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(57) Abstract

A substituted amine derivative represented by general formula (I), having an agonistic activity on 5-HT,
receptors, and useful as a 5-HT4 receptor agonist for preventing and/or treating diseases accompanied with the
insufficiency of such an agonistic activity, such as central nervous system disorder or digestive tract movement
disorder, a pharmaceutically acceptable salt thereof, a medicinal composition containing the same, and an intermediate
represented by general formula (IIIa) wherein ring A represents a benzene ring, a heterocycle containing N, S or O,
etc.; X represents -CONRs-, etc.; R! and R? represent each hydrogen or lower alkyl; ring B represents a cycloalkane
ring or a heterocycle containing N, S or O; and R3 and R* represent each hydrogen or lower alkyl, or R3, R4 and the
adjacent nitrogen atom are combined together to represent a heterocycle.
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UERTRIGE. N=T7UFVERLUIEEH XV %2 FHIITL, BEKD
XU S A FERIESIEZZEICEDITONEN, TUMELIETLF
MELTH LK, 2haE BS5 VEOBEYEETHICIO TILFILELTITDhbH
Do

(BIIER)

fteth QVDOZXFLEs%RTTL. LY (Vla) #BET3ITETH 5,
FZ 13, NEHBETT, KECVFILTLIZILERWTITDN S, 20O
teth (VIa) RESHWEOLIATIVELOFERELEHD—D L LTHERIN 3,
(BIIE)

ket (VIa) i2790 4 3 FEBALHRREZEL, t&% (Ib-2) %
WMETHIETHD, IV /7T GEE) RIGIZEDTINA I FEFA LI,
AFNT IV, E RSV VEORRBAITRFZEZEL, L& (IIb-2) #E3
o E7o, L8 (Vla) (U8t F Ao FEEREZET—BoF L%,
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TINAIRAVIL, TRUDLT O RFRIZIOBEBTEEAHAL, £ FI
Iy, ERSOVETREZEL, IIKFERVF LTI =Y LEDETH
FRAVTETTAIEIZIOBELTH LU,

(Z D DBLERE)

EZPLEYRITIIE L OBREEESTATED. TORFSAFA L TERES
BAT-TRETZI L., £HEADOANTUBESATED, ZOAFOB|
HEORIEZHERA L TRETSILHTES, fIZIES—FF2F, N-*#

VFEEMEIES —NTOURPLZDOS - 0&FH A =NEP =N&EksE
EIZTE - THBELKFEPM — 7 0 oBREEHT EOFHARE TNE T 38(kIC
IO, N-ERLEMIB A BELRBIIN-TAF IS B 0IEE | Bl LF
BRICT I MME, AR IVBZZTIAET 2 I EI2ED, = —FIL{LEmiEstis
THETNI=NAXET =/ —NERETENT4 FEEEBERODEETICRIGE &
BILEDEEIILD, NFA4 FREEONOT AMUIZLOESICBETE 3,

INSDREICXOREXNERAMREY (1) © (MTa) (3. MO
HHMNIZDIFE LTHEEXN, BRXNh3, B BSRIIHE, &5, &8,
BiE, BER. FEIo0° NS0 4 R EOBEOERELER LTI HN
%0

IO LTHE o EsEEME /132 DRI, BEOEERIICHTI &ick
D, SSIHIDEIZEL I ENTES,

SHORMEGKIT, REAMOYBELFIREOZAFIA L TOBT 22 0T
&3,

BE. FRULEMI. RFRERPFETIHEDHD. ThoDOrERME
i3, BUSEEBRERT I ERIEPH T LI O N IS T4 5 EDETIC
LORETEIENTED, Flo, BYVOLFEEHLUHREREZH A2 0L
D, EORFRMEEZE—IIRI I ENTE S,

LIS, sidoiEsk, FICREEMARROMEERVBTOLEE L
TRHDEDEELZRWTERTE ZEMBILIIIDLEMEFITRT S (F1) ,
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BEEZE F DR A ATREM

EFREPEEMT, FRE XURHEMER, HILER, OMER, WRERAL L
CHFETS5 -HT. XEERCH UTHERNGERESEEE T2 810L0, &
HoRA. Bl A%, LEEE. ARV EOFIRMERESE, S/ ¥ntay
#. FEHREMHEALR, WBLAERKF. AT -, B, Bo, 1Bt &
IBEAZE, Ef, REFNROMBLLERESLE, 2038 - BHEX. § -+
fRRE. HMEIE, B TE, KRR EORBIZES MLEEHEEOBRER
UFBIZEWTHRTH S, oI, XRFLEML, OFL., OFEML ED
BREAZITH S KREP, REBHAZE. REZEGH AVIIHNIRIE LS S0 5 HHR
WEL CWRSBFROKE, S SIRFHIEE. ERNERSESIC L 2EHLR U
REFEDIGRICAWS T ENTE S, T, FRALEYRINBESAERAE
TAHIEILXD, BFOMEASINEE28FRAOIBESEEAA (ant i
nociceptics, Arzneim. Forsch. /Drug Res

» 43 (I). Nr. 8 (1993)] tLTHLHRTH?S,

Fro, FEWPRELEEY (Ma) XIZDEz, FRELEY (1) 020D
HEFOHFEINIBEOFFTPHMEL LU THERTH 3, k. FHEBLEY
ORER NFREEILENN SERB|EAY (1) FITEIRTEEIIFDOR®
NTH5

FHRPEEVOERFRRILUTOERAKICL ORI NI LD TH 2,
(1) in vitrod8& (5—-HT. FFEERMIER)

a) BRABIZ L2 ENEy MORBINEEDREE

Craig, D. A. oOF%, [Craig, D. A. and Clarke,
D.E. :J. Pharmacol. Exp. & Ther., 252, 137
8—1386 (1990)] c¥LTHRRBRL/,

TbE, Wit HartleyRELEY M (300~450g) OEEN™
SHEMTRZFEHEL. kreb sBREMI LI IZEHBIEEH 1 g T
BEL. 0.1Hz 3ms e c DERKERFIMEE5Z T, EMBEBONGERSE
FRZERAI L7, BREE2IIRT,
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b) 5—AMFYPUTI ITIDIESE

Craigoohbtk(Craig, D. AL et al:Naunyn-Sc
hmied. Arch. Pharmacol., 342, 9-16 (1990) ]
iz#eU. 5-HT. SEREFETHS5-AbFI MV TEIVERKRSELT
. 5—HT. SEEERASSEZRBETH I LIIL05 —HT.. ZBEKERES
ZRIE LT
ERER

% 2 ELEvy MOBDIEEAR

ENEy MEIEREE (M%)

t & B

10°° 3X107% [ 10°° (M)
EhtfF 1 1007 1539 1873
Kt 6 76.9 1094 120.8
EMEFI16 656 1110 1522
XHRLEY 1 16.9 228 36.8
SRS 2 26.7 322 4 6.6

*xflB{t&41 : Sci. Pharm., 58, 273-280 (1990)

IR NIIBIEAM 2D A F ALK, 4-T3I/)-5
—200-N- [ (1 =IXFNTI/—-1~-v7anky
W) AFN] =2=AbFINVXT I F,
xtEkE&®W2 : Sci. Pharm., 58, 273-280 (1990)
IR &ENIc4 =TI/ -5—-200~-N- [ (| -VxF
N7 I)=1=v7anFil) LFL] —2-LAbFUX
I S
COER., AL ME. AREFMICSSEE ST E Y MOIBREREER
R U, DOFEPLEMILZENEy MOBEONGEEERIZS ~HT, %
BEEHETHZ5-APFIVMITIIV] 0 uMITKBBRBEIZLD T 0~
9 0 %iMFEN, WHREENEy MNEABRFEEEERADIRAENS —HT £%&
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EANDIERIZL 5 Z EfER SN,

NhETOS5 —HT. XEEFEBELTRIEYDOLIZI5-HT,, 5-HT,,
D. ZEFEFIIOIEMUERT I ENMHSN TN S,

DX UEMDRFEENOIERITEIER OB T2, BEIZIZ8EI
BE, TH. Ei. BRENOERLENELRS,

FRAYS5 —HT. XBEEREBHETH2EXZRB[IEEMI. BIEEOEE D4
WX OELEEDEWEHREWVA D,

(2) in vivodl&, (1 XIHF3HEFTHE)

Itoh Z%EDOAE (Itoh Z., Honda R., Aizawa
I. and Takayanagi R. :Gastroenterol. Jp
n., 12, 275-283 (1977)) (ZEEUCTEEET-70 £ XOHKY
FIER (MY 795 3 cmARIONE) (CRIREIMEARLH T AHMEIZT + —
AN VRV a—Y—%EE L. FBULOERBEH A EBET CAIE L, A%
#9 2 BEMI R ICENER] | OLEMD 1 7233 meg  kgxESF U TSk
HTEARET S &, FALEMIIREHE 5 4HOZHFBEOMot i 1 ity

Index (MI) 21 00%&L7BE. RTLOM ] 2RATENEN |
TT3x&KU1 94.5 %ML,

COBRERUPLEMIEN-FERLEER ZRT I &0 EZa s,

F7o. 5—HT. fEBER, BHE LA EFHI2W0EEILE Y POEBANE L.
KRR FORGEB ZTEL. £ FOFERILAITHZ 2 ENBMEINTLS
(® C. J. Elswood et al., Eur. J. Pharmaco
1. 196, 149-155, 1991, T. A. Burke and G. J.
Sanger, Br. J. Clin. Pharmacol. 26, 261—-26§
5, 1988. @ Nippon Heikatukin Cakkai Za
sshi 21, 1-9, 1985.® R. W McCallum et a
1, Drugs 36, 652-681, 1988) #-7T. 5-HT. Z&{&
FHEEEZR T 25RALEYRERIH LTLEHTH 3 5L 50 3,
—f&IH (1) TRENS{LEMPREFMFEINIZOED | BRI 28
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LIE8ES & LTAaET2REMABRMIT. BFERAVConTH 3RAIROHEKE
DREA. FOMOFRMFAZRWT, &A1, BH. MR, AL 7 7eUE
fLEl. . ESTF. AFIZCER I, ZOHXIGIERONITREENS,

REBIER, REXNROES, HEl, FEFLZELTHEL DBFEIITLT
FEREENZN, BERAIBIZOZ0.1~200mg. H#ELE1~10
OmgO&FEETI! B BEMSKEEIIFITITREEZ NS,

AR IZ L AROKXEOHOREGEEBRY E LTI, &7, BAL BEAEN
AL oh3, COLS BEGEBMICENTIE, —2F7cldchl LoEENYE
p5, W1 E b—ODORERUEFRAL FIAILFIE, <= b=l T RO
E FoFvZobltlo—X, BEatVo—, To7 0, FJEZIUED
J Ry, AT ABTNI VB IR U LERESIN D, MBI, FHEICR
5Ty FEHLFRALAOERNF., FIAEXTTY VBT TRV LDEDE
BIRFICHMET ) I—NEEAN YD LOX S BEER, 57 b—RDX 5%
EH. ZNT I VBEFI BT AN FUEO L S BERHEBAZEA L TN T
bl ERFARAFILEIZIOYaE €£5F 0, o Toblt
No—Z, ERoF/TobAFNENO—RT YL — FMIEDHELKD AL
HrstEd AVIIIBEHENEO 7 4 VATHERLT L LUy,

ZENIE50-DOREERIZ. BRCHFESNIFURAL BEAL. BRAL
oy TR, TYFULRIEEES, —REAV SN S AEELTHRAL flX
FREK, T8 —VEEG, JOEBYIITEEEHFRALGHIERA, &
KD X573 HBF, HekAL Bk, FEF. BBHZIFEL T Th I,

ERNIREO-HOESH & LTIE, BEOKMSE 723IPKEOREA. BiE
X, B EEST S, KEOFEKRAL, BERAE LT, FSEHREARKR
UERAEENE TN 5, JEKEHOBEF. BRAE LTI, fXETorL
vy A=, FYZFLy VA=, T -THOIIBHENH, =5/ —
NDEHITNI=IE RV IIMR=F8 0 (F@mB) Frbd, Z0LH%
MRz, X SICREIERL. EEAL FUEAL S8R TEMLA (FIZiE 57 K
—2) . BREBH (WXL, TV I VB TARSFUR) DL LB
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AEATHLV. THoRFIZENI TV TRET 4 V7 —Z2ETHEE, REH
ORE £ B> TEELRZNDS, INORELRACEHGBERY = RE
L. FRINCERKEIEEOEHABRICERLUTERTS I L TE S,

A EMT 2. DOZBOFRE
PIT Iz MM A8 L. AR OV TEICFHIICHAT 20, £RHEIIh
SDOEMFDTEICEL > THIRESNS DTN,

B, AREFEREEMIIFRTHE LT EN TV 5, FERLEHOBEE
EEEFIRT,

SEF 11— (i)

20— (1 =UAFNANTI/)—1=v7anFIl) 25 /)-) (0.8 4g, 4
dmmol). P T7z=lkRT74> (1.968g) . 79NV43K(0.96¢g
) DFFSERoTS Y (15ml) BRIDKSETTVIANRVEED ZFIL (
.04g) 222RTHTLRETS3 0 0BRE L, RICKERE%, BE
SRR T F LV AMAFRIEE THE U, KBZKEA Y Y LTT VA ) UBEE
IFILTHE U, BT FIUBZEMARKTRS®, kB 7% L
TERLUiBG%. BEEZVIIFNVASLIOR NS5 40— (30g) 2L
tro A5/ =—270kR)VAL (1 :10) THEHLTN- [2- (1 -UXxF
NTI)—1=v7andyl) ZFIL] 7904 3IF%0.41g (28%) 1§
720
HEfE:E] (m/z) 300 (M*)

S LmaX7 b (CDC 1., TMSHEEE)
§:1.15-200 (12H, m), 229 (6H, s), 3.60—-3.85
(2H, m), 7.6 0-7.95 (4H, m)

BEF -1 - (1)

N-—[2=- (1 =UXFNTI/)—-1=7a~FIVIN) TFN] 7743
K(0.40g, 1.3mmo 1) M40%AFATIV-2x%/—=)L (15ml)
RBEmEE5 0°CT | KR L, RICHEZRMGER., BAT VATV HS L
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20T RS 74— (108) 1IXffl7e A5/ —N—20okILL (1:10)
TEHE, TVEZTK—XAZ)=N—=200FKNL (2:20:100) TH&
HUT, 2= (L =IXAFNTI)-1-V70\FUIN) ZFNATI VA0 1
5g (669%) B, Wk, ZOBMIMISEF 1 -2- ((iDER—BTH3
ERIEE N

(2= (1 =DAFNTI)—-1-U70~FVL) ZTFILT I VOFEERE)
sEZH1-2- (i)

7T—-7H¥x¥o [5, 831 F2%-T-*+39%0g (0.28mol) ®2
%7 VEZTIKHEEZR200m ] 2 -7 L —=TF130°CT1 5HRKEIE
Xtte, RICRABETEMEL. Bon/cmiRMIBfiF L 2mMZ 232 Lick
D, HEYZE, Bon/BREZRHBEI TV n—~FU0=1: 3OREE
BAoB#&RaLT39.0g8D02- (1 -T7I/)-1-v7aAFFv)) PE+7
I FEHBT,

HESHME:E] (m/z) 156
T ILB IR )V (CDC 1., TMSHIBERE)

6:1.30~-1.70 C10H, m), 228 (2H, s), 548 (2H, b
r), 803 (2H, br)

SZF1-2—- (i)’

YooanF ) FUBBETFIL (0.84g, Smmol) DY UEZT (8m
1) =4%/—=)L (30ml) BEABHRA140°CTIHMHERBRE LI, K
ISR ZRAER, BRECIHRTF VEMA, JhEFEBTHE U, KE4BE
&, KBEA UV LOKIBREMATNVAVEE LIEBUBRE L., BED XY )
— VAR RA%. BEEEGEUBREDAY /= —20okiVih (1 :10)
ESEBURGL. BEEVVAFNVASLIOR NS5 40— (30g) i
fflice 7VEZTK=-AFT /) —N=2700FKNLL (2:15:10) TEHEL
T2—-(1=-T3I/)-1=-27a~FV)L) TEFTIFK%2058g (74%)
B
HESHME:ETI (m/z) 156
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RSB L (CDC 1., TMSHEER®E)

§:1.30-1.70 (10H, m), 2228 (2H, s), 548 (2H, b
r), 803 (2H, br)
sEF 1 -2 (i)

20— (1=-73)—=1=v70AFIN) TEb;T7TIF303g%7TEhr=}
Y50 0m ] ICERIE. RIROKEEN YT LE3.5 g%2MA. 1 0°CiTi
HUt, SINIIEAFIUE5.0g%2BT Lic, ZIRTS BERELIE, K
EHEAKICIZ, Z7OooshilL: 2—Fas)—)b=4 : | ORSEHRTHE L
tro HHEE A AIEKTEY, R/ R I L ETER L, BAK, B
AEELTEOSNBENAREIF V- n —~FHYUhoEERLTI8 8¢
D2— (1 =VAFNTI/)—1=-2720FVIN) TEI;T7 I FEHI,
HEMME:El (m/z) 184
Bs B a7 ML (CDC 1., TMSHEEA®)

§:1.30-1.80 (10H, m), 232 (6H, s), 253 (2H,
s)
sEH1 -2 - (iiD)

2= (1 =VFFNANTI/)=1=Y720 FVNL) TLET7IF500g% b
NZr200mliERBL, SIANKELEER (2-AMFUbF2) TS
L FRUYL (TOSMLIUEE) 32m] ZMMA. 3KMMBER L
teo 1 0°CIZ/AHIL, AEFIE®E/KSm 1 ZMA, X51Tk50m 1 2MATEL
torkBRAERE Uz, MREREH®H, T M= b VRUEKFEEF Y L2100
Z, ROBEEFEEL. BohBRYERERI THRELTERSHD 2
— (1 =DXFNTI)=1=Y70nFIN) ZFNT V0.6 9 ghlElkis
EELTH,

P& :585°C (l.2mmHg)
HEsfE:ETl (m/ 2z) 170
B Em 27 ML (CDC 1., TMSAKER%)
6:1.20-1.80 (12H, m), 222 (6H, s), 260-280

3 9
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(2H, m), 3.00 (2H, m)
SEFH1-3— (i)

20— (A =—IAFNTI/)=1=-Y70~AFUL) TEMTIFK200g%5E
U5 0mliZER L. JTIAFFUEBAY oml ZINZ, 6 0°CT 2 B
B U7, ZRICHEL, BREEBETEEL TR ON/CHBIRMICKEED Y ™ L
KEBRAENA, 700FNL: 2-T08) ==4 : | ORAEHTHE L7,
HHEE A OMAEK T, Bk~ 2 VY L ETER U, BBk, Bt
EFELTEONIMRNE IV AF NS LIaT TS5 T 4 — TR LT
(BFHIE : 7OoFRIV L 25— TUEZTKk=200:20:1), %
EmEMELT2- (1 =UAFATI)—1=-v2a0nFUL) TLh=}Y
V1.5 6 g&xifis,

HEnE:E]l (m/z) 166
TRIMEBER AR bV : (neat) 2275cm™ (=CN)
BB AT ML (CDC 1., TMSKHIBEY)

§:1.30-1.80 (10H, m), 2234 (6H, s), 241 (2H, s)
sE{ 1 -3 - (i)

2= (1 =DAFNANTI) -1 =Y7und ) Tb=bJIN02g%T
F)=N10mliCBEBRL. 4RTEM/ D FY a0 6m | ZMA, BL
B£0.0 2 gxfiitE UT4RE. 4 0°CTHEMETE | 5 BMT-7, s
BRELUAERIGEZERMEL. SonfamikMice—FUAEMA, £ UitBisn
WTBEIEITED, 2= (1 =DXAFNTI/)—1=-v7oAFIN) ZFLT
IVEERIEELTO.2 2 giBs,

HEsifE: FAB (m/z) 171 (MH*)
FE[EB IR ML (DMSO-ds , TMSAIEZEH#)

§:1.10-1.85 (10H, m), 220 (2H, m), 261 (6H, s).
.00 (2H, m), 826 (3H, br), 1055 (1H, br)
SEF1-4- (i)

XFLvygonddy (4.80g) D=7 (50ml) BRiZZ7ouox
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WRZNAIVTR—b (1.308g) ZKETTMAEETS 0 2BEBHEL,
IR FAMEEF F YL (20g) =K (100m 1) BIKE 1 0 %/KEEE
AU okiEREPH L 0123 X 2ICRAEITKS T TNZ, RE T2 KRgs
Utzo RIGHAZ—FNVTHE L. T—F VB4R K Tobk. Bk
2R UYLTERL. BETEBHELT, | —-7Y¥2¥o [3, 5] J+v-2
-4 (6.04g) #H7

Bmim a7 b (CDC 1., TMSAIELE)

§:1.20-1.90 (10H, m), 262 (2H, d, J=2Hz), 6.7
0 (1H, br)
£2ZH 1 —4- (ii)

1 =7H%2to [3, 5] )+ =2-F2 (6.76g) £A% /=N (15
Om1) . BHEE (5m!l) ORABREABRBRNMBER Lico RICKZBET 2
Mk, BRI F L CTHERUFER THE Uic, KBEZKEEN ) Y LTT L
AVEE L, BT FIUTHE U, BB T ILE £ AMAIEK TkH Uk
B+ b LTER%. BETEBELT, BRE2TVI+HSL 0TS
4= (10g) It lte gk L—2%/— (10 :1) THEHELT.
2= (1 =T3I=1=270AFVN) BilEAFIN (1.6 5 g) %281,
S ERINY ML (CDC 1, , TMSHIEZ)

§:1.20-1.75 (1 0H, m), 1.62 (2H, s), 2240 (2H, s).
3.68 (3H, s)
sZ6 1 -4—- (i)

2= (1 =73 /)—-1=-v7an®IN) B A F)V (1.7 1 g) £35%%
W) UkiEdg (20ml) . ¥BE (20m ) OREEGAZ 1 1 0°CT 2 B
BEL7, RICKRZEETRMH®R., BEIK, KEN D LENZT VA YL
U, SNABFE T F LTl Urc, BFSEF V2T AEKToed U, Bk
BEF b LTEERE, RETEELT2- (1 -UXFLTI/ —1-v0
ANFUN) BEEEAFV (1.8 6 g) %87
BB AR ML (CDC 1., TMSHHIEHE)
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§:1.20—-1.95 (10H, m), 2222 (6H, s), 232 (2H, s),
3.65 (3H, s)
sEH1—4- (V)

KFEAEVFILTNIZVL (0.208) DFF5EROTS5Y (20m1l)
BRI, 2— (1 =UXAFATI)— 1= 7a~FIN) B AF)L (1.0
0g) ZKSTMA, RET3 0oREREL/I, RIGKICHREEF MY DL - 10
Kk (1 g) #MAZET | KFHEREFEEEL, BRTBEETEMELT, 2 -
(1=URAFNANTI)—1=V20AFUN) 5/ (0.8 9 g) %87,
MBS EBIX7 MV (CDC 15, TMSHEER)

§:1.10-1.90 (10H, m), 1.80 (2H, t, J=6Hz), 2.2
7 (6H, s), 3880 (2H, t, J=6Hz), 670 (1H, br)
sEH1-5—- (i)

1 -7%2xEo [3, 5] /+v—2-4>2 (0.83g) D29%7T/EZT
kK (15ml) BREHERST130°CTI SHEREL., RIEKAERET
BEk, BEETNIFTAS L0950 4— (10g) IZffLf, Z7uo
FNWL=4F)=N=To&=TK(100:10:2) THRELT, 2- (1
—7iI)=1=-v70AFVN) TEFTIF (0.92¢g) 287,

ZOLDOREEHMI —2— (1) ® (i) ' THSWIALEYER-—BTHS
ERIEZNT,

SEH1-6— (i)

2~y raAFVYFUTERMIN10.94g (90.3mmol) (I8
T40BAFNTIV—AF/)—NBEES5m] ZMA, HEESH, §0°CT
| 8EERMHE L7co RICHEREZRETRAE L, Bz F L EMA, EBKkBKT
M Ufco KEEKEEA YD LTEEEE Lk, B F L Tt U7, M
Ak, SAFAEKTHS L, KRBT ) 7 L TEER%,. AL, BETE
HTAZ&EIL-T, 2= (1 =AFNTI/) -1 =V7uonFvl) T h=
FUILEB.92g (659%) 157
EHERIEBINT ML (CDC1,, TMSRHIHEE)

4 2
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§:1.00-1.90 (10H, m), 231 (3H, s), 250 (2H, s)
HESWE: GC (m z) 112 (M -CH, CN)

SZF1L-6— (ii)

20— (1 =AFLFI)=1=-Y2uAFUL) TEF=RJIL8I2g (5
8.6mmol) DI/ AFLVEHER (1 00m1) ITKETTREE]l Om 1. &
=)kl 0ml., kFEREIFEFIYDTL240g (63.4mmo 1) %IE
IZInA., EETARM I 0 oWRELI, RICETITKEMA, K7 LTE
EMELA®E, 10%2A7 /) =)= 00FRVLERTHE U, MK EK.
SR RIS KTHRE U, BoKERRE S b ) Y L TERE. AL, RETEMET3C
EIZE-T2= (1 =DXFNTI) -1 =-27a0AF L) b= by LA
.06 g (93%) 187
s B A7 bl (CDC 1., TMSAHIEZ)

§:1.20-200 (10H, m), 227 (6H, s), 234 (2H, s)
HESHME:GC (m z) 166 (M*)
sEM2- (i)

2= (1=73I)=1=-7209~AFIN) TEFT7TIFN (0.78g) LMY
FATIV(0.71g)DI700Xxyy (20m]) BRIZCN) 222U A F
Nray R (1.81g) #FBTMA %, FET2HERBREL:, okt
FEfR, BACEERTFVEMA., Thek, @MEERKTRIP%. EKEig< 7
XU LTEEL, BURM LI, BEAZVVASNVAS LIo< NS5 T4 —
(308) iIffL. NFH U —FRTFN (3 : 1) THHELT, 2- (1-F
VDI7xZNWAFANT I/ =1 =270 \FV) TEb;TIFK%1.28g (64
%) 772,

HESHE:E] (m/z) 398 (M*)
BB 2N bV (CDC 1, , TMSHEREZH)

6:070-1.95 (CI10H, m), 1.88 (2H, s), 315 (1H, s),
545 (1H, br), 600 (1H, br), 6.95-7.50 (9H, m) .
7.50-7.90 (6H, m)
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BEH 2 - (i)

2— (1 =PMYTzZWAFATI/) -1 -2 70NFVIN) TEFT IR
(1.2 0-g, 330mmol) &=, KEMRVFILTILIZDOL (0.24g) OF
FSeEFo75y (20m]) BEIIOKETNAINEZT7 0°CT 2ERREEIEL
to RISHGICHKIAT. BelgEH MY ™ L - 1 0kF0H) (3 g) 2MA. RAETI K
BIREEE. CNERBL, BRERM LI BAZV ATV AS LI o= v
So4— (20g) iTHU. A%/ —=—2004LL (1:10) THELT
2= (1 =MV TxZWAFNANTI) =1 -Y7aN\FVI) ZFILT I %0,
45 gt
HEMFE:E] (m/ /z) 384 (M)

BBRSIEB IR MU (CDC 1:, TMSAKELE)

0:075-1.55 (12H, m), 1.67 (2H, bs), 255-2.86
(2H, m).6.95-7.80 (15H, m)

SEZH3 - (i)

SEF 1 -4 - (iv) ERKBICUTUTOLEY%EE

2— [1 = (N-RYIN=N=-XAFNTI)) —1-ranfkvi] =¥
J =N
BREB 2Ny L (CDC 1., TMSHEHERE)

§:1.10-205 (10H, m), 1.92 (2H, t, J=6Hz), 21
2 (3H, s), 3.68 (2H, s), 388 (2H, t, J=6Hz), 7.1
0—-7.55 (5H, m)

SEH I~ (1)

SZF1—-1- (i) R (i) ERMBRICUTLUTOENEET,

2— [1= (IN-RUZPN=N=AFNTI/) = 1=-v7aonFy)] =+
T I
ERitiE 2y ML (CDC 1., TMSAHEEX)

§:1.10-200 (C14H, m), 209 (3H, s), 265-3.05
(2H, m), 362 (2H, s), 7.15-7.60 (5H, m)

4 4
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SEH 3 - (iii)

sEF2- (1) RU (il) ERRKUTUTOEH A BT,

2= L1 =XFNTI) =1 =220 FUL) ZFATIY
HENIfE:E1 (m/z) 156 (M*)
EHEIEBINT MV (CDC 1., TMSHIHERE)

6:1.15-1.80 (15H, m), 2228 (3H, s), 260-295
(2H, m)
EZF4— (i)

SZF 1 —4— (1) LRKIZLUTUTOEY A1,

1 -7TH¥X¥o [3, 4] A0%v—-2-%
HEs#E:E1 (m/z) 125 (M*)
BBETIEBINT ML (CDC 1, , TMSHSEH)

6:1.68-1.72 (4H, m), 1.81-1.86 (4H, m), 2.86 (2
H, d, J=2Hz), 612 (1H, brs)
sEZ64 - (D

BEF 1 -4- (1) LRKIZLTUTOEY%EB1,

2= (1=-T73I/)=1=v7arRVFN) B2 F I
HEAE:E] (m/2z) 157 (M*)
Bax B IX7 L (CDC 1., TMSHERE)

6:1.57-1.69 (8H, m), L.L77-1.83 (2H, m), 251 (2
H, s), 369 (3H, s)
SEH4 - (i)

EEM1 -4 - UiDERBIZUTUT DA YA B 1,

2= (1 =IXFNTI) =1 =2 20RUFL) Bilig £ F
HESHE:El (m/ z) 185 (M*)
BB ZINXT PV (CDC 1, , TMSHIHZH)

6:1.55-1.85 (8H, s), 229 (6H, s), 243 (2H, s),
366 (3H, s)
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sEH4— (V)

SEH 1 -4 (Qv) ERBRICLTUTOLEY %R,

02— A —=D*AFNTI/)—-1—-Y72axXVFII) 25 /)-)
HEaWE :EIl (m/z) 157 (M*)
BHRSEBIRI ML (CDC 1, , TMSAHMELE)

§:1.40-1.45 (2H, m), 1.50—-1.66 (4H, m), L.71—-1.
73 (2H, m), 1.84-1.89 (2H, m), 225 (6H, s), 385
(2H, t, J=5Hz)

SEHf4 - (V)

sEF 1 -1 - (1) ERRICUTUTOEEHEE .
N—=[2=(1=IXFNTI)—-1=-27aXRVFI) ZFN] 771432
K
HESWE:E1 (m/z) 186 (M*)

GHKREB IR ML (CDC 1., TMSRHEEE)

6:1.48-1.52 (2H, m), 1.59-1.97 (4H, m), 1.81—-1.
86 (4H, m), 2228 (6H, s), 377-3.80 (2H, m), 7.6 9
-7.71 (2H, m), 7.81-7.84 (2H, m)

SEH 4 - (vi)

SEH 1 -1 - (1) LRAKIIUVTUTOLEHNEE
2= (1 =UAXFNANT I/ 720RIFL) ZFAT IV
HESE: FAB (m/z) 157 (MH*)

LB 2T ML (CDC 1., TMSHEEHE)

§:1.40-1.45 (2H, m), 1L55-1.67 (6H, m), 1.73-1.
78 (2H, m), 2228 (6H, s), 278 (2H, t, J=8Hz)
SEHS - (i)
2= (1=73I/-1=-7anFIN) BEEAF) (0.20g, 1.1 7Tmm
o0l) DIEMAFLY (1 0m!l) W, KET. EVYY (0.2m1, 2.4
Tmmo 1) . #kEF (0.2m1l, 21 2mmo 1) #MEIIMZ. BT 8

4 6
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BRI 3 0 iR L7, BERTAY /=) (0.5m 1) 2%, FET3 045EE
LT, RIGEREREH®, BEIOKENA., BBz F L THEL, Bon/ -8
BA RSk Tk, kBT MY DL TERL, BELT2- (1-7
tFNT I/ -1 =v7onFUN) BEELAFNE0.25g (quant) B,
HEMME: GC (m//z) 213 (M*)

ERsEB AR ML (CDC 1, , TMSAIEXE)

§:1.15-1.70 (8H, m), 1.96 (3H, s), 200-2.28 (2
H, m), 285 (2H, s), 364 (3H, s), 528 (1H, brs)
SEH5 - (i)

2— (1 =TEFATI/)=-1-vru~FIL) BiEgAFIV (0.13g, 0
8 lmmol) ®N, N=UXFIFRINLTIFK (6m]) Wz, KET. 6
0%7k#FEMLFPUYL (35mg, 0.8 8mmol) £A. FETI 0 HRE
Bl SOIEORGIIZZEETIIEAFIL (0.1ml, 1.6 Immol)
A, FET 4B L. RICREZRER. BEOKEIMZ Bl 71
T L7 BoN-AHE MK TRE%. SR b~ LT8R
L. BRELT2- [1 - (N=TEFL-N-AFLTI)) —1-2o~#*
] BffE A FV%0.15g (quant) B,

HEoHiE: GC (m/ z) 227 (M*)
KB 27 ML (CDC 1, , TMSHEREZEHE)

6:1.20-230 (C10H, m), 210 (3H, s), 295 (3H, s).
300 (2H, s), 363 (3H, s)

SEFH 5 - (iii)

KFRVFILTHNIZTL (00488, 1.26mmol) DFrS5k Ko
75 v (2ml) BEBC, KRBT, 2— [1 - (N=TEFIL-N-£F)L7
1) —1=-vranFF L] BiEAFIL (0.143g, 0.63mmol) OF
PoEFOT75Y (4ml) BREMA, SWHMMBERI S/, FHEEFrY ™
Lo 1 0KF# (1 g) &, KgTF. RICHTINA., ZEBT I BHEBEL: K
ICRARBR., NEME1 0% AF ) - -J00R )V LRESERTHE L, B
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rmiEl T, 2— [1= (N-ZFN-N-XFLATI/)) -1 - 7o~#
UN] 25 /) —=N%0.126g (quant) B,
HESHE:GC (m z) 185 (M*)

FIERNZANXZ bV : (neat) v 3396cm™!

BRSILB AR ML (CDC 1, , TMSHEHERE)

6:1.06 (3H, t), 1.L.10-1.90 (12H, m), 2222 (3H, s),
256 (2H, ), 380 (2H, dt), 665 (1H, t)
&6 5 - (v

N=—[2=[1= (N=ZFI=-N=-AFLATI)) —1=-v2arF)]
IFN] TINAIF
BESWHE:E] (m/z) 314 (M*)
BHEIIEBIN7 ML (CDC1,:, TMSAHIE%)

§:1.08 (3H, t), 1.L10-1.90 (12H, m), 224 (3H, s),
251 (2H, q), 360-3.80 (2H, m), 7.60-7.90 (4H, m)
SZ/6 - (i)

2= (1 =T3I/)—-1=v70nFV)) BfEAFI) (1.50g, 8.7 6mm
01) dTEhr=bYI (20m1) B, KisT. KEEP VYL (1.45¢

10.5mmol) . I3V{kxFN (0.8m1l, 10.0mmol) 2MUImZ.
50°CT 3 HEHRK Lc, RICKZRME®E. BREITKEMA, Bl F L Tt

L. Bon/-AHE MK TRPR. KR M) Y LT8R, BE
U BEZ VATV AS LI bS5 T74— (508) i2ff L1, BFfRTF
W=~"FH (1 : 1) T&EEL, 2= (1 —ZFNANTI/)-1-vruky
V) BEfE X FULA1.25g (7 2%) B/,

HEstE: GC (m z) 199 (M*)
HEI[EBIR7 ML (CDC 1, TMSHIBEL)

§:1.08 (3H, t), L.20-1.70 (10H, m), 244 (2H, s),
2254 (2H, q), 3.66 (3H, s)
SZ6]6 — (i)

4 8
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2— (1 —ZFANTI)-1-Y 20 FUL) BifEAF) (1.06g, 53
2mmo 1) 12, KT, EkEfEE (10ml1) . EUVYY (L.0m1) #mA,
50°CT1 IR L. RICKEZRME, KEMA, BT F L THE L.
Boh/-EREFEMEEKTREE. BKMWREET M) Y LTHEL, BHELT.
29— [1= (N=-TEFA-N-xZFILTI)) -1 -v7urstl] Bl
FILAEL.06g (83%) .

HEMME: GC (m/z) 241 (M)
s iEmaxR7 bV (CDC 1., TMSHIEEH)

d:1.19 (3H, t), 1.20-1.85 (8H, m), 212 (3H, s),
2236—-268 (2H, m), 324 (2H, s), 336 (2H, q), 36
1 (3H, s)

SEF 6 — (iii)

KFER)FILTNIZTL (0.334g, 880mmol) DF b5k Ko
752 (10ml) B&EKIZ, XBTF. 2- [1 - (N=-TEFIL-N-xzFI
TI/)) -1 =Y7unFUN] BilEAFIN (1.06g, 439mmol) OF
FSEFOZZ3Y (1 0ml) wREMA. SEMNBER LU, Wiy
Lo+ 1 07kF0%) (5 g) %, kT, RIGIKICINA, FET I BHRELL, K
IR AERBH%, FNEWEAY ) —N—JookIL (1 :10) Tk L., Bk
Zifg L. YUATNASLIZO b TS5 T74— (258) 1Zffltc, 25—
=2ooR)VAL (1 :10) THEL, 2- (1 -Y2FLTI)-1-V7
ONFUN) 7/ —=N%0.79g (909%) B,

HEsHE: GC (m/ z) 199 (M*)
FABBRZAR7 bV (neat) v 3388cm™!
BKHEB X7 ML (CDC 1., TMSHEBE%)

§:1.08 (6H, t), .L10-1.90 (12H, m), 269 (4H, q).

383 (2H, t)
SEFH6 - (V)
SEF - 1- (1) ERRICULTUTOILEM %R,

49



WO 96/05166 PCT/IP95/01587

N-—[2= (1 =-DZFNTI/-1 =70~ FUN) ZFIL] 79113
K
HEAVHE:-EIl (m/2z) - 328 (M*)

H@RI/ N7 bL (CDC 1., TMSHIBEE)

§:1.07 (6H, t), .L.30-1.92 (12H, m), 264 (4H, q),
360-382 (2H, m), 7.60-7.90 (4H, m)

SEH6 - (v)

BEH 1 -1 - (i) ERABUTUTOEMEB T,

2- (1 =D FATI/)=1 -V 7anFIN) ZFLT I
HEfHfE:EIl (m/z) 198 (M)

B ILBIN7 bV (CDC 1, , TMSHHEE)

6:1.01 (6H, t), LL15-L75 (14H, m), 257 (4H, q),
2269 (2H, t)

SEH8 - (i)

BFFHYL (0.2m], 229mmol) OEMXFLY (5m) B
(5. =6 0°CITT, IAFINZRNFFVF (0.4m1l. 5.6 4mmo 1) DiE(L
AFLY (3ml) BHREMA., RBTH 4MBEHEL, BICRIEEIZ. —6 0°C
T =IXFNTI) =1 =270 FIN) x5 =)L (0.30g. 1.9 1
mmo 1) OIF{AFLY (5ml) BEEMA, RET! 09MEBRLI, K
SIS, —60°CTMYZFATIY (1.83m1, 9.33mmol) 2MZ. F
BRTOSNBMAELEICERETRRL 3 0 MBI L, RGBS, 5l
IFNVEMZ, BEKER TREET >0 KEEZREEH ) Y L TIEEMRE L.
BrBR T F L T 21TV, BoncFRELZ ANk Tk k. EkiREF b
D LTERLU, BRTAIEIZED, 1 =DUAFATI )~ —vrantH
YANNUTERE0.217g (T3%) 57
HEsthfE: GC (m/z) 156 (M* +1)

ZEIIEBINT PV (CDC1,s, TMSHEHZH)
§:1.10-202 (10H, m), 234 (6H, s), 9.36 (1H, s)
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2ZH8 — (iD)

VIFNIT ) AFIHRRAFRr—F (0.44g, 248mmol) D1, 2-
DAMFYIZE Y (5ml)-ERIS, KGT. KELEFPUTL (0.10g, 2
50mmol). 1=IXFNTI/)—-1-270 FH B/ ILFE R (0
32g, 206mmol) D1, 2-UArF %Y (5ml) BmEEAEMEIZM
Z. RHET2 0 MR L1, RICRZRG®, B F U EMA., S8KEK
THE L, BoNZKELZKEN ) Y LTEEEE L, BEEEF L THE L7,
Bon2FHELEMRKTRER., BKMEFT MY Y LTERL, BRLE
SNEIERBAVIVATNASLIOT NS T74— (15 g) iZf L1, Bifgr
FI-=ANFHY (1 :1) THHL, 3= (1 =IAFNTI/)-1=-VraAn
FUN) T2Yo=bYNE0LIOTg (84%) 87,
HEasaiE: GC (m z) 178 (M*)

FIVRBRIR AN F)V: (neat) v 2228 cm™
BEIEBINY ML (CDC 1., TMSHINEE)

§:1.15-1.93 (10H, m), 222KRU227 (6H, s), 531
kU553 (1H, d), 6.23%kU6.66 (1H, d)

SEH8 - (iii)

3= (1 =UAFNTI/)—1=v7anFUN) T7Ya=ryl (0.4 8
l1g, 270mmol) Oy /=N (1 0ml) BRI, FETINER-
FFHUBER (1.5m1) | BtEE (5 0mg) £2MA., kFF UKE) .
50°CT 1 6k L7z RICHIC, fAMKFEKRFETST MY Y LKEK (5m1)
ZMA. BBL, NEWEAS ) -V THRIELI., BEREERELESNIBEY
TNIFASLIOR TS T4—=(158) XLl A% /) ——2 ook
WL (1 :10) THBHEL, 83— (1 =IUXAFATI/)—1-v7uanfiil)
TJobAT7TIvE0453g (91%) B
HE45HE: GC (m/ z) 184 (M*)

THMBFRIRAZANRY )V : (neat) v 3392cm™!
R EB AN ML (CDC 15, TMSHIHEH)
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§:1.15-1.70 (14H, m), 2223 (6H, s), 255-270

(2H, m)
SEH 9 - (i)
BEF 1 -4- (i) ERFRICUVTUTOEEMEE
8§ —7H¥zx¥o [6, 3] /+v—9-F
HELsHE: FAB 154 (MH*)
RS EB AR bV (CDC 1., TMSAHIERE)

§:1.30-200 (12H, m), 2268 (1H, s), 270 (1H,

6.10 (1H, br)
£Z69 - (D
SEF 1 —4— (i) ERARIIUTUTOLEYEFT,
2— (1=73I/)-1=-v7anTFIL) BEEAF L
HasthE:ET (m/z) 185 (M*)
BESEBIANT ML (CDC 1., TMSHERERE)

§:1.40-1.80 (12H, m), 240 (2H, s), 3.68 (3H,

SEH9 - (iii)
SEH 1 - 4- Qi) ERBRIIUTUTOLEYEE
2= (1 =DAFNTI) =1 =-Y70~TFN) BFEAF N
HEstE:El (m/z) 2138 (M*)
MK EB N7 MU (CDC 1., TMSHIMEE)

§:1.40-1.90 (12H, m), 223 (6H, s), 232 (2H,

3.65 (3H, s)
SEH9 - (i)
SE5F 1 — 4 - (iv) LRAKICUTUUTOLEMERT,
2= (1 =DUAFNTI)=1=Yoa~TFN) 25 /-1
HESHE:EI (m/z) 185 (M*)
B t| 2Ry )L (CDC 1, TMSKHIBEL)

§:1.40-1.80 (1 4H, m), 2227 (6H, s), 3.86 (2H,

5 2

s),

S )

s),
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J=5.5H2z)
SEF 9 - (v)
SZF 1 —-1— (1) LERICLTUTOLEM AT,
N=[2—- (1 =IXFNTI)=1 =27 TFL) TFIL] 7543

K

HESE:EI (m/z) 314 (M*)

BHKREBINRI ML (CDC 1., TMSHIHESE)

§:1.40-1.90 (14H, m), 228 (6H, s), 367-3.86

(2H, m), 7.60—-800 (4H, m)

SEFHI - (vi)

SZ61 - 1— (1) LRRIIUTUTOEYEBT,
2= (1 =UAFNTI/)—-1=-270\TFN) ZFLT I

HEsihfE: FAB (m/z) 185 (MH*)

HHEKIEB NI ML (CDC1:, TMSHENESE)
6:1.40-1.80 (14H, m), 222 (6H, s), 267-285
(2H, m)

SEF12- (i)

BEH] -4- (1) ERARICUTUTOLEM %R,
7T-4FY-1-7¥x¥o [3, 5] /J+v—-2—-%

HESHE: FAB (m/z) 142 (MH*)

ZBEIIEB IR L (CDC 1., TMSHIBEE)

d:1.83 (4H, t), 275 (2H, s), 3.40-400 (4H, m),

6.43 (1H, brs)

212~ (i)

SZR 1 -4 - (11) EREICUTUTOE %1,

2-(4-73I/)7brSFo—-4-E5=N) BElE X F I
HeatiE:ET (m/ z) 173 (M*)
FABRBRZRY MV : (neat) v 1734cm™!
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Bl EB 2R ML (CDC1s, TMSRERERE)

6:1.41-1.783 (6H, m), 245 (2H, s), 3.59-3.83 (7
H, m) -
61 2— (iii )

SEF 1 —4— (i) ERAKRICLTLUTOEEMEB I,

2— (4—UXFNANTI)FrSFuo—-4-E5=)L) Bl A FI
HESWE: GC (m/ z) 201 (M*)
FABBRRZAR7 ML : (neat) v 1736cm™
BB 2R ML (CDC1s, TMSHEEZE%E)

§:1.73—-1.85 (4H, m), 224 (6H, s), 239 (2H, s),
345-3.95 (7H, m)
sEf 12— (iv)

SEH 1 —4— (iv) ERKICULTUTOLeYEE .,

2— (4=IUAFNTI)TIFIEFO-4-ESZN) 25/ —N
HEAE: GC (m/ z) 173 (M)
FRIRRRZR7 bV : (neat) v 3432cm™
Higs it 2R L (CDC 1., TMSHIEE)

6:1.40-210 (6H, m), 230 (6H, s), 331-400 (6
H, m)
sZH 12— (v)

SEF 1 - 1- (i) LRRIULTUTOENEF .

N=[2- (4=IAFNTI)TFrIFo-4-E5=L) 2FL] 7%
VA IR
HESWE:E]l (m/z) 302 (M*)
BmsikB a7 bV (CDC 1., TMSAHKELE)

§:1.40-200 (6H, m), 231 (6H, s), 345-4.03 (6
H m), 7.63-7.90 (4H, m)
SEH 12— (Vi)
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SZH 1 -1~ (i) ERRICULTUTOLEMEER T,

2= (4=DUXAFNTI/)FFSEFO-4-¥YS5=Z)) ZFALTI Y
HESIFE: FAB (m/z) 173 (MH*)

FRIMBRBR A7 bl : (neat) v 3392cm™’
BRKHEBINXT ML (CDC 1, , TMSAHIE)

6§:1.30-1.75(8H, m), 224 (6H, s), 262—-2.83 (2
H, m), 348-396 (4H, m)
sZFH 13- (i)

SZF1 -4 - (ii) ERBIUTUTOEMEE T,

2— (4=T3I/)=-1-ANKZI;FI—4-ERYIN) BB F I
HENHE: GC (m/z) 244 (M*)
FRIMRBIR N7 b : (neat) v 1736, 1638cm™!
HHEIEB I ML (CDC 1, TMSHERE)

6:1.25 (3H, t), 1.L30—-1.65 (4H, m), 241 (2H, s),
3315-370 (4H, m), 369 (3H, s), 411 (2H, q)
SEF 13- (i)

SEH 1 -4 - (i) ERFKICUTUUTOLEHE B

2= (1 =ANWEKZbPFV—4=IAFNTI) -4 -ERYIL) Belis A F
v
HESHHE: GC (m/ z) 272 (M*)

RIVERIZINX7 bV : (neat) v 1738, 1702cm™
B IEBINY ML (CDC 1., TMSHEHZH)

6:1.25 (3H, t), 1.55 (4H, brs), 223 (6H, s), 2
36 (2H, s), 302-390 (4H, m), 3.65 (38H, s), 411
(2H, q)
2E6 13- (i)

SEH 1 —4- (v) LRFIZUTUTOLEMEE 7,

2= (1 =ANKRZbPF V=4 =TIAFNTI) -4 -ERYIL) 24 ) —

55



WO 96/05166 PCT/JP95/01587

U

HEAW@E:El (m/ 2z) 244 (M*)
FNBER 2R MV (neat) v 3464, 1700cm™
RSB AR MU (CDC 1., TMSHEEH)

§:1.26 (3H, t), 1.67—-1.77 (4H, m), 1.86 (2H, t),
228 (6H, s), 280-320 (2H, m), 374—-410 (4H, m),
4.13 (2ZH, Q)

SEH13— (V)

HEF1 -1 - (1) LRKICUVTUTOLEYER T,

N—[2- (1 =ANKZbIFV=4=-IAFNTI)=-4-ERYIII) =
FIN] T7INAIF
HENTiE: GC (m/z) 358 (M* —1)

HBS LB MU (CDC 1., TMSAHIKER%)

§:1.27 (3H, t), 1.50—-1.90 (6H, m), 228 (6H, s),
340-380 (4H, m), 421 (2H, 9).7.65-7.95 (4H, m)
SEFH 13- (v)

sEF 1 -1 - (i) LRATLTUTOEYEE .

2= (1 =HWNELPFV=4=DXAFNTI)—-4-EXYIN) ZFILT
IV
HESE:EI (m/z) 243 (M*)
gk 2N7 MU (CDC 1., TMSHEREE)

6:1.25 (8H, t), 1.33—-1.85 (8H, m), 222 (6H, s),
260-282 (2H, m), 818-376 (4H, m), 412 (2H, q)
sE5F14- (i)

SEF 1 - 4- (iv) LRAKIUTUTOEMEE,

2= (4=DAFNTI) =1 =2AFN—4-EXYIIN) 25 )=
HaaiwfE:ETl (m/z) 186 (M*)

FAMERRARZ bV . (neat) v 3400cm™
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HHRSEBZXZ ML (CDC 1., TMSHIpEHE)

6:1.35-220 (8H, m), 228 (3H, s), 229 (6H, s),
268—=290 (2H, m), 380 (2H, t)
SZF1 4- (i)

SZF 1 —1— (i) ERABRIIULTUTOEMER,

N=—[2- (4=DRAFNTI)=1=AFN=4-ERYI)L) zFN] 7
FIA4IF
BHESHME:EI (m/z) 815 (M*)
BHEKHEBINRI PV (CDC 1, TMSAHINE%E)

6:1.45-212 (8H, m), 229 (6H, s), 233 (3H, s),
220-280 (2H, m), 360-3.83 (2H, m), 7.6 2-7.90
(4H, m)
SEH 14— (iii)

SEH ] -1 - (i) ERKIZUTUTOLEYEET,

2= (A=DAFNTI) =1 =RAFN=4—-ERXJIL) ZFALT I
HEsHME:E] (m/z) 185 (M*)
B IEBINY MV (CDC 1, , TMSHIREH)

6:1.30-1.90 (8H, m), 222 (6H, s), 227 (3H, s),
2.34-2.80 (4H, m)
SEF 16— (i)

2= (4=-73I/)7F3Fo-4-FFES=L) TEFTIF

2- (TP P-4 -FFES=)FY) BEETFIL1.86g (9.9 9m
mo l) I, FRTTVEZTEEMEE/AY /=1 (30m 1) 2z, &
B 140°CTIBRMREL, RICEREZEEZTHS L. BETERHELTY
NGNS L7202 7504 —= (158, A% /)—=N:2ookilr=] -
LO0=TYEZT7K: A5 /)= 700KV A=1:10:100) i2f4
L -THBEDNE1.06g (61%) Bl 20K, 2—- (5Fh5k Ko
4 -FAES=UFTY) TEMTIFEZBIERMELTO0.62g (39%) &
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o
HSHIBR7 ML (CDC 1, , TMSMEERE)

§:1-50-210 (6H, m), 228 (2H, s), 240-3.00 (4
H, m), 585 (1H, brs), 740 (1H, brs)
HESWE: GC (m/ z) 174 (M)

29— (FhSEFo—-4-FFES=YFTV) TEITIF
RSB IR b (CDC 1., TMSAHREL)

§:220-250 (2H, m), 260-3.05 (4H, m), 308-3.
30 (2H, m), 5.30-6.10 (3H, m)

HEAME:EI (m/z) 157 (M*)
£Z{ 16— (ii)

02— (4—UXFNTI/)TFbFERFo—4-FFES=N) TEFTIF
2—- (4-7/)Fb3ERu-4-FFEZ=N) TEFTIF0 21 g
(l.22mmo 1) OV XFNKRNLT I FIEIR (5.0m 1) (2. ZETHREY
JuL0.50g (3.62mmol) . IVEAFIN02m] (3.2 1mmol)
EMCINA 7%, ZET6BHREL. RIDEREZEETRMELKENL, B
AT F U THIM L7, MtiIEZEK, SRk THRES L, 8kIRBRT M) Y LT
k. RALBRETERGLTYYAYVAS Lo NS D4— (58, 7
Dok L: AY)—=b=1:10) 1T L& TEELEME0 158

(619%) 1B/
st bV (CDC 15, TMSHEREZEHE)

§:1.88-210 (4H, m), 230 (2H, s), 244 (6H, s),
263-283 (4H, m), 555 (1H, brs), 790 (1H, brs)
HESWE: FAB (m/z) 203 (MH")

SEHM16-2—- (i)

02— (4= AFNTI/)FFZEFO—4—-FFES=ZN) TEFT K-8
35

2— (FhSEFO—-4-FFES=YFV) TEF7IF0L20g (1.27
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mmol) DA% /) —)EHE (1.5m 1) (2, BEETL40%AFILT I —2x%
J—=ViEHR2.5m 1 ZMA, H#EH, 110°CT4 8RB L, RICERS
BET @ LB = F L2 A, IBEoKER Tl Ui, KB BT F L Tk
BL. BETEB&EL., 25/ VBTV (1 : 3) BRTHRETZZ &iC
£-T. BEEEME0. 1 Tg (60%) B/

BHSEB AN MU (DMSO—-ds, TMSHEEZHE)

§:1.80—-220 (4H, m), 250—-2.90 (5H, m), 342 (4
H, brs)

HESHE: FAB (m/z) 189 (freefk:LTMH*)
£ZF16-2— (ii)

2= (4=DAFNTI/)TFhZEFO~-4—-FFES=ZN) TELITIF

2— (4=-73I)7FFSEPFOo—4-FFES=N) T M7 I NEEsEQ. 2
12 (99 7umol) OIEIXFLU/BEEE (5.0m 1) (2. KETThIL=
Jkl.Oml, PUTEMYFROERY F+FRMYSYL0.72g (3.4 0mm
o 1) ZIEICINZ /&, ZRT BB L/, RISERISKEMA, REEH )
DLTEEMELUH, 10%A7 /) —)—200RNLTHE L, Bkt
K. SAMAEKTERAE U, BKBRE T b)) U L TEBR%. RALBETRELT
VORTNAS LI T5T4— (3 g, BERTZFIL . AFHU=1:3)
T I EILE > TERELEYZ0.18 g (8 9%) B,
s2Z41 6 — (i)

2- (4-UAFNTI/)TIFSEFO—4-FFES=ZL) 7 ;73 RO
37g (1.83mmol) DFFFEFOISUEKR (15ml) i, Ki§FT
LOMAZ =7 b2 FooS8&18ml (1 8mmol) #Mi., &k
FUTTORMIBE LI, RIGEREZOCIIHHEHIL, A% /=01 0ml. @
BE5m 1 2N, ERESHTTIRMREL., RICBEREEESZTHS L.
FAFUEREE A ) W LoKIBIR CTIREME Lck, BETRM L, BEYWE 1 0% £
F)=l=roar NV LilER L, 54 MRAL, BEARETREL, 7
WIFASLIOR b NS94 — (58 TUVEZTK: X% )= ook
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WA=1:10:100) IZRFFTI&IZL-T, 2—- (A=DUXAFNTI)F+
SERo—-4—-FFESZN) TFATIVE027g (7 8%) 87,
S IEB I ML (CDC 1., TMSHAKE%)

6:1.385-200 (6H, m), 219 (6H, s), 260-3.15 (4
H m), 360-378 (2H, m)
HESHE:-E] (m/z) 188 (M*)
SEH16-3- (i)

02— (4—XAFATI/)Fr3Ruo—-4-¥E5=20) TEh=MY

2—- (FhSERO-4-FFES=ZJFTY) TEIFZMINLT8g (12
8mmo 1) (2. FETL0%AFNLNT I V=AY ) —UiEHK] 8m ] M2,
HEH, 6 0°CT1 IEFRHEIFE L. RICGEIREZRETERMG L, BEBfTF LA
ZIERKIER THE Ut KBEBFE T F )V THE L, REEH U o L TIERM L
U7-t%, BEBR—F )L CTHIM L7, AHELK, AMAREKToE L. BkifgE+
MUDLTERE, BALBETRMET S EIIL-TEELEYE1.87g
(8 6%) B,
BB EB I ML (CDC 1., TMSHEBEHE)

d:1.50—-250 (6H, m), 229 (3H, s), 2243 (2H, s),
287-318 (2H, m)
ZE[ 16— 3— (ii)

2— (4-DUAFNTIJ)F b RFO—4-FFESZL) TN

2— (4—XFANTI/)FrZEROo—4—-FAES=L) TEF= MY ML
06g (6.27mmol) DIBEAFL VIR (1 5m1) (I, K& T THBE 3.
Oml, K=Y k3 0ml, PYUTEIFFIKROLFY) R+ RYYLLS 8
g (7.45mmo 1) ZIRICMA/-%, RIET4 0 RBHE L. RIGEEIZK
EINZKEEA ) Y LTIEREME & Urcik, BEETF LT L, sk, &
MAE/KTHRSE L. BKRERF M) Y L TEES,. ROLBETEGT 22 &
L-oTEEEMEL.02g (89%) B/
BB IR b (CDC 1., TMSRHIE)

6 0
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§:1.70-250 (6H, m), 225 (6H, s), 233 (2H, s),
2.87-319 (2H, m)

HESHE: GC (m/z) 184 (M")
HEfH 16— 3— (iii)

02— (A=IUAFNTI/)T7TbrZEFO—4=-FFEZ=Z)N) ZFLT I -
2 1ER/E

20— (4-VUXFNTI)TIFEFo—4-FFES=ZII) Tb=MY WL
.00g (5.34mmo 1) ODFFSEFoISUERKR (10ml) 12, kETF
TR V—-FhrSbeFoo508%& 16ml (LOM &% 16.0mmol)
EMA %, BREGTTARHE2 0 45BBRE Lce RICBTRIOKBTTAY )
=)L (10m1) #MMA, 8 0°CT KM@ L/I. TOITKETT4NIERE—
BB FLE#R4. 0m ] (16.0mmo 1) 20X 8 0°CT2 0 2R L7,
RIGERT T T 2R ERINT 52 LItk > TEEEAWE1.32g (93
%) 87,

B EB N7 b (DMSO-ds , TMSHERIZHE)

6:1.80-240 (6H, m), 240-3.20 (2H, m), 268 (38
H, s), 274 (3H, s), 337 (4H, brs), 818 (4H, br
s)

HESHE: FAB (m/z) 189 (freefk&LTMH")
SEH1T— (i)

SEF -2 (i) ERAEKIZLT, 2= (1-TI/-1-v7unfyi)
TEh7IREO, 2= [1=- (1-EOUI=N) —1-v7axiN] 7
EhT7IFEB, BL, IVEAFLORDDIZL, 4-VUT0ET 7 U %H
PRV A2
HEATE:EI (m/z) 210 (M*)

BiExEB a7 L (CDC 1., TMSHIBE)

§:1.00-205 (1 2H, m), 253 (2H, s), 260—-290

(4H, m), 545 (1H, brs), 880 (IH, brs)

6 1
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£EH 17— (ii)

SEM]1 -3— (i) ERBIZLT, 2-[1 - (1-Foyv=n) —1-
VIONFUN) TERTINED, 2-[1-(1-Foyv=i) —1-v
ganF U] T b= MY ILEB,

HESWE: GC (m 2z) 192 (M)
GRS IR ML (CDC 1., TMSHEZE)

§:1.20-210 (12H, m), 237 (2H, s), 245-2.990
(4H, m)
&F 17— (iii)

SZF 1 -3 - (1) ERHBIILT, 2- [1- (1-Foyv=)) -1 -
vyonFUN] TEh=bYNED, 2-[1- (1 -Foyo=)) —1-
YranFUN] ZFIT I U EBT,

HESsHE: FAB (m/z) 197 (MH*)
ZHEIEB IR ML (CDC 1., TMSHEEE)

§:1.00-200 (18H, m), 245—-2.88 (6H, m)

SEF1T- (i), 17— (i), 17— (iDERBIZILTESER 8
(i) ~22 UiDDOEMERTI,

SEM1 8- (i)

2— (1 -EXYI)=1=-v720FIN) TEITIF
FREE®: 2—- (1 -73I/-1-Y20~FVI) TEFTIF
ZERIEB I ML (CDC 1., TMSAHIEE)

6:1.20-1.90 (16H, m), 252 (2H, s), 250-2.80
(4H, m), 545 (1H, brs), 882 (1H, brs)

SE[ 18— (ii)

2 (1 =EXY I ) =1 -v70AFIN) TEIrZFY L
FREE®: 2—- (1 -EXNYY ) =1 - 270 FVL) TEITI K
BHEIHEBINT bV (CDC 1., TMSAHIRERE)

§:1.10-210 Cl16H, m), 230 (2H, s), 230-2.70

6 2
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(4H, m)

sZH1 8 — (iii)

20— (1l =-ERYD)—1=v2o0~FIIl) ZFALT IV

FEHEE : 2— (1 —-EXRY I )= 1= 7aAF L) TEh=Z YL

BHBRKEBINT BV (CDC1s, TMSAHIHERE)

§:1.00-1.90 (18H, m), 230—-280 (6H, m)

sEH19- (i)
2-[1=- (1 =-EXRYIN) =1=-27aXRUFI) TEITIFK

BEHEE : 2~ (1 =T 3I/—-1-Y20RVFN) TEITIFR

BHKEB 2RI ML (CDC1,:, TMSHEESE)
6:1.40-205 (12H, m), 2245 (2H, s), 255-2.90
(4H, m), 545 (1H, br), 925 (1H, br)

sEH 19— (ii)
2= [1 - (1 -EXYIN) —1=27aRVFUL] TEI=bY L

BEHEA® : 2— [1— (1 -EXYIN) -1 -v7axXUFL] TERT3
.

BHEKREB IR ML (CDC 1, , TMSHERE)
6:1.50-210C12H, m), 252 (2H, s), 255-2.80
(4H, m)

sZH 19— (iii)
2= [1- (1 =-EXJIN) —1=27aRXRVFI] ZFLT IV

FEEEH: 2- [1 - (1 =-EXYJINL) -1 -7aRXUFU] Tk
U

BEKEB AR ML (CDC 1., TMSAHEHE%E)
6§:1.25-200 (14H, m), 245-2.95 (6H, m)

SEFM20- (i)
2= [1 = (4= AFAERFIZIN) -1 -V 2anFIN] PERTIR

FEHELEY : 2—- (1 -T3I/=-1=-Y70AFVL) TEFTIF
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HHKIEBINT MV (CDC 1., TMSHEZH%)

6:1.20—-1.80 (C10H, m), 2228 (3H, s), 235-255
(6H, m), 260-2.90 (4H, m), 550 (1H, brs), 840
(1H, brs)

SEHM20— (i)

2= [1— (4=AFNERFIZN) — 1 =-vru~FIl] TEh=hY
I
FEHEEH : 2— [ — (A—AFNERSIZIN) — 1 - ranFil] 7
th7IF
BRI I ML (CDC1:, TMSRHEBZRHE)

6:1.20-1.80 (10H, m), 220-2.70 (1 3H, m)

SZH 20— (iii)

2= [1 = (4=AFNERZFIZN) =1 —-vr7a FIUL] ZFLT I
FRHEE® : 2— [1 - (4= XFNERSIZN) =1 —-vrandFoi] 7
th=bMYN
ZEKHEB NI ML (CDC 1., TMSHERIZH)

6:1.10—-1.80 C12H, m), 225 (3H, s), 225-275
(1 0H, m)

SEF21 - (i)

2-[4- (1 -FoUo=N) FFSEFRO-4—-FFES5=)] 7L }+7
IF
FEREE®: 2- (4-T3I/FFFEFo—4-FAES5=20) 2FALT I
BB IR L (CDC 1., TMSHIiZH)

§:1.60-1.80 (4H, m), 1.90-2.10 (4H, m), 245 (2
H, s), 250-290 (8H, m), 560 (1H, brs), 7.95 (]
H, brs)
sEF21 - (1)

2—-[4-(1-tayo=N) FFIE R4 -FFES)]) 2F LT
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IV
FEREE®: 2- [4- (1-FoUUzl) Fr5kFo-—4-FF 5=
T bhEIFK
BB MV (CDC 1., TMSHEERE)
6:1.10-200(C10H, m), 220-310 (10H, m)
sEf22- (i)
2= (1 =%FNRY J=1=27a~FVIL) TEITIFK
FEHEER : 2— (1 =T 3I/)-1-70AF ) 7T IR
BB IEIBZINXT ML (CDC 15, TMSHEEHE)
6:1.20-1.90 C10H, m), 248 (2H, s), 262-2.73
(4H, m), 3.66-877 (4H, m), 540 (1H, brs), 810
(1H, brs)
sEH2 2 - (i)
2— (1 =N FRY /=127 FIL) TR MY L
FRHEEew: 2— (1 —'AKY -1 =20 FUL) TEFT IR
BHERIEBINY ML (CDC1,, TMSHEXE)
6§:1.20-200 (10H, m), 234 (2H, s), 250-2.62
(4H, m), 364—-3.75 (4H, m)
SEM2 2 - (i)
2= (1 =FNAEKY ) =1 =20 FVIL) ZTFLT I
FERHEE : 2— (1 —FNKY )= 1 -0~ FIL) TEr= bYW
BB IEB IR bL (CDC 1., TMSHEHEZEH)
6:090-220(12H, m), 240-3.00 (6H, m), 850~—
390 (4H, m)
SEH23-1~ (i)
2= (1 =T34 =-AFN=1=-270~FUL) T F7 I FEEEA
SEMI -2 (i) LFABOBEILD, 2- (4—AFN—1~-2rOA
FYUTY) BTN (3728, 17.8mmo 1) &9, LR{LEHDITE

65



WO 96/05166 PCT/IP95/01587

RMEEEZNEN0 65 g (RMEEKA) | RU0.24g023~-1- (ii) D1k
& (REEB) #2UASFNAS L0 M S T4 —IZTH# LT, DT
BTREAFNIODVWTRIGZET > 70

g kB 2Ny ML (CDC 1., TMSRHIEHR)

6:092 (3H, d), 1.00—-1.80 (3H, m), 2.23 (2H, s),
5.55 (1H, brs), 795 (1H, brs)
sEHM23-2- (i)

2= (1 =TI/ —-4—-XAF)I—=1-220~ FI)I) TL}I}7 I FEHKEB
ZEIEBZIN7 R (CDC 1, TMSHEZE%)

6:092 (3H, d), 1.L00—-200 (9H, m), 233 (2H, s),
540 (1H, brs), 803 (1H, brs)

SEH 1 -2 (i) ERKICLTUTOEER2 3 -1~ (ii) RUF23 -
2— (i) ofLemEiBis,
£EM23-1- (i)

2= (1 ~=VUAFNTI)—4—=AFN—1 -V 70 FVL) TELrT7IFK
(RHEEA)

FRHEEW : 2— (1 =TI/ —4=FFI—-1=-V7o~FIl) TErT 3
K (RIEEA)
s M7 L (CDC 1., TMSHHIZHE)

§:091 (3H, d), 1.25-200 (9H, m), 225 (6H, s),
2228 (2H, s), 543 (1H, brs), 665 (1H, brs)
SE/23 -2~ (ii)

2= (1 =UXAFITI)—4—=2AFN-1-V7arFI)l) TLrT7I K
(FtE&B)
FREHEEW : 2— (1 =TI/ -4 =AFN—-1-2270FUI) TEIT?
N (RE&EB)
KB INT ML (CDC 1y, TMSHEESE)

6:090 (3H, d), .L0O0—-1.80 (9H, m), 230 (6H, s),

6 6



WO 96/05166 PCT/IP95/01587

252 (2H, s), 5.30 (1H, brs), 890 (1H, brs)
HEF]1—-3— (i) ERAKILTSEM23 -1 - (iIDKRUF23-2-
(i) DILEHEHRI,
£EF23—-1- (iii)

20— (1 =UAFNTI)—4—2AFN=1-Y7a~FUI) TEr=Z}Y
IV (REEKA)
BERHEE : 2— (1 —DXFIUTI) -4 - AFN—-1 -7~ FVI) T
7 IF (RHEEKA)
HHSIEB 27 FL (CDC 1, , TMSKHIBH)

6:090-0.94 (3H, m), 1.20—-2.10 (9H, m), 223 (6
H, s), 229 (2H, s)
BEH2 3~ 2~— (iii)

2= (1 =UXFNTI)=4=XAFN—1-7anFUIl) TEh=}Y
L (RIEEB)
JFEHEEH) : 2— (1 =DAFNTI)—4—AFN—1—-270~FUN) T
£ h7 I F (RHEEB)
BRREm N7 b (CDC 1, TMSHEREE)

§:092 (3H, d), 1.00—-2.00 (9H, m), 234 (6H, s),
247 (2H, s)

SEH 1 -3 (i) LRAKILTSEM23-1- (v) RUF23-2-
(iv) DILEMEHRT,
sEM23-1- (iv)

2= (1 =DUXAFNTI)=4=2FI—-1-v7a~FFUL) 2FLTI Y
(RtEHEA)
FEHEE . 2— (1 =DAFNTI)—4—AFN—1—-v2a~FI) 7
th=bUIL (BHEEA)
g EB 2Ry ML (CDC 1., TMSHAIZ®E)

§:0.88 (3H, d), 1.10-200 (1 1H, m), 219 (6H,
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s), 257—-277 (2H, m)
SZH23—-2— (iv)

20— (U =URAFNTI)=4—2AFN—1 =270 FUNL) ZTFILTI
(RHEHB)
FRHEEH) : 2— (1 —DXFNTI) =4 —AFNh—-1-7aAFIIN) 7
= b UL (RHEEB)
HBKEBIR7 ML (CDC 1., TMSAHIBELE)

§:090 (3H, d), 1.00—-1.80 (1 1H, m), 225 (6H,
s), 265-283 (2H, m)

sEFMLIT7T- (i), 17— (D) RF17T- QiDERBKIZLTSER?2 4
- (i) ~24- (i) L&YW EHRI,
SEH2 4~ (i)

2= (1 =FFENK) )= 1=-27aFUL) TLITIFK
FEHEE : 2—- (1 =T3I/)—-1 =270 AF L) TEFTIFK
HZHIEBMINT MLV (CDC 1., TMSHEHEZH%)

§:1.20-1.80 (10H, m), 243 (2H, s), 255-280
(4H, m), 285-310 (4H, m), 542 (1H, brs), 7.65
(1H, brs)
SEH 2 4~ (i)

2— (1 =FFENRY /- 1=-27a~FVIN) ZFNT I
FRHEEW : 2— (1 —FAENRY /-1 -V 70 FUN) TEFTIFR
BRSHEBINT ML (CDC 1, , TMSHEIZH)

§:1.20-1.90 (12H, m), 250-300 (1 0H, m)
sE£/M25- (i)

SEH 1 —4- (1) ERRICUTUTOEYEB T,

7, T=VAFIL-1-TH¥R¥to [3, 5] /F+v-2-%
FEHEER : 4, 4—UXFN—1—-AF LUy Iunsydy
BB L (CDC1:, TMSHHEE)
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§:093 (6H, s), 1.20-1.45 (4H, m), 1.60—-1.85 (4
H m), 263 (2H, d, J=2Hz), 6.30 (1H, br)
sEH 25— (i)

sEM1 —4— (i) EARICLTUTOREDERS

90— (1=T3I)=4, 4-IFAFN—1-70~FUN) TEITIF
EEMEEY : 7, T-YAFN—-1-TH¥REo [3, 5] JF+rrv-2-FV
S LB 2R7 b (CDC 1, TMSHEHREEE)

§:090 (3H, s), 0.93 (8H, s), I.15-1.75 (8H, m),
2.31 (2H, s), 570 (1H, br), 790 (1H, br)
sZF 25— (i)

sEF 1 -4 - (i) ERBICUTUTOLEYZB,

00— (4, 4—UAFIN—=1=-UFXFNTI/)—-1=-270~FII)) TEth
TIF
BEHEEH : 2— (1 -T3/)=4, 4-VAFI-1-VJ70AFUIl) Tt
FTIF
BMSHm 27 ML (CDC1,, TMSASBEHE)

5§:090 (3H, s), 0.91 (3H, s), 1.20—-1.85 (8H, m),
2.31 (6H, s), 247 (2H, s), 540 (IH, br), 860 (1
H, br)
£Z/ 25— (iv)

SEH 1 —3— (i) LRBILTUTOILEYERS

29— (4, 4=UAFN—=1=IRXAFNTI /-1 =70~ FIN) T}
ol 1Y
BEHEEH : 2— (4, A= XFN—=1-VAFNLTI/) -1 -2 7u~Fy
L) TERTIR
HEEm 27 ML (CDC 1., TMSHERBEFE)

5§:0.93 (38H, s), 0.94 (3H, s), 1.05—-1.85 (8H, m),
2.26 (6H, s), 236 (2H, s)

6 9



WO 96/05166 PCT/JP95/01587

EEZFH25— (v)

BEH 1 -3 - (i) LRHBICLTUTDLEYEBR,

2— (4, 4=DUXAFIN=1=-DXFNTI)—-1=7unFIil) =FI
TV
JFRHEEH : 2— (4, 4—DXAFN—1—-DAFNTI) -1 -ranFy
W) 7= b
GHIEBINI PV (CDC 1., TMSHIBEHRE)

6:090 (6H, s), 1.00—-1.80 (10H, m), 224 (6H, s),
285 (2H, t, J=8Hz)
SEF2 T

SEH 2- (i) LRAKLTUTOLEYNEE

22— 4—=-73I)T7brZERFO—4-FFEIZN) ZFAT IV
FEHEE : 2— (4-TI/7hSLFO-4-FFEZZL) TEFT IR
BRI ML (CDC 15, TMSHERELE)

§:1.00-210 (6H, m), 222-300 (6H, m)
SEFI0— (i)

2= (4=AFNT7I/)FbZFO-4-FFES=ZI) TEh=rY N

2= (FhSEFO-4-FFESZYFY) TEb=FJN1LT8g (12
8mmol) (2. ZEBTA0BAFNTIV—XY /) —)iEIE]l 8m ] &4,
HEZGT. 6 0°CT1 IRRHREL. RIDEREZEETERE L, Bl F I
EMASEBUKERTHL Urc, /KEZFBTF L THRE L, REEH ) D LTIEE
H& L7, BT F LTI Urce AREAK, BAMAEK TSRS L, Bk
B b LTERE%. BRALBRETRETSZ SICK->TIEELEYME1.8 7
g (86%) B/,
ZE[EB2IX7 ML (CDC 1., TMSAHEE%)

6:1.50-250 (6H, m), 229 (3H, s), 243 (2H, s),
287-3818 (2H, m)
SZF30— (i)
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SEF 1 6~ 3— (i) ERFRIILTUTDOILEHESR

2— (4= AFNTI/FhSEFO—4-—FFESZI) ZFILT I
BAMLAH : 2— (4—AFAVTI/)F bS5 Ro—4-FFESZ)L) T b
=iy 7
HHSEB AN FL (CDC 15, TMSHIER)

§:1.10-210(6H, m), 210-300 (9H, m)

B &Y DFERHL &R EH]

(1=UXFNTI)-1=-v720rFIII) 27 /)= (1.02g) . bV
T7xZ)RZ2T 4V (2558) RUEZZILA4IF (1.24¢g) DF +S5k Ko
750 (30ml) BRIC. TIVRNKRVBEDZFIL (1.7 0g) 2KATH
Z. RBET I EEREL. RICREBEETRAER. REZABE 7 L THERE.
FISEECTHE Urco KBEKBEN VD LTTAAYHEL, BT F L THIE L
foo BREETF VB ALK THRRE L., BKWRE~ 7% 20 LTEEE. BE
TkE Lo BADAI O AFATIV-X5 /)= (40ml) BHBEA50°C
T | KRR %. BETEREL, BEZ VI ASYVAS Lo ST 40—
(308) iXffllce 7UORINL—=AF )= N=TUE=ZTK (100:20
2 2) TIHHU (1 =IXFATI)=1-v7aAFVL) 2FLT7 I (0
55g) /1,

ZHSIEWIRY ML (CDC 1., TMSAIIERE)

§:1.10-1.80 (10H, m), 226 (6H, s), 2275 (2H, s)
K 1

2= (1 =IAFNTI)—-1=Y70FUN) ZFALTI (3508,
20.6mmol) ®YJuo Xy (10m!l) BE%*4-7I/-5-700
—2—-AMFUREBEEI -XVJSM)TITIYNIZZAFN (1.00g, 22.0m
mol) OV7oox sy (50ml) BRICERTS54MTMA. ZhxREE
T | B Ui, RIGRICHIEEE, JookLe2mi, £L R EhERE
*, FEBTHE Uico KEEZREHVILTTLAVHELAY ) —I-2 0O
oRNL (1 :10) Tt Ui, 700k ABEAEMAEKTRE L, K
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B~ 72V LTEREE. BRL. BRAZVIATNAS LI bS04
—(1008g) iIXffltcea TVEZTIK—AZ /== J00OFKRNL (2:15
:100) THHEL, Bz F IV -~FV L L 0ERLSELT, 4 -7 /-5
—270u0-N-[2=- (1 =DXFNTI/)-1=-v7arFIl) =FI)] -
2—XPFFINUZXTIF%E6.25g (869%) Hr,

BiE 161—163C BETFIL-—~FH¥

TEMMME (CisH2eNs O, C1ELT)

C (%) H (%) N &) C1 (%)
HimiE 61.09 17.97 11.87 10.02
KRIE 60.89 8.089 11.74 10.11

HESHE: FAB (m/z) 354, 356 (MH*)
B IEB AN ML (CDC 1, , TMSHMES)

§:1.33-1.50 (6H, m), 1.563—-1.68 (4H, m), 1.71 (2
H, t, J=9Hz), 348-350 (2H, m), 3.89 (3H, s), 4.
42 (2H, brs), 630 (1H, s), 785 (1H, brs), 811
(1H, s)
EMEG 2

2= (1= MY T2=NAFATI) =1~V IOAFUL) TFAT S Y
(0.38g) dY7ou Ay (2ml) 24-73/)-5-700-2~ 4}
FUOLRBEM 1| -NUJUMITIVIMIZFIN (0.35g) OYsouxyy
(5m 1) BRICERTMA., RHBTS3 0 2B LI, RICKETEBR%, B
21REEHE (10m]) 97 0°CT1 KEHEEL, RIEREZEELF )L Tk
P&, KEBHUDLTTNVAIEEL, X5/ —N=2a0oFkVL (1:10)
THIH Uz 7 ook LAEAENARKTHRS L, kIR M) & LT85
& BRELTEREZVIATIVASLIOT b ST 40— (10 g) 12 L7
TUEZTIK—AF)—=l—700FKRKNL (2:15:100) THELELT. A
FH U -BIFLLORERICLSET, 4-T73I/-N-[2~-(1-T3/-
1=27anFo) 2FIV] —=5-700-2-AFFIURUZXTIRES 0
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m g &7,

e 103-105°C BEi=FIU—~FY
BEAWE:El (m/z). 325, 327 (M*)
HHREBANRT MLV (CDC1:, TMSAHKE®)

§:1.05-1.80 (14H, m), 335-3.70 (2H, m), 386
(3H, s), 437 (2H, brs), 6.28 (1H, s), 809 (1H,
br), 810 (1H, s)

M 1 LRRICUT. LTOEMH 3~ 1 7DEHE8E L7,
L 3

4-=73/)-5-700-2—-AbFU-N—-[2- (1 =XFNTI/)-1]
—v7anFI) FIN] XU ZXTIFR
e 115-117C BEzFIL-—~\FHU
EMME (Ci,-H2sN: O, C1&ELT

C (%) H (%) N (%) C1 (%)
LT 60.08 .71 12.36 10.43
ERIE 60.06 7.76 12.33 10.32

HEf#fE:E1 (m/ z) 339, 341 (M*)
BZHEIEBZIRT PV (CDC 1, TMSHER%E)

§:1.05-1.80 (12H, m), 2228 (3H, s), 3.30-3.60
(2H, m), 3.87 (3H, s), 439 (2H, brs), 6.29 (1H,
s), 8808 (IH, br), 810 (1H, s)

EMEF 4
4-73/)-5-700-N=-[2- (1 =IAFILTI/)=-1-v7ury+
W) ZFN] =2 - A bFIRVXTIF
Ms 185-187°%C
suEsiriE  (CiaH2sNs 02 C1l, 0.4H, O, 0.02CHC 1, &LT)
C (%) H (%) N (%) C1 (%)
HiaaE 5850 7.74 12.02 10.75
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EERE 58.66 7.59 12.07 10.97
HESE:EI (m/z) 339, 341 (M*)

HHMSIEBINT L (CDC 1., TMSAEER%)

6:1.46-1.50 (2H, m), 1.6 6—-1.67 (4H, m), 1.78-
.83 (4H, m), 227 (6H, s), 349-353 (2H, m), 3.8
9 (8H, s), 435 (2H, brs), 629 (1H, s), 7.93 (1H,
brs), 812 (1H, s)

Ehtif 5
4-73/)~-5-27vo-N-[2-[1- (N —=2F V=N’ —AFLT
1) -1 =vranFoN] FN] -2 X PFIRUXT IR

Ma 144-145C BEEEZFN-—~FH

HERE:El (m/ z) 367, 369 (M*)

ZRSREM IR L (CDC 1., TMSHIBEE)

§:1.00-270 C18H, m), 346 (2H, brs), 390 (3H,
s), 438 (2H, s), 630 (1H, s), 7.82 (1H, brs),
8.09 (1H, s)

ENtiffl 6
4-73/)-5-20u0-N- [2=- (| =-VxFLTI/)-1-2rorF

IN) ZFN] =2-APFIURVXTIFK

e 117-122°C BETFN-—~FH

HEsrE  (C20H::N: O C1, 0.5H, O&LT)

C (%) H (%) N (%)
HirfE 61.44 8.5 1 10.75
ER1E 61.49 8.27 10.79

HesifE:ETl (m/z) 381, 383 (M*)
I IHEB I ML (CDC 1, , TMSAHEIE%)

6:1.03 (6H, brs), 1.26-1.80 (12H, m), 261 (4H,
brs), 342 (2H, brs), 389 (3H, s), 435 (2H, s),
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.29 (1H, s), 767 (1H, brs), 809 (1H, s)
SEmf 7
2= (1 =DUXFNTI/)—=1=-270\FIN) TFN 4-T3I/)-5-—
yoo—-2—- XA MFIURVTT—}
s 137-188°C BHEZFILN-—~FHU
TESE (CisH2aN, 0. C1ELT)

C (%) H (%) N (%)
M 60.92 .67 7.8 9
KR {E 60.70 7.70 7.85

HEMMTME:E] (m/z) 354, 356 (M*)

MK IB AR hL (CDC 1, , TMSHpBEZE)
§:1.32-1.50 (6H, m), 1.54-1.72 (4H, m), .86 (2

H t), 227 (6H, s), 385 (3H, s), 432 (2H, t),

4.44 (2H, s), 6.29 (1H, s)., 7.83 (1H, s)

Ll 8
4-73/-5-200-N=-[3- (1 -UAFNTI/)-1-V7ur#

UN) TobEN] —2-AMFIURVXTIF ANITTL—-F E)ALFRL

-k

ME 163-165C %)= —FlgFI

uESME  (C,sHsoN: 0. C1, 0. 5Cs He Oy, H, O&LT)

C (%) H (%) N (%) C1 (%)
HimiE 56.81 .72 9.4 6 7.99
e 56.77 758 9.30 8.05

HEn#HE:El (m/z) 367, 369 (Z7Y—{&kELTM")
BHEIILB IR bV (DMSO=-ds ., TMSAIBELE)
§:1.24-1.63 (14H, m), 233 (6H, s), 38.22-3.24
(2H, m), 382 (3H, s), 591 (2H, s), 6.48 (1H, s),
6.51 (1H, s), 7.6 7 (1IH, s), 7.82 (1H, t)
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E Rt 9
4-73/)-5-2700-N- (2= (1 =IAFNANTI/)-1-v7a TS

FU) TFN] —2=-APFUNVZXT IR

s 137-138°C

THESE  (CisHioNs 0. C1, 0.75H, 0& L)

C (%) H (%) N (%)
HimiE 59.83 8.32 11.02
ER{E 59.91 8.21 11.34

HESHE:E]l (m/z) 367, 369 (M")

S EBRINR7 ML (DMSO-d:, TMSAIE%E)
§:1.35-1.80 (14H, m), 220 (6H, s), 3.28 (2H, m),

382 (3H, s), 5.89 (2H, s), 6.47 (1H, s), 7.67 (1H
s), 7.98 (1H, m)

EHif 1 0
4-73/)-5-200-N- [2= (1 =-DUXFINTI)-1-vrorF

UN) ZFN] -2 - b FIUNRVXTIF

e 167-168C BETFIL-—~FHU

TESE  (CisHioNs 0 C1&ELTD

C (%) H (%) N (%)
HiRiE 62.03 8.22 11.42
KEH 61.93 8.31 11.39

HEfE:El (m/z) 3867, 369 (M*)
ZRESEB2ZRI MLV (CDC 1., TMSAHIGE)

§:1.33-1.46 (6H, m), 1.49 (3H, t, J=T7THz), 1.56
-1.65 (4H, m), 1.65—-1.72 (2H, m), 224 (6H, s), 3
36-4.45 (2H, m), 409 (2H, q, J=7Hz), 6.28 (1H,
s), 7.85 (1H, br), 810 (1H, s)

SEHEf 1 1
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5—270u—-N- [2— (1 =DUXFLATI/)-1=-Ur7oAFI)l) ZFN)]

— 2= A PFFU—4 = RAFNTI/)NVXTIFK ANIT72L—}

MdE 205-207°C ¥ /—)L—BiETFI

TEMME (CisHsoNs 02 C1, 0.5C4 He O -H, O&LT)

C (%) H (%) N (%) C1l (%)
HRiE 56.81 .72 9.4 6 7.9 9
ER{E 57.04 17.73 8.4 1 7.75

HEsHE:EIl (m/ z) 3867, 369 (ZV—&LLTM*)

BHEEmaINy MU (DMSO-ds ., TMSAKFEY%)
§:1.25-1.55 (6H, m), 1.55-1.63 (4H, m), 1.6 3—1.
72 (2H, m), 232 (6H, s), 284 (3H, d, J=5Hz), 3
25-3832 (2H, m), 393 (3H, s), 6.05 (1H, br), 6.2
2 (1H, s), 653 (1H, s), 773 (1H, s), 801 (1H, b

rt, J=6Hz)

EMEF 1 2
4-73/)-5-200-N=- [2- (4-UAFNTI/)5F b5k Fu-1¢

—EZ=Z0) 2FN] =2 =R PFINVXTIF ANIT7L-=}

e 216-219°C BfgFN

TESE (CiiH2eNs 02 C1, 0.5Cs Hye O < 0.6H, O&LT)

C (%) H (%) N (%) Cl (%)
LiE ] 5373 6.9 3 9.8 9 8.3 4
ERIE 53.94 6.6 6 8.5 1 8.06

HESFE:EI (m/z) 355, 357 (Z7V—&&LTM")
EHESHEB NI ML (DMS0O-ds , TMSHIEFEAE)

§:1.50-1.56 (2H, m), 1.68-1.78 (4H, m), 232 (6
H, s), 326-331 (2H, m), 343-352 (2H, m), 370
-875 (2H, m), 383 (3H, s), 592 (2H, s), 6.47 (I
H, s), 6657 (1H, s), 7.70 (1H, s), 800 (1H, t)
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EHf 1 3
4-731/-5-700-N- [2—- (4-DXFNTI/-1-ZThFIH

WEZNER) I =4 —AN) ZFIN] —2— A FIRUVZXTIK A7

<L—=F

BE 105-110°C BEE—FI

TEMTE (C.oHsyN. O4 Cl, 0.5C4 Hy Oy - 1.5H, O&ELT)

C (%) H (%) N (%) C1l (%)
Ml 51.61 7.09 10.94 6.9 2
eSS 51.4 8 6.8 4 10.94 7.07

HEME: FAB (m/2z) 427, 429 (2Y—{&&LTMH*)
BBy ML (DMSO-ds ., TMSHEERLE)

§:1.17 (3H, s), 1.L40-1.50 (2H, m), 1.62—-1.72 (4
H m), 223 (6H, m), 322-344 (6H, m), 3.82 (3H,
s), 402 (2H, q), 590 (2H, s), 6.47 (1H, s), 659
(1H, s), 768 (1H, s), 7.95 (1H, t)

E5EH 1 4

4-731/)-5-2700-N-[2- (4-UAFNTI/)~1-XFNLER
NOv—4—AN) TFN] —2-APFINVITIK ANI7TL—}
s 217-218C BfizFI
TESE (CisHesNe 02 C1, 0.5Cs Hy Oy, 0.5H, O&LT)

C (%) H (%) N (%) C1 (%)
HimfE 5510 7.40 12.85 8.13
EE{E 5540 7.23 12.71 815

HEMMME:EI (m/z) 368, 370 (7V—{&ELTM*)
Hias w2y bL (DMSO-ds, TMSHEREZE)
§:1.50—-1.70 (4H m), 1.7T4-1.84 (2H, m), 220 (6
H, s), 236 (3H, s), 252-273 (4H, m), 318-3.30
(2H, m), 382 (3H, s), 590 (2H, s), 6.46 (1H, s),
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6.47 (1H, s), .69 (1H, s), 7.96 (1H, t)

EMEF 1 5
5—2o00—-4—UAFNTI/-N-[2- (1 =IAFATI/-1-¥

ganFsl) TFN] —2—-AMFIRVXT IR

s 108—-109C EzFN-—~FY

TEMME (CioHi:Ns 0. C1&ELTD)

C (%) H (%) N (%) Cl (%)
HiRiE 6289 8.4 4 11.00 9.2 8
ERIE 62.66 8.5 1 11.05 9.5 6

HEAWE:EI (m/z) 381, 383 (M")
BHSEm 27 b (CDC 1, TMSHIBERE)
§:1.32-1.583 (6H, m), 1.53—-1.70 (4H, m), 1.75 (2
H, t, J=5Hz), 228 (6H, s), 289 (6H, s), 3423
50 (2H, m), 3.96 (3H, s), 6.53 (1H, s), 7.95 (1H,
br), 816 (1H, s)
ESEH 1 6
4-73/)-5-—2700-N-[2- (4-IUXAFNTI/TP5LFO-¢
—FFESZN) TFN] —2=-RAPFURVXTIF
s 162-1637C
HEMME (Ci7H.eN: 02 C1S, 0.3H:, O&LT)
C (%) H (%) N (%) S (%) Cl (%)
HRE 54.11 7.11 11.14 8.50 9.4 0
ER1H 54.3 8 6.8 5 11.12 8.54 9.4 5
HEMFHE: FAB (m/2z) 372, 374 (MH*)
B2y bV (CDC 1., TMSHIBEE)
§:1.64-1.73 (2H, m), LL783-1.81 (2H, m), 200—-2
10 (2H, m), 2223 (6H, s), 240—-250 (2H, m), 2.8 38
-2.98 (2H, m), 3.36-344 (2H, m), 390 (3H, s), 4
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39 (2H, s), 6.30 (1H, s), 774 (1H, s), 811 (1H,

s)
EHF 1 7
4-73I/=-5—-s7v0o-N-[2-[1-(1-FKoyo=n) -1-v7
OANFUN] ZFN] —2-ARFIRUXTIFN
Mo 139°7C
FTEMME (CroHioNs O C1 ELT)
C (%) H (%) N (%) C1 (%)

BiRE 63.23 7.96 11.06 9.3 3

e 6291 7.9 6 11.06 9.3 3
HE5HHfE: FAB (m/z) 380, 382 (MH*)

BRI HEB IR ML (CDC 1., TMSRHIEES)

§:1.26-1.90 (16H, m), 258—-290 (4H, m), 3.44-
354 (2H, m), 390 (3H, s), 435 (2H, s), 6.29 (1H,
s), .88 (1H, brs), 808 (IH, s)
£l | LRIRICUTUTOEMH 1 8 ~2 7T DILEMEET-,

Ehtafl 1 8
4-731)-5-700-2-XbFY-N-[2-(1-ERYJY)—-1-

vryanFUL) FN] RUXTIFR

FEHEE : 2— (1 —EXRY D) =1 -y 7anFIl) ZFLT Iy

M= 149-150°C

I IRT ML (CDC 1., TMSHIHEE)

§:1.30-1.52 (12H, m), 1.60—-1.75 (6H, m), 251
(4H, brs), 338-3483 (2H, m), 389 (3H, s), 439
(2H, s), 6.29 (1H, s), 7.65 (1H, t), 809 (1H, s)
SEHtif 1 9
4=731)-5-700-2—-XbrFU-N-[2-[1-(l—-Foyo=
W) —1=v7axXvFNU] 2FN] RUXTIFK
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EfMEatn: 2— [1— (1 —-EXY =) -1 -2 7aXVFU] =FLT
NV
Ba 141-1438°7C
S IEBANY ML (CDC 1., TMSHEEX)

6:1.44-1.85 (14H, m), 258—-2.68 (4H, m), 352
(2H, q, J=8Hz), 387 (3H, s), 441 (2H, brs),
6.29 (1H, s), 794 (1H, br), 806 (1H, s)
LM 2 0
4-73I/-5-2700-2-2bhFY-N-[2—- [1- (4 —xFNER
SUZ)) -1 =vr2anFU] 2FN] NUXT IR
BEEHESH : 2— [1— (4—XFAERYIZN) -1 —v7aoAFUi] =
FUNT IV
s 183—-185°C
RSB IR ML (CDC 1, TMSAIHELE)

6:1.25-1.45 (6H, m), 1.6 5—-1.85 (6H, m), 228 (3
H, s), 244 (4H, brs), 264 (4H, brs), 338-3.43
(2H, m), 3.89 (3H, s), 435 (2H, s), 6.29 (1H, s),
7.63 (1H, t), 810 (1H, s)
EHEH 2 1

4-73/)-5-270o—-2-4r¥Y-N- [2-[4- (1 -Foyv=
V) FhSeRo-4—-FAES=N] =FNV] XUXTIF
FEHEEY : 2— [4— (1 -Foyrzih) FhoeFao—-4-FFE5=)]
ITFNT IV
Me 169-1707C
BB 2Ry b (CDC 1., TMSHBEL)

6:1.67-1.77 (6H, m), 1.79-1.84 (2H, m), 1.94-1.
99 (2H, m), 243-246 (2H, m), 261 (4H, brs), 2
88—-295 (2H, m), 340-345 (2H, m), 3.89 (3H, s),
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4.41 (2H, s), 6.30 (1H, s), 7.71 (1H, t), 810 (1H,

s)
ERiG 2 2
4-73I/)-5-27v00-2=-ArFY-N-[2—- (1 —-%FNK) /-1~
yranFl) FIL] XU XT7 IR
ERHEEt) : 2— (1 —FNKY /=1 -2 70 FVN) ZFAT IV
s 184—-186°C
EHMESHEBINX 2 hL (CDC 1, , TMSAHSERE)
§:1.37-1.41(6H, m), .L60—-1.70 (6H, m), 257—-2
60 (4H, m), 3.39-3.44 (2H, m), 3.66—-3.69 (4H, m),
390 (3H, s), 435 (2H, s), 6.29 (1H, s), 7.63 (1H
, brs), 811 (1H, s)
HESHE: FAB (m/z) 396, 398 (MH*)
EEf2 3 — (1)
4-73/)-5-200-N=-[2- (1 =URAFNTI)-4-AFI—]
—7anNFUN) TFN] —2-FAbFIRVITIF (FEHEEA)
FRHEEH : 2— (1 —DXFNTI/)—4—FAFN-1-V7anFi) =
FUT Iy (REEA)
Bis 212-214°C
a2y b (CDC 1, , TMSHEIMEHRE)
§:091 (3H, brs) 1.25-1.45 (6H, m), 1.55-1.75
(3H, m), 1.75-1.85 (2H, m), 223 (6H, s), 3.38-3.
43 (2H, m), 390 (3H, s), 437 (2H, s), 6.29 (1H,
s), .63 (1H, brs), 812 (1H, s)
Ehtf 2 3 — (i)
4-731/)-5-700-N- [2- (1 -VUAFNANTI)—4—-xFl—1|
—v7anFUL) ZFN] —2- AP FIUNUXT IR (RHEEB)
BEHESH : 2— (1 —IAFNTI) =4 - AFI—-1-270~FI)) T

8 2
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FLT IV (RHEKB)
e 137-138°C
EESEIBINT PV (CDC 1., TMSHIPE#)

6§:090 (3H, d) .L0O5-1.13 (2H, m), 1.30-1.36 (1H,
m), .47-1.63 (6H, m), 1.80—-1.83 (2H, m), 2229 (8
H, s), 344-348 (2H, m), 3.88 (3H, s), 438 (2H,
s), 629 (1H, s), 804 (1H, brs), 810 (1H, s)
EHif 2 4

4-731)-5-700-2-XbFU-N-[2—- (I -FFELKY ) -

1 =v7anFIN) 2FNAN] XU/ XTIFR
FRHEE : 2— (1 —FAENANKRY /-1 -V 70 FU)) ZFILT I
Mg 165—-167°C
BEIEBINI PV (CDC 1, , TMSHIBELE)

0:1.26-1.38 (5H, m), 1.52-1.74 (7TH, m), 263—-2
65 (4H, m), 2289 (4H, brs), 336-3.41 (2H, m), 3
90 (3H, s), 438 (2H, s), 6.29 (1H, s), 7.6 0 (1H,
brs), 811 (1H, s)

HENHE: FAB (m/z) 412, 414 (MH*)

KR 2 5
4-73I/)-5-2700-N-[2- (4, 4=DXFN—-1=-IAFNT?3

J=1=v7anFIN) ZFN] —2- XA bFIURUZXTIFR

BRHEEM : 2— (4, A—DAFN=1=DXAFATI) -1 - 70 F

V) TFNT IV

M 174-175°C

HBEIIB IR ML (CDC 1., TMSAHEERE)

§:090 (3H, s), 0.91 (3H, s), 1.15-1.25 (2H, m),
1.35-1.50 (4H, m), 1.60-1.75 (4H, m), 229 (6H, s),
4.45 (2H, q, J=T7Hz), 389 (3H, s), 439 (2H, brs),
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6.30 (1H, s), 785 (1H, br), 811 (IH, s)
EHif 2 6

4—-73I/)-5-700-2—XbFI-N-[2- (4-XFNLT7TI)5Fk
SkRo—-4—-FAES=L) 2FN] XU XT IR
BEEHEAH : 2— (A—XFILFIFSERO—4-FFES=Z)) 2FILT7 3
Mo 155-1577C
HHSEB AN ML (CDC 1., TMSHIEXE)

§:1.68—-1.78 (4H, m), 1.86—-1.90 (2H, m), 231 (3
H, brs), 245-250 (2H, m), 280-2.86 (2H, m),
342—-347 (2H, m), 390 (3H, s), 436 (2H, s), 6.2
9 (1H, s), .87 (1H, brs), 811 (1H, s)
HEME:E] (m/ z) 357, 359 (M*)

KM 2 7

4-7I/)-N-[2- 4-T3I/)F+JFo-4-FFE5=)) =5
N] =5 =2700-2—-XFFIRVXTIFK
FEHLE® :: 2—- (4-T73I/F7 P53 ROo—4-FFESZ) 2FAT I
M= 160—-162°C
BRRRIEB NI ML (CDC 1., TMSHIBE#)

6:1.55-1.80 (4H m), 1.82—-1.87 (2H, m), 250~-
2260 (2H, m), 2278-2.83 (2H, m), 3.50-3.55 (2H,
m), 388 (3H, s), 437 (2H, s), 6.28 (1H, s),

7.97 (1H, brs), 809 (1H, s)
EMER 2 8

4-[2-(4-7T3/)=-5=-200=-2—-X b FIUXRUXTIF) 5]
—4-UAFATI)TFIISEROFFESI -1, | -UFUR . I2ILE
&

4-731/-5-700-N- [2- (4-DAFILTI/)5FPb5LFo—4
—FAEITZN) ZFN] —2-APFINRUXTIF 0.08g (215um
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01) OFFEEIEIE (2.0m 1) (2, KRBT T3 0%BEEE(L/AFEK 0.4m1 (1.
76mmo 1) ZMA/%. 6 0°CT | KMBREE L7, RICIEKIZF A TEEF b
U LIKEIRAEMA, BETRMEUKEEN Y VL TIEEME L1 0% A5 )
=)= 7ooRVLTHE Ui, MEREK, ENEEKTERSE L. kKT
RUDLTERZ, BALBETEBRELTVYAYVAS L2 bS5 T 4 —
(3g, A% /=) 700FkNL=]1:20) XfFL, 7w ILIEEET2 &
- TEELEHE30meg (27%) B
s 221-225C
HHKILIB N7 ML (DMSO—-ds, TMSMHIIZ®E)
§:1.60-1.65 (2H, m), 1.91—-1.98 (2H, m), 210~
215 (2H, m), 222 (6H, s), 287-291 (2H, m), &
11-318 (2H, m), 3.23-3.28 (2H, m), 383 (3H, s),
592 (2H, s), 6.47 (1H, s), 6.63 (2H, s), 7.6 9 (1
H. s), 796 (1H, t)
EREFI2 9 (1)
4-[2-(4-73/=-5-200-2—- X FFIURVZTIK) 2F1)
—4—UAFALTI)F RS ERFOFFES V-1 —FF VR
4-73/)-5-700-N- [2—- (4-IUXFLT7I/)FF5ktro-4
—FAESZI) TFN] —2-AFFIURNUZXTIF 0.14g (376 um
0l) A5/ =N (1 0m1) IS, KT THIIFEREFT P YL0. 10
g (468umol) OKEHK (5.0m 1) #MA %k, FETIHREBHEL,
RNTRICER 54 MEBLAHEBRETEGEUKEMZ, 10%2% /-
—700FRNLTHI U, iRk, fafaiikcikig L, Bk F by
U LTHE%, RALBETERELTYIAFLAS Lo ST 40— (5
g. X7 /= 70okilL=1:10) I3 Lil&-> TEEELSHE 2
Omg (149%) . RUEMHM2 9— (d) D42 Tmg (1 9%) %EB7-,
EHSEBAR2 ML (CDC1: +CDs OD, TMSHmE)
6:1.67-1.72 (2H, m), 1.79-1.84 (2H, m), 225 (8
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H, s), 237-245 (2H, m), 271-275 (2H, m), 29
1-299 (2H, m), 340-349 (2H, m), 3.82 (3H, s),
6.73 (AH, s), 792 (1H, brs), 801 (1H, s)
HESTE: FAB (m/z) 388, 390 (MH*)
EMEf 2 9 — (i)

4-[2—-(4-73/)-5=-700-2—-AbFIRVUXTIFK) 5]
—4=IAFNANTI)TFESEROFFES V-1 -FF VN (EBEDYE)
BSIEBIR2 ML (CDC 1., TMSHIER)

6:1.60-1.80 (4H, m), 220—-230 (2H, m), 229 (6
H s), 290-295 (2H, m), 310-317 (2H, m), 33
6—-3.42 (2H, m), 391 (3H, s), 440 (2H, s), 6.30
(lH, s), 775 (1H, brs), 810 (1H, s)
HEHHfE: FAB (m/z) 388, 3390 (MH*)

Nt 1 LRIERICUTEITFOERfF 3 0~ 6 2 DIL&MEBT
EREH 3 0

4-73I/)-5-200-N-[2= (1 —-IXFNTI/)-1-v7aA
FUN) ZFN] -2-AVTORFIRNVITIF
FXHEEW : 4 -7 /)-5-700-2 -4 ToR* REER
B 146—-147°C
BB IR ML (CDC 1., TMSHER®)

§:1.37-1.47 (2H, m), 1.L55-1.73 (6H, m), 225
(6H, s), 338-344 (2H, m), 431 (2H, s), 457~
463 (IH, m), 629 (1H, s), 790 (IH, brs), 811
(1H, s)
Ehtf 3 1

4-73/)-38, 5-U700-N-[2- (1 =UAFNTI /=1~
ONFUIN) ZFN] —2— A MFIRVXTIFN £/I72L—}
FRHLEeW: 4-7 /-3, 5-UJ00-2- X FULEBERH
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s 193-195°C
HHSEBZRY ML (DMSO—-ds . TMSHEH)

§:1.20-1.70 (10H, m), 1.76 (2H, t), 242 (6H, s),
3.26-332 (2H, m), 877 (3H, s), 6.06 (2H, s),
6.55 (2H, s), 7.56 (1H, s), 818 (1H, t)

SEMEF 3 2

3-73/-5-2700-N-[2= (1 =DXAFNTI/-1-V 70~ F
UL) TFN] -2 - A PFURUXT IR
FEHEEH : 3—-T3/-5—-7vu0-2— A v+ LERE
e 142-1438°C
EBSIEB IR bV (CDC 1, , TMSKHESE)

§:1.25-1.55 (6H, m), 1.55-1.70 (4H, m), 1.76 (2
H t, J=8Hz), 225 (6H, s), 3.48 (2H, q, J=8Hz),
376 (8H, s), 3.95 (2H, brs), 680 (1H, d, J=2Hz),
7.27 (1H, d, J=2Hz), 828 (IH, br)

L) 3 3 |

2, 5=V FoFV-N-[2- (1 =IXFNTI/)-1-vra Fy
V) TFIN]) R X7 3K - 158
JFEHEE : 2, 5 -V FOoFU/REEM
RS 234-238°C(dec)
MRSHBIN Y ML (DMSO—d,, TMS M)

§:1.15-2.10 (12H, m), 274 (6H, s), 3.30-3.60
(2H, m), 6.76 (1H, d, J=9Hz), 6.89 (1H, dd, J=3
Hz, 9Hz), 7.22 (1H, d, J=8Hz), 890 (1H, t, J=68
Hz), 908 (1H, br), 1020 (1H, br), 11.56 (1H, b
r)

SEhtf| 3 4
4=73I/-2-FoFUy=-N=-[2- (1 -I*AFATI/-1-2%0
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AFUIL) TFN] RXRUXTIF

BEHEEH : 4-T 31/ -2-t FoF LEEH

RS 148-149°C

HHSEBINRI ML (CDC 1., TMSRHIEZESE)
6:1.10-1.75(C10H, m), 1.87 (2H, t, J=6Hz), 2.3
6 (6H, s), 347 (2H, t, J=6Hz), 392 (2H, brs),
6.10 (1H, dd, J=2Hz, 9Hz), 6.17 (1H, d, J=2Hz),

702 (1H, d, J=9Hz)

S 3 5
2, 4=Vt FoFU-N- [2=- (1 =IXFATI/)~ 1=Vt
L) TFN] RUXT7 3K - EEgE
FEHEE : 2, 4 - Yk FoF L REER
e 247-251°C(dec)
BB ZRRT bV (DMSO-ds, TMSHIEHR)
6:1.15-1.90 Cl10H, m), 1.99 (2H, t, J=8Hz), 27
4 (83H, s), 275 (3H, s), 335-345 (2H, m), 6.76
(1H, d, J=9Hz), 6.88 (1H, dd, J=3Hz, 9Hz),
721 (1H, d, J=3Hz), 888 (1H, t, J=5Hz), 907
(tH, br), 1007 (IH, br), 11.57 (1H, br)
EStifi) 3 6
2-73/-38, 5-U200-N- [2—- (1 =IXAFNTI/)-1=-V%
OANFUIN) ZFIN] XU XT7IFR
FEEHEEW : 2-731/-3, 5—-VJuukBEEHK
s 85—-86°C
BERHEB N7 L (CDC 1y, TMSHIBEH)
6:1.10-1.75 C10H, m), 1.81 (2H, t, J=6Hz), 2.3
6 (6H, s), 345 (2H, q, J=6Hz) 6.28 (2H, brs), 7.
17 (1H, s), .31 (1H, s), 9997 (1H, br)
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EHf 3 7
4—T73I)=-N=[2= (1 =DUXFINTI)—-1=-v270~FVII) TFI]
—2 - AMFIURUXT I N 2IEHIE
BEHELEH : 4 —-T 3/ -2 - A b FOREERH
s 160-165°C
RS EB AN MV (DMSO-ds , TMSHIEL)
§:1.15-1.24 (I1H, m), 1.35—-1.52 (2H, m), 1.55—
.65 (1H, m), 1.60—-1.80 (4H, m), .78-1.90 (2H, m),
.95 (2H, t), 274 (3H, s), 275 (3H, s), 336-3.4
2 (2H, m), 388 (3H, s), 651 (1H, d), 6.60 (1H, s),
7272 (1H, d), 825 (1H, t), 1009 (1H, brs)

EMEG] 3 8
2-731/)=5=700-N— [2~- (1 =DAFNTI)-1-70~#F

W) TFN] —aFUEET IR

FEiHEA: 2-73I/-5—-/0uo=aF VB

s 133-135C

- BERHEEINY bV (CDC 1y, TMSKHEFER)
6:1.08-1.22 (1H, m), 1.28-1.42 (2H, m), 1.4 8~
.65 (5H, m), 1.65—-1.75 (2H, m), 1.87 (2H, t), 23
6 (6H, s), 3.43-3.48 (2H, m), 6.54 (2H, s), 7.44
(IH, d>, 807 (1H, d), 1013 (IH, brs)

MR 3 9

N=[2= (1 =DXAFNTI/)=-1=V70\FIUN) ZFN] -2 -FF
T2 VRANVEFHIF ANIT2L—}

[F¥HEEm : 2—-FT /4N 7034 F

B 175-176°C

BEIEB NI MV (DMSO—-ds , TMSAZKR%)
6:1.25-1.50 (6H, m), 1.60~-1.70 (4H, m), 1.71 (2

8 9
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H, t), 232 (6H, s), 318-3830 (2H, m), 6.54 (1H,
s), .12-714 (1H, m), 7.6 9-7.73 (2H, m), 854 (1
H, brs)
Etifil 4 0
N—[2= (1 =IXFNTI/)-1=-V7u~FUL) 2FIL] -2 -FF%
JrvANKFIR AITTL—F
FEEHEE® : 2 —F A T2V ANKZIN 7054 K
Bis 185-186°C
BHKIEB I ML (DMSO-ds , TMSHEBIEZH)
§:1.15-1.45 (6H, m), 1.40—-1.60 (6H, m), 216 (8§
H, s), 285 (2H, t), 656 (IH, s), 7.19 (1H, dd),
7.58 (1H, d), 792 (1H, d)
KM 4 1
N-[2- (1 =DAFNTI/-1=-V7a~FUN) ZFN] -3 -FF%
T VANKFFHIF ANITTL—-}
FEHEEW : FA 72— 3 - AINKVE
M 168-169°C
BHSREB X7 L (DMSO~-ds ., TMSHIRZH)
6:1.27-1.50 (6H, m), LL50—-1.70 (4H, m), 1.70 (2
H t), 232 (6H, s), 320-326 (2H, m), 6.54 (1H,
s), 747 (1H, d), 7.57 (1H, dd), 807 (1H, d), s
34 (IH, brs)
Ehtifl 4 2
N=[2=(1=IXFNTI)=1=-270~FUL) TFN] —4-2F
N=2=FAXTxVHNVEFHIF ANITTL-—}
FEHEEW : 4 - AF N -2 -FF 72 VALK VB
Mo 158-160°C
ZRIELB IR MU (DMSO-de , TMSHIBEH)
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§:1.25-1.50 (6H m), 1.50—-1.65 (4H, m), 1.68 (2
H, t), 221 (3H, s), 230 (6H, s), 3.19-3.24 (2H,
m), 6565 (1H, s), 781 (1H, s), 751 (1H, s), 844
(1H, brs)

ERtEf 4 3

N— [2= (1 =UXFNTI/)=-1=v70AFIIL) TFNL] -3-XF

W=2=FF T2V ANKFHIRK ANIT<L—}
BEHEEH : S—AFIN—2—-F* T2 U HILE VB
e 125°%C

BRHSEm a7 bL (DMSO-ds , TMSHEEFHR)

6:1.20-1.50 (6H, m), 1.50-1.67 (4H, m), 1.70 (2
H, t), 232 (6H, s), 2240 (3H, s), 318-3.25 (2H,
m), 654 (1H, s), 6.94 (1IH, d), 754 (1H, d), 805
(1H, brs)

ENEF 4 4
4-73I)-5-2700-2, 2=-URXFN-N=- [2= (1 =-VAFLT?

J=l1=v7andvil) 2FN] -2, 3-VbFo-T-RVJI5UHL

ARFEHIF

FE¥HEE : 4 -7/ -5—-20po—-2, 3-2kbFog-T-XUJI5U%H

VR VB

R 143-145°C

GsEmBaNy ML (CDC1,, TMSHEEE)

§:1.30-1.50 (6H, m), 1.59 (6H, s), 1.50—-1.75 (6
H m), 226 (6H, s), 2285 (2H, s), 340-3.46 (2H,
m), 416 (2H, s), 7.40 (1H, brs), 789 (1H, s)
Ehtif 4 5

4 -7 /-5—-700-N-[2=-(1=-DAFNTI/)-1-V27u#
Yy ZFN] -2, 3=V FO-T-XVJISUANRFH IR
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BEEEEH : 4—-T73)-5-200-7-XVJIS5SUHILEVEE
HESHE (m/z) : 366, 368 (MH*)
S IIB AR ML (CDC 1., TMSAHIBELE)
§:1.30-1.50 (6H, m), .50—1.70 (4H, m), 1.72 (2
H t), 226 (6H, s), 306 (2H, t), 3.41-3846 (2H,
m), 422 (2H, s), 477 (2H, t), 767 (1H, brs), T
89 (1H, s)
Ehtiff 4 6
§—73I/)-T7—-2700-N-[2—- (1 =DAFNANTI/)-1-V7or#
L) TFN] =1, 4= NRUTIFFH -5 -RNEFHI N J2LBEE
FEHEE : 8 -7/ —-T—-700-1, 4 -XNVJIFXFH U -5-HIK
VB
s 171-173%C
RSB IR LV (DMSO-d. , TMSHIPEHE)
§:1.20-1.70 (10H, m), 1.75 (2H, t, J=T7THz), 2.4
3 (6H, s), 330 (2H, q, J=THz), 425-445 (4H, m),
541 (2H, brs), 6.54 (2H, s), 7.35 (1H, s), 7.99
(1H, br)
Entiffil 4 7
7—-70%-N- [2= (1 =9XFNTI/)—-1=v7u~FFVil) 2F)]
—1, 4RV JIFTFH /=5 —-RIEFH I ITIVEE
BRHEEY . 7T-70E—1, 4 =RV IFFH -5 -HILK B
M 95-100°C
BSEB2R 2 L (DMSO—-ds, TMSHEHEH)
6:1.25-1.50 (6H, m), L6 3—-1.65 (4H, m), .69 (2
H, t), 232 (6H, s), 320—-330 (2H, m), 425-4.31
(2H, m), 4.33-4.36 (2H, m), 6.56 (2H, s), 7.1 9 (1
H, d), 733 (1H, d), 825 (1H, t)
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K 4 8
5—2so00-2, 2=UXFN-N=-[2- (1 =IXFNALT7I/)-1-V7
onFIN) TFIN] -2, 3= RFO-T7-XVIJISUHANKRFH IR
BE¥MEEY . 5—roo—-2, 2—-UXFIL-2, 3—-UkFRo-7-XxRoJ7
5V HAIVEK U
s 99-100°C
EHKEE IR ML (CDC 1., TMSHEERE)
§:1.35-1.45 (6H, m), 1.63 (6H, s), 1.60—-1.70 (4
H m), 1.72 (2H, t), 226 (6H, s), 304 (2H, s), 3
44-348 (2H, m), 719 (1H, s), 7.6 3 (1H, brs), T
90 (1H, s)
Kt 4 9
4-731/)-5-2700-N=- [2- (1 =-DUXFNTI/)-1—-vro~*
UN) TFN] =T —-RUSISVANKRFH N - I LEkE
BEEHLAY : 4—T 3 /)-5-200-T-RVJ IS5 UHAEUE
HESE: FAB (m/z) 364, 366 (freef&&LUTMH"*)
LRI bV (DMSO-ds, TMSAHIELE)
6:1.20-1.70 C10H, m), .77 (2H, t), 2236 (6H, s),
3.31—-337 (2H, m), 643 (2H, s), 6.56 (2H, s), 7.2
7 (1H, d), 762 (1H, s), 794 (1H, d), 806 (1H, t)
KM 5 0
4-=73)=-2, 2=UXFN-N-[2=- (1 =DAFATI)=1-V7
onNFUN) 2FN] -2, 3-IbFO-T-XVJIIVANEFHIFK.
2IEEE
FRHEe : 4-73/)~-2, 2=-UXFIN=-2, 3-UkFKo-T7-XxRyJ7y
5 U HIVR B
Mo 140-145°C
BREIEBZINT bV (DMSO-ds, TMSRIBE)
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6:1.30—-1.60 (6H, m), 1.50 (6H, s), 1.6 0—-1.75 (2
H m), 1.L75-1.90 (2H, m), 1.95 (2H, s), 274 (3H,
s), 2F5 (3H, s), 2287 (2H, s), 3.35-3.48 (2H, m),
6.34 (1H, d), 7.47 (1H, d), 7.70 (1H, t)

e

6—270o—-N- [2= (1 =DXFATI/)~1-v20 FII) 2F)I]
~4—AFN=-3-FFV-3, 4-VEFoO-2H-1, 4 - XUZXHFH
V=8 —ANEFHI N ITIEHE
FEHEE : 6 — 700 —4 —XAFN-3-FF)—-3, 44—V Fo-2H~-
1, 4 XUZXAFHI -8 -HIEKUEE
Mg 206—-208°C
KB IR MU (DMSO—-ds ., TMSHIBEZHE)

6:1.25-1.55 (6H, m), 1.55-=1.70 (4H, m), 1.73 (2
H, t, J=8Hz), 236 (6H, s), 325-3.35 (2H, m), 3.
29 (3H, s), 475 (2H, s), 6.57 (2H, s), 7.30-7.40
(2H, m), 833 (1H, br)

Ehtiff] 5 2

T—700-N- [2—- (1 =IAFNTI/)-1—-v2aFIl) TFI]
=1, 4=y IUIFFH -5 -RNEFHIF - EFHE
e : T-Joo—1, 4-RVJIFFY -5 -HINK B
Mo 157-162C
BRI INT ML (DMSO—-ds , TMSHIHiZH)

6:L40-1.70 (8H, m), .75—-1.85 (2H, m), 1.97 (2
H t), 275 (3H, s), 276 (3H, s), 3.30-345 (2H,
m), 430-432 (2H, m), 435-438 (2H, m), 7.11 (]
H, d), 726 (1H, d), 840 (1H, t), 977 (1H, brs)

EMEF 5 3
§-2700-N- [2= (1 =IAFATI/~1-v7udIil) 2F1]
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—4—XFN-3, 4= Fuo-2H-1, 4 - XUZXFFHI-8-H N
FKFEHIF - ANIT2L—F
F¥HEE . 6 —-70o0—-4—-XFN-3, 44—t RFRo-2H-1, 4 -~
X FHT -8 —HILE B
s 107—-109°7C
RSB ZANY ML (DMSO—-ds, TMSHHELE)

6:1.25-1.50 (6H, m), 1.50—-1.65 (4H, m), 1.6 7 (2
H, t), 230 (6H, s), 287 (3H, s), 3.20-3.30 (2H,
m), 330-3.36 (2H, m), 4.25-435 (2H, m), 6.54 (1
H, s), 674 (1H, d), 691 (1H, d), 821 (1H, t)
EHEG 5 4

5—700-N-[2—- (1=IXFNTI/)—-1=-Vr7a~FIIL) TF)I]
= 2= AFN=T-RUIJISVANKRFH I £/)4FHF L -}
FBEHEEY . 65— 00—-2—XAFN=-T-XVJIS5 U HINKUEE
Mo 166—-168°C
HHEKIIEBINT bV (DMSO—-ds, TMSHEREE)

6:1.20-1.30(CIH, m), 1.40-1.52 (2H, m), 1.55—1.
65 (1H, m), 1.60—-1.783 (4H, m), 1.75-1.85 (2H, m),
2201 (3H, t), 252 (3H, s), 276 (6H, s), 3.41-3.4
6 (2H, m), 6.70 (1H, s), 7.567 (1H, d), 7.78 (1H, d),
8.51 (1H, t)
KRG 5 5

5—200-N- [2- (1 =DAFNTI/)-1=-V20 FIL) 5]
—2-AFN—-2, 3-DVERO-T-RUJISUANEFHIF £/)4%
VAZal
FRHELEW : 5 -7 00=-2-XFN—-2, 3=V Fuo-T-RUyJyI5u%
WK B
B 141-143°C
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BHESRIEB N7 ML (DMSO-d., TMSHBE)
6:1.15-1.25(1H, m), .L40-1.52 (5H, m), 1.50—-1.
70 (bH, m), 1.72-1.82 (2H, m), 1.94 (2H, t), 2274
(6H, s), 286 (1H, dd), 3837-345 (3H, m), 512~
517 (1H, m), 7.44 (1H, d), 756 (1H, d), 806 (1H,
t)
Eiff| 5 6

6—700-N=-[2= (1=-IUXFATI/—-1=-V7urfl) =FII)
—8—-70R ANKRFHIFK ANITTL—-}
JFEHEEM : 6 —Joo—-8—Ju< U ANKUBR
Mo 88-927C
BE[EB IR ML (DMSO-ds, TMSHIBIZH)

6:1.25-1.50 (6H, m), 1.L.50—-1.65 (4H, m), 1.59 (2
H t), .L90-1.95 (2H, m), 232 (6H, s), 2.80 (2H,
t), 320-330 (2H, m), 427 (2H, t), 6.54 (1H, s),
.27 (1H, d), .52 (1H, d), 829 (1H, t)
SEMf 5 7

5-700-N—- [2= (1 =IXFNT /=1 =70 FIL) 2F)I]
—T-XVJIT5VANKEFHIR ANITTL—}
FRHEEY 5 -7 0o—-T-RXVJISUHNE VB
M= 183-184°C
ZEKIEB 27 b)L (DMSO—-ds ., TMSHEZH)

6:1.25-1.50 (6H, m), 1.50—-1.60 (4H, m), 1.79 (2
H t), 235 (6H, s), 330-340 (2H, m), 6.55 (1H,
s), 706 (1H, d), 766 (1H, d), 791 (1H, d), 820
(1H, d), 858 (1H, t)

EHEF 5 8
N=[2- (1=UXFNTI/)=1-Y70 FVL) ZFIV] - H-N
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VAAIYT=N=5=ANKEFHIF

FRHLE : |H-XNVXAIFT—=N—5-RIL K8 - 158kiE

B 90-92°C

R EB IR ML (CDC 1., TMSHTEE)

§:1.17-1.90 (10H, m), 1.90 (2H, t), 2235 (6H, s),
350-365 (2H, m), 7.30—-7.90 (2H, m), 805-8.40
(2H, m), 9.63 (1H, brs)

SEMEf 5 9

5—2700-N- [2~ (1 =IAFNTI/)=-1-v27a FUL) 2F)I]
-2, 3=k Ro-T-RXUJISUHNEFHIF
FEHEEH : 5 —Joo—-2, 83— Ro—-T-XUJISUHNKUEE
M= 97-98°C
SRR bV (CDC 1., TMSHIEIZHE)

6:1.30-1.50 (6H, m), 1.L.65—-1.70 (4H, m), 1.75 (2
H t), 227 (6H, s), 325 (2H, t), 8.44-3.50 (2H,
m), 474 (2H, t), 723 (1H, d), 790 (1H, d), 800
(1H, brs)

KM 6 0

6 -700-N- [2—- (1 =IXAFNTI/)=-1=-v7a~Fi) 2F)I]
-3, 4-VbEbFo—-2H-1, 4 RXUZXHFHI -8 -HNEFH IR
T/)72lL—F
FERteth: 6-200-3, 4-JkFo-2H-1, 4 -XRUXtFHUy
— 8 —ANKUER
B 134-138°C
BZHRI LB ZRT ML (DMSO—-ds, TMSHIBEZEH)

§:1.20-1.55 (6H, m), 1.52-1.67 (4H, m), 1.72 (2
H, t), 238 (6H, s), 320-330 (2H, m), 3.30-3.34
(2H, m), 422 (2H, t), 6.31 (IH, brs), 656 (2H,
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s), 6.66 (1H, d), 6.85 (1H, d), 823 (I1H, t)

EHif 6 1

N- [2= (1 =UAFATI/)—1—-v7a~FYIL) =FL] —1H-~«
vR=—=3=ANEFHIFK
BEHEAY . lTH-A Vv F=l—3—-h IRV
ME 184-186C
HHRSEBZNY ML (DMSO-ds , TMSRIEBELE)
§:1.25-1.50 (6H, m), .L50—-1.70 (6H, m), 2221 (6
H, s), 322-328 (2H, m), 7.07-7.15 (2H, m), 7.4 1
(1H, d), 7.85-7.88 (1H, m), 796 (1H, d), 814 (1
H, d), 11.50 (1H, brs)
LN 6 2

20— (1 =IUAFATI)—1=-v7unFyl) 2F)L 1H-4V =
- 3—=AIERFIL—b
BEHEE : |H—A 2 F=Il—3—=NIFK B
s 127-128°C
gtz b (CDC 1., TMSHEERE)

§:1.30-1.55 (6H, m), .58—-1.75 (4H, m), .95 (2
H, t), 230 (6H, s), 414 (2H, t), 7.26-7.29 (2H,
m), 742 (1H, dd), 792 (1H, d), 820 (1H, dd). 8.
77 (1H, brs)
Ehtfl 6 3

N— [2= (1 =UAFNTI)=1=7arFV)) ZFN] -3—-4V
JoblN-2-FFI-2, 3-VEFO-1H- XV IFJ—-N-1-%
IWAFH IR - EEEE

6 0 %6tk FEMLFTFYDL (0.088) DFFSEFOI5Y (3m) B
mEIZl -4 7oEL-2-FFI)—-2, 3-JbkFo-1H-RXVX/1%
J-=0.1 8 gAERTMATI 0 2RRHFE. RIGKIZ7ooFE M) Yoo
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AFIN0.50 g &K THMARBTS SREBREL, RICEEARA%., BETFR
FEL, BEEZVVATFNASLIO NS4 — (5g) 126F L., BrBEZF )L
THEHLT3 -4V ToEN-2, 3-YkFo—- 1H- RV XA ¥—)L—
| =ANKRVEE7OY) FEBI, OB/ D) FOUAFILRILLT IR (2m
D) BEEE2- (1 =UXAFNTI/)=1=-v7anF i) 2FILT7I 0.2
0g. MJZFLYTIV0208DIAFARNLLTIFN (2m]) BEITE
BETMZ, RET2 02EREL, RICDKEZERETEBER. BEIOKkE KEEY
Uy LA, BT FIVTHE Uc, BT F VB2 ENAEK TSR, &
KRB~ 7R vy LTEEL, BETBHGULEREEZ VU AFVAS L2a< b
574 —1XfF Ul JOUOKRINL—2F )= N=-T L E=ZTK (100:15 -
2) THEHE LTHRELEYOESEES 0mg42F. ZhAlEEdEE L7,
s 200-202°C
BHSEB IR ML (DMSO—-ds ., TMSHIE#%)
6:1.15-1.30 (2H, m), 1.L40—-1.95 (8H, m), 1.52 (8
H, d, J=7THz), 202 (2H, t, J=8Hz), 274 (3H, s)
, 275 (3H, s), 345-355 (2H, m), 460-4.75 (1H,
m), .13 (1H, t, J=7Hz), 722 (1H, t, J=7Hz), 7
43 (1H, d, J=7THz), 809 (1H, d, J=7Hz), 892 (1]
H, t, J=6Hz), 1019 (IH, br)
Khf 1 LRI U T T OEERI 6 4 ~6 8 DIL&MAEB7-,
£t 6 4
6—700-N—-[2- (1 =IAFNTI/)-1 -0 FIl) 2F)]
1357 [1, 2—-al] BYIU—-8—-HNKFHIF
FErHEE : 6 —Jo0o—-A43%J [1, 2—a] EYI L -8 ~HILEUE
M= 153-155C
BHRKEBIR7 MV (CDC 1., TMSHZBEX)
6:1.35-1.50 (6H, m), L567—-1.72 (4H, m), 1.80—1.
85 (2H, m), 228 (6H, s), 353-359 (2H, m), 7.6 3
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(1H, d), 767 (1H, d), 817 (1H, d), 829 (1H, d)
10014 (1H, brs)
E S 6 -5

N=[2=(1=UXFNANTI)=-1-v7ankvil) zF1] -2 (1 H)
-¥/0 =3 -HNEFHIF
FERte®m: 2 (1H) —F/o00-3 ALK UEE
Mo 255-260°C
RSB ZANRT MV (CDC 1., TMSAHIEZHE)

6:1.30-1.52 (6H, m), 1.55-1.80 (4H, m), 1.80-1.
85 (2H, m), 228 (6H, s), 350-356 (2H, m), 7.2 6
=739 (2H, m), 764 (1H, dd), 779 (1H, d), 9.03
(IH, s), 973 (1H, brs), 11.43 (1H, brs)
Ehtif) 6 6

N=[2= (1-UAFANTI)=1=-Y20 FIN) ZFNL] =1 -4
TJoEN-2 (1H) —F/)00-3-hLEFH43 F. EEE
FREE®: 1 -4 Fobl-2 (1H) -F /oo -3 -H KB
e 217-220°C
ZE B I b (DMSO—-ds, TMSHIEE)
6:L10-1.30(I1H, m), .60 (6H, d), 1.40-1.75 (7
H m, .L80-1.90 (2H, m), 201 (2H, t), 277 (3H,
s), 278 (3H, s), 340-3.52 (2H, m), 510—-5.60 (1
H brs), 736 (1H, dd), 7.74 (1H, dd), 7.88 (1H,
d), 799 (1H, d), 882 (1H, s), .70-9.90 (2H, m)
EHEGI 6 7

N=-[2- (1 =DAFATI/)=1=-v20 FUL) 2FIL] ~ | — x5
V=2 (1H) - F¥/o -3 —-hNEFHIF
FRHEE . 1 —AF -2 (1 H) -F/O0 -3 -HILKR B
B 140-142°C
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g2y bV (CDC 1y, TMSATEL)
§:1.35-1.50 (6H, m), .55-1.75 (4H, m), 1.76-1.
81 (2H, m), 228 (6H, s), 345-351 (2H, m), 3.80
(3H, s), 733 (1H, dd), 7483 (1H, d), 7.69 (1H, d
d), 778 (1H, d), 892 (1H, s), 985 (1H, brs)
Ehtiff) 6 8

N—[2- (1 =VXAFNTI/-1=-270FIN) ZFN] -1 -2 F
NV—2 (1H) —F/o0r=-3-ANKFH I F - EEEE
FE¥eetm: 1 —xzF)V—-2 (1H) —F/0 -3 -N N K UEE
s 225-227°C
RS EB 2R ML (DMSO—-ds , TMSRAIRE)

0:1.13-1.31 (1H, m), .27 (3H, t), 1.40—-1.65 (3
H m), 1.60-1.80 (4H, m), .L75-1.90 (2H, m), 202
(2H, t), 2277 (3H, s), 278 (3H, s), 3.45-351 (2
H m), 440 (2H, ), 739 (1H, dd), 772 (1H, d),
7.80 (1H, dd), 802 (1H, d), 887 (1H, s), 9.83 (1
H, brs), 990 (1H, t)
ENEH) 6 9

1= [2- (1 =DAFNTI) -1 =70 FII) ZFNL] —3—- (2
—AMFYT W) YLT

2= AMFIUT2NAITE=P0 158DV 7009 (5ml) 5
i, 2= (1 =DXFNTI)=1=v70NFVI)) ZFALTI0.15¢
Ovr7ooAyy (1ml) BREZZETMZ., RETSI 0 2MBHEL:, R
KARETRER, BRIIKENZ, 700RkLLTHE L7, 700k LE
RO AEK Tk %, BB~ 72V LTERUBETRG LT, BAX
YORFNASLIOT b TS5 T74— (158) IXffl7, JookilL— 1%
J=N=TUEZTK(100:10:2) TEHELUTEELE®HS TmgxE
726
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Mo 131-1337C
K EBINT ML (CDC 15, TMSHEEZLE)

6:1L.15—-1.65 (10H m), 1.72 (2H, t, J=THz), 21
8 (6H, s), 332 (1H, brt, J=7THz), 3.84 (3H, s),
6.49 (1H, br), 669 (IH, brs), 6.85 (1H, dd, J=1
Hz, 8Hz), 6.90—-7.00 (2H, m), 7.88 (1H, dd, J=1H
z, 8Hz)
EREF 7 0

2= (1 =UAFNTI/)=1=v72aNFU)) ZFATI ) -1 -4IF
OENNRY XA I T=N

2= (1 =UAFNTI/)—-1=27a9~F V) ZFLT7I050g&2
—700—- 1 —A TNV IALIT =021 g% 1 20°CT6HERE
Bl RICHITKEKREER ) Y LEMA, 700 RIVLATHE L, Yook
W LB MRk TR %, Bkl r Y LTERL, BETERELT
RBBEVIATNASLIOR M54 — (15 g) iXffLt, Zookil
L=XF)==T 7K (100:10:2) THEELTEELSHO. 0
8 g &1/,
M= 155-157°%C
BB IR ML (CDC 1, , TMSHIBEHE)

6:1.05-1.20 (2H, m), 1.30—-1.70 (8H, m)., 1.55 (6
H d, J=7Hz), 1.96 (2H, t, J=6Hz), 234 (6H, s),
359 (2H, t, J=6Hz), 425-435 (1H, m), 6.96 (1H

t, J=7Hz), 7.05 (1H, t, J=7THz), 7.16 (1H, d, J
=7Hz), 746 (1H, d, J=7THz), 7.78 (1H, br)

LIT# 3 ICEMFITHONTALENOWEETRT,
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