwic.
INEAY J—=)TI0nIC & LoNERE Ml 2 mABE» LB Lz, T—7IV/BF
BIFVICTHBLE. BREER, T—7)UWTTHF L, 60CITTI0R
MBS L. Ei#l2 0 8 THAEZERIUI-[E-2-6-72 /-8-@-7)4n07x
W) -9 AFN-9-2-T U Z V] -1-TF V] -1->rax>y ) —)b - HESE
5.92¢ (INZE51%) =Hi-.
NMR35 & TSI AT AL

WA BEEEREEL. -10)-2-6-73 /-8-@-7)A07 2 Z)V) -9-A
FN--2-7Y =NV -1-2F =N -1-v a2y ) —)b - HEEH450mg (LR
4%) 1Rz,
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NMR (400MHz, &, d6-DMSO);1.62-1.88 (m 6H), 1.90-2.03 (m 2H, 3.86
(s, 3H), 6.35 (d, J =132 Hz, 1H, 6.44 (d, J = 13.2 Hz, 1H), T 44-T.
52 m W), 7.64-7.72 (m 1H), 7.72-7.78 (m, 2H)
EST MS; 354

BIHICUTERH214~227TDbEWERRLEZ.
FEHidl 2 1 4
1-[(B) -2-[6-7 3 /-9-TF)V-8- -7 VA0 7 x Z)V) -9H-2-F U =)V} -1-T
Fo -1 raRy ) =)y - EEEE
NMR (400MHz, &, d6-DMSO) ; 1.30(t, J = 7.2 Hz, 3H), 1.64-1.90 (m 8H
4.36 (q. J =7.2Hz, 2H), 6.69 (d J = 15.6 Hz, 1H), 7.47 (d T = I5.
6 Hz, 1H), 7.47-7.53 (m, 1H), 7.65-7.71 (m, 3H
ESI MS; 368
EHF2 15
1-[B) -2-16-73 /-8-3-I)NFA T = )V) -9-AF)V-91-2-F") = )}] -1-T
SV -1-2ra7% /=) - BEE
NMR (400MHz, o, d6-DMSO) ; 1.73-1.84 (m 2H), 2.14-2.32 (m 4H), 3.92
(s, 3H), 6.64 (d, J =16.0 Hz, 1H), 7.46-7.52 (m, 1H), 7.65-7.72 (m 1
H, 7.73 d T =16.0 Hz, 1H), 7.74-7.80 (m, 2H)
ESI MS; 340
e 181-184°C
L2 16
1-[E) -2-[6-73 /-8-3-7)vA 07 2 =)V) -9-AF)V-9H-2-TY Z )V} -1-T
TNV -l=2rundy /) —)b - BEEE
NMR (400MHz, &, d6-DMSO) ; 1.22-1.36 f(m 1H), 1.46-1.74 (m SH), 3.90
(s, 3H), 6.65 (d, T =15.6Hz, 1H), 7.44-7.52 (m 1H), 7.48 (d T = 15
6 Hz, 1), 7.64-7.71 (m, 1H), 7.73-7.79 (m, 2H)
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EST MS; 368
A, 222-225°C
EREHI2 17
1-[(B) -2-[6-73 /-0-TF )-8~ (3-T)A O 7 x = )V) -90-2-T ) Z)V] -1-T
Fo)]-l-vrandy ) —)b - SEEE
NMR (400MHz, &, d6-DMSO) : 1.31 (t, J

7.2 Hz, 3H), 1.47-1.72 (m 10H),

4.37 (@ J=7.2Hz 2H), 6.65 (d J =16.0 Hz, 1H), 7.47-7.54 (m 1H),
7.59 (d, J = 16.0 Hz, 1H), 7.65-7.72 (m 3H)

EST MS: 382

Ehpl2 18

(B -1-[6-73 )-9-TF)N-8-3-INA T T x=)V)-9-2-TVJ Z)V]-3-TF )b
3N F-3-F =)y - - HEEIE |

NMR (400MHz, &, d6-DMSO) :0.85 (t, J = 17.2 Hz, 6H), 1.30 (t, J=7.2
Hz, 3H), 1.58 (a J =17.2 Hz, 4H), 4.36 (o, J = 7.2 Hz, 2H), 6.62 (d,
J=16.0Hz 1), 7.30 (d J = 16.0 Hz, 1H), 7.47-7.53 m 1H), 7.64-T.
72 (n, 3H)

ESI MS : 370

EWHI2 19

(B -4-[6-73 /-8 B3-7)NA0T7 =)V -9-7 = Z)V-9H-2-TVJ =)L) -2-AF
W=3-TF > -1-F—)y - EEEE

NMR (400MHz, &, d6-DMSO);1.26 (s, 6H), 6.50 (d, J = 16.0 Hz, 1H), 7.1
9 (d, J=16.0Hz 1, 7.22-7.35 (m 3H), 7.42-7.51 (m 3H), 7.56-7.6
2 (m 3H)

EST MS; 390

FEhH 2 2 0

1-[B) -2-[6-73 /-8-3-7) A0 7 x =)V -9-T o E)N-91-2-TY Z )V ] -1-
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IF= )V -1->ra7y =) - HEEE
NMR (400MHz, &, d6-DMSO) ;0.74 (t, J =17.2 Hz, 3H), 166 (sex, J =T
2 Hz, 2H), 1.71-1.85 (m 2H), 2.14-2.30 (m 4H), 4.33 (t, J = 7. 2 Hz,
9H), 6.64 (d, J = 16.0 Hz, 1H), 7.46-7.53 (m 1H), 7.64-7.74 (m 4H)
EST MS; 368

EHEgl 2 2 1

1-[(B)-2-[6-73 /-8-B3-7)AB Tz =)V)-0-F o E)-9-2-71) Z)V]-1-
TTFo))-1-2 a2y ) =) - HEgE

NMR (400MHz, &, d6-DMSO) ;0.74 (t, ]

7.2 Hz, 3H), 1.60-1.93 (m 100,

4,32 (t, T=7.2Hz 2H), 6.69 (d T =156 Hz, 1H), 7.46-7.54 (m 1H),
7.50 @ J =15.6 Hz, 1), 7.64-7.72 (m 3H

EST MS; 382

EEH 2 2 2

1 [B)2-(6-7 5 /-8 6-7 )b 07 2 =))) -9-F 0 EIV-0hi-2-T1) Z)b] -1
TFo-les sy Oay ) — )b -

NMR (400MHz, 6. d6-DNSO) ;0.74 (t, J = 7.2 Kz, 3H). L23-1.37 (m 1B,
L47-1.60 (m OH). 166 (sex. 28, 432 (L J = 7.2 Hz 2. 6.65 (@
] =160 Hs 18, 7.46-7.52 (n 18, T.54 (4, J = 16.0 Ha 11, 7. 66-
7.72 (m 3H)

EST NS; 396

EHEFI2 2 3

B 4-[6-7 3 /8- 3- 7N A DT £ =)L) -9-T T EN-0-0-T 1) =)L) -2~ A F
N-3-T 59— ) - R |
NMR (400MHz, 6. d6-DNSO) ; 0.74 (L J = 7.2 Hs 3H, 132 (s 6H). 1.6
6 (sex. J=7.0Hz ), 433 (I J=72Hz 20, 6.62 @ J = 156H

7, 1), 7.43 (d, J =156 Hz, IH), 7.46-7.53 (m IH), 7.65-7.72 (m 3H)
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ESI MS; 356

EHisl 2 2 4

B -1-06-73 /-8-3-7)F 07 =)V -9-T 0 ) -91-2-T7V Z)V]-3-TF

W3- F -3 —) - $EEE

NMR (400Miz, &, dG-DNSO) ;0.73 (1, J = 7.2 Hz 3. 0.85 (1, I =172

Hz 6H). 158 (o J = 7.2 Hz 4H), 1.66 (sex, J = 7.2 Hz, 2H), 4.32 (1,
J=79H, 2, 6.61 (d J=1568Hs 1M, 7.29 (d, J =156 Hz, 1H),
7.45-7.52 (m 1H), 7.64-7.72 (m 3H)

ESI MS; 384

EREH 2 2 5

-[®)-2-[6-73 /-9->2 07O EN-8-3-ThFAn 7z =)V) -9-2-7) =

V-5V -1-vona7d%y ) —) - HEEE

NMR (400MHz, &, d6-DMSO) ;0.77-0.84 (m 2H), 1.08-1.16 (m 2H), 1.72-
.86 (m 2H). 2. 14-2.32 (m AW, 3.78-3.84 (m 1H), 6.64 (d, J =156

Hz, 1H), 7.44-7.51 (m 1), 7.62-7.70 (m 1K), 7.70 (d, J = 15.6 Hz, 1

M, 7.81-7.89 (m 2H)

ESI MS; 366

EWEFl2 26

-[E) 2-[6-7 3 /-9-> 70 70E)-8-3-7)Fa 7z =)V) -9H-2-T) =

W -l=TF oV -1-vrafyy ) =) - sk

NMR (400MHz, &, d6-DMSO) : 0.77-0.83 (m 2H), 1.07-1.14 (m 2H), 1. 65-
1.93 (n 8H), 3.80 (sept, J = 3.6 Hz, 1H, 6.70 (d J = 15.6 Ha, 11,

7.44-7.50 (m 1), 7.50 (d, J = 15.6 Hz, 1H), 7.63-7.70 (m 1B, 7.81-
7.88 (m 2H)

EST MS; 380

EREpI2 2 7
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B -4-[6-73 /-9->2 07O EN-8-3-I A0 7 2 Z)V) -9H4-2-T Y Z)V]
“0-AF)N-3-TF > -0-F—)) - HHEEHE
NMR (400MHz, &, d6-DMSO) ; 0.77-0.84 (m 2H), 1.07-1.55 (m 2H), I.33
(s, 6H), 3.80 (sept, J = 3.6 Hz 1H), 6.63 (d J = 16.0 Hz, 11, 7.4
(d, J =160 Hz 1H, 7.44-7.51 (m 1H), 7.62-7.70 (m 1H), 7. 80-7.88
(m, 2H)
ESI MS; 354
EWHI2 2 8

() =4-[6-7 3 / ~9-TF)b-8- 3-7)bA T 7 2 =)1) ~0H-2-F Y =)V} -2-AF )b
=3-TF -0-F—) - EEE

4-16-7 2 ) ~9-TF)V-8- 3-7 AT 7 = =)V) -9H-2-7 V) Z)V]-2- A F )b~
3-TF 2-0-F—)L200mgD A& J —)VAnIAKICEF ) ) 250 1B ITN0%/85 D
DA/ BREINY D A20mgE MAKESEI TR TOSMBERLE. NTVTA
JREENS O NEEE, BREBHELER B2 UASNVAILIOT
574 —(URF)N:1bg 2rapnirAy - r0airy /Ay ) —)=60
140 DAL (D) 4-6-7 2 /-9-TF)NV-8- 3-7)F 07 = Z)) -9i-2-T )
SIS AFIN-3-TFo-l-A = VBB, TREAY ) —IVITED L,
SNHEBESdTops Z A M L7s. BB IFI., T—FIVEMARRZEER,
I—F I THEL 85Ing% B, WK%,
NMR (400MHz, &, d6-DNSO) ; 1.33 (t, J = 7.2 Hz, 3H), 1.45 (s, 6H), 4.3
1 (¢, J=T72Hz, 2W, 6.33 (d, J =13.4Hz 1H), 6.40 (d, J = 13.4 Hz,
), 7.47-7.54 (m 1H), 7.64-7.72 (m 3H)
ESI MS; 342 |
EHH2 2 9

-[2-[6-7 3 /-8- (3-7)bA T 7 £ =)V -9~ AF )V -9-2-T U Z)V] - 1-TF)V]
“l=vuRCy ) =)l - EEE
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- (0-[(6-7 3 /8- (3-7 A 0 7 £ =) -9- A F Jb-0-2-7 1) =)b1)-1-TF
S-S5 TORYE ) —L300ned A S ) — ) 200l I SN bdrops B & O
10535 2 1 /h— % > 63ng% MAKZBES FEETITRESRLE, /55
O/ —R R, B L%, B AEETTLE L UBARE
KT B UL U, AHIEE B REAI THRISHE, AR
oA TER. WL, BEESUASNATAIOTRT T T4— (21 F
Y l8s UHOOAZ L. DHOOAS /A ) —)b @01, 20:1. 10:1) 1
BUI-[0-(6-7 3 ) 8- (3-7 b4 07 £ 2 ~9- AF JL-0-2-7 ) =W -1-T
FM 12D ORYE )=V EfBle. THEAY ) —VIED Lk, SNEE:
S AR L, BEICT— 5L EMAKSEER, T—F I THEL 6
209mg % @7, IWE69%.

NMR (400MHz, 6, d6-DNSO) ; 1.45-1.80 (m 8H), 2.02 (1, J = 8.0 Hz 28,

300 (L, J=80H, 28, 3.88 (s, 38, 7.45-7.52 @ 1), 7.64-T.1]
(m 1M, 7.72-7.178 (m, 2H)

ESI S; 356
R LB 2 3055 2 3 7 DIbaMEEm L.
Em#l 2 30
1-[2-[6-7 = /8- (3-T LA 0 7 £ =)V -9- AFIL-0i-9-F ) =)= =T F)V]
-2 rnTY ) —)) - EEE
NMR (400MHz, ©. d6-DNSO) ; 1.45-158 (m 1H), 1.60-1.70 (m 1N, 2 00

. T =68 and 8.8 Hs 4H), 206 (1, J =8 0H, 20, 293 (L I=8
0Hz 2. 389 (s, 30, 7.45-7.52 (n 1H), T.64-7.70 (m 1N, 7.70-T.
78 o 2
ESI HS: 342
EhuFl 2 3 1
1 [6-7 3 /-8~ (3- 74 0 7 £ ZJ1) -9~ AF)y-9H-2-7 ) = L] -3-TF -3
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RoH ) =)y - SEEEE

NMR (400MHz, &, d6-DMSO) ;0.84 (t, J = 7.2 Hz, 6H), 1.42 (@ J=1T7.2
Hz, 4H), 1.82-1.92 (m 2H), 2.84-2.94 (m 2H), 3.88 (s, 3H), 7.45-7.52
m 10, 7.64-7.71 (m 1H), 7.72-7.77 (m 2H)

ESI MS; 358

EHEH 2 3 2

1-[9-[6-7 3 /-9-TF)-8- -7 A0 7z = )V)-9H-2-7 U Z)V]-1-TF)}]
-1-¥rna7sy ) —)v - HEEE

NMR (400MHz, &, d6-DMSO) ; 1.29 (t, J = 7.2 Hz, 3H), 1.44-157 (m 1H),
1.58-1.72 (m 1H), 1.99 (dd, J = 6.8 and 8.8 Hz, 4H), 2.05 (t, J = 8.
0 Hz, 2H), 2.93 (t, J =80 Hz 21, 434 (o J =17.2Hz 2H), 7 47-7
53 (m 1H), 7.64-7.72 (m 3H

EST MS; 356

FEHapl 2 3 3

1-1-16-7 3 /-9-TFJ-8- (3-7)bA 0 7 =)V) -91-2-T"V) Z)V] -1-TF)V]
1= ra>y )—-) - HEES

NMR (400MHz, 6. d6-DMSO) ; 1.29(t, J = 7.2 Hz, 3H), 1.42-1.81 (m 8H),
2.03 (t, J =80Hz 2H), 3.00 (t, T =280Hz 20, 434 (o 1=71.2
Hz, 2H), 7.47-7.53 (m 1H), 7.63-7.72 (m 3H)

EST MS; 370

EhHag12 3 4

4-[6-7 32 )-9-TF)-8-3-7 ) A0 7 x = )V) -94-2-7 1) = )V -2- A F )L -2~
T5 =) - e

NMR (400MHz, &, d6-DMSO) ; 117 (s, 6H), 1.29 (t, J =7.2 Hz, 3, 19
1 (t, J=80Hz 20, 2.95 (t, J =80Hz 2H), 433 (a J =72 Hz,
M), 7.47-1.53 m 1W), 7.64-7.72 (m 3H)
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EST MS; 344
EHiH 2 35
1-[6-7 3 /-9-TF)L-8- 3-7)vF 0 7 x =)V) -9H-2-T"Y) Z)V] -3-TF)V-3-
Ry ) =)y - HEE
NMR (400MHz, &. d6-DMSO) ; 0.83 (t, J =7.2Hs 6H, 1.30 (t, J =172
Hz 3H). 1.42 (o J =7.2Hz 4H), 1.83-1.92 (m 2H), 2.84-2.95 (m 2H),
4.34 (g J =79Hz 20, 7.47-7.53 (m, 1H), 7.64-7.72 (m 3H)
EST MS; 372
KMl 2 36
4-[6-7 3 /8- (3-7 A 07 =)V -9-Ta ¥IV-0-2-T) Z)V] -2-AF )l
-7 =)V - EEEER
NMR (400MHz, &, d6-DMSO) ;0.72 (t, J =72 Hz, 3H), 117 (s, 6H), 1.6
4 (sex, J=T792Hz, 30, 1.91 (t, J=280Hz 20, 295 (t, J =280 Hz,
ZH), 4.30 (t, J=72Hz, 20, 7.46-7.53 (m, 1), 7.64-7.72 (m 3H)
ESI MS; 358
ERiFl2 37
A-(6-F 2 ) -9-U-(AFNT 3 /) Tz =)V -8-3-7)A 0 7 x =)V)-9H-2
—F Y DIV -2 ATFIV-0-T H )b - ZHER
NMR (400MHz, o, d6-DNSO) ; 1.12 (s, 6H), 1.76-1.82 (m 2H), 2.82-2.90
m 2H). 3.00 (s, 6H), 6.89 (d J =8 8Hz 2H, 7.25 (d J =388 Hz,
oH), 7.27-7.37 (m 3H), 7.44-7.51 (m 1H)
EST MS; 435
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mM NaCl, pH7.4) Zmnx. BBL=. TOEER0 45mlic. PUFULTER

LizroalrzaxX>F N7 T /> (CH-CCPA: 60nM; 30Ci/mmol) 0. 025ml &

REBRLEW0. 025ml &M ATz, REBRCEWARKIE., FIHEWREDN. 20mic
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pl 2B, EHBIC0 6 MiBEREE 1350l KRBT 5. 52?_"{&\53\%& (1500 g .
10 43, 4C. BHFOE CS-6KR. Xw 7<) ) LTEZ EEFOSILI—
ZEZNA—AC FARTa— FINHETYE) 2HWTHELE,
HRIZIERE—1~F6 - 4ITEREBITRL,
G RITIR 5 5 BRI MR D13 51 BB 63 5 % Mo H USRS TR U,
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