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v/ v)
TR KEBME:C. 69. T6;H, 6. 35;N. 4. 12

BHEfE:C. 69. 71 ;H, 6. 47;N, 4. 28

EHeH) 4 |

(aS, 18) " N—-— (1 =T 2xFN) —q—-AFY—p—Ft bFY—KET
2= NTSZVOER

FSYRA—p— A bFY—B—RNYYVANTIINBE]l85megiTy/—N
10mLicEd L. BREX 4 0°CICRAEILA. 121mg (1. 1HR) @ (
S) ~1—-T7z2XFATIVEMA., 40COTE1 5HHMRE L. LA
hREABLEABRETERLT. 21 0mgoaBEBELT (aS. 18) -
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1'5
N—(l—7z$?W)—7—#*7—p—}b*9~¢%71;w75;y%
Blro MET1%, VTRAFUAw-H ((aS. 18) &/ (aR. 18)
%) 1395 /5L ETH -1t

R 5 |
(aS. 1S) = N—- (1= 22FN) —9—=AFY—p—LAbFV—FhE7
A =ZNT S DR _
FSYVR=—p—A MRV —B—-ROVANVTIZYNEE206meRTy /)~
10mLicE, L, BE%E40CICHE L. 100mg (0. 948) o (
S) —1=TxxFNTIEMA. 4 0COFTE 1 SERMRE Lo FHIL A
hBES>BLEBRTERLT, 165 mgDHBRBELT (S, 18) —
N=—(1-72FFN) —7—FFV—p—APFV—FcE72ZNVTS5=0%
3o NE42%. (aS. 18) 4& (aR. 18) DV TATVAT—
i85 : 1 5CThot, |

L6 ~19

(S, 18S) = N— (1 -7 x2RXFNV) —¢g—FFV-—p—AbFv—-FKED
2= NV75=VRY (¢R, 18) =N— (1 -7 z%FN) —y—A%Y—Dp
— A bR —RETEZ7L2ZNT SV OERK

FSYR—D—A FFLU—B—RYVINTIUAR2 0 mgiE | IOmdiE
W2mLicENL., BEEZ40CICHMiL/K, 13mg (1. 138 O (S)
—1-T7zRAFNTIVERA, 40COEE I SHERB L. REELE%:
18mLOF7R M= MY KEBH (FE =YW :pH2. SEHK=28 : 2
v/v) A, HPLCTAH L, Bl RRTRBRUVTR7FVA<—k
T (a8. 18) - N=-(1=Z7xRFN) —7y—FFV—-—p—A I MNFV—FK=E
722V F75=VRU (aR. 18) - N— (1 -7 zRxFN) —y—FFYU—
P~ A MFY—RET 2 NT SV %8BI,

1, NLF, Z2DYT7AFVF=2—DAHEERT.
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16
%1
o 3 BE | (aS\ 18) &:
_ (%) | (aR. 18) #kit
KtEH 6 AdHy 45 53:47
RIEG) T ¥ S 90 56:43
2P 8 Yoohibh 80 60:40
KHEp) 9 2 B 80 59:41
EHEH 1 0 FrIEFOTTY 90 55:45
1 R=HGEH1 1 27 =i 86 87:13
eI 1=7asss=n 87 92: 8
IR T 40 §2:38
M6 1 4 Ty )=l 90 70:30
KHEFl 1 5 I EVET 71 67:33
ML 6 DMF 70 80:20
HHagt 1 7 7= MYL 90 70:30
EHEPI1B | =y /—n/Kk(1/1) 67 81: 9
EMFIL 9 | PEL=FYL/KCL/L)Y | 60 68:32
EHEM 2 0

(@S, 18) =N— (1-FzXFA) —g—A4%Y—p—A by —hE7
1= VTS vOER '

PV AR—Dp—APHFI—B~RUyYVALNT2VNER2 0 6meghTy /— IV
2O0mLICENIL. BREZ5 0CIKHWEMILA. 135mg (1. 1 MB) o (
S) —1—-7x2RFNANTIVEMZ. S0COEF 1 SEHMRIELE. FTHL L
EBEABUIBREREZRLT. 25 Smeonak#ELT (a8, 18) —
N- (1-7z%FA) —y—A%Y~—p—A b4y —hET22AT S =05
Bz, M7 8%, YPAFLAT—H ( (aS. 1S) 4/ (aR. 18)
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17
&) 395 /5l ETH-i,

£l 2 1
(@S, 18S) -~ N— (1 =J2XFN) —qg—AFY—p—A M E¥—kET
2= IVT S5 = DA :
FSYR—p—RA PFY—B—RUVANTIYALB500mgETS /=
[ OmLic#d L, BEES5 0CICEBLA, 323mg (1. 1%8) o (
S) —1=7x2RxFNTIVEMA, 50CO%xE | SBEMRELL. HLA
HhMESBLUIBREEBRLT, 65 0mgPBEERELT (2S5, 18) —~
CN=— (1= 2FFN) —qg—AFY—p—A PP Y—-KET2ZNWNTS5=20%.
B, KB 3%, VJTAFUAZ—H ((aS. 18) 6/ (aR. 18)
) 1395 /5B ETH -7

EHEH 2 2
(aS. 1S) = N=— (1 -7 =2FN) —qg—FFY—pD—AbFV—FKRET
=z = VT 5= DEM _
FPSVYR—Dp—RA MFIV—B—-RUVJANVTIINEEL., 0 gxxd /) —NV]
OmLicEH»L. BEE50CICH@ML/7. 646meg (1. 1HE) @ (S) .
— 1 =7 xRFNTIEMA. 50°COEF 1 SRMRA L. Tl LR
ZABLABREZERLT. 1. 27 g0RBHEBELT (¢S, 18) —N~-
(1= 2FFN) —¢g—FFY—Dp— A FV—FET72NT 20,
IRELB 0%, PTRTUAT—H ((aS. 18) %/ (aR. IS_) %) &9
5/ 5B LTH-7

KHEm 2 3

(a8, 18) = N- (1 =7 =2xFN) -9 —-FFYV-—KRET2=ZNT 5=V

DERK |
FSYR—B—RUVANVTIZ7YNEBLITEmgRdLy ) —2 0mLIizEd

L. BREZS50CICHETH LA, 121mg (1H%B) © (S) -1 -T2XxFN
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TIVZEMA. 50COEX ] SRHIRG Lo WU AKEBZABLABAEST
ERUT, 24 0mgOEBILRELT (S, 1S) —N— (1 -J %%
Wy -7 —FFY—-FEITz2=2 V752 VRE (aR,. 18) =N~ (1—-7=
XFW) =y —FFV-RETz2ZNTS_VDRBEYE VT AF LA -
90 :10TH/i. MEB 1%, TEI=PYAM—KTEMARLOBHRKER L
LT (aS. 18) - N=-(1=-7=2%FN) —¢g—-FFY—KET2ZNTS
= vEBl.
TLC (YUHAHN) ;REf=0. 50 (n=T%/—N:BB:k=4:1:
1) . .
NMR (DMSO- ds 6) 7.9 (d. J=17. 3. 2H). 7. 6 (d
'd, J=T7. 8. 7. 8. 1H). 1. 5 (dd. J=7. 3. 7. 8, 2H) .
7. 3 (m. SH). 4. 6 (q. J=6. 8, 1H). 3. 8 (m. 1H) .
3. 6§ (m. 2HY. 1. 7 (d. J=6. 8. 3H)
IR (KBr disk.cm™) 1690, 1630, 1610. 1570.
1380
Br 178~179°C (9@
(a] **» =+80. 9 (¢c=0. 047. MeOH: 1NH: SO, =3 : 1,
v/ v)
LA FEME:C. 72. 84 ;H, 6. 53 ;N. 4. 80

fFEME:C, 72, 7T1;H, 6. 44 ;N, 4. 71

KHEP) 2 4
(aS. 18) = N—~ (1—=T%XFN) —yv—F%FY-—p—SpDo—FkEI
ZNTSZVvDOER
FIVR=—p—=2vu—B-RUVANVTI)NVH2]1 0mgihLy /) —I5
mLizEAML., BEE6 0CIKEM LA, 144meg (1. 248 © (S) —
1—7:*%»7iy%m1\60%®i$6ﬁﬁﬁmbtoﬁmbt%ﬁ%6
EBLABRETRERLT, 280mgoatat®Re LT (aS. 18) —N-— (1
—T7xRFN) —7—AFY -p—Jupn-—FhE¥TT2NT S 0E5 B,
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85% PTRATVA=—H ((aS. 18S) #k/ (aR. 18S) &) 299,/

LEUETH>7co i LABRERBLIS, TEF=FY V- KTERLRLY

BHRERELT (aS. 1S) ~N—-(1—-TF2RFN) —¢g~4AFY—p—

sun—RET2NTS=VEBR,

TLC (YWAHFN) ;REf=0, 65 (n—F%/)—J:Efe:k=4:1:

1)

NMR (DMSO-—d¢ + bV 7040l 6) 7. 9 (d. J=8. 8.

2H) . 7. 8 (d. J=8, 8, 2H) . 7. 5§ (m. SH). 4. 6 (q.

J=6. 8, 1H). 3. 9 (m. 1H)., 3. 6 (m. 2H) . 1. 6 (d.

J=6. 8. 3H)

IR(KBr disk.cm™) 1700, 1630, 1610, 1580.

1570, 1870 '

WA 172~174°%C

la] *°» =+24. 0 (c=0. 10, CH, CN:TFA=99:1. v/

v)

TS KAME:C. 65. 01 ;H, 5. 53 ; N, 4. 32
fHAfE:C. 65. 16 ;H. 5. 47 ;N, 4. 22

KR 2 5

(aS. 18) - N— (1= 2FxFN) —yg—-FFY—p—AFIN—FKET =
VTSSO

FPZYR—D—R2FN—B—RISANTIVNLVEL I 0mgh LTy /) —I5
mLiCEMNL, BEZ6 0CICHEMLA, 144mg (1. 248) © (S) —
=7 2xFNT7I0%8 M. 6 0COEE 6 BRI Lo I LISk S
BLABETRRLT, 29 9megoHGEAELT (¢S, 18) =N- (1
— T2 RFN) — g —AFU—p—AFN—RET 2o NT S A B, R
95%, VTATVAw—H ((aS. 18) 4/ (aR. 1S) ) 97/
SUETH»feo WHLARBRERB LR, 7= FY L - kTEERLA
ERERELT (@S, 18) ~N— (1 —72kFN) —y—%FYV—p—
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AFN—FRET 22 NT S %B1,
TLC (VAN ;REf=0. 60 (n—TF%)— %M :Kk=4:1:
1)
NMR (DMSO-d: +FUZNF o8B &) 7. 9 (d. J=8. 5. °
2H) . 7. 5 (m. 5H). 7. 4 (d. J=8, 5, 2H) , 4. 6 (q.
J=6. 4. 1H). 3. 9 (m. IH)., 3. 6 (m. 2H) . 2. 4 (s.
3H) . 1. 6 (d. J=6. 4., 3H)
IR(KBr disk.cm™) 1680, 1630, 1610. 1570.
1560, 1370
M 205~207°C
" [a) * =+33., 0 (¢c=0, 10, CH; CN: TFA=99:1, v/
v) _
TEMT KEAME:C. 73. 21 :H. 6. 94 ;N. 4. 49

HHE:C. 73. 29 :H. 6. 80;:N. 4. 50

EKHeH 2 6 |
(aS, 18) = N— (1= 2RFN) —y—FFY—p—=z=bpo—kET =
ZIVTS=DEK

FFYR=p—= b —B—RUYVALATIIUN®22 | mgi LY ) —I5
mLiICENL. BEX6 0CICHfiLA. 144meg (1. 2%E) © (S) —
1 = =2xFNTIEMA, 6 0°COTE 6BMRG L. WHLALHEA
BULLERREERLT, 29 0megDEBEHBELT (¢S, 1S) —N— (1
—T7z2RFN) - —FAF/)~p—-Z bPO—-FKRET22NVT 5= 0B, IR
85%. Y7A7VA<—H ((aS. 18) %/ (aR. 18S) &) 295,/
SULTH-7co FHUALERERBL®R, TEF= MY NV—KTHER L%
BHRERLLT (@S, 18S) = N— (1 =T 2%kFN) —qg—-FFY—p—
S hO—RET 2o VTS ARB,

TLC (VALY ;RE=0, 60 (n—F%/)—Jb B :7%k=4:1 :
1)
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NMR (DMSO-d: + FUZADEf &) 8. 4 (d. J=8. 6.
2H) . 8. 2 (d. J=8, 6. 2H). 7. 5 (m. 5H) . 4. 6 (a,
J=6. 8, 1H). 4. 0 (m. 1H). 3. 7 (m. 2H). 1. 6 (d.
J=6. 8. 3H)
IR (KBr disk.cm™) 1700, 1630, 1570, 1520,
1380, 1350
MA 152~154%C
[a] ®'s =+23. 0 (c=0. 10, CH. CN: TFA=99:1, v/
v) _
TR KAE:C. 63, 28 ;H. 5. 36 ;N. 8. 0686

ffEME:C. 63. 15 ;H. 5. 30;N., 8, 18

EHEH 2 7
(aS,lS)—N—(l—?:*%W)—7—¢*V—p~7wtu—¢%7
2o VT SV DARK |

PSSV R=—Dp—TNFO—~B-RVSANVTIZVIEE]L I4dmgh Ay ) — )
ImLic#, L. BEE6 0CIKAMLA. L4dme (1. 248 o (8)
— 1= zRXRFNANT7IVEMA. 6 0°COTE 6 UL L. W LAKLRE
ABLEBEEERLT, 19 0megdBBAEMRELT (aS, 1S) —~N—
(1 —-T2RXFN) -y —FFY—D~-TNAU—-—FKET 2= NVT I V2B,
WRTO0%e V7PAFVAT—H ((aS. 1S) &%/ (aR., 18) &) 29
0/ 1 0ULETH 7o FTHLALRERBLI . T = bV L—KTER
BLEBHKRERELT (aS. 18) = N- (1 -7 2XFN) —y—FFY
—p - TNAO—RET 2 ZNT IV ERL,
TLC (YVA%N) ;RE=0. 65 (n—7% /- Bl :k=4:1:
1) |
NMR (DMSO-ds + PV 7Nt OfEEE &) 8. 0 (dd. J=8. 3.
5. 6. 2H) . 7. 6§ (m. 5H) . 7. 4 (dd. J=8. 3, 8. 3. 2
H) . 4. 6 (q. J=6. 8. 1H). 4. 0 (m. 1H). 3. 6 (m. 2
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2 2

H). 1. 6 (d. J=6. 8, 3H)
IR(KBr disk.cm™) 1700, 1650, 1600, 1350,
1290, 1220, 1160
A 175~1177°%C
[al ' =+26. 0 (¢=0. 10, CH: CN:TFA=890:1, v/
v) '
S KAME:C. 68. 65 ;H. 5. 87 ;N. 4. 29

AFH@E:C. 68. 56 ;H. 5. 7T5;:N. 4. 44

Eiefi 2 8 |
(a8, 18S) = N— (1 =7 x2FxFN) —qg—FFV)—p—~T 2= )V—FKE7
=N TS5=vOER
FSVR—D—TxZN—=B—RUSANTIINER25 2meg: A7) -
SmLicAH L. BE%26 0°'CIcRMiLi. 144me (1. 2HE) © (S)
—1=—7xRFNTIVEMA. 6 0COTFE6BMRG L . W LAREE
 ABLABEEEBRLT, 32 0mePEBERELT (S, 18) —N=-
(1 =T 2RFN) —7—FFV—p-T 2= —hET N7 5= 5B,
IRELB T %o V7ATVA<T—H ((aS. 18) %/ (aR. 18) %) 29
S5/5RETHoe THLAKBEZRELLE. 7= Y NV-—KkTHES
LBtRstiRERELT (aS., 1S) - N~ (1 =7=2RXFN) —y—FFJ—
P—T 2 lV—FRET 2 NTSZ%BT, _
TLC (YYAH¥N) ;Rf=0. 80 (n—7F/—NV: :BB:k=14:1:
1)
NMR (DMSO—des + bY 74 of# 6) 8. 0 (d. J=8. 2.
2H). 7. 9 (d. J=8. 2. 2H) . 7. 8 (d. J=8. 3, 2H) .
7. 5 (m\. 8H) . 4. 6 (gq. J=6, 8, 1H) . 4. 0 (m. 1H) .
3. 7 (m. 2H). 1. 8 (d. J=6. 8. 3H)
IR(KBr disk.cm™') 1680, 1640, 1620, 1510,
1380
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M 183~185%C
[@] % =+42. 0 (c=0. 10, CH; CN: TFA=98:1, v/
v)
STEMF ERME:C. 77. 24 :H. 6. 11;N, 3. 91
M¥EME:C. 77. 19 ;H. 6. 21;N, 3. 75

K 2 9
(aS. 18) —N— (1-7x3xFN) —¢y—FFYV—Dp. m—=VA I+~
REZ72=NT SO
FSYR—p.m—YRPFEV—B-RUISANTIIVNBR2I36mgEAY
J—=5mLiciEth L. BEE6 0CKHEH LA, 144meg (1. 248 o
(8) =1 —7xxFNTIv%MA. 6 0°COEFEHHMREABL. HHLE
B ESBULIBRATERLT. 28 6megopaasktB®ELT (aS. 18) —
N—=—(1=F2RAFN) —y—FFVY-p. mM—PAPMFY—KETZNT I
ZvhiBi. IREB 0%. VTAFUA=—H ((aS. 18) #%/ (aR. 1
S) &) 95 /5lETh-tce FHLAKLBRZRALILR. TEIM=FU L
— K TEHER LABHRERELT (¢S, 1S) —N—- (1 =7 %FNV) —
Y—AFV-p. M- TP AIMNF—RETT NT I EB
TLC (YUAFA) ;RE=0, T0 (n—7F/~/N B8:K=4:1:
1)
NMR (DMSO—-ds +bYT7NAuBEBE o) 7. 6 (d. J=8. 5.
1H). 7. 5 (m. 5H). 7. 1 (d. J=8. 5, 2H) . 4. 6 (aq.
J=6., 8, 1H). 3. 9 (m. 1H). 3. 9 (s. 3H) . 8. 8 (s,
3H). 3. 6 (m., 2H). 1. 6 (d. J=6. B, 3H)
IR((KBr disk.cm™') 1680, 1620, 1580, 1570,
1510, 1460, 1420, 1380, 1270 |
M| 171~173%C
[a] 25 =+34. 0 (c=0. 10, CH: CN: TFA=89:1, v/

v)
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TEA EAME:C. 67. 08 :H. 6. 66:N. 3. 83
HEME:C. 67. 11:H. 6. 49;N. 3. 92

EHEH 3 0

(R) —p—X M MR¥V—FRET2=NT7 5= DK ,

TH)—=N10mLiZ1 0mLD0. SHEHHEEMA. Chi32TmegD
(aR. I1R) = N— (1 =7 x2RXFN) —7—FFV—pD—- X PF¥—FKET
TZNTIZVEMATHERL. CORBEICS OmgD 1 0%/35 YV Lh—
AL EMA BBLIEHS 2 0°C. BETTREBNET » o RISRMBER
BlApBL. BREFELTEONABEKEIHHIPLCEAVWTAMT S
EiED105mgD (R) —p—APFY—FET22NT 520 %81 I
%50 %o
TLC (XVA%N) ;RI=0, 3T (n—=T%)—V: BBt : k=4 :1:
1)

NMR (D: O. HCl1form. 6) 7. 1 (d. J=7. 3. 2H) . 6.
8 (d. J=7. 3, 2H). 3. 9 (t. J=6. 8. 1H). 3. 7 (s.
3H). 2. 6 (m, 2H), 2. 1 (m. 2H)"

ME 234°C

{a) *'5 =—30. 6 (¢c=0. 1. 5MHCI)

PlEDF =53, Eab& U F T HIiAN - VYZFL = FT - Jp/S
¥ (Bull, Chem. Soc. Jpn. ). 55%, 918K (1982
F) OFEEZRAVWTERLI (R) —p—APFV—FhEBT2NTS5SZVER
Lic—F Uk |

EHefl 3 1

(8) ~p—A+Fv—hET 2= NTS5=VDERK

/=1 0mLicl 0mLD0. 5REHKEZEMA. Chicl1 63megdD
(aS. 1S) - N=—(1—=7x2FFN) —7v—FFV—D—AbIbFV—FKE7
2ZNVTSEMATERL. CORGBICAOIMED L 0 X/35 99 LA—
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RoZmAi, BBLEAS5 0°C. S AUETRERMETT » /oo RIGHRLBEE W
BBl BEEEELLB. T7/ V- KkhOBEERTLCLICLD, BE
UHERERELT84megD (8) —p—A bFV—KETz2ZNWNTSVE
B7-. X8 0%,
TLC (VA%N) ;RE=0. 37T (n—-7%/—V : EBR:7k=4:1:

1)

NMR (D: O, HCl1form, 8) 7. 1 (4, J=7. 3. 2H) . 6.
8 (dy J=7. 3, 2H), 34, 9 (t. J=6. 8. 1H). 3. 7 (s.
3H) . 2. 6 (m. 2H) ., 2. 1 (m. 2H)

Ml 234°C ;

[al **» =+30. 8 (c=0. 1. 5MHCI1)

PEDF—2WE. Eabd v T 5IAN YYIZFL—FT - Ve
»(Bull. Chem. Soc. Jpn. ). 55%, 918K (1982
) oA BEEAVWVTERLEZ (S) —p—=A MRV —FET 2 NT 52V ER
i —HL71. .

KR 3 2
(S) ~hRET 2= VTS5 VvORK
#/-A10mLiz1 0mL@D0. 5REHBEMA. SN2 98mgdD
(aS. 18) —N— (1 =7 =2RFN) 9 —AFFY—FKE?72=NT5=V
ZMATHERL. CORBSREICIOImED 1 0 %35 V76— Ko2MA. B
BLENRS 20T, 5 RAETKEBMET > 12 KIGRMEERIIABL. BLH
ERELLBR. L9/ —NV-KOSBHRTHILICXY., HEHREAELT
125megd (S) —FET2=NTS5=%Bl, NLT 0%
TLC (YVAHFN) Rf=0, 34 (n—=T79 )N E@:Kk=4:1":
1)
NMR (D. O, HCl1form. 6) 7. 2 (m. 5H). 3. 8 (t. J
=6. 8, 1H). 2. 6 (m\ 2H). 2. 1 (m. 2H)
BREE. Yr—FNFT A —H=ys - r3IXrY—(J. Org. C
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hem. ). 56%, 5567TH (19904 RW/INTWAFEICLD A
FUIRFNVCERL &, BIEL 2.
[a] ', =+44. 5 (c=1. 0. IMHC1)
UEDF—5@. Yr—FNedT - R"fAudAN - ry3IA+Y- (J. B
iol. Chem. ). 122#%., 3488.(1937~1038K) 2Rk
BETHELE (S) —FRET 2= NTS5=vERRI—F L1

EX oMK

AERPOD 7 —FFV-RET2ZNT S U/HREEE. LBROBY THBDT.
BENICEL I OHRHBMESECLD, LRAREERET2=NT 5=V
FEE (IV) 28508 TEXS, - '
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2 1
R DHEE

1. TFie—sx (1) ;

xl

2

X 0O HN_ _R
CH,

(Kb, X' BRUX? . A—XRBUE->T. kEEF. REH1~TD7 0+
WE, REBE~10DTY—NE, BEET~1 0075 bFNE, KBRE.
NaFVRF. YTI)E. PIITNFOAFNE REMLI~4DTNAFIV
. RRBR1I~4DTAFNAINAT I EXB=oEERT. RIZ. 7220
. BR7 2= NVERXB+7FNVEERT,. ) TEINELE2HHLTEr —
AFY—HEZ2ZNT 5= FEEEK,

2. X' p—APXFVETHD, X* K, KERFTH2HERKHEL RO
7 —FFYV—RET 2 NT 5= B, '

3. X' M, KERFTHY., X* I, KEREFTHhsH KA RO v - %
FY-—FRET2ZNT S5V,

4, R, 7=x2=VETHEHKEL. 2X3I3ZBOy —4FV—-FET =z
VT S B,

5. MHEEBAN. (aR. 1R) Thaskrmatl., 2. sRB4EZROr — A
FYU-RET 2NT IS VERE,

e
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6. M&EBEEN. (aS. 1S) Tha#HKIEL, 2. 3XiFiELMDr A
FY—hTT 2=NT S = vk,

7. MEFEEMN (aR. 1R) Thsry—FFYV-—FET 2= NT7TS=VBR
hEVKRES (¢S, 1R) THE7—FFV—KET2ZNT 5= VEEEK
LOBAMTSHEMKRAL, 2. IRBIRRO 7 —FFV-—FKET2ZNT 5
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