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2--BEE)L-RBZEIBEEIFE]-2-EBERZRRE -

(-)ESI-MS(m/z) : 500(M-H)-

"Bl 2

FTH A EYWERBESN 4+ BEULNTEMERS -

(1)5-[4-2-[[QR)-2B-BF E)2-RZ2E1-BE 1L £
FE[2EREXRBREIELY -

 NMR(DMSO-d6, 8):3.00-3.25(6H,m), 4.95-4.99(1H, M), 6.34(1H, br), 7.33-7.47(6H,

m), 7.55(1H, d, J=3.9Hz), 7.70-7.81(3H, m), 9.05(1H, br)

()ESI-MS(m/z) : 400(M-HCI-H)-

(2)4-[4-2-[[QR)-2B-RFE E)-2- B Z E1-BE)Z £ ]
*¥HIBEREIFEEIZERESEA LY -

NMR(DMSO-d6, 8) : 2.84-3.30(6H,m), 4.39(1H, br), 4.59(2H, s), 4.97-5.03(1H, m),
6.37(1H, br), 6.80-7.07(8H, m), 7.34-7.48(4H, m), 8.85(1H, br), 9.11(1H, br)

(-ESI-MS(m/z) : 439(M-HCI-H)-

(3)4-[[4-2-[[2R)-23-R EH)-2-BZE1-BHEIZ E]
XEI(FEBREIZFEEIZEBEEE 1LY -

NMR(DMSO-d6, 5) © 2.85-3.23(6H,m), 3.17(3H, s), 3.89-4.15(1H, br), 4.65(2H, 5),

4.98-5.02(1H, m), 6.68-7.08(8H, m), 7.34-7.46(4H, m), 8.86(1H, br), 9.14(1H, br)
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(OESI-MS(m/z) : 453(M-HCI-H)-

(4)4-[[4-2-[[2R)-2-BEHE)-2- B Z £ - B %12 £ )
KEREIEALIZEREELY -

NMR(DMSO-d6, §) : 2.94-3.33(6H,m), 4.70(2H, 5), 4.97-5.01(1H, m), 6.34(1H, br),
6.96(2H, d, J=8.7HHz), 7.02-7.23(4H, m), 7.33-7.45(6H, m), 8.97-9.18(1H, br)

(-)ESI-MS(m/z) : 456(M-HCI-H)-

BH 3

i 12 ZEFf IMEHWNTEZRANMELE 4.0 ZF M
G 370 EAS=T E(2-(4-[4-[[E=T £ (- FE)W
B A EIEE]Z EIQR)2-C-AXEE)2-RZE K E
MR AR EETBTEBEESK | AE - %EA
MEAREZBMIERkCME - BEBRBESE  UARB
Kiv BRBEERIERETRBUELED® - 8
133 EEMBRALZBEE=TE FMEEDRE 4.0 7
NN-— B EEEGAE 94 EXBRFIBERY BEZEE
TER SN BEAVGEAREZBRZIERAZME B
EMBOE  LARBAMSE  CREBEEEBRALERET
XBUELEYD cBEREDRB (S HR/ZBZE=2/1)
FLERB M UES 360 EEE =T & [4-[4-[2-
(=T &E)QR)-2-GC-REE)2-HZEIKEIZ E ¥
SEIEEE]-ZBE -

(OESI-MS(m/z) : 597(M-H)-

&I

B 305 ERME=TE4-4-2-((E=ZT&E
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HE)QR)-2-B-BXHE)2-BZEIBEEIZEIFEEIFES
HE]-ZBERE 5.0 BA L4&-Z@KEhE 4N GELYZ
SRMESETES 20 A - ABR S EREELENEBS
B MES 220 E % E @ EEO4-[4-[2-[[(2R)-2-(3-
A EHE) R ZEIREIZEIXEAEIFEEE]-ZRELEA
- |

NMR(DMSO-d6, 8) : 2.95-3.33(6H,m), 4.65(2H, s), 4.99-5.04(1H, m), 6.35(1H, br),
6.83-7.00(6H, m), 7.23(9H, d, J=8.5Hz), 7.39-7.47(4H, m), 8.98-9.12(1H, br)

(DESLI-MS(m/z) : 442(M-HCI+H)-

B S

W ZBE(DEME 550 ERME =T % [(2R)-2-(3-
GEHE)2-BWZEI2- - REREE)ZEIEEFHE - 300
EEN(-FREBEEE)HE - I OEAZZEBRRE S
EA—EEEm TR 600 EEM AN THZELE
h o AEEEEETBETEABESR I8 A BEMES
wEw - DS BRGERETRE EVWEB(ER/ZE
ZE=2ODTFTUEEBREMALEBEE  LLEE 185 ERN
(4-(4-2-((B=THEEBHE)ICQR)-2-C-REHE)-2-EZ &)
BEIZEIESEIERB -

(DESI-MS(m/z) : 526(M+H)+

EH 6

B OIN ABEBELBARGAMEE 1.2 BAZEFAE
183 B R M R HE 4[-4[2-[((E=T &% % E£)(Q2R)-2-3-8
X E) R ZEIBEIZEIEEE )X PR ZIBERT 0 B
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£ WOCTEBRIBEAE 3 /B - AEZEABRERN
L INKEGEMBBRB LI KBHE RAZEZEGB
By xD)EFEN  BARBAWMAKSIESCWERE 8
rmEE R I ERETER  UEELEXFR - BHE 1.0 2
4 14" EEEEH AN GERALYEMELE 2.0 BH N E K
Bh M EW ARG BEZETER 12 B - FBH
REKEESOEBES R UES 127 EHE 4[-4[2-
([(2R)-2-G-BXEE)2- R ZEIKBIZEIEEEIETFH
GELY - ®

NMR(DMSO-d6, 8):3.00-3.28(6H, m), 4.88-5.04(1H, m), 6.35(1H, br), 6.97-7.12(4H,
m), 7.32-7.48(6H, m), 7.90-7.98(2H, m), 9.03-9.35(1H, br)

(-)ESI-MS(m/z) : 410(M-HCI-H)-

B AT

1T ERM (CFRERE2TERE)EF B
B (S KR MBS BB Bk B ® (M, 0.92 EFH)
%DD§E6%?I’1,2-:$§\§Zﬁ¢ﬁ400%EB’J%ET ‘
HE(2-(4-REEIZEI-[QR)-2-C-REE)2-BZEIEE
mmEBRT A% SOCAGKBE THER 2 MK -8
ERE S DAERBANYE  ERBSEERALERET
x5 c BEREWEE(DR/ZB®ZE=2/1)LLEE B
o 0 LLE4 320 EREE 4-2-H(E=TEAER
EV(R)-2-B- B EE)2-RZE)-BH1Z E)-2-F £ -
1,1 -B K -4 B

(HESI-MS(m/z) : 524(M+H)+
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ZH 8

TH S REBREN cxELN AT EMER -

(1)5-% -6-[4-[2-[[(2R)-2-(3-& ¥ H)-2-B Z & ].Bf %]
ZEIFEEHIFPBREEKNLY -

NMR(DMSO-d6, 8) : 3.04-3.32(6H,m), 5.03-5.07(1H, m), 5.14(1H, br), 7.18(2H, d,
J=8.5Hz), 7.33-7.48(6H, m), 8.38(1H, d, J=2.0Hz), 8.54(1H, d, J=2.0Hz), 9.00(1H, br),
9.35(1H, br)

(-)ESI-MS(m/z) : 445(M-HCI-H)-

(2)4’-[2-[[2R)-2-(3-R EH)-2- BRZE B E]Z EF]-
2-BEH-L,I-BEE 4-ZRBREENLY -

NMR(DMSO-d6, 8) © 2.28(1H, s), 3.01-3.27(6H, m), 5.00-5.04(1H, m), 6.36(1H, br),
7.28-7.48(9H, m), 7.79-7.90(2H, m), 9.02(1H, br)

.(-)ES‘-I-MS(m/z) : 408(M-HCI-H)-

HZ2Bl 9

g 34T EEHE S5,6-_H-3-HEHBFE O FMELE 6.0
EH_FHEEBREA 600 EHME =T E[(2R)-2-3-8F
HE)2-BZEJ2-W-REFXFE)ZEIREFBRER 254 B
TR RS BET BEZEBTHER 12 MK - BEE
FAREZBZERAZE -SEBHEERE  AAKERBEKX
mY > REEBESRICHREBETES EWEEB(CR/SL
BZE=2)THAZRE  DNEE 770 EXHHEE 6-[4-
R-(B=ZTE&EHE)QR)-2-C-BFE)2-BZE 1B & ]
ZEIEEH)-S-EREBRE -

(HESI-MS(m/z) : 561(M+H)+
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] 10

£ SCART W 066 EAMBAR- KB = Z BEM
EENEFWEERBEAE 1.5 EHE =T £QR)-2-3-
REE)2RZEI2-W-BEFHE)Z LKL FBE - 885
EEMZEDB(RPEE)EEEIZBER 1.1 RO =ZFH
B ARD c BUERABMREZETER 12 MHELERE
TER  EWEB(ER/IZBZE-2UDTHLZRE I
EA 104 Z E 3-([4-12-1(B=T &% B E)(2R)-2-3-
R EE) 2R ZEIBEEIZEIXAEIFEIXAEIZHE
E‘é °

(9)ESI-MS(m/z) : 585(M+H)+

= & 11

W ASEF B W ANGRLY > FMEE 5.0
EANEEBE 1.0 BNZE 3-[[4-2-(E=ZTRER
H[(2R)-2-3-BEE)2-BZEIHEIZE I EAL]F E]
EEHIZBECART ZREOBREZBETER 8 /A
B AHGHRETESR - A28 28R MME®EHDSERE
B - BAHKRBAME LBokWR ERBELRLER
BTi®  GWERE(FE/RF-120TFTHALZBE U
B4 632 EWMZ E[3-[[4-12-[2R)-2--BE£)-2-58Z
B EIZEIEEE FRIXELIZHE -

(+)ESI-MS(m/z) : 484(M-+H)+

PRMEN LA EN TN SR KR MEL 492 %
ﬁg/g[3-[[4-[2-[(2R)-2-(3-€\$%)-2-?‘3@ZE]Fﬁ%]z%]iﬁ
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S HIBREIEEHIZEB ZE -

NMR(DMSO-d6, )  2.56-2.8-73(6H, m), 4.09(2H, 5), 4.58-4.64(1H, m), 4.98(2H, 5),

6.72-6.8-77(1H, m), 6.85-6.91(4H, m), 7.08(2H, d, J=8.5Hz), 7.17-7.26(4H, m), 7.38(1H, 5)

I

e
H
iz

(-)ESI-MS(m/z) : 454(M-Na-H)-
| 12
T e ERBE  IHWEMNATEMERS -
(U’éﬁET%[4-[[4-[2-(’%57"%%%%)[(211)-2-(3-
SHEE)-RZEIBKEIZEIFEEEIFEAE]
Z % m
()ESI-MS(m/z) : 597(M+H)+
(2)%ET§[4-[[4-[2-(’%5T%%%%)[(211)-2-(3-
REE)-RZEIKEIZEIFERE V(R E)EK
HIXEEIZEE -
(HESI-MS(m/z) : 611(M+H)+
% 5 13

i A EEMNRZBE=ZTE FMEE 3EFH NN-

mEEEETAE 195 EREMNEZT EIQR)-2-CG-8F
)-2-¥£-TéZ%][2-[4-[(4-%@%%%)lﬁi%]]ﬁﬁ%]z%]Hi%
BER SO ETWBBEEIBARYT  BEZEZERTHR®K
S 3INE  cBAWMAEEZBRZERKZH - A %’

Eom-FAAERB AW SHESERLEREBT AR -

ERWEBEGR/ZBZE=3IDTUEXEBRNEMALEE

DL E 4 168 = m s =T ®H[4-[[4-[2(FE =T & & ¥

H)(QR)-2-G-BXE) 2L ZEIEEIZEIFSR %15 & ]

-36-



[331137

XEEIZHE -
(+)ESI-MS(m/z) : 636(M+Na)+
%1 f% fl 12
W18 mAME GEWE)TF - 263 EREE 1,1-¥ (2%

EB) - ABABID-_EALPW-_EFRESW (DR 19X
GEERFERMEE 30 EAMN NN-ZSEFERFE 1.5
w48 2-FEBBIBEWRSP - BE I00CAR THES 18
A BZBZERARBESR BHEBREBSE B
A  CBRBETBRRER  EPVEB(SKR/ZBRZE
s ) B ERB R MEL 350 ERMFE 2-% -
4-(4,4,5,5-EF HE£-1,3,2-ZEWEEHE-2-Z)XFRE -

(+)ESI-MS(m/z) : 303(M+Na)+

B fE ] 13

w207 EMECGEBEIZE - 286 ERN A E (=

FEEBIMUDE 2.4 RHNZBFRMEE 40 ZF 8 1,4

B 9SCRETMHB 10/ B - AZRZERKGRES
- BEBRBOE - FEBAWE KBREBESEZRRIRASR -
EWEBEB(ERE/IZBZE=3)LtHAERBENEML  NE
A 2.0 P E 2-F E HE-4-(4,4,5,5-0F E-1,3,2-2 15 §f
X EH2-E)EFERE -

(9)ESI-MS(m/z) : 293(M+H)+

B Hl 14

o111 R ZBER 3.08 THWEABRMAMERE 70
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EAFEH S 2.0 B FE 2-F A FH-4-(4,4,5,5-00 F & -
13- —EEEEE-E)EFEBELEARYT  BEHEE
ETHERESR 15 KB  ZBRBHALAZBZIEGRER
o BEBEBELSE BARBANSE  SRESELRRE
BETES  LE4S 1.4 EHDB-FEEI(FEEBRE)
®*E W B -

(+)ESI-MS(m/z) : 209 (M-H)-

B fEpl 15

TH A EBEBNEHN 4WENFETMES -

(1) B-F - 4(FEER L )FEL IWB -
(+)ESI-MS(m/z) : 197 (M-H)- |

(2) 3-E-4-(PREEBRE)FEIWR -
(H)ESI-MS(m/z) : 213 (M-H)-

) B(ZEEBBE)GFEEFEE IR -
(9)ESI-MS(m/z) : 223 (M-H)-

B4 fE B 16

Wo1.18 HE AR E)ZE - 309 ERE 1,17-8 (=
SEBI_ESE(D_ESLCLY _EFREEH (1)K 1.36
EHZBE RMEEISEFN 14-ZBETFE 1.52 %
MzZE 3PFEEA4((ZAFE)BEISEIFFREL
it HEAWE 100CARKRT®EBE 10 /MK - 2K
ZERAGREIRAR BEBEBES B HABEKWK - K
EERBEEBRRER EWEBEBEKR/ZEBZE=S/HEHEE

B EMAL  MLEE 700 ERHHFE 2-H & H -4-
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(4,4,5,5- B E-1,32- "W EEHE-2-E)FPRE
(+)ESI-MS(mv/z) : 293(M+H)+

Bl Bl 17

TR S BEEENGEA 16BN TEMES -

B E 3-4-4-(4,4,5,5- B H-1,3,2-ZEHF % &E-2-
E)X B K E

(DESI-MS(mv/z) : 297(M+H)"

B i B 18

H-10CEAETH 236 EA=ZAFRBEFIREER

ME#® 1SEFM_REEBAE 5.0 EME=T B [(2R)-2-
G-REE)2EZEI-U-REXL)ZEIKEFRER
207 EAHM 26— FHELAWET c WESBMBEE
B HETES URBEFREZBZEEAKZBESE - B
R E S TRBEMRBARE  ERBRSEBAH
HETES - EVBB(SHE/ZBRZE=-2/DTHERER
oM B LEE 66 HH 4-2-(B=TEER
E)[(2R)2. G- B EH)2-BZ HIELIZ EIXE=ZFF
2 1K
(+)ESI-MS(m/z) © 546(M+Nay+

B GBI 19

w803 HmEE AWBE)I-ZH - 1.69 RN _RKRE(ZF
HEBIE(IDE 8.87 R ZBEFARAMEAE 150 BF 1,4-—

i
mgeh 4 6.9 HE 4-B-FEXPRPBEBIERFT AR

R

EoWE SCRARTER 2 /8- - AZBEZERKAER
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BAW% - -BEBEBS SR B IN GEBRBKWE - EH
BEGBRRAEDR B S AN ZRBREFMEE 200 EFA K
REE 200 EAMAKR S 1l RNHEEDZBERT® - A
EEZETHERESK 6/ K - BB AR BERZBZH
HEERAK - BEBRBSE - FOKERBEKWRE - KRR S
s AEREBETESR - fFELWEHRA_RABEZRE
Rk LLESE 265 RH[3-FE 4 (FAEEBEIFE]
W& -

(HESI-MS(m/z) : 193(M-H)-

G f 20

ERETE 234 EAW-AFHRBEBRE  FNEE

4 EFM _EEEDE 1.9 %KW 4-RE-23-ZHEFXH
MR 5.12 EFMB ELAKET BEZBETHERES?
30 Y BREREBTES RBEEZRZIEBERKZIESZ
B B EBBOE - FAHRAMNNBKEBEMBBREBEKTR -
KRBz R Il ECtRETER  LELE 2T 4-FEE
D3-—_BEFXE-ZHAFLERE -

(+)ESI-MS(m/z) : 281(M-H)-

S fE P 21

o247 HEE AWE)-M - 1.09 K 1,1°-& (2K
EBITKXBLEID-RKE_EFHRHEEGH(1: 1R 2.61
THZEBEHEAMELE SOEF _®EKEFE 2.5 W 4-FE
HE23-“_ HEFXFE-_AFRBEBESHERYT - BE 95T
SETBREAR S/ - AZBZERKFEBRBES® -
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EEMBOE B IN fEBERBAWSR  ERBERSELR
BERB-6 14N ZBEER 395 THBRHEMEE 80
EHNEE 80 EAAKTHEEYEERT  EEZAT
mREAK 6,  BERER ALZBZERERS
W BEBBAOM  BARBAWYE CHRBRSELRAE
HETED  EVWEBOCKR/ZBZE=-1/DTREXENR
LB o LLES 560 EE M (4-FEE-23-ZHEX
20 & -
(+)ESI-MS(w/z) : 177(M-H)-

Bl G Bl 22

102 EE (4 (FREBE)2-FEFE LB - 360
B (S EEBOE R 4.1 I 2M BB R kB R
G EE 0EF 12 " FREZHEPE 1.3 HM N-FE-
N-R-(AEEB)ZEIREFHRBIERT 0 HE SITHAK
THE® 20 B AZBMZERARREAE - HABRE
fl - BEAENK ERBEURLERETHEES EW
BE(CR/ZEZH-VDTAEREBMEMALRE  UE
4 660 EHMTE 4 -[2-([((FAB)REIREIZ E]2-F
21,1 B KL 4B

(+)ESI-MS(m/z) : 426(M+Na)+

L EVE

151 HMA-(FREHE)FEIMB - 809 BRK
BEEEBIER T EF M OBEAKER > BINEE
s mAM 12 - FEREZEBE 2.5 BH 2,2,2-Z K -N-
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(-4-RER)VAZEIZEBEZ2BERST > BE 75SCARKT#H
R AW 10 B - HZBMZIERARREAR - BEH
B BEoAkME CRBSEERELE®R - -EVWEE(R
ez BMZE2DTRAEEBNEMABE  NEE 920
EEmEE 4 B-(CRZBEEEIRE]-LU-B L -
4-%% BB -

MS(m/z) : 336(M+H)

G Bl 24

TR DB BN G W ENFETES -

Z B 4 -2-[(FEEEEIZE)2-FEE-1,1I'-BFX
H-4-% BB -
MS(m/z) © 434(M+H)

5 fE B 25

W 920 ERMEE 4-DB-I(EHRZEEIKEINE]
I ER A - 20 EAZETHN INGRARE
D B ZEEN 18 MK  BKESHERZTER - BZ
Bz ERMABEGMNAARAEIRAR - BARES
B A EATE  CRBMEEREEDR  EWREB(RH/
mEE-100/)TRER BN EMLEE » UEE 200 B3
PR R L e IENEN 3 F SHNES F-3 V-3 3. Kk

MS(m/z) : 284(M+H)

Bl g5 Bl 26

sy ZEEMN _BZTE_BEBRE ANEE 3.5 E
e A EEPAE 2.0 THZE(IR)-1-(6-% -3-0L 0 )-2-
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(3-W-BEE)EE IKREIZEBEZERY  BEER TR
BPEAW 2/ B  EWEBECK/ZEZE=21HTHER
B EMEE  DUE4E 2.62 TRHE =T & [(2R)-2-(6-
F-3-ME)2-RZEIN3-GREFE)EEIBEPFRE

MS (m/z) : 517 (M+H)

B fiE B 27

“w 12 ZF INGERELBRBNEE IQ%ﬂB"J:ﬂ%’iﬁEqﬂ

& 2,2,2-Z % -N-[(1R)-2-(4- B X £ )- 1-FREZE]JEKEHF
mEsBAEY  BEZEBRTERESKR1IME - -BZERZ
ERAKEEEAR HEBRBOIM RBANRLE LB
g R EES  DE4S 234 R[AAR)-2-(4- B8 F E)-1-F
HZEIEFREM -

MS (m/z) © 262 (M+H)

2 G Bl 28
W 10 EAHZESH 1.0 EH[(IR)-2-(4-BF E)-1-F
HEZEIERE 298 EEH 2-%-5-[(2R)-2-BR & Z it & 1M e

By 18 B - FEZTERBBEBABW - K 418 ERH—

o

STE-_BBER 10 ZERNNEEBANEREF
EZBE TEREARAERER EVWEB(CR/CEBZE

|1

SUDTHEERBREALBE  NESE 700 EHREOE
T % [(2R)-2-(6-% -3-H 0E )-2-78 Z E J[(1R)-2-(4-B % % )-
1 OHZOE RSP BRE -

MS (m/z) : 517 (M+H) |

8 fiE B 29
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TR A AR E NG s WEN S E TS -

s = T % [(2R)-2-(6-% -3-0 1E H)-2-78 Z £ 1[2-(4- 58
EEE)ZEKE T BE

MS (m/z) © 393 (M+H)

d i 30

£-GOCH AT + 16 028 EAMCARKBEME > &
ME S70 ERWBE=TER-W-BEEE)ZEIQR)-2-
B G-MEE)ZEIEETRERE 10 E5 A F K
2 022 ZEF 2,6-—_EBEHBEIHERYT BEEHRBEETIRE
R AW 1/ EFBESRBAAKERS - ALZ®
I EEMABEAK -BEBRBEEB INGES K -
BB AR ABRE Bk BB KRBEELRLE
BB TES - EWBBE(EHR/ZBZE-1/)T A EHE BN
ML BE  LES 640 EREABERM 4-2-((B=T
& 3 3 E)[(2R)-2-(4-¥ E)-2-(3-M 1F H)Z £ 1K £ 12 %)
S EIZH TR EBE -

MS (m/z) : 491 (M+H)

B4 Bl 31

TR AEBRBEL 0B\ HETEE -

A-2-[(BE=ZTEEHEIQR)2-BE-2-2-&RF E)S
EIREIREIXE=Z2GFFRBERE
MS (m/z) : 538 (M+H)

B 05 Fl 32

EEBETE 1.65 BB K 740 EANBHE _KE
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o RIMEBE 2EHZE-65ZEF K-097TEAREF S
3.75 B H 2,2,2-Z & -N-[(IR)-1-FH-2-FEZEIZEK
THEW®T BEMBAZEER 5 HMEE 60-80C - £wAlE
EWE ok BEESRECK/ZEBZERKZHSE - &
EHEB B SEMUK EREMNBEE KRB KFHE -
R B BBEE - -BEABE®RAEH 44 2 E
FREESEBE  DEAL 215 REAHREEB 2,2,2-
Z & -N-[(IR)-2-(4-BEE)- 1I-FEZEIZHK -

NMR(CDCI3, 8) : 1.21(3H, d, J=7THz), 2.74(1H, dd, J=14, THz), 2.85(1H, d, J=14, ®
6Hz), 4.26(1H, m), 6.04(1H, br 5), 6.92(2H, d, J=8Hz), 7.65(2H, d, ]=8Hz)

(+)ESI-MS(m/z) : 380(M+Na)+

5 fi5 B 33

‘Fﬂl{t"\%{?*ﬁ%iﬁ‘*% I2HWEMN T EMERS -

2,2,2-ZH-N-[3-4-BEE )R E LB

NMR(CDCI3, §) : 1.90(2H, quintet, J=7Hz), 2.62(2H, t, J=THz), 3.38(2H, q, J=7Hz),
6.26(1H, br s), 6.93(2H, d, J=8Hz), 7.62(2H, d, J=8Hz)

(+)ESI-MS(m/z) : 380(M+Na)+

S G5 Bl 34

¥ 26.0 B I-Q-ZHREBRRAE)I-ZEKR LI KE

B HFMELE ICOEAH NN-—_FERERKFE 15.0
HH O3-(A-REEE)NE - 18.8 T (IR)-2-F & -1-(3-&
X HE)ZEEELY K 146 50 I-BEUHU=ZWZITEEK
m o AR TEBREARIINKE BEEBREZLEZIE
EAkvEAE BEBBIE BREBUKEBRESMNAERKR
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Mook  BEmEBEEGSE HBAR  BEEBEEARAMER
BiHis(WEaERB COR/IZBZEB)HWALEE > UEAE 11.61
EIHESEBMB RN N-[2R)-2-(3-& F#)-2-B Z & ]-3-(4-%
EXHE)NE K -

MS(m/z) : 320(M+H)

& OfE B 35

£ OCH 1M29EHF IOMWERHKE-FREESGY @ &

MEE 70 EH MWEKEBWP S 11.61 H N-[(2R)-2-(3-&
¥ EI)2-BZEIZ-UW-BEFE)ABEZIERDT - BNR
BSW 1/ BE S0C - EHANEEZEREKE  ZBEHE 0C
TN 20 ZFA 2N G &B - MBESK 1 NEFE 80T -
LA EEERZ  ZRAWHEEM 40 EF 1IN R R 1Lk
B 8.72 MM - HB=TH_WEE  HEZRE "FT%#?I/J\
B BREAKECHK/ZBZERKZCHIE - §88E
SHE - BEBMUA  EHRBHBR  KRKRBEBARKME - E®R
Bagwn HAR BEEREKRKEBEREBREMER
Cl/ZBZE)MALBRE » ME4A 11.36 THBKHRHE
S TE[QR)2-G-EEXEH)2-BZEIB3-W-AEBRFEIRE]
B E P ERE -

MS(m/z) : 406(M+H)

2 fm Bl 36

650 Z MM B E 4-2-[(FEEI)VEKE)]-KEIZE-

2-E R -1,1I-H KR -4 BEE - S00 ERNERERE 10
EAFzZETE 400 ZETHHEEEH R 1.0 ZF B KEHR 2

-46-



1331137

B - BHEEESWHBAAKRDEHER - RERE
Bk RREBERBRAAES UELE 380 ERY
4-(-FBEZE)2-BE-L,D-BEE-4GAERE

MS(m/z) : 270(M+H)+

2 fig B 37

FTH S ERBERBEAICHENTEMER -
(1) Z % 4-Q-BEZE)2-FAE-1,1-B X% -4-%
B BB
MS(m/z) : 300(M-+H)
() B =T H(2-(4-BEEH)Z EIQR)-2-58 F-2-03-
Mg )2 HIEEF B E
MS(m/z) : 359(M+H)
gl 38
TH S ERERBEESN 4HWEBENTEMES -

%ETE[(2R)-2-(3-§&$%)—2-¥§‘§Z%][2-(4’-513%
®.2°,3 - HE-L,IBEREA4-B)ZEIEEFRE

(H)ESI-MS(m/z) : 530(M+Na)+

| 14

e 216 EEM(A-(ZEBEBE)2-FEEFEIWE -
6 EE MU (S KEEBILE R 0.85 EF 2M BHEMHKE
o ORIMEE EFN 12-“FREZHRTE 365 F R
= T H[2-(4-BREHE)ZEICQR)-2-3-8F *xH)2-BE L
LR EEBECERT > BE SOCRAK TH®E 4 MK -
AZBEZEAXFESRAR - BREBRESE - ABE KW
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% REBSEZR2IEREBETESR EVWEHB(CK/ZE
ZE=2HDTHRAEEBFEMLCEE  LDESE 222 EXH
Z 8% 4 2-(BE=ZTEEHE)I)QR)-2-C-ARFH)-2-X S
EIEEIZE]2-BEE -, -BEE-4-RRBRE -

MS(m/z) © 554(M+H)+

7 H 15

TH LAY ERBRBESN 4NENTEMERS -

(1) 4°-[(2R)-2-[[(2R)-2-B3-A& F E)-2-B Z E K £ 1A
H]3-HFEHEE-1,U-BEE-4-RBREAKLD
NMR(DMSO-d6, 8) : 1.14(3H, d, J=6.4Hz), 2.8-3.8(5H, m), 3.92(3H, s), 5.0-
5.3(1H, m), 6.2-6.4(1H, m), 7.2-7.8(10H, m), 8.13(1H, br s), 8.85(1H, br s),
9.42(1H, br s) |
MS(m/z) : 440(M-+H)

(2) 4°-[(2R)-2-[[(2R)-2-B-B F E)-2- R Z H 1K £ |H
HI2-FEE-1,V-BEE4ABEELY
NMR (DMSO0-d6, 8) : 1.17(3H, d, J=6.4Hz), 2.8-3.8(5H, m), 3.83(3H, s), 5.0-
5.2(1H, m), 6.3-6.4(1H, m), 7.2-7.8(10H, m), 8.11(1H, br s), 8.86(1H, br s),
9.37(1H, br s)

MS(m/z) : 440(M+H)

(3) 4°-[(2R)-2-[[(2R)-2-3-B& F E)-2- B Z HE 1K £ ]A
H]2-BE-1L,LDBEEAZABRERKLY
NMR(DMSO0-d6, 8) : 1.17(3H, d, J=6.4Hz), 2.28(3H, s), 2.8-3.8(5H, m), 5.0-
5.2(1H, m), 6.3-6.4(1H, m), 7.2-7.8(8H, m), 7.7-7.9Q2H, m), 8.11(1H, br s),

8.86(1H, br s), 9.39(1H, br s)
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MS(m/z) : 424(M+H)

(4) 47-[(2R)-2-[[(2R)-2-(3- B % $£)-2-58 Z £ 11k £ 17
B3R EE-1L,IBELE CRBREALY
NMR(DMSO-d6, 8) : 1.16(3H, d, J=6.4Hz), 2.8-3.8(5H, m), 3.91(3H, s), 5.0-
5.3(1H, m), 6.3-6.4(1H, m), 7.2-7.8(11H, m), 8.77(1H, br 5), 9.13(1H, br 5)
MS(m/z) : 440(M+H)

(5) 4" -[(2R)-2-[[(2R)-2-% % -2-¥8 Z % |1 £ 17 £ 1-3-
FEL-1L,-HEEABBAALD
NMR(DMSO-d6, 8) : 1.15(3H, d, J=6.4Hz), 2.8-3.8(5H, m), 3.92(3H, ), 5.0-
5.2(1H, m), 6.3-6.4(1H, m), 7.2-7.6(9H, m), 7.7-7.9(3H, m), 8.11(1H, br s),
9.31(1H, br s)

MS(m/z) : 406(M+H)

(694" -[(2R)-2-[[(2R)-2-% % -2-38 7 % |l % |/ £ ]-2-
BB EE 4 BBE R LY
NMR(DMSO-d6, 8) : 1.17(3H, d, J=6.4Hz), 2.28(3H, s), 2.8-3.8(5H, m), 5.0-
52(1H, m), 6.3-6.4(1H, m), 7.2-7.6(9H, m), 7.7-7.93H, m), 8.11(1H, br ),
9.24(1H, br s)

MS(m/z) : 390(M+H)

(7) 4"-[(2R)-2-[[(2R)-2-% % -2-¥8 Z % | % 17 % ]--

BB EE A BBE R LY

NMR(DMSO-d6, 3) : 1.193H, d, J=6.4Hz), 2.27(3H, s), 2.8-3.8(5H, m), 5.0-
52(1H, m), 6.3-6.4(1H, m), 7.2-7.6(9H, m), 7.7-7.9(3H, m), 8.80(1H, br s),
9.35(1H, br s)

MS(m/z) : 390(M+H)
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(8) 4°-[(2R)-2-[[(2R)-2-3-B E &H)-2- B Z E 1K £ 1A
H]-3-ERE&HE-1,I'BEEXE-4-ZBREALD
NMR(DMSO-d6, 8) : 1.14(3H, d, J=6.4Hz), 1.30(6H, d, J=5.8Hz), 2.8-3.8(5H,
m), 4.6-4.9(1H, m), 5.0-5.3(1H, m), 6.2-6.4(1H, m), 7.2-7.8(11H, m), 8.82(1H,
br s), 9.24(1H, brs) |
MS(m/z) * 468(M+H)

(9) 4°-[(2R)-2-[[(2R)-2-F H -2- R Z E 1 E R E]-3-
REREE-1,I'"BEE-4-ZBREENLY
NMR(DMSO-d6, 5) : 1.12(3H, d, I=6.4Hz), 1.30(6H, d, J=5.8Hz), 2.8-3.8(5H,
m), 4.6-4.9(1H, m), 5.0-5.3(1H, m), 6.2-6.4(1H, m), 7.2-7.8(12H, m), 8.82(1H,
br s)

MS(m/z) : 434(M+H)

(10) 4°-[(2R)-2-[[(2R)-2-(3-& ¥ % )-2-¥§§ Z B K A% ]
NE]IBOESE-1,IUBEE 4 RREKLY
NMR(DMSO-d6, 3) : 1.14G3H, d, J=6.4Hz), 1.2-2.0(10H, m), 2.8-3.8(SH, m),
4.65(1H, m), 5.0-5.2(1H, m), 63-6.4(1H, m), 7.2-7.9(11H, m), 8.79(1H, br s),
9.10(1H, br s)

MS(m/z) : S08(M+H)

(11) 4°-[(2R)-2-[[(2R)-2-% % -2-98 Z % 1lx % 17 £ ]-
3CBOEHE-L,I-BEE4-EZRBREELD
NMR(DMSO-d6, 3) : 1.14GH, d, J=6.4Hz), 1.2-2.0(10H, m), 2.8-3.8(5H, m),
4.65(1H, m), 4.9-5.1(1H, m), 6.23(1H, m), 7.1-7.9(12H, m)

MS(m/z) : 474(M+H)

(12)B & 4-2-(BE=ZT & E % Z£)Q2R)-2-B-8 *F
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E)2- M Z KL INE]3-FEE-LL-BEE-
4-% B B
()ESL-MS(m/z) : 562(M+Na)+
(13) B & 4-[2-[(H =T & %% ZE)HQR)-2-(3-& %
)2 Z EIBEIRNE]-2-R-1,1- B X & -4-%
B A
()ESL-MS(m/z) : S44(M+H)+
| 16
o125 ERMW3-A 4 (FPREBEI)FELI|WME - 53 %
S (S EEBE R 0.6 EH 2M BB A M KB R R
MEE SEFM 12" HEEZHEF S 300 ERH 4-[2-
(B=ZTHEEBRE)QR2-G-REE)2-BZEIKEIZ
EIXE- BRI EEBEEoBRT > BE SOCARTE®
BAW 24 c RZBMZERAFERAK - BEBRES
B A EANYE ERBELRIERETER €0 R
B(ER/ZBZE-3DTHERBREMLEBE » UEL
230 EEMESLE 42 (BZTHRESE)IQR)-2-O-B X
)X Z BB IR E]-3-R -1 B R4 R
()ESI-MS(m/z) : 528(M+H)+
= 6 17
TR AENGRBEEH 6HWEMNFETEB -
mE 4-[2-((B=TEEHENQR-2-G-REE)-2-
Wz B EEIRE]PRE- LB 4B -

(+)ESI-MS(m/z) : 546(M+Na)+
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= 18

W 1o EFN INBRLBKBREMNEE 2.0 B
ZEhE 220 ER M 4-[2-[(B=ZTEHEEHE)(2R)-2-(3-
SEE)2-RZEIREIRNE]2-FEE -1, -BF £ -4-%
BEsEB ST AT AOCTHEBREA®E 3 M - FEE
BB EE - BA INGEMBLABRRERNZEZEQGO
EA OEWN - BREASWEBBRAARBE AN - ERE
s R IEREBETESR  LELSERREY - BE 1.0 E
Ao AN RELWEMEBR 1.5 B A K B K
EWMERD EBA2E=BTREA®R 12 AE - LBHEK
EEy EB AR MES 83 ERM 4-[2-[[(2R)-2-(3-
EHEE)2-RZEIREIRNE]2-BFEE-1,1-B FE-4-5
BaE ALY - | -

NMR(DMSO-d6, 8) : 3.02-3.27(6H, m), 3.82(3H, s), 4.98-5.02(1H, m), 6.35(1H, br),
7.03-7.64(11H, m), 9.05(1H, br)

(HESI-MS(m/z) : 424(M-HCI-H)-

g Bl 19

THHAAYERBES 1ISHEMNFETES -

(1)4°-[2-[[2R)-2-3- B EH)-2- B Z £ 1K E1Z £1-
sEEE-1L,U-BEE 4 BBRER LY

NMR(DMSO-d6, 8) : 3.01-3.34(6H, m), 3.92(3H, s), 5.02-5.06(1H, m), 6.37(1H, br),
7.26-7.48(9H, m), 7.74(2H, d, J=7.9Hz), 9.25(1H, br)

(H)ESI-MS(m/z) : 424(M-HCI-H)-

(2)2-8-4"-[2-[[QR)-2-B-AF H)2-BZ E K E]Z
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HI-LLIBEE 4-RBILBLY

NMR(DMSO-d6, 8):3.01-3.34(6H, m), 4.99-5.03(1H, m), 6.36(1H, br), 7.37-7.55(%H,

m), 7.93-8.03(2H, m), 9.10(1H, br)

(+)ESI-MS(m/z) : 424(M-HCI-H)-

(3)4°-[2-[[(2R)-2-3- B X E)-2- B Z E 1K & 12 £ ]-

3. -1, -BEE 4 RBREIENLD

NMR(DMSO-d,, 8):3.01-3.33(6H, m), 4.98-5.03(1H, m), 6.34(1H, br), 7.35-7.47(6H,
m), 7.61-7.98(5H, m), 9.10(1H, br)
(+)ESI-MS(m/z) : 412(M-HCI-H)-

(4)4°-[2-[[(2R)-2-(3- R X H)-2- B Z E 1K E 1L & ]-

3-EHE-1L,IV-BEE 4-ZBREAELD

T

#[(2R)-2-3-B F HE)-2- B Z HE[2-(4"-F B &E-2°,3"-—

S0% EE MM  AMEHE 2.5 EANZIEFTER

NMR(DMSO-d6, 8) : 2.60(3H, s), 4.98-5.02(1H, m), 6.34(1H, br), 7.36-7.60(8H, m),
7.72(2H, d, J=8.0Hz), 7.91(1H, d, J=8.0Hz), 9.25(1H, br)

()ESI-MS(m/z) : 408(M-HCI-H)-

= fl 20

ZEE RN 10CT I 60 fF 30% @ & L & ¥ & & 128

[1]

Z
T
B

£.1,1-BEHE4-E)ZEIBREFRER 1.3 EAH pH4

EER (BB _EM)- £ AOCTHRESHE 1.5 M - §

RABWBAZBZERRE - DARBAME  KHBESELRE

HEREBETER  UELAXTFBREYD  BHE 1.18 EFA =

EiEg AN EELYENMEFRN 10 EANERBHNEY

BB BEZBETERESGR 12 AE - ABEFLEK
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EEMEBEL SR LES 140 BEE 4°-[2-[[(2R)-2-(3-
BEHE)2BZEIBEIRNE)23-ZFE-1,1-BFE -4
BB E ALY -

NMR(DMSO-d6, §) : 2.14(3H, s), 2.45(3H, s), 3.00-3.44(6H, m), 4.99-5.03(1H, m),

6.34(1H, br), 7.07(1H, d, J=8.0Hz), 7.05-7.59(9H, m), 9.25(1H, br)

(HESL-MS(m/z) : 422(M-HCl-H)-

g # 21

200 R ZE -G BERE)LU-BEE-4-3
BE - RE OEFZESS 71.5ERM 2-8-5-[(2R)-2-
BE Z i E G REN 18 /MK - WEAREREET RS -
R ORE (B BB =100 )T LU A JB B 4 KAk B B
MEL 96 EEMEWKGZE 47 -[3-[[(2R)-2-(6-5 -3-1
HE) 2 W R EIRE] LR 4R ®E

MS(m/z) : 439(M+H)

=g H 22

TR AMRBREN 2D WENF TR

(I)F E 4 -[3-[[(2R)-2-(6-% -3-1 0E % )-2-18 Z % |
H1Z ]2 E -1, 1B K H 4% B

(HESLMS(m/z) : 425(M+H)+

(2)Z % 4°-[3-[[(2R)-2-(6-% -3-1W 1 £ )-2-18 Z % |}
E1ZE]2-BEE-1,1I-BEE - ARE

MS(m/z) : 454(M+)

=g K 23

% S3EBN_E=ZTE_BEBEE > ANERE 3.5 E
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AMEHRBE S 06 ERMZE 4 -[3-[[(2R)-2-(6-%F -3-1H
FE)EZEIGEIRNE] L - BEE 4 BEELER
o B EZEBETERESR 30 08 r REEH - & 0.5
=7 INGELNMEBEHEER 05 EAFEAMERBE S » B
EEETE®E 20K - BZHBRZEBRENKRERKER
GEBE - SEBBAE  BEBAWE CRBESZHA
wm -  EWBB(OR/ZBZE-1/)T L E & B &M &
B LEL 100 ERMEEKN 4 -B-(BZTHER
B )[(2R)-2-(6-% -3-M I H)-2- B Z E 1K E1W £]-1,1°-B
K OE 4B

MS(m/z) : 512(M+H)

% Bl 24

FH & W FIR S E B 23 0 E L5 kTS

()4 -[2-[(B=T & % % % )[(2R)-2-(6-5 -3-1 1 & )-
P EIEEIZ ]2 FE LU EE 4B

(HESI-MS(m/z) : 509(M-H)-

(2)4"-[2-[(B =T & % % % )[(2R)-2-(6-5 -3-1 1F % )-
PR Z MK EIZE] 2 EEE -, EE 4B

MS(m/z) © 527(M+H)

=z H 25

% 100 B M 4 -3-((B=T& X% E)QR)-2-(6-8
MR E) 2R Z E B EIRE]-L B R 4 E 50
EEMTRERE SEANTHIA 30 ERNB LED

1.0 EAMAKER 30 58 - RREESHBEALAEA
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ko REZBZEED - B HH B H Bk %E - S50 8%
e HERAZTAR -SBEWREARSHEYEE L
EREN LEL 9 EXBEBARN 4-B-U(EZTE
g ) [(QR)-2-FE 2 (3-Mb 0E H)Z HIEE IR E)-1,10-
K H -4 B

MS(m/z) © 477(M+H)

] 26

FH LS ERBER 25 WAL ST ER -

(1)4°-[2-[(%8 = T & % 8% £)[(QR)-2-48 & -2-(3- 1 1%
E)Z EIBEEIZE]2-FE -, -BE L 488

(+)ESI-MS(m/z) : 475(M-H)-

()4 -[2-[(B =T & % % %£)QR)-2-38 & -2-(3-1f 0¢
EVZ EIMEIZE]2-FERE-L,I-HEE -4 BB

MS(m/z) : 493(M+H)

(4 -3-[(E=T & E % E)ICQR)-2-8E -2-3-1 1%
E)Z EIEEINE] - FEE-LI-BELE 4B B

MS(m/z) © 507(M+H)

()4 -[2R)-2- (B =T & £ % £)I(2R)-2-58 & -2-(3-
HoEE)Z IR EIRE]-L DB EE 4B

MS(m/z) © 477(M+H)

g Bl 217

W0 ERMBE=TE 4-B3-(BE=THE% E)[QR)-
2 HE G- EE)IZEIBEINE)-LU-BEE 4B B
R SOEA-_BETK INARRLUESE TES 24 /4
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B -  LUBBAFENEEYERBALELZR UE4E 80 ZEXx B
B E BN 4-3-[[QR)-2-BE-2-C-HMEE)ZE K E]R
H]-1L,I'"BEE 4-ZBR_S1? -

NMR(DMSO-d6, 8) : 2.90-3.90(8H, m), 5.10-5.20(1H, m), 7.35(1H, d, J=8Hz), 7.65-

7.85(6H, m), 8.05(1H, d, J=8Hz), 8.25(1H, d, ]=8.0Hz), 8.70-8.85(2H, m)

MS(m/z) : 377(M+H)

] 28

TIEVEBRBER 27TOEUNTEMES -

(1)4°-[2-[[(2R)-2- B & -2-3-W B E)Z E 1K E ]Z
HEI2-FE-1L,LI-BEE 4-ZR _S Q4P

NMR(DMSO-d6, §) : 3.10-3.80(6H, m), 3.90(3H, s), 5.10-5.20(1H, m), 7.40-7.70(7H,

m), 7.80-7.90(1H, m), 8.25(1H, d, J=8Hz), 8.70-8.85(2H, m)

()ESI-MS(m/z) : 375(M-2HCI-H)-

(2)4°-[2-[[(2R)-2- B & -2-3- E E)Z £ 1K E 1L
EI2-FEE-1L,LIU'BEE A RBR -GS &LV

NMR(DMSO-d6, §) : 3.10-3.80(6H, m), 3.90(3H, s), 5.10-5.20(1H, m), 7.40-7.70(7H,

m), 7.80-7.90(1H, m), 8.25(1H, d, J=8Hz), 8.70-8.85(2H, m)

MS(m/z) : 393(M+H)

(3)4°-[3-[[(2R)-2- R E -2-C-MH T E )Z E 1K E]HA
HI2-FEE-1,II'BEXEE4-ZR_-_SELY

NMR(DMSO0-d6, 8) : 2.90-3.90(8H, m), 3.95(3H, s), 5.10-5.20(1H, m), 7.35(1H, d,

J=8Hz), 7.64-7.85(6H, m), 8.05(1H, d, J=8Hz), 8.25(1H, d, J=8Hz), 8.70-8.85(2H, m)

MS(m/z) : 407(M+H)

(4)2-& -4-[2-[[2R)-2- R E -2-(3-ML g H )Z & |fZF & ]
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ZEI-LIU-BEEA4ARBR-_DGQENLY

NMR(DMSO-d6, 8) © 3.10-3.20(6H, m), 5.10-5.20(1H, m), 7.40-7.70(7H, m), 7.90-
8.10(2H, m), 8.70-8.85(2H, m)
MS(m/z) : 397(M+H)

(5)4°-[(2R)-2-[[(2R)-2-R & -2-(3-#t ;g &)L E [} £ ]

AEI-LIBEEA-ZXB_SR&LY

NMR(DMSO-d6, 8) © 1.70(3H, d, J=6Hz), 3.30-3.90(6H, m), 5.10-5.20(1H, m), 7.40-
7.70(7H, m), 7.80-7.90(1H, m), 8.25(1H, d, J=8Hz), 8.70-8.85(2H, m)
MS(mv/z) : 377(M+H)

(6)4°-[3-[[(2R)-2-B-B X E)-2- B Z E K E IR £ ]-

2-FBHEH-1L,IBEE 4-RBR-EGEKLY

NMR(DMSO-d6, 3) : 2.00-2.15(2H, m), 2.30(3H, s), 2.60-3.30(6H, m), 5.00-5.10(1H,
m), 7.20-7.60(9H, m), 7.75-7.90(2H, m) -

MS(m/z) : 424(M+H)

&7 5] 29

THLLEDHBBES 23V EL ST EMES -

(NZ & 4-[3-[((B=ZT&HEHRE)(2R)-2-(6-& -3-1

EE)2-BZEIREIRE]2-FEE-1L,I-BFXE-4- R R

FE

it nE

MS(m/z) : 569(M+H)

() E I 42 ((ESTEERE)(2R)-2-8 H 2-03-
H)Z HEIBEEIZE]-2-R-1,10-B F 5% -4-% B 6
MS(m/z) © 512(M+H)

(B H 4-[Q2R)-2-[(B=ZT & E K E)[(2R)-2-(6-& -
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3R E)2-RZEIREINE]-2-FEE-LU-B X H -4-
% BB

MS(m/z) : 524(M+H)

()R E 4 -[QR)-2-[(B=T & E % #£)[(2R)-2-(3-8&
EEHI2CRZEIKEIRE]2-FE-1L,U-BFXE-4-BBRE

MS(m/z) : 538(M+H)

(5)4°-[(2R)-2-[[(2R)-2-¥8 % -2-(3-WL 0g H )Z & & £ ]
REII-HFEE-1,IVBEE 4- BB _S&LY

NMR(DMSO0-d6, 8) : 1.14(3H, d, J=6.4Hz), 2.8-3.8(3H, s), 5.1-5.3(1H, m), 7.2-

7.5(4H, m), 7.7-7.9(4H, m), 8.2-8.4(1H, m), 8.8-9.0(2H, m), 9.36(1H, br s)

MS(mv/z) : 407(M+H)

(6)4°-[(2R)-2-[[(2R)-2-3® % -2-(3-Mt g % )Z £ 1% & )
FE]2-BEE-1,BEE-4-B2B _S&LY

NMR(DMSO-d6, 8) : 1.14(3H, d, J=6.4Hz), 2.8-3.8(3H, s), 3.83(3H, s), 5.1-5.3(1H,

m), 7.2-7.8(7H, m), 7.8-8.0(1H, m), 8.2-8.5(1H, m), 8.7-9.0(2H, m), 9.02(1H, br s),

9.36(1H, br s)

MS(m/z) : 407(M+H)

(7)4°-[(2R)-2-[[(2R)-2-¥@ #H -2-(3-mt g £ )Z £ |k &)
AE]2-BFE-1L,IV"BEXE4-KXBR-_EGKLD

NMR(DMSO0-d6, 8) : 1.19(3H, d, J=6.4Hz), 2.48(3H, s), 2.8-3.8(5H, m), 5.1-5.3(1H,

m), 7.2-7.5(5H, m), 7.8-8.0(3H, m), 8.37(1H, d, J=8.2Hz), 8.78(1H, d, J=4.6Hz),

8.87(1H, s), 9.04(1H, br s), 9.35(1H, Sr 5)

MS(m/z) : 391(M+H)

(8)4°-[(2R)-2-[[(2R)-2-F H -2-(3-Mh iE H)Z & 1l & ]
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ME]3-FE L, -BHEE 4 EBE-_GELD
NMR(DMSO-dé, 8) : 1.19(3H, d, J=6.4Hz), 2.60(3H, s), 2.8-3.8(5H, m), 5.1-5.3(1H,
m), 7.2-8.0(8H, m), 8.37(1H, d, J=8.2Hz), 8.79(1H, d, J=4.6Hz), 8.87(1H, 5), 9.05(1H,
brs), 9.35(1H, brs)
MS(m/z) * 391(M+H)
(94" -[(2R)-2-[[(2R)-2-8 3 -2-(3-1H 1 )2 % 1} £ ]
NE]3-ERAE- 1L, HBEE BB -_68LD
NMR(DMSO-d6, 8) : 1.193H, d, J=6.4Hz), 1.31(6H, d, J=6.0Hz), 2.8-3.8(5H, m),
4.6-4.9(1H, m), 5.1-5.3(1H, m), 7.2-7.5(4H, m), 7.6-8.0(4H, m), 8.37(1H, d, J=8.2Hz),
8.80(1I{,d,J=4u6IIz),8.88(11{,8),9.02(1[1,brs),9.35(1f1,brs)
MS(m/z) : 435(M+H)
(10)4°-[(2R)-2-[[(28)-2-F8 % -2-(3-Mt 1% B )Z & 1 % ]
RE- LI -BEE - RBE B BLD
NMR(DMSO-d6, §) : 1.19(3H, 4, J=6.4Hz), 2.8-3.8(5H, m), 5.1-5.3(1H, m), 7.2-
$.1(8H, m), 8.57(1H, d, J=7.8Hz), 8.81(1H, d, J=4.6Hz), 8.90(1H, s), 9.10(1H, br s),
9.56(1H, br s)
MS(m/z) : 357(M-H)
(11)47-[(2R)-2-[[(28)-2-¥8 % -2-(6-4 -3-0h 0 H)Z %]
BEIRE]- L BELE 4 RB BB LD
NMR(DMSO-d6, 8) : 1.17(3H, d, J=6.4Hz), 2.8-3.8(5H, m), 5.1-5.3(1H, m), 7.39(2H,
d, J=8.0Hz), 7.58(1H, d, J=8.0Hz), 7.6-8.2(7H, s), 8.48(1H, d, J=2.4Hz), 8.86(1H, br
5), 9.22(1H, br )
MS(m/z) : 409(M-H)

(12)4°-[(2R)-2-[[(2R)-2- & -2-(6-& -3-M g B )Z & ]
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BEINE]-LD - BEE 4 ABR_ERALY

NMR(DMSO-d6, 8) : 1.16(3H, d, J=6.4Hz), 2.8-3.8(5H, m), 5.1-5.3(1H, m), 7.38(2H,

d, J=8.0Hz), 7.58(1H, d, J=8.0Hz), 7.6-8.2(7H, m), 8.49(1H, d, }=2.4Hz), 8.86(1H, br

s), 9.45(1H, br s)

MS(m/z) : 409(M-H)

(13)4°-[(2R)-2-[[(2R)-2-¥8 % -2-(3-1 ¥ #)Z % 1 % ]
NE] 3 BORE-1L,IBEE 4 BB _GELY

NMR(DMSO-d6, 8): 1.15(3H, d, J=6.4Hz), 1.2-2.0(10H, m), 2.7-3.8(SH, m), 4.65(1H,

m), 5.31(1H, m), 7.2-7.5(5H, m), 7.6-7.8(2H, m), 7.9-8.0(1H, m), 8.45(1H, m), ®

8.82(1H, d, J=2.6Hz), 8.90(1H, 5), 9.07(1H, br s), 9.43(1H, br s)

MS(m/z) : 475(M+H)

| 30

W 10 EAH INBELAEMERE 5.0 BARAE 4
-[(B=TEHEHE)-((2R)-2-(6-% -3-0t 1F £)-2-3 Z £ ]
BEIRE]2-FAE-L,U-BEE 4 pBBEoERFT > B
FEETHEREASW 28 - MZBZER INGARR
CERAW BERBAHE  FABAE  ERBEERR
wm - AW BB (ER/Z B ZE-1/1)1 & B 7%k
maw o M EL 100 EH® 4 -3-[(B=T&EBL)-[2R)-
1 (6B M EHE)2-BZEIBEIRE]2-F R E-
BeE K -4-H B -

MS (m/z) : 541 (M+H)

g ﬁll 31

THASWEBERERBEAIOHNEN T EMESRS -
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(Y4 -[2-[(B =T & &% % E)QR)-2- B X 2-(3-1H B
HE)Z EIBEIZE]-2-R-1,1-BEE-4- B

MS(m/z) : 497(M+H)

(2)4"-[(2R)-2-[(% = T & & % % )[(2R)-2-(6-& -3-1tt
EE)2-BZEIBEEIRE]-LU-BFEE-4-AR

MS(m/z) : 511(M+H)

(N4 -B3-I(BE=TEEHE)IQR)-2-G-8 F £)-2-58
ZEIEEIRE]-L U -BEE -4 B

MS(m/z) : 524(M+H)

6%l 39

TH LAY EBEBRREE 4 NEN BT ES -

N-[(2R)-2-(3- B E HE)-2-BZ HE1-3-C-BEXE AN E K
MS(m/z) : 320MM+H) |

B g Pl 40

THASDERBERBEHN ISWEUNSTEMERS -

% = T & % N-[(2R)-2-(3-8& F & )-2-B Z E]-N-[3-(3-
REE)NEIKEFERE

MS(m/z) : 405(M+H)

B fig B 41

TH SO RRBEEFEH IONEUNTEMES -

(VB =T&HE N-[(2R)-2-(3-& ¥ &)-2-8 Z & ]-N-
B-B-CEHRPE)VBEIEEIFEIREIBETHRE
MS(m/z) : 537(M+H)

(2)4-[2-[N-(B =T & #)-N-[(2R)-2-(5-8& -3t 1€ & )-
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2-RWZEBI2-RZEBIBREICEIFE =S FRBERE

MS(m/z) : 525(M+H)

OELEERRUCEE LEN - EIEIBE 10 1

MS(m/z) : 358(M+Na)

W BEM-[((ZRFEVBREIEEIFE1Z BB

NMR(DMSO-d6, 8) : 3.63(3H, s), 3.90(2H, s), 7.46(4H, s)

H)FEDB-(CERPFPEVBREISEIEEIZEE

NMR(DMSO-d6, 8) : 3.63(3H, s), 3.83(2H, s), 7.30-7.60(4H, m)

(6)5- % -1-5 5 = % F b i % B

NMR(DMSO-d6, 3) : 6.80(2H, d, J=8Hz), 7.20(2H, t, J=8Hz), 7.50(2H, d, J=8Hz)

(M ZES-(CERABPE)BEIEE]-1-FF B E

(8) 4-[2-[N-(% = T & % % £ )-N-[(2R)-2-8 & -2- %
ZEIMEIZEIFE SR TR BB E |

MS(m/z) : 490(M+H)

(B H I (EEE)2-((EHRFEVREIEZLIZERT B
2

MS(m/z) : 413(M+Na)

(10) B & 5-[(Z & P EIBEISH]-1,1"-B % & -2-
% % R

MS(m/z) : 383(M+Na)

8 % G 42

THHNEYRBER B 2 WENFETRES -

(1)4-[2-[[(2R)-2-(5,6- = & -3-ML i & )-2-F Z &E [l & ]

Z & 18
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MS(m/z) © 327(M+H)
(2)4-[2-[[QR)-2-BHE 2- XK ZE 1B EIZEIH
MS(m/z) © 258(M+H)

B¢ Bl 43

% S22 EEHWBAALNEER SOOERNFE  HKMNE
EI15SEAZBR 1.0 EZEFKF & 850 ERH 4-[2-[[(2R)-
2-(5,6-— & -3-ig E)2-BRZE EKREICE]IR > BE 50
CTHRETEBRBREAK 10 N - AZBZERKHBERERES
W o  BEBEBSE  FAEBANRRE KREBEEZBRBRIRESR -
EWBB(CHR/ZBZE=2/H)EHAEREIBHNEMNLRE
DLE 4 500 Z A 4-[2-[[(2R)-2-(5-& -3-dt g & )-2-8 Z
E1BREIZE IR -

MS(m/z) : 292(M+H)

5 {5 Bl 44

THASYWERBEHEN 2 VELUFTEMES -
(1) 8 = T # N-[(2R)-2-(5-8& -3-dt g £)-2-B Z & ]-
N-[2-(4-BREREI)ZE IR EBRRE
MS(m/z) : 393(M+H)
(2) % = T # N-[(2R)-2-¥® % -2-F Z E ]-N-[2-(4- B &F
E)ZEIBRERKE
MS(m/z) : 358(M+H)
& 5 Bl 45
el ZEEMWEALFR IORN 4-AREHFEEE > &SN

EE SOEAMAKBI S 1.2 AN EFEBEZIBRE S -
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BEEZBTEBREAR INE - LZ2BZERKBRBES
W e BEBEBSHE - - BAEANKE KEBRSEZBRRKREXHE -
EWBERBOKR/ZBZE=2/DVLRARETBNMEHLEBE -
DE4S 21 OB KN N-FFEE-4- B FmEK-

NMR (CDCI3, 8) : 7.20-8.10(8H, m) |

B fE Pl 46

THAEDERBEEGA 1208EUTEMERS -

(1)2-% & & -4-(4,4,5,5-WEHF K -1,3,2-Z 0§l ¥ £ & -
2-E )X B E

MS(m/z) : 325(M+H)

(2)N- B Bi & -4-(4,4,5,5-W B X -1,3,2-Z 13 i ¥ £
HE-2-H)FBEK

MS(m/z) : 386(M-H)

(3)F8 & 2-8 T & -4-(4,4,5,5-9 F & -1,3,2-Z B %5 ¢
B E-2-E)FHFERE

MS(m/z) : 319(M+H)

(4)FF B 2-B & -4-(4,4,5,5-79 B & -1,3,2-Z 2 §f
FE-2-E)FHFERE

MS(m/z) : 327(M+H)

(5)B H 2-F & -4-(4,4,5,5-9 B & -1,3,2-Z 2§ %5
E-2-BE)XFHEERE

MS(m/z) : 327(M+H)

(6)F & 2-7F % -4-(4,4,5,5-9 F & -1,3,2-Z Ml ¥ %

E2-E)REIXPREE
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MS(m/z) : 396(M-+H)
25 B 47
TH A EYWHEBREBES MWMEUFTEMES -

4a-B g E-1-%2 F &
NMR (DMSO-d6, 8) : 7.00(1H, d, J=6Hz), 7.50-7.70(2H, m), 8.20-8.30(2H, m),
9.00(1H, d, J=8Hz)

5 fi5 Bl 48

£ OCTERME 63 EANZRABER KT &
B IM) FMEEASEA _GFRPS 433 70 4-5 K
HE-l-EHERBcERYT HEHERBEBETRB2ERESG®R 2 /b
B - SEDEAKRBEAAKRKS KT ERABESIERELR -
KMBEEBMAKXRZBZENRESRYT » RRL IN & &
B E bH9‘° EoBZER KBRAEABEREKGREL
MEGEHEZTZHES LDES 219 RECGHL R 4-BE -
1-3% B & -

MS(m/z) : 187(M-H)

5 fE B 49

IO EARBEAMELE ISEAZESTS 2.18 T H
AR E-1I-ERBIIEBYF - BE TOCTE#HRESGH 3 /D
B - BARZBZERBEE®R  KEREBESHBLRBBE KW
e  MENYKSEmBEZR BREEREBTRE - &
EEZBZERCHEZVERBLBEEEBNEMACRE -
DE4S 1.6 cERBRNPE -4 BE-I-FHREE -

MS(m/z) : 239(M+Na)
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B fE Pl S0

T?'Ht%%%*ﬁ%%%ﬁ% 16BN T EMERS -

(1)

(2)

(3)

(4)

R 4-(4,4,5,5,-09 FF B -1,3,2-" 2 ¥ £ & -2-
HE)-1-ZEHHE

MS(m/z) : 313(M+H)

B OE [4-(4,4,5,5,-T9 F & -1,3,2-_ 2 8§ + & & -2-
E)XEIEZEPRRE

NMR (DMSO-d6, 8):1.66(12H, s), 3.60(3H, 5), 3.70(2H, s), 7.20(2H, d, J=8Hz),
7.60(2H, d, J=8Hz)

B OH [3-(4,4,5,5,-0 B X -1,3,2-Z B2 W = & & -2-
EO)EEI1Z B E

NMR (DMSO-d6, 8) : 3.60(3H, s), 3.82(2H, s), 7.20-7.60(6H, m)

M 5.(4,4,5,5,-09 B K -1,3,2-7 BB ¥ B K -2-
HEH)-1,1°-B X E-2-B R B

MS(m+z) : 361(M+Na)

5 M P 51

o278 BB E 4.08 REBREE >  FMEE 40 £

—_—

A -_EHEBGTSY 5.0%8 4-7-2 - FXFEBCEBERDP - B &

100C THEBESR 3 /K -AAXKRZEBEZEGBE®R -

BMEBEBSBEAERABE ARG HLEDNYKEREBRSEZ R

BHEBLERBTER #HEEZBZERCHEIVEERL

AERBREMALBE DEE T3 R EGEBH 4-2-2-

FEE-1I-FHRE -

NMR (DMSO-dé, 8) : 6.90-7.60(7H, m), 7.80(1H, d, J=8Hz), 10.48(1H, 5)
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5 fH B 52
FTH AW ERBUES 4 BEUTERNERS -

(N4-2-FEH-2- 82 E )FEW B
MS(m/z) : 193(M-H)
(2)3-2-BEH2-RZE)FEWE
MS(m/z) : 194(M-H)
(3)4-[QR)-2-[[(FE XK E IHEIZEIFEBR
MS(m/z) : 312(M-H)
(4)4-[2-[IN-TE - N(BE=ZTEEREI)EKEIZEIFTHE
B
(-)ESI-MS m/z : 354(M-H)-

B¢ fH B S3

RS A MR BB 23 MBS A

(HE E[4-[QR)-2-[[(FEE )R EIBREIRE]-1,1"-

M EHE-4-EIZ B E
MS(m/z) : 418(M+H)
()Z & 5-[4-[QR)-2-[(FEEIBEIEHE IR E IR
E1-1-FFBRE
MS(m/z) : 490(M+Na)
(B HE S (FHEE)-1,I-BFERE-2-REH
MS(m/z) : 341(M+Na)
2 fE Bl 54
TH A EYWERBEBEH 6N EUN T EMERS -

(1)E # [4-[QR)-2-[BERE]-1,I"-BEE-4-K )&
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B Fg
MS(m/z) : 284(M+H)
(2)Z & 5-[4-[QR)-2- [ EREIXE]-I-FFEE
MS(m/z) © 356(M+Na)
()& S-BE-1,IU-BEE-2-ZBEE
MS(m/z) : 251(M+Na)

B fig B 5SS

g o621 B 13- (CEERINK - 3.7 BRKZ
B (IDR 1.35 S = Z %M AIMEAE 35 EF B NN-
“EEFEETA 8.0 BH SRE-I-BEE-RFHEBER
Mz BEaWm T HfE 100C—GALBTERREAEE | AE -
HZBZERAREBREA K -BARE S B A B K% -
BB REES - EWEB(SHR/IZBRZE=-5S/DT A
EHBIREMLBESE  LE4SE 1.7 REAHE 5-BE-1-
= OB

MS (m/z) : 239 (M+Na)

HEPH 56

FASE TEEBKBEE 13.5 ZEAZZBFH 2M R
ETEE FMEE ISEANESKBIE 2.0 TH 4-
B2 A EXERBcERYT HE OCCTHRBRES 1 /N - A
ZBMZERKEBEER REBREBELHE  HABKWHHE
REBESELERRESRZ - B 114 BB RER 1.89 7= 8 ik
B HAMEBANR 0EZEANW N-_FEFBEENRES

W BHE 200FTHBBEA®R 3 /)8 -AZHKZIERK
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FREAR BEBREBIE - - AEAKMHRK - BERSELZRE
BRESD EWEBEREK/ZBZE=S/)TRHERREBWNT &M
hBE LLE4E 1.5 TEAOBMWBEE-4-]R-2-BETEFH
BB -

NMR (DMSO-d6, 8) : 0.80(6H, d, J=8Hz), 1.80-2.00(1H, m), 2.80(2H, d, J=8Hz),
3.80(3H, s), 7.40-7.80(3H, m)

B fE P ST

THAEWRBEYEES Se VBN STEMERS -

() -4 -2-8B T %% 5 B &

NMR (DMSO-d6, 8) : 1.20(6H, d, J=7Hz), 3.50-3.60(1H, m), 3.83(1H, s), 7.50-
7.70(3H, m)

MS (m/z) : 516 (M+H)

(2)F & -4- -2 7 £ F 7 B

NMR (DMSO-d6, &) : 0.85(3H, t, J=7Hz), 1.40-1.70(2H, m), 2.80-3.00(2H, m),
3.82(3H, s), 7.60-7.70(3H, m)

MS (m/z) © 516 (M+H)

5 fE Bl S8

THAEMHRBRBRFEO 2SWHEMUTEMER -

% =T # N-((2R)-2-B & -2-F & Z & -N-[(IR)-2-(4-
MEE)I-BPEZEIERERRE

MS (m/z) : 482 (M+H)

B Bl 59

THAEGYDERBEEES 3HEU S EMES -

(1)% = T & N-F #H-N-[2-[4-(4,4,5,5,-9 FF & -1,3,2-
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“EMEEHEC-E)VEREIZEIEEFRE
(+)ESI-MS m/z : 460 (M+Na)+
(2) 2-(1-0t 0E 2 )-4-(4,4,5,5-/9 B ¥ -1,3,2-Z 8 §ff ¥
EE2-E)XEHRE
(+)ESL-MS m/z : 581 (M+Na)+
B g B 60
ME ISEAF_EKHBFHREDPH IN ZBRBRAEBTHRMEAE SO

EAM B EEPE 5.6 HM 2-G-FREREIZEEZ
WD c HBAWEE WCTHRBRAERZTESR - 5
SO EAMAMBBAMNRE 150 EANGKBEREE - LI
INGE LM ABHERGWMN pHERKEE 75 8 20 -
M 0 EANGEHRB DS 8.08 MM =% =T &% = B & M
EBMEMERAWE  BE 20CFH/® 1 A# - BZBZ
ERAGEBREAG - WEBESE - BB A% S08
BEBRRRE  UEL 32 RMB=TH 2-C-BEH)Z
Y E L LR
()ESLI-MS m/z © 260 (M+Na)+

2Bl 61

B o152 RMEHR 4-R-C-RZE)FFRE > HNE
£ I0OEZEHAF NN-_RFEFEEPSE B0ERHNE=ZT & 2-
B-REHEI)ZEHKEFEBER 893 ERNERBERAZIAER
s HEZRTER 16 B - EABRRKREZBRZE R K
S E - BEBESE - BOKKBEKMWE - WE B S
BEEREBTES GCVERERB(CHKR/ZEZE=2/)T HAE

-71-



1331137

BN EMALRBRE  MNE4E 970 2R FE 4-8-2-[[3-
R-E=ZTEEHEIEKEIZEIXFEEIFEIZRFRE -
(+)ESI-MS m/z : 464 (M+H)"

B Pl 62

B 124 EEM_ARE(SEZEBIE DR 362 B XK
ZEM O FMEEGOEAG NN —BHEZEEKE T &
410 BB P HE 4-R-2-[B3-R2-(EZTAEEREIKEIZ
XS R |FRIXEPHESCBARST - BEE 130CTHREAE
W 1.5/  c BEAHKRAHBANEZE AZBZERAKE @
BB EREBES R BAEANKE RBEBRESEBRRESR -
EWRB(EHR/ZBZE=31)THESHEEFELLEE
DES 100 EHM R E 3-R-(BZTEERE)IKEIZ
$)-6H-% iF €5 K% -8- ¥ B B -

(+)ESI-MS m/z : 406 (M+Na)+

5 {5 Bl 63

THHUEDHZRRBES "EUSTEMERS - ®

(1) Z & 6-[4-[2-[N-F E -N(E=T & &K &£ )IF & ]
ZEIFE IR 8 K E

(+)ESI-MS m/z : 461 (M+H)+

() BE 4-[2-[N-FTE-N(B=ZTEEEKEIEKE]Z
H)-2,6-" FF E-1,1°-B KX HE-4-REEE

(H)ESL-MS m/z : 474 (M+H)+

5 Bl 64

T AAEDEREES 2THELNLFTEZMERS -
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(1) & 3-(2-B Z 5 )-6H-% it &8 1% -8-3% B B
(H)ESI-MS m/z : 284 (M+H)+

(2)Z % 6-[4-[2-[N-TEBREIZEIFE L 1B 6 %K S
®1t?

(H)ESI-MS m/z : 361 (M+H)+

2 fig Bl 65

THALEDERBEHEH 6 WELFEMES -
(1)3-[2-[N(BE =T & E B & )-N-[(2R)-2-(3-& F £ )-
2-RZEVREIZEIFE=Z# B Kk &R &

(+)ESI-MS m/z * 546 (M+Na)+

(2)4-[2-[N-(E =T & & B & )-N-[(2R)-2-3-&A F £ )-

m

*®
2-BZEIEEREIZEI2-FEEXE =4 9 It & & B
(H)ESLMS m/z : 576 (M4Nay+ -
(3)4-[2-[N(BE=ZT & E & )-N-[(2R)-2-(3-& F £ )-
2-RBZEIVEREIZE]2-EFXFE=F B i & B
(+)ESL-MS myz © 581 (M+Na)+

2 fE Bl 66

THAEVERBRBESN sWEUSTEMERS -

BE 4-2-(FTEBRE)ZE]-2,6-Z B & -1,1"-8 5K & -
4-¥% B B

(+)ESI-MS m/z : 374 (M+H)+

B fis Bl 67

% 2.46 mH 1-(2-ZREREE)I-ZER - DK

WIMZE®E 20278 NN-Z RERFEBRPSF 2.96 T B 3-
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B-4-REHEZHE 3.0 0 (IR)-2-E-1-C-KFE)ZE
SHER LY R 2.14 BH 1-ZEFE=ZMZEERPT B
EFEZERBRTEHESER 2/ KF  BERBELBIEBR KL
Mo - -HEBES S  BHEMUBRBEGEHBBRREE KT
O REEBESEZBREBRBTEZESE  LLELAEKEY - &
ZEBRTHRE 23Z2A8 2M BHlllikk-MAK ZBRESYEHEM
EHER 30 EANSEKRBAOEYBERS > BEZETER
BEW®K 30 08 - &£ 10CLL TE K 29.5 2 F 6N & &
BAMZEESRY  BEZRTEHES® 3/ K - &K
R 10CH 58 ZEF 3N SR LM KBERAMERER &7
o  HMASMSHE 3.46 R E RN _FE =T H _HKKE -
FEHER INS SR KBARET pHEE 72 8 ZH -
EZRTEHFEEGER 1 /K - -EBEEeBRBREILERIE R KL
Mo - KHEREBESRE BBEKARKDTR RKEBRSFEGZHELE
WEBTER EWEB(SHK/ZEZE=2/1)THERXEEHN
EMAEBE  DLEE 7.0 WE=TH N-[2-(3-& -4-8 X
E)ZHEI-N-[2R)-2-B-EFXF E)-2-RZEKREHRHKE -
(+)ESI-MS m/z : 448 (M+Na)+

5 Bl 68

THAEMFERREEBEH 67T ELU AT EMESR -

% = T H N-[(2R)-2- (3-8 ¥ B )-2-¥& Z H ]-N-[2-(4-
REJIFREFE)ZCEIKEFRKRE

(+)ESI-MS m/z : 444 (M+Na)+

B {5 Bl 69
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£ 100CTH#E 30 ZEFAK NN-Z_FEHFRERKSTS
3.0 B9 4-R-2-FAXAFE - 293 EAMMER S.11 TH
BEEBHECESER 12 K WA EESEREER - BERIRK
K ZBZEBEBRKZE " BE  KERBRES®H AKXk -#BNS&
kKB BRRERBAME  KERKRSZHRHAEBRETER -
EWEB(COKR/IZBZE=9)THEXTBN M LB E -
LE%E 3.5 R Ey 4-1R-2-(1-mt g &)X F B -

()ESI-MS m/z : 268 (M+H)+

B fE B 70

TH AEVERBEEAN 23 ELUL AT EMES -
BE=ZTEN-FTE-N-2--BEFEEI)ZEIEHERKE
(+)ESI-MS m/z : 390 (M+H)+
| 32
THAUEVERBESN "WEMUSTEMERS -
(1) 4°-[(2R)-2-[[(2R)-2-3-A F H)-2- B Z E 1K & 1A
EI3-REE-1L,I''BEE 4 ZRBaE LD
NMR (DMSO-d6, 8) : 1.05(3H, t, J=7.4Hz), 1.35(3H, d, J=6.2Hz), 1.6-1.9Q2H, m),
2.8-3.8(5H, m), 4.11(2H, t, J=7.4Hz), 5.0-5.3(1H, m), 6.3-6.4(1H, m), 7.2-7.8(11H,
m), 8.55(1H, brs), 9.19(1H, br s)
MS m/z : 468 (M+H)
(2) 4°-[2-[[(2R)-2-3-A& X & )-2- R o H 1 E 1R E |-
3-RE-ILLIV-BEE4AABRIKANLKD
NMR (DMSO-d6, 8) : 2.8-3.0(6H, m), 4.8-5.0(1H, m), 6.33(1H, m), 7.0-7.9(11H, m)

MS m/z : 411 (M+H)
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(3)3-¥ 8 B % -4"-[(2R)-2-[[(2R)-2- & & -2-F Z & | }&
HEIFEI3I-FEE-LLIBEE - 4-BRES &L
]

NMR (DMSO-d6, 8) : 1.12(3H, t, J=6.4Hz), 2.6-3.2(5H, m), 4.9-5.1(1H, m), 6.23(1H,

m), 7.2-7.9(11H, m), 8.77(1H, br s), 9.03(1H, br s)

MS m/z : 392 (M+H)

(4)3-Z & % -4"-[(2R)-2-[[(2R)-2-B & -2-F Z & | &
ZIRNE]- " BHEE- 4GEEBEESESRLY

NMR (DMSO-d6, 8) : 1.15(3H, t, J=6.4Hz), 1.36(3H, t, J=7.0Hz), 2.6-3.2(5H, m),

4.21(2H, q, J=7.0Hz), 4.9-5.1(1H, m), 6.23(1H, m), 7.2-7.7(11H, m)

MS m/z : 418 (M-H)

(5) 4°-[(2R)-2-[[(2R)-2-R E -2-F Z E I E IR &£ ]-3-
FEE-1,I''BEXE 4 RABEBESELY

NMR (DMSO-d6, 8) : 1.03(3H, t, I=7.4Hz), 1.12(3H, d, J=6.4Hz), 1.74(2H, m), 2.6-

3.2(5H, m), 4.11(2H, q, J=7.0Hz), 4.9-5.1(1H, m), 6.23(1H, m), 7.2-7.7(11H, m)

MS m/z : 434 (M+H)

(6)3-T & ¥ -4°-[(2R)-2-[[(2R)-2- 8 & -2-F Z & | &
HIFE]-L,IV"BEE 4 ABEESLLD

NMR (DMSO-d6, 8) : 0.94(3H, t, ]=7.4Hz), 1.12(3H, d, J=6.4Hz), 1.3-1.8(4H, m),

2.6-3.2(5H, m), 4.15(2H, q, J=7.0Hz), 4.9-5.1(1H, m), 6.23(1H, m), 7.2-7.7(11H, m)

MS m/z : 448 (M+H)

(7) 4°-[(2R)-2-[[(2R)-2- R HE -2- K Z E 1 E IR E]-3-
(KREE)1L,I"BEHE 4-ZKREBESE&LY

NMR (DMSO-d6, 8) : 0.89(3H, t, J=7.4Hz), 1.13(3H, d, J=6.4Hz), 1.2-1.8(6H, m),
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2.6-3.2(5H, m), 4.14(2H, q, =7.0Hz), 4.9-5.1(1H, m), 6.23(1H, m), 7.2-7.7(11H, m)

MS m/z : 462 (M+H)

(8)3-(2 & E)-4"-[(2R)-2-[[(2R)-2-B & -2-FK Z & | &
EIFEI-LI-BEXE4ABEESELKD

NMR (DMSO-d6, ) : 0.86(3H, t, J=7.4Hz), 1.16(3H, d, J=6.4Hz), 1.1-1.8(10H, m),

2.6-3.2(5H, m), 4.14(2H, q, J=7.0Hz), 4.9-5.1(1H, m), 6.23(1H, m), 7.2-7.7(11H, m)

MS m/z : 490 (M+H)

(9) 4°-[(2R)-2-[[2R)-2- R E -2-F Z HE | E IR E]-3-
BETHE-1L,LI'''EXE 4-RBEESELY

NMR (DMSO-d6, §) : 1.03(6H, t, J=6.2Hz), 1.163H, d, J=6.4Hz), 1.8-2.2(1H, m),

2.6-3.2(5H, m), 3.93(2H, q, J=6.2Hz), 4.9-5.1(1H, m), 6.23(1H, m), 7.2-7.7(11H, m)

MS m/z : 448 (M+H)

(10) 3-(4& A % & )-4’-[(2.R)-2.-[[(2R)-2-’?“5 # -2-FX &
EIEEIFE]-LLII'BEEXEE 4-ZRBRES&LY
NMR (DMSO-d6, 8): 1.16(3H, d, J=6.4Hz), 2.6-3.2(5H, m), 4.77(2H, m), 4.9-5.1(1H,
m), 5.27(1H, dd, J=1.8, 10.6Hz), 5.40(1H, dd, J=1.8, 17.2Hz), 5.9-6.2(1H, m),

6.23(1H, m), 7.2-7.7(11H, m)

MS m/z : 432 (M+H)

(11) 4°-[(2R)-2-[[(2R)-2- B E -2- K Z HE I E W & ]-
3-[(2-FHE2-WE)-L,LI-BHEE 4-ZBEQEKL
¥

NMR (DMSO-d6, 8): 1.16(3H, d, J=6.4Hz), 1.69(3H, s), 2.6-3.2(5H, m), 4.77(2H, m),

4.65(2H, 5), 4.9-5.1(1H, m), 4.9-5.2(2H, m), 6.23(1H, m), 7.2-7.7(11H, m)

MS m/z : 446 (M+H)
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(12)3-(2-% 2 & £ )-4"-[(2R)-2-[[(2R)-2-B & -2-F Z
EIEEIREI-LI-BEE - 4-ZBEBEISELY
NMR (DMSO-d6, 8) : 1.16(3H, d, J=6.4Hz), 2.6-3.2(5H, m), 4.3-4.8(4H, m), 4.9-

5.1(1H,m), 6.23(1H, m), 7.2-7.7(11H, m)

MS m/z : 438 (M+H)

(13)3-(2-Z % & & £ )-4"-[(2R)-2-[[(2R)-2-F& & -2-F
ZEIBREIREI-LII"BEXRRE 4-ZBRES&KLY

NMR (DMSO0-d6, 8) : 1.13(3H, d, J=6.4Hz), 2.6-3.2(5H, m), 4.3-4.7(2H, m), 4.9-

5.1(1H, m), 6.0-6.5(2H, m), 7.2-7.7(11H, m)

MS m/z : 456 (M+H)

(14) 4°-[(2R)-2-[[(2R)-2- B E -2- K Z E 1 E 1N £ ]-
3-(2,2,2-Z R & E)-1L,IU-BEFEHE-4-ZRRE &K
& ¥

NMR (DMSO-d6, 8): 1.13(3H, d, J=6.4Hz), 2.6-3.2(5H, m), 4.7-5.1(3H, m), 6.24(1H,

m), 7.2-7.7(11H, m)

MS m/z : 472 (M-H)

(15)3-(2-REHEZ & H)-4"-[(2R)-2-[[(2R)-2-F &K -2-
A ZEIRBREIRE)-LLIU-BFE-4-RBEEI &KL
)

NMR (DMSO0-d6, 8): 1.13(3H, d, ]=6.4Hz), 2.6-3.2(5H, m), 3.8(2H, m), 4.15(2H, m),

4.9-5.1(1H, m), 6.24(1H, m), 7.2-7.7(11H, m)

MS m/z : 434 (M-H)

(16) 4°-[(2R)-2-[[(2R)-2- R E -2- X Z E 1B E IR & ]-
3--BEEZCEE)LIV-BEFEE 4-AHES AL
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)

NMR (DMSO-d6, 8): 1.12(3H, d, J=6.4Hz), 2.6-3.2(5H, m), 3.33(3H, 5), 3.70(2H, m),

4.29(2H, m), 4.9-5.1(1H, m), 7.2-7.7(11H, m)

MS m/z : 450 (M+H)

(17)3-(3-fR E & £ )-4 -[(2R)-2-[[(2R)-2-3% % -2-%
ZEIGEIRE]- L - BEE 4 BBRELALD

NMR (DMSO0-d6, 8): 1.13(3H, d, J=6.4Hz), 2.0-2.4(2H, m), 2.6-3.2(5H, m), 4.25(2H,

t, J=6.0Hz), 4.56(1H, t, =5.8Hz), 4.83(1H, t, J=6.0Hz), 4.9-5.1(1H, m), 6.24(1H, m),

7.2-7.7(11H, m)

MS m/z : 452 (M+H)

(18) 4"-[(2R)-2-[[(2R)-2-¥8 % -2- ¥ Z £ 1K £ |/ % |-
333 3-ZEREE)1,U-BRE 4 BB ES R
ww |

NMR (DMSO-d6, 8) : 1.13(3H, d, J=6.4Hz), 2.6-3.2(5H, m), 4.39(2H, t, J=6.0Hz),

4.9-5.1(1H, m), 6.24(1H, m), 7.2-7.7(1 1H, m)

MS m/z : 488 (M+H)

(19)3- (B AW & &£ )-4"-[(2R)-2-[[(2R)-2-¥&

Mﬂt
N

HEIBEEIFE]- LI BEFE 4 XABESKLY
NMR (DMSO-d6, 8): 1.13(3H, d, J=6.4Hz), 2.6-3.2(5H, m), 4.9-5.1(1H, m), 6.24(1H,
m), 7.2-7.7(11H, m)

MS m/z : 432 (M+H)
(20)3-(B T & % )-4°-[(2R)-2-[[(2R)-2-® & -2-% Z

HIEEIRE]-LLI'"BEEE4-ZABRESE&LY

NMR (DMSO-d6, &) : 1.13(3H, d, J=6.4Hz), 1.2-2.4(6H, m), 2.6-3.2(5H, m), 4.9-
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5.1(2H, m), 6.24(1H, m), 7.2-7.7(11H, m)

MS m/z : 446 (M+H)

CD3- (B2 & & )-4"-[(2R)-2-[[(2R)-2- B £ -2-F &
EIEEIRE]-ILLII"'BEFXE 4 ZEBEEISRLD
NMR (DMSO-d6, 8) : 1.13(3H, d, J=6.4Hz), 1.2-2.0(8H, m), 2.6-3.2(5H, m), 4.9-

5.1(2H, m), 6.24(1H, m), 7.2-7.7(11H, m)

MS m/z : 406 (M+H)

(22)3- (B W & B & )4 -[(2R)-2-[[(2R)-2-F & -2-F
ZEIEEIRE]-LIIBERE 4-RABRESRQLKD

NMR (DMSO-d6, 8) : 0.2-0.7(2H, m), 0.9-1.3(6H, m), 2.6-3.2(5H, m), 4.03(2H, d,

J=6.6Hz), 4.9-5.1(1H, m), 6.24(1H, m), 7.2-7.7(11H, m)

MS m/z : 446 (M+H)

(23)3-(BC H F & E)-4"-[(2R)-2-[[(2R)-2- & X 2.
XZEIBEEIRE)]-LLUV-BEFE-4-REES AL
7|

NMR (DMSO-d6, 8) : 1.0-1.9(14H, m), 2.6-3.2(5H, m), 3.93(2H, d, J=6.6Hz), 4.9-

5.1(1H, m), 6.24(1H, m), 7.2-7.7(11H, m)

MS m/z : 488 (M-+H)

(24) 4°-[2-[(2R)-2-F HE 2- R Z B IEKB E]Z &E]-1,1"-
BEE 4 ABREISELY

MS m/z : 457 (M+H)

(25) 4°-[(2R)-2-[[(2R)-2-R E -2-F Z E 1 £ 12 % ]-
3-FEE-LLIBEE4AABEESEALY

NMR (DMSO-d6, 8): 1.13(3H, d, J=6.4Hz), 2.6-3.2(5H, m), 4.9-5.1(2H, m), 6.24(1H,
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m), 6.8-7.9(16H, m)

MS m/z © 468 (M+H)

(26) 4°-[2-[[(2R)-2-F8 % 2-F Z £ 1|k £ 12 % 1-3-F
GE L BEE4BBES ALY

NMR (DMSO-d6, 8) : 2.8-3.2(6H, m), 4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.7(12H, m)

MS m/z : 392 (M+H)

(27)3-BZ & E-4"-[2-[[(2R)-2- 58 & -2-% Z % 1} & ]
ZE] B ELE 4 HBEERA LY

NMR (DMSO-d6, 8) : 1.35(3H, d, J=6.8Hz), 2.8-3.3(6H, m), 4.20(2H, q, J=6.8Hz), @

4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.7(12H, m)

MS m/z : 460 (M+H)

(28) 4" -[2-[[(2R)-2-F8 B 2- K Z H | % 1Z £1-3-7
1, BEE ABBELRALY

NMR (DMSO-d6, 8) : 1.01(3H, t, J=6.8Hz), 1.6-1.9(2H, m), 2.9-3.4(6H, m), 4.11(2H,

q, J=6.8Hz), 4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.8(12H, m)

MS m/z : 420 (M+H)

(29) 4" -[2-[[(2R)-2-F K 2- K Z % | %12 £ 1-3-8
HEX- 1, BEL 4 BBEHEAELDY

NMR (DMSO-d6, 8) : 1.31(6H, t, J=6.8Hz), 2.9-3.4(6H, m), 4.7-4.9(1H, m), 4.9-

5.1(1H, m), 6.22(1H, m), 7.2-7.8(12H, m)

MS m/z © 420 (M+H)

(30) 4°-[2-[[(2R)-2- ¥ % 2- K Z H K £ 12 % 1-3-8
TEE 1, BELE A BBERAELY

NMR (DMSO-d6, 8) : 1.02(6H, t, J=6.8Hz), 1.9-2.1(1H, m), 2.9-3.4(6H, m), 3.92(2H,
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d, J=6.8Hz), 4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.8(12H, m)

MS m/z : 434 (M+H)

(31)3-(J A & B )-4"-[2-[[(2R)-2-¥8 % -2-F Z £ | |%
EIZE] L, BEE 4 HBELALY

NMR (DMSO0-d6, 5): 2.9-3.4(6H, m), 3.92(2H, d, J=6.8Hz), 4.72(2H, m), 5.2-5.7(2H,

m), 4.9-5.1(1H, m), 6.0-6.2(2H, m), 6.22(1H, m), 7.2-7.8(12H, m)

MS m/z : 418 (M+H)

(32) 3-(2-8 2 & #£)-4"-[2-[[(2R)-2- 58 % -2- % Z # ]
BEIZE]L-BEE 4 BBEELRLY

NMR (DMSO-d6, 8):2.9-3.4(6H, m), 4.3-4.7(3H, m), 4.8-4.9(1H, m), 4.9-5.1(1H, m),

6.22(1H, m), 7.2-7.8(12H, m)

MS m/z : 424 (M+H)

(33)3-C-B R & E)-4-[2-[[QR)-2- B & 2-F Z #£ ]
BEIZE]-L-BEE 4 BRBEAALD

NMR (DMSO0-d6, 8) : 1.9-2.3(2H, m), 2.9-3.4(6H, m), 4.25(2H, t, J=6.0Hz), 4.56(1H,

t, ]=5.9Hz), 4.8(1H, t, J=5.8Hz), 4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.8(12H, m)

MS m/z : 438 (M+H)

(34)3-(B A & H)-4"-[2-[[(2R)-2- 58 £ -2- % Z £ 1%
EI1ZE] L, -BEE 4G BEEEALY

NMR (DMSO-d6, 8) © 2.9-3.4(6H, m), 4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.8(12H, m)

MS m/z : 392 (M+H)

(35)3-(B T & H£)-4-[2-[[(2R)-2-F &£ -2-% Z ¥ 1|
HIZE] LU BEE 4 BBELALY

NMR (DMSO-d6, §) : 1.2-2.0(10H, m), 2.9-3.4(6H, m), 4.64(1H, m), 4.9-5.1(1H, m),
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6.22(1H, m), 7.2-7.8(12H, m)

MS m/z : 460 (M+H)

(36) 4°-[2-[[(2R)-2-3 8 % -2- K Z HE | £1Z £ ]-3-%
G E-L,IBEEABBRELALY

NMR (DMSO-d6, §) : 2.9-3.4(6H, m), 4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.8(17H, m)

MS m/z : 454 (M+H)

(37)3-(F & £ )-4"-[2-[[(2R)-2-18 £ -2-F Z H ] IF £ ]
ZE]LI-BERE SEBELALD

NMR (DMSO-d6, 8) : 2.9-3.4(6H, m), 4.9-5.1(1H, m), 5.33(2H, m), 6.22(1H, m), @

7.2-7.8(17H, m)

MS m/z : 468 (M+H)

(38) 4°-[2-[[(2R)-2-§& % -2- % Z % 1 Jg £ 17/ % ]-
32,220 Z R ZEE)-1, 1B KHE -4- BB E LR
&

NMR (DMSO-d6, §) : 2.9-3.4(6H, m), 4.3-5.1(2H, m), 6.22(1H, m), 7.2-7.8(12H, m)

MS m/z : 460 (M+H)

(39) 4°-[2-[[(2R)-2-F % -2-F Z H |k K 1Z % ]-2- 5
£, BEZ 4 BEELELD

NMR (DMSO-d6, 8) : 2.83H, s), 2.9-3.4(6H, m), 4.9-5.1(1H, m), 5.33(2H, m),

6.22(1H, m), 7.2-7.8(12H, m)

MS m/z : 476 (M+H)

(40) 4°-[2-[[(2R)-2-(3-F HE H)-2- B Z £ 1K £ 1Z & |-
HEH-LD-BELE S RBRELELDY

NMR (DMSO-d6, 8) : 1.03H, t,1=7.4 Hz), 1.5-1.9QH, m), 2.9-3.4(6H, m),
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4.11(2H, q, J=7.4Hz), 4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.8(11H, m)
MS m/z : 438 (M+H)

(41) 4°-[(2R)-2[[(2R)-2-(3-®| HF & )-2- B Z & 1}IZK & ]
AREII-FEE-1L,LIV"BEEE 4 ZABKESERLY
NMR (DMSO-d6, 8) : 0.99(3H, t, J=7.4Hz), 1.103H, d, J=6.8Hz), 1.5-1.9(2H, m),
2.7-3.4(5H, m), 4.3(2H, q, J=7.4Hz), 4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.8(1 1H, m)

MS m/z : 450 (M+H)

(42) 4°-[2-[[(2R)-2-B3-AEFE B )-2-RZ2 E K E1Z & ]-
3-EREE-LIV-BEE 4 ABEESRANLY

NMR (DMSO-d6, 8): 1.31(6H, d, ]=6.0Hz), 2.9-3.4(6H, m), 4.81(1H, m), 4.9-5.1(1H,

m), 6.22(1H, m), 7.2-7.8(11H, m)

MS m/z : 438 (M+H)

(43) 4°-[(2R)-2[[(2R)-2-(3- % *& & )-2-3‘3‘“—5’ Z &1 E]
AEIZI-EFEE-1L,I''BEEXE 4 KABEESELY

NMR (DMSO-d6, 8) : 1.00(3H, d, J=6.8Hz), 1.31(6H, d, J=6.0Hz), 2.7-3.4(5H, m),

4.82(1H, m), 4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.8(11H, m)

MS m/z : 450 (M+H)

(44)3-(B C & £ )-4"-[(2R)-2[[(2R)-2-(3-& & % )-2-
RZEIBEEIREILU-BFE - 4-ZAHBESLL
]

NMR (DMSO-d6, 8) : 1.33(3H, d, J=6.8Hz), 1.2-2.0(10H, m), 2.7-3.4(5H, m),

4.65(1H, m), 4.9-5.1(1H, m), 6.22(1H, m), 7.2-7.8(11H, m)

MS m/z : 490 (M+H)

(45) 4°-[2-[[2R)-2-(4- B F E)-2- B Z H EE]JZ K ]-

-84-



1331137

3-REE-1L,II-BEE 4 ABREBESQ/LY

NMR (DMSO-d6, 8) : 1.01(3H, t, ]=7.4Hz), 1.5-1.9(2H, m), 2.7-3.4(6H, m), 4.10(2H,

q, I=7.4Hz), 4.9-5.1(1H, m), 6.28(1H, m), 7.1-7.8(1 1H, m)

MS m/z : 438 (M+H)

(46) 4°-[2-[[(2R)-2-(4- B X E)-2- K Z HE K HE 1L & ]-
3-EREE-LI-BEE 4 ABEESE LY

NMR (DMSO-d6, 8): 1.29(6H, d, J=6.0Hz), 2.9-3.4(6H, m), 4.84(1H, m), 4.9-5.1(1H,

m), 6.30(1H, m), 7.1-7.8(11H, m)

MS m/z : 454 (M+H)

(47) 4°-[(2R)-2-[[(2R)-2-(4- & FE E )-2- B Z & | I&x & ]
AEII-REE-1L,IV"BEE4-AERESRLY
NMR (DMSO-d6, 8) : 1.00(3H, t, J=7.4Hz), 1.12(3H, d, J=6.8Hz), 1.5-1.92H, m),
2.7-3.4(5H, m), 4.03(2H, q, J=7.4Hz), 4.9-5.1(1H, m), 6.32(1H, m), 7.1-7.8(11H, m)

MS m/z : 468 (M-H)

(48) 4°-[(2R)-2-[[(2R)-2-(4- & F & )-2-B Z & 1} £ ]
AEIBZ-ERFREE-1L,I''BEXEE 4-ZABEBES&KLY

NMR (DMSO-d6, 8) : 1.09(3H, t, J=6.8Hz), 1.29(6H, d, J=6.0Hz), 2.7-3.4(5H, m),

4.82(1H, m), 4.9-5.1(1H, m), 6.32(1H, m), 7.1-7.8(11H, m)

MS m/z : 468 (M-H)

(49)3-Z & HE -4°-[(2R)-2-[[(2R)-2-¥ £ -2-(3-1f g &)
ZEIBEEIREILU-BXEFRE 4 ZXBEE - &L
2|

NMR (DMSO-d6, 8) : 1.19(3H, t, ]=6.8Hz), 1.36(3H, t, J=7.0Hz), 2.7-3.4(5H, m),

423(Q2H, g, J=7.0Hz), 5.1-5.3(1H, m), 6.32(1H, m), 7.2-7.9(8H, m), 8.25(1H, d,
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J=8Hz), 8.7-8.9(2H, m), 8.94(1H, m), 9.20(1H, m)

MS m/z : 421 (M+H)

(50) 4°-[(2R)-2-[[(2R)-2-F & -2-(3-W g & )2 & 1 /&
EIREI3-WRAEE-1,I-BF & -4-

>‘a»§

B E s &1k
¥

NMR (DMSO-d6, 8) : 1.01(3H, t, I=7.4Hz), 1.19G3H, d, J=6.8Hz), 1.5-1.92H, m),

2.7-3.4(5H, m), 4.04(2H, q, J=7.4Hz), 5.1-5.3(1H, m), 6.32(1H, m), 7.2-7.9(8H, m),

8.25(1H, d, J=8Hz), 8.7-8.9(2H, m), 8.94(1H, m), 9.20(1H, m)

MS m/z : 435 (M+H)

(51) 4°-[(2R)-2-[[(2R)-2- & -2-3-m g &£ )Z & 1}
HIFHEIZ-BETEE-1,I''BEXEE-4-RAEE -8
a/t®

NMR (DMSO-d6, 8) : 1.01(6H, t, J=6.8Kz), 1.17G3H, d, 1=6.8Hz), 1.9-2.1(1H, m),

2.7-3.4(5H, m), 3.93(2H, d, J=6.4Hz), 5.2-5.4(1H, m), 7.2-7.9(8H, m), 8.4(1H, d,

J=8Hz), 8.7-8.9(2H, m), 9.09(1H, m), 9.42(1H, m)

MS m/z : 449 (M+H)

(52) N-[[4°-[(2R)-2-[[(2R)-2-¥ & -2-(3-HL i & )2 %]
BEIREI3S-FEE-1,1)-B X HE-4-F 1K E]-1-
AEFLREERE _S&4LY

MS m/z : 528 (M-H)

(53) 4>-[(2R)-2-[[(2R)-2-(6- % -3-0t 0E % )-2-¥8 Z % |
BMEIFEI3ZI-FEE-L,I-BEXEE -4-ABEREZ S
#® 1Y

NMR (DMSO-d6, §) : 1.01(3H, t, J=7.4Hz), 1.12(3H, d, J=6.8Hz), 1.7-1.9(2H, m),
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2.7-3.4(5H, m), 4.11(2H, q, J=7.4Hz), 4.9-5.3(1H, m), 7.2-7.8(10H, m), 8.56(1H, m)

MS m/z © 469 (M+H)

(54) 4°-[2-[[(2R)-2- R E -2-3-M g E)Z &£ 1K & ]Z
EIZ3-ERE&E-1L,I'"'BEFEE4-ZBEBE _aaty

NMR (DMSO-d6, 8) : 1.29(6H, t, I=6.0Hz), 2.9-3.4(6H, m), 4.84(1H, m), 4.9-5.1(1H,

m), 7.2-7.5(4H, m), 7.6-7.9(4H, m), 8.2-8.5(1H, m), 8.7-8.9(2H, m), 9.0-9.4(2H, m)

MS m/z : 421 (M+H)

(55) 4°-[2-[[(2R)-2-R HE -2-3-M mE HE )L E 1K E]Z
EI3-FEE-1L,LII'BEXEE 4 RBRE_aS &Y
NMR (DMSO-d6, ) : 1.01(3H, t, ]=7.4Hz), 1.5-1.9(2H, m), 3.0-3.4(6H, m), 4.11(2H,
q, J=7.4Hz), 5.0-5.3(1H, m), 7.2-7.9(4H, m), 7.6-7.9(4H, m), 8.3-8.5(1H, m), 8.7-

8.9(2H, m), 9.0-9.4(2H, m)

MS m/z : 421 (M+H)

(56)3-(B 2 & £ )-4"-[2-[[(2R)-2-F E -2-(3-M g & )
ZEIBREIZEINLU-BEXE-4-BRERE - &K
|

NMR (DMSO0-d6, 8) : 1.0-2.0(10H, m), 2.9-3.4(6H, m), 4.65(1H, m), 5.0-5.3(1H, m),

7.2-7.5(4H, m), 7.6-8.0(4H, m), 8.4-8.6(1H, m), 8.7-8.9(2H, m), 9.0-9.4(2H, m)

MS m/z : 461 (M-H)

(57) 4”-[2-[[(2R)-2-(6-& -3-0t mg B )-2-B Z & 1 £ ]
ZEIBZREE-1L,LII'BEFRE 4- AR _SQLD
NMR (DMSO-d6, 8) : 1.01(3H, t, J=7.4Hz), 1.6-1.9(2H, m), 3.0-3.4(6H, m), 4.11(2H,

q, J=7.4Hz), 5.0-5.3(1H, m), 7.1-7.9(9H, m), 8.46(1H, s)

MS m/z : 453 (M-H)

-87-



1331137

(58) 3-T #£ -4"-[(2R-)2-[[(2R)-2-38 % -2-% Z % 1} % ]
AE]LIBEE - 4-BRBERLY

NMR (DMSO-d6, 8) : 0.903H, t, J=7.4Hz), 1.0-1.8(9H, m), 2.8-3.8(5H, m), 5.0-

5.3(1H, m), 6.3-6.4(1H, m), 7.2-7.8(11H, m)

MS m/z : 432 (M+H)

(59) 3-(3-T #% %)-4"-[(2R)-2-[[(2R)-2-1E & -2-% Z % ]
BEIRE]-LI BELE 4 BBREALY

MS m/z : 430 (M+H)

(60) 4°-[2-[[(2R)-2-¥B % -2- % Z X 1K % ]-2-F %
|3 BEREE 1, BEE 4 BBREELY

MS m/z : 482 (M+H)

(61) 4°-[3-[[(2R)-2-¥8 % -2-% Z % 1Jk 3 175 % 1-3- &
RE®- 1L, BEE 4 BBARLYD

MS m/z : 434 (M+H)

(62) 47-[2-[[(2R)-2-(3-F X H)-2-F Z £ 1K £ 12 £ -
EREE-LUBEE 4 BBAALDY

NMR (DMSO-d6, 8) : 1.13(6H, d, J=6.0Hz), 2.8-3.0(6H, m), 4.79(1H, g, J=6.0Hz),

4.8-5.0(1H, m), 6.33(1H, m), 7.0-7.9(11H, m)

MS m/z : 454 (M+H)

(63) Z % 4°-[2-[N-(# =T & % % % )-N-[(2R)-2-(3-
AEE)CEZEIBEIZE]-, 1B EE -4-5
o A

(+)ESI-MS m/z : 524 (M+H)+

[1]

(64) BB E 3°-[2-[N-(5 =T & & % & )-N-[(2R)-2-(3-
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REE)2-FZEIKEIZE]-1LI'-BFXHE
B Be

4.

(9)ESI-MS m/z : 510 (M+H)+

(65) B & 4°-[2-[N-(EBE=T & & # # )-N-[(2R)-2-(3-

REE)2-FZEIEEIZE]-2-F-1,1"- F & -
4-3& B B2

(9ESI-MS m/z : 550 (M+Na)+

(66) HH & 4°-[2-[N-(BE =T & & # & )-N-[(2R)-2-(3-
REE)2-ZZEIEEIZE]-3-&-1,1"-B X H -
4-3% B B

()ESI-MS m/z : 566 (M+Na)+

(67) H H 4°-[2-[N- (B =T & & # &H )-N-[(2R)-2-(3-

REE)2-FZEIBEIZE]I-2C-BREE-1,1"-8
*HE-4- R BB

(H)ESI-MS m/z : 540 (M+H)+

(68) FF £ 4°-[2-[N-(5 =T & & & & )-N-[(2R)-2-(3-

EXEHE)2-FZEHEIBEEIZE]-22-8-1,1"-8 X % -
4-3% % B

()ESI-MS my/z : 544 (M+H)+

(69) 5 =T & N-[(2R)-2-(3-& X & )-2-F Z E]-N-[2-
[4°-FF B B -3 °-(1-0RmE & )-1,1°-B X E -4-F ]2 & ]
fe & B B BS

(+)ESI-MS m/z : 563 (M+H)+

(70) B %

4°-[3-[N-(8 = T & % 3 % )-N-[(2R)-2-(3-
-89-
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BEE)2EZEIBE IR E]-1,1 -8 K & 4%
B B

MS m/z : 524 (M+H)

(71)Z % 4 -[3-[N(BE=T&HE % %)-N-[(2R)-2-(3-
REE)2EZEIBEIRE- LI -8 X £ -4- %
B B

MS m/z : 538 (M+H)+

(72) B # 4 -[3-[N-(B =T & % % % )-N-[(2R)-2-(3-
BEL)2-EZ E K E IR E -3 -1,1 -8 % % -
4-% @ B

MS m/z : 542 (M+H)

(73) B % 4°-[3-[N-(# = T & % % % )-N-[(2R)-2-(3-
REE)2EZEIBEIRNE]S-FRE-1,1-B
KE 4B B

MS m/z : 554 (M+H)

(74) B H 4> -[3-[N-(% = T & % # % )-N-[(2R)-2-(3-
EEE)2EZEIEEIFNE 3-8 1,15 % 5 -
4-% B B

MS m/z : 55824 (M+H)

(75) B B 4°-[3-[N-(8 = T & % ¥ %)-N-[(2R)-2-(3-
AEE)2EZEIBKEINE]--FE L,I-BEL
4% B R

MS m/z : 538 (M+H)

(76) B & 3'-[3-[N(F =T & & H & )-N-[(2R)-2-(3-
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EEHE)-FZEIBREIRE - -B X & -4
B Be

- R

MS nv/z © 523 (M+H)

(77) Z & 3°-[3-[N-(F =T & & & & )-N-[(2R)-2-(3-

B XEE)2-FZEIEEIRE]LDU-BFE-4-7%
& Be

MS m/z : 538 (M+H)

(78) B & 4’ -[2-[N-(B =T & & K & )-N-[(2R)-2-(5-
f-3-mE E)2- K ZEIKEIZE)-LD-B X E -
4-% B B8

MS m/z : 511 (M+H)

(79) % = T # N-[(2R)-2-(6-% -3-0t g % )-2-¥8 Z % ):
N-[(1R)-2-(4"-F BE % -3°-%F 6 % -1,1°- B ¥ & -4-
£)-1-FEZEIREF B

MS m/z : 587 (M+H)

(80) B =T & N-[2-(4-FEE-3-FE&E-1,1"-B X
H-4-H)Z HE]-N-[(2R)-2-88 & -2-3-db g & )2 & ]
fe & BB B

MS m/z : 539 (M+H)

(81) BB HE [4°-[2-[N-(BE =T & E % & )-N-[(2R)-2-(3-
RER)2-FZEIBREZIZE]-LI-BX
Z % B8

# -4-% ]

MS m/z : 524 (M+H)

(82) BF B [4°-[2-[N-(5B =T & & ¥ & )-N-[(2R)-2-(3-
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REE)2BZEIREIZE]- LB EE 35 )
Z % B

MS m/z : 524 (M+H)

(83) B 3 4'-[4-[(2R)-2-[N-(% = T & % # % )-N-
((2R)-2-(6-% -3-0 IF #)-2-8 Z % 1Bk % 1/ £ 1%
£1-1-% P BB

MS m/z : 575 (M+H)

(84) % = T #£ N-[(1R)-2-[4'-[(F ¥ B % & %) W
HEI1-1,1-B FHE-4-HE]-1-FHEZE]-N-[(2R)-2-(6-
Bo3MIEE) 2B E K E P B E

MS m/z : 650 (M+H)

(85) % = T H N-[2-[4°-F B & -3"-(1-UK 08 % )-1,1"-
B H 4 )Z EIN-[QR)-2-RE -2-% Z £ K
% B B

MS m/z : 529 (M+H)

(86) 4’-[2-[[(2R)-2-3- R X %) 2- B Z £ KX 1Z & 1-
Q- REEZEE)ILU-BHEE-4BBER LY

MS m/z : 470 (M+H)

(87)3-(2-Z & % B & % )-4"-[2-[[(2R)-(3- % % £ )-2-
W EIEEIZE] LD HEE ¢ BRBRERLDY

MS m/z : 484 (M+H)

(88) 4°-[2-[[(2R)-2-(3- R E £)-2- B Z X 1K £ 12 ¥ 1-
SRR BELE-4BBERLD

MS m/z : 438 (M+H)

.92
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(89) 4°-[2-[[(2R)-2-3-B X H)-2- B ZE KR E]IZE]-
3-REE-1L,LIV'BEE-4-BREBEIELD

MS m/z : 454 (M+H)

(90) 4°-[2-[[(2R)-2-R E -2-F Z E IR E 12 £ ]-3-(2-
FEEZEE)ILLI'-BEE4-RABRQOELD

MS m/z : 436 (M+H)

(91)3-(2-Z & B Z & #)-4"-[2-[[(2R)-2- B &K -2- 8 Z
EIBREIZEI-LI-BEE 4 ZABRSELD

MS m/z : 450 (M+H)

(92)3-2-(ZH EEE)Z S EH]1-4-[2-[[(2R)-2-K & -
2-FZEIBEIZE]-LLIU-BFEFE -4- XK - a5 &
it ¥

NMR (DMSO-d6, 8):1.12(3H, d, J=6.5Hz), 2.8-3.6(7H, m), 2.88(6H, s), 4.58(2H, m),

4.8-5.0(1H, m), 6.33(1H, m), 7.0-7.9(12H, m)

MS m/z : 462 (M+H)

(93) 4°-[2-[[(1S,2R)-2- KR K -2-(4- B K E )-1-H & &
HIBKEIZEIZI-ERE-1L,LI'-BEXE-4-RE a@ &
it ¥

NMR (DMSO-d6, 8) : 0.98(3H, d, J=6.6Hz), 1.31(6H, d, J=6.0Hz), 2.8-3.5(5H, m),

4.79(1H, q, J=6.0Hz), 5.0-5.2(1H, m), 6.0(1H, m), 6.7-7.9(1 1H, m)

MS m/z : 450 (M+H)
| 33

B30 ERWNBARAAR SOERNRMLE > FINEE

Z7 8 DMF(N.N-Z B EHERK)FTS 100 2 RA 4°-
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[2-[[(2R)-2-F E -2-BRZE R EIZE]-1,I'-BFXE-4-17
CREWST > HE 120CTH8#® 12 /K - BAR/BES K
HAZBZERKHOESERS  BLBEAKMERERE - &£
BAOTHBERZ CTWEBLAEHEEBENEMAECRE
UEESHEMNE® - LI 10 EAN 14-ZBREFHMEHN
WEEBN NRLETPTHERBEEREZBTRE 4 /0K -
EREBETERZIEAR BEABYMRFEZERE  MNEXE
25 Z % A (IR)-2-[[(IR)-1-FF & -2-[-4°-(1H-4 ¥ & -5-%& )-
- B EE-4-EIZEIEE] V- ZEEZESELD -
NMR (DMSO-d6, 8) : 1.14(3H, d, J=6.4Hz), 2.6-3.2(5H, m), 3.93(2H, d, J=6.6Hz),
4.9-5.1(1H, m), 6.24(1H, m), 7.2-7.5(7H, m), 7.7(2H, d, J=8.0Hz), 7.94(2H, d,
J=8.0Hz), 8.15(2H, d, J=8.0Hz)
MS m/z : 400 (M+H)
&7 B 34
TH LAY HEBRBEA IOHNEUST AW ER
(1) 4°-[3-[N-(5 =T & £ % £ )-N-[(2R)-2-(3-& F
E)2-RZEIKREIRE]-1LLI-BFEE -4-F R
MS (m/z) : 510 (M+H)
(2) 4°-[3-[N-(5 = 7T & & % & )-N-[(2R)-2-(3-& ¥
H)2-BZEIREIRE)]-LI-BFE-3-ZBR

MS (m/z) : 510 (M+H)

(3)4°-[3-[N-(5 =T & & # E )-N-[(2R)-2-(3- & &
E)2-BZEIBEEIRE]-3-& - B R E -4-%%

&

-94.-
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(4)

(5)

(6)

(7)

(8)

(9)

MS (m/z) : 528 (M+H)

4°-[3-[N-(E =T & £ £ )-N-[(2R)-2-(3-& &K
E)2-BRZEBREIRE]-3-B&HE-1,1"-B X £ -
4-% B

MS (m/z) : 540 (M+H)

4°-[3-[N-(8B =T & & & )-N-[(2R)-2-(3-& ¥
E)2-BRZEIEEIRE]-3-&-1,1"-B X K -4-7
24

MS (m/z) : 544 (M+H)

4°-[3-[N-(8B =T & & % # )-N-[(2R)-2-(3- & K
E)2-BRZEIBEEIRE]-3-BF & -1,1"-5F X & -4-
% B

MS (m/z) : 524 (M+H) -

3'-[3-[N-(% =T & & # & )-N-[(2R)-2-(3-& ¥
E)2-RZEIREIRE]-LU-BEXE-4- KK

MS (m/z) : 523 (M+H)

3':[3-[N-(B =T & & & & )-N-[(2R)-2-(3- & F
E)2-RZEIREIRE]-LLI'-BFXRE-3-RE

MS (m/z) : 510 (M+H)

[4°-[(2R)-2-[N-(E =T & & % & )-N-[(2R)-2-(3-
EEE))2-RZ2EIBEEIRE]-LLIU-BEXE -4-2
24

MS (m/z) : 524 (M+H)

(10) 4°-[2-[N-(% =T & & % £ )-N-[(2R)-2-(5-& -3-

_95.
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v

B E)-2-BZ BB EIZ £, U-H KK -4-H
7
MS (m/z) : 497 (M+H)
(11) [4"-[2-(N-(5 =T & % 3 £)-N-[(2R)-2-(3-& %
E) 2 M ZEIEEIZE] 1B KR -4-Z B
MS (m/z) © 510 (M+H)
(12) 4-[4-[N-(2R)-2-[N-( BT HREHHE )-N-[(2R)-2-(6-
-3 BEE)RZEIREINEIRLE)-L-E R
o
MS (m/z) : 561 (M+H)
= ] 35
TN RBEEES 27 BN H T RS -
(1) 4°-[3-[[QR)-2-G-REHE)-2-BZ E 1K E W £ -
LB R E BB AR LY
NMR (DMSO-dq, §) : 1.70-2.10(2H, m), 2.60-3.40(6H, m), 4.90-5.10(1H, m),
7.40-7.60(6H, m), 7.40-7.60(6H, m), 7.70-7.90(4H, m), 8.10(1H, d, J=8Hz)
MS (m/z) © 400 (M+H)
(2) 4-[3-[[QR)-2-C-REE)2-BZ E B LI E]-
L EE S BEEE LD
NMR (DMSO-d6, ) : 1.80-2.10(2H, m), 2.60-3.40(6H, m), 4.90-5.10(1H, m),
7.30-7.60(9H, m), 7.80-7.90(1H, m), 8.10(1H, s)
MS (m/z) © 410 (M+H)
(3) 4 -[3-[[QR)-2-C-REE)2-KZ E K E 1K £
%

H
3-E-1L,1-BHEE-A-ZBRALALY
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(4)

(5)

(6)

(7)

(8)

NMR (DMSO-d6, 8) : 1.80-2.10(2H, m), 2.60-3.40(6H, m), 4.90-5.10(1H, m),
7.30-7.80(10H, m), 8.00(1H, t, J=8Hz)

MS (m/z) : 428 (M+H)

4°-[3-[[(2R)-2-3-& X £ )-2-BR 2 H B E IR E]-
3-FEE-1L,IV-BAEE-4-ZBRESELKD

NMR (DMSO-d6, 8) : 1.80-2.10(2H, m), 2.60-3.40(6H, m), 4.90-5.10(1H, m),
7.30-7.50(8H, m), 7.70-7.80(3H, m)

MS (m/z) : 440 (M+H)

3-8 -4°-[3-[[(2R)-2-(3- @A KX & )-2- B Z H 1K & ]

REI-LII"BEEXRE-4-ZAREGE LD

NMR (DMSO-d6, 8) : 1.80-2.10(2H, m), 2.60-3.40(6H, m), 4.90-5.10(1H, m),
7.30-7.60(6H, m), 7.70-7.90(5H, m)

MS (m/z) : 444 (M+H)

47 -[3-[[(2R)-2-3-BF E)-2- B ZE K EIR E]-

3-FE-1,I''BEE-4-RBRaOELD

NMR (DMSO-d6, 8) : 1.80-2.10(2H, m), 2.6(3H, s), 2.60-3.40(6H, m), 4.90-
5.10(1H, m), 7.30-7.60(10H, m), 7.90(1H, s)

MS (m/z) : 424 (M+H)

3'-[3-[[(2R)-2-3-&F H)-2- B ZE IR EIRE]-

LI EE 4-AESEANKD

NMR (DMSO-d6, 8) : 1.80-2.10(2H, m), 2.60-3.40(6H, m), 4.90-5.10(1H, m),
7.30-7.60(8H, m), 7.80(2H, d, J=8Hz), 8.10(2H, d, J=8Hz)

MS (m/z) © 410 (M+H)

30-[3-[[(2R)-2-B-E X E)-2-RZEIKEIRE]-
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(9)

(10)

(11)

(12)

1,1 X E 4- BB EALY

NMR (DMSO-d,, 8) : 1.80-2.10(2H, m), 2.60-3.40(6H, m), 4.90-5.10(1H, m),
7.30-7.60(9H, m), 7.80-7.90(2H, m), 8.20(1H, s)

MS (m/z) : 410 (M+H)

[4°-[(2R)-2-[[(2R)-2-(3-B X & )-2- B Z & 1} & ]
AE]-LIBERE 4-EIZ2BRESEK 1LY

NMR (DMSO0-d6, 8) : 1.05(3H, d, J=6.0Hz), 2.80-3.60(7H, m), 5.00-5.15(1H,
m), 7.20-7.70(12H, m)

MS (m/z) : 424 (M+H)

4°-[2-[[(2R)-2-(5-& -3-mb g &£ )-2- 8 Z & [l & ]
ZEILI-BXE-4-HBE S B&LKY

NMR (DMSO-d6, 8) : 3.10-3.40(6H, m), 5.00-5.10(1H, m), 7.40-8.10(H, m),

7.70-7.90(2H, m)

MS (m/2) : 397 (M+H)

4°-[(2R)-2-[[(2R)-2- H -2-3-mt E & )Z & %
HEIFNE]3I-FEE-1LLII"BFE 4 ZBR -G AML
)

NMR (DMSO-d6, 8) : 1.13(3H, d, J=6Hz), 2.70-2.80(1H, m), 2.80-3.60(4H,
m), 5.30-5.40(1H, m), 6.90-7.60(7H, m), 7.90-8.00(2H, m), 8.50-8.60(1H, m),
8.80-8.90(2H,m)

MS (m/z) : 397 (M+H)
4°-[2-[[(2R)-2-F & -2-3-ME H)Z E 1B E1Z
HEI3FEE-1LLI''BFEFE4-ZABR _S84Y

NMR (DMSO-d6, 8) : 3.30-3.50(6H, m), 5.20-5.30(1H, m), 7.00-7.70(7H, m),

-98-



1331137

(13)

(14)

(15)

" pl

7.90-8.00(2H, m), 8.40-8.50(1H, m), 8.80-8.90(2H, m)

MS (m/z) : 455 (M+H)

[4°-[2-[[(2R)-2-B- A F HE)-2- B Z HE K E]Z

HI-LI-BEE4-BEIZBSELD

NMR (DMSO-d6, 8) : 2.90-3.40(6H, m), 3.62(2H, s), 4.90-5.10(1H, m),
7.30-7.70(12H, m)

MS (m/z) : 410 (M+H)

N-F & & -4°-[(2R)-2-[[(2R)-2-#& & -2-(3-dt g &)
ZEHIBEEIFRE]-LI-BEE - 4-BEBEHK - & &

|

NMR (DMSO-d6, &) : 1.01(3H, d, J=6Hz), 2.60-3.60(5H, m), 5.00-5.15(1H,
m), 7.20-8.10(13H, m), 8.30-8.40(1H, m), 8.70-8.80(2H, m)

MS (m/z) : 516 (M+H)

4°-[2-[[(2R)-2- R E -2- K Z HE 1K E1Z HE ]1-3-(1-
IRoEE)-1,1'-BE X E-4-ZBR _-_s QLY

NMR (DMSO-d6, 8) : 1.50-1.80(6H, d, m), 3.00-3.40(10H, m), 5.50-5.10(1H,
m), 7.20-7.50(7H, m), 7.70-7.80(3H, m), 8.10-8.20(2H, m)

MS (m/z) © 445 (M+H)

36

FTH D ERBEEN 2 WEN T EWES -

(B E 4 -[2-[[(2R)-2-(6-& -3-W E &£ )-2-F 2 &E |

HIZE) L, U-BFE-4- R BRE

MS (m/z) : 410 (M+H)

(2)F &[4 -[2-[[QR)-2-3-BEF H)-2- B Z E K E A
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HI-1,1"-B X E-4-HE]JZBRE
MS (m/z) : 438 (M+H)
(3)Z & 5-[4-[(2R)-2-[[(2R)-2-(6-%& -3-1t 0F % )-2-¥
ZEIBEIREIFE]-1I-ZFFEE
MS (m/z) : 489 (M+H) |
(4)F & 4 -[2-[[(2R)-2-(4- R EF E)-2-BZE ] E]Z
H]-1,10-B K H-4-F B E
MS (m/z) : 410 (M+H)
(5)Z # 6-[4-[2-[N-F & -N-[(2R)-2-(3-8& F £ )-2-¥
ZEIBREIZEIXE IR B RE
(HESI-MS m/z : 515 (M+H)+
(6)H H 4°-[2-[N-F & -N-[(2R)-2-3-& X E)-2- 8 &
B IBEIZE)26-FE-LU-BEE - 4BBE
(+)ESI-MS m/z : 528 (M+H)+
= fl 37
EZEARRKRTHE O EATGSK® P IM & tHE
R ISSETRHE(ZFXERE)E  HMEE 10 ZAHM
Sk mEhE 110 E A BEE 4°-[2-[(2R)-2-(6-& -3-0L I
H)2-RZEIEEIZE]-LI-BEXHE 4-ZREZIHR
oo BMEASWE SOCTH® 24 /K > ABRAA 1 A I
“ M ZBe 60 ZEAKBRY - KBRS HAETN
BEBEEhAKBEMNMUSINERAZB ZEETERN - ERE
DBk REKBREBESEZCREALAEREBTESR  EW &R
B(&  BE=100: DT AERTREBHREHMALRERE > DLE
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4 41 EREE MR E 4 -(2-[(2R)-2- B E -2-(6-H & -3-

M E)ZEIREIZE]-LU-BEE-4-ZBE

MS (m/z) : 391 (M+H)

7 Bl 38

THLKEYREBRBESN 29MEUSTEMES -

(1) B & [4°-[(2R)-2-[N-( = T & & #H & )-N-[(2R)-2-
B-BFE)2-BRZEIBREIRE]-1,I'-B X E -4-
®H1Z ¥ B
MS (m/z) © 538 (M+H)

(2) 2 & 5-[4-[(2R)-é-[N-(%ET%%#%%)-N-[QR)-
2-(6-H -3-EE) - R ZEIKEEIREIFEHE]-L-
= B R &

MS (m/z) : 589 (M+H)

g Pl 40

T HEWHERREEN 29HNEUSTEMES -

(1)[4°-2-[[(2R)-2-3-B& X &£ )-2- R Z E 1 E]Z &£ ]-
LI R E-3-RIZBREKED

NMR (DMSO-d6, 8) : 2.80-3.40(6H, m), 3.65(2H, s), 4.90-5.10(1H, m), 7.20-

7.70(12H, m)

MS (m/z) : 408 (M-H)

(2)4°-2-[[(2R)-2-3- B X H)-2- B Z H 1K £ 12 & ]-
1L,I'-BEE-3-KBREKLY

NMR (DMSO-d6, 8) © 3.01-3.29(6H, m), 4.97-5.02(1H, m), 6.34(1H, m), 7.71-

7.48(9H, m), 7.89-7.95(2H, m), 8.18(1H, d, J=1.5Hz), 8.96(1H, br)
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(-)ESI-MS m/z : 394 (M-HCI-H)-
(3)3-[2-[[(2R)-2-B- & F £ )-2- B Z E 1 E1Z & |-
6H-F I 2 1% -8-AHE & LY

NMR (DMSO-d6, 8) : 3.00-3.28(6H, m), 4.96-5.01(1H, m), 5.20(2H, s), 6.34(1H, br),

6.94-7.03(2H, m), 7.34-7.47(4H, m), 7.86-7.94(4H, m), 8.94(1H, br)

(-)ESI-MS m/z : 422 (M-HCI-H)-

(4)2-[2-[[QR)-2-3- R E H)-2- 8 Z H 1K £ 12 % )-
GH-E b & 1 -8- BB & & &Y

NMR (DMSO0-d6, 8) : 3.00-3.26(6H, m), 5.03-5.07(1H, m), 5.19(2H, s), 6.38(1H, br),

6.99(1H, d, J-8.2Hz), 7.20-7.25(2H, m), 7.35-7.48(4H, m), 7.85-7.98(4H, br),

9.10(1H, br)

(-ESI-MS m/z : 422 (M-HCI-H)-

(5)6-[4-[2-[[(2R)-2-(3-B X E)2- B Z HE K £ 12 %
XEITBBEALY

NMR (DMSO-d6, d) - 3.08-3.24(6H, m), 5.00-5.07(1H, br), 7.34-7.47(6H, m), 8.09-

$.17(3H, m), 8.31-8.38(1H, m), 8.98(1H, br), 9.12-9.16(1H, m), 9.30(1H, br)

(-)ESI-MS m/z : 395 (M-HCI-H)-

(6)3 -[2-[[QR)-2-G-F X HE)2-BZ B 1K £12Z % ]-
LB ER 4 BBER LY

NMR (DMSO-d6, 8) : 3.01-3.28(6H, m), 4.97-5.02(1H, m), 6.34(1H, br), 7.34-

7.48(6H, m), 7.62-7.65(2H, m), 7.78-7.83(2H, m), 8.01-8.05(2H, m), 8.96(1H, br)

(-)ESI-MS m/z : 394 (M-HCI-H)-

(7)4°-[2-[[(2R)-2-B- B X E)-2-BZ E 1K E1Z2 & ]-
-8 -1, BEE 4 HABREENLY
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NMR (DMSO-d6, 8) : 3.01-3.28(6H, m), 5.02-5.05(1H, m), 6.38(1H, br), 7.37-

7.87(11H, m), 9.10(1H, br)

(-)ESI-MS m/z : 412 (M-HCI-H)-

(8)4’-[2-[[(2R)-2-3- A E HE)-2-R Z EFE 1K E )12 £ ]-
2,6-—“HE-1,I''BFRE -4 RREAALY

NMR (DMSO-d6, &) : 2.00(6H, m), 3.06-3.11(6H, m), 4.98-5.04(1H, m), 6.36-

6.85(1H, br), 7.11-7.15(2H, m), 7.35-7.49(6H, m), 7.70-7.72(2H, m), 9.06(1H, br)

(-)ESI-MS m/z : 422 (M-HCI-H)-

(9)3-8 -4 -[2-[[2R)-2-3-R X HE)-2- R Z E 1 E1Z
E]-1L,LI-BERE - 4-RBRS QLD

NMR (DMSO-d6, §) : 3.01-3.28(6H, m), 5.00-5.04(1H, m), 6.36(1H, br), 7.35-

7.47(6H, m), 7.70-7.91(5H, m), 9.07(1H, br)

(-)ESI-MS m/z : 428 (M-HCI-H)-

(10)4°-[2-[[(2R)-2-3-A EF & )-2- R Z HE 1M £ 12 # ]-
2-BHRE-1L,IV-BEE 4 RREEQLD

NMR (DMSO-d6, 8) : 3.03-3.27(6H, m), 5.03-5.07(1H, m), 6.38(1H, br), 6.96(1H, d,

J=7.9Hz), 7.29-7.48(5H, m), 7.58(1H, d, J=8.3Hz), 7.96(1H, d, J=8.3Hz), 9.13-

9.18(1H, br)

(-)ESI-MS m/z : 424 (M-HCI-H)-

(11)2°-8& -4"-[2-[[(2R)-2-(3-& F & )-2-8 Z & |I& & ]
ZEILIU-BEE4RZRBREBLY

NMR (DMSO-d6, 8) : 3.00-3.27(6H, m), 5.01-5.07(1H, m), 6.37-6.39(1H, br),

6.96(1H, d, J=7.9Hz), 7.34-7.57(9H, m), 8.04(2H, d, J=8.3Hz), 9.04-9.30(1H, br)

(-)ESI-MS nv/z : 428 (M-HCI-H)-
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(12)4°-[2-[[(2R)-2- B E -2- K Z E 1 E1Z & ]-3-(&
ARERE)LI"BEE4-ZABRESKLD

NMR (DMSO-d6, 8) : 1.31(6H, d, J=6.5Hz), 2.99-3.33(6H, m), 3.69-3.82(1H, m),

4.96-5.00(1H, m), 6.22(1H, m), 7.30-7.92(12H, m)

(-)ESI-MS m/z : 434 (M-HCI-H)-

(13)4°-[2-[[(2R)-2- B E 2- K Z E 1K E1Z #1-3-(&
REBE)ILI'"BXE 4-ZREBESEKLD

NMR (DMSO-d6, 8) : 1.25(6H, d, J=6.8Hz), 2.99-3.33(6H, m), 3.94-4.08(1H, m),

4.96-5.00(1H, m), 6.22(1H, m), 7.27-8.12(12H, m)

(-ESI-MS m/z : 466 (M-HCI-H)-

g Bl 41

THHEERBESN 14BN A EREBWED 188

LS TS -

(1) 4 -[2-[[QR)-2- B E 2- X ZE K EIZHEH])-3-EZT
H-1,I''BEE 4- A BEELD

NMR (DMSO-d6, 8) : 0.89(6H, d, J=8Hz), 1.80-2.00(1H, m), 2.90-3.40(8H, m),

4.90-5.10(1H, m), 7.30-7.80(12H, m)

MS (m/z) : 418 (M+H)

(2) 4°-[(2R)-2-[[(2R)-2-R BE -2- X Z HE 1K E W & ]-3-
ETH-1L,LI''BEXE - 4-ABRSEQLY

NMR (DMSO-d6, 8) : 0.89(7H, d, J=6Hz), 1.21(3H, d, J=6Hz), 1.80-1.90(1H, m),

2.70-3.60(7H, m), 5.00-5.10(1H, m), 7.20-7.80(12H, m)

MS (m/z) : 432 (M+H)

(3)4°-[2-[[2R)-2- B E -2-FZE K EIZE]-3-EA
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oL, BEE -4 BREALDY

NMR (DMSO-d6, &) : 1.203H, d, J=7Hz), 2.90-3.40(6H, m), 3.80-3.90(1H, m),

4.90-5.00(1H, m), 7.20-7.80(12H, m)

MS (m/z) © 404 (M+H)

(4) 4" -[2-[[2R)-2- B HE 2- X Z E K EIZ E]1-3-F %
A BERE AEBERELD

NMR (DMSO0-d6, 8) : 2.90-3.40(6H, m), 4.95-5.10(1H, m), 7.30-7.80(17H, m)

MS (m/z) : 438 (M+H)

(5)4°-[2-[[(2R)-2-FE H 2- K Z H 1B H£1Z £ )-3-F &
B EE-ABBREALY

NMR (DMSO0-d6, 8) : 0.90-1.05(3H, m), 1.50-1.70(2H, m), 2.80-3.40(8H, m), 4.90-

5.05(1H, m), 7.20-7.80(12H, m)

MS (m/z) : 404 (M+H)

(6) 4"-[(2R)-2-[[(2R)-2-FB HK -2- X Z H 1B HE 1R £]-3-
RHE-L-BEE 4-BRAELY

NMR (DMSO-d6, §) : 0.80-1.70(8H, m), 2.70-3.20(7H, m), 5.00-5.15(1H, m), 7.10-

7.90(12H, m)

MS (m/z) : 418 (M+H)

(7) 4°-[(2R)-2-[[(2R)-2-FE H -2-F Z £ 1B £ 1R £ 1-3-
ERE-LU-BELE 4 BBEELY

NMR (DMSO-d6, §) : 1.05-1.10(9H, m), 2.05-2.15(1H, m), 2.80-3.60(5H, m), 5.00-

5.15(1H, m), 7.20-7.80(12H, m)

MS (m/z) : 418 (M+H)

(8) 4°-[(2R)-2-[[(2R)-2- 8 £ -2-(3-mt i & )2 & |f}& & ]
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AEI-ZFE-1L,LIV"'BEXE 4-ZB - &KLY
NMR (DMSO-d6, 8) : 1.15(3H, d, J=6Hz), 2.80-2.90(1H, m), 3.20-3.60(4H, m),
5.10-5.20(1H, m), 7.30-7.90(13H, m), 8.30-8.40(1H, m), 8.70-8.90(2H, m)
MS (m/z) : 453 (M+H)
(9) 4°-[2-[[(2R)-2- B H 2- XK Z HE B EIZH]-3-FHE
"BHEE 4-ZEBEESELD
NMR (DMSO-d6, §) : 3.30-3.06(6H, m), 5.20-5.30(1H, m), 7.20-7.90(13H, m), 8.30-
8.40(1H, m), 8.70-8.80(2H, m)
MS (m/z) : 439 (M+H)

Il 42

THAEGDRUEZENFEEFEZIEEAHENEKE K

EHCCEEREEBBFAMES -

(1) Z % 6-[4-[2-[N-(F5 =T & % # % )-N-[(2R)-2-(3-
FEE)-RZEIVREIZEIFE T RRE

(+)ESI-MS m/z : 547 (M+Na)+

(2) BE 4 -[2-[N(BE=ZTEEHE)-N-[(2R)-2-(3-&
K HE)2- B ZEIKREIZHE]-2,6-Z FH-1,1"-B F
5 -4-9% B B

(+)ESI-MS m/z : 560 (M+Na)+

g pl 43

TH A S FZERBEEL SSHENTFEMES -

% = T # N-[(2R)-2-(3-8 F &£ )-2-58 Z £ ]-N-[2-(3"-

RE-1,IV-BEE 4-E)ZEIEEF R E

(+)ESLI-MS m/z : 468 (M+H)+
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= pHl 44

TH R EYWHEBEONFEBEEEN 43 HEHLEY
ME=TE2RZBECBRREN K S -

= T H[[4-[2-[N(B=ZT&E)N-[(2R)-2-(3- & ¥
E)2-RZEIBEIZE]-LU-BEE-3-EIEE]1Z BB

(H)ESI-MS m/z © 582 (M+H)+

g B 45

FTHAEYWHERUBN S EBEEE 44 BEO LAY
T EREREEC B ERERNES -

[[4'-[2-[[(2R)-2-(3- B E £ )2- B Z X 1K E1Z & ]-
LB EE-3EIAEIZBREA LD

NMR (DMSO0-d6, 8) : 3.00-3.27(6H, m), 4.76(2H, s), 5.01-5.05(1H, m), 6.36(1H, br),

6.90(1H, m), 7.15-7.48(9H, m), 7.64(2H, d; J=8.0Hz), 9.09-9.21(1H, Br)

(H)ESI-MS m/z : 424 (M-HCI-H)-

B ] 46

TS W HRBR S 61 (EL S TS

BB 4-98 -3-[[4-[2-[N-(% = T & # % % )-N-[(2R)-2-
G-REE)2-RZEIREIZEIXEEEIPHIXEPRE

(H)ESI-MS nv/z : 617, 619 (M+H)+

=T Hl 47

FTHMEDRBEES 2000 EN HETHEE -

B =TH®H N-[(2R)-2-(3-8 % £)-2-58 Z £ ]-N-[2-[4"-
BOEE R -3 -(1-URDE R )1, 1B R A -4 )7 B g E P B A

NMR (DMSO-d6, 8) : 1.71-2.00(6H, m), 3.09-3.20(6H, m), 3.47-3.59(4H, br), 5.06-
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5.10(1H, m), 7.28-7.48(6H, m), 7.82-7.89(3H, m), 8.12-8.21(2H, m)

(+)ESL-MS my/z : 474 (M-HCI-H)-

E # 48

T HEWERBEBE 28BN T EMERS -

B 3-[2-[N-(F =T & # % &E)-N-[(2R)-2-3-& &

H)2-BZEIEEIZHE]-6H-FX A &% -8-K BB

(+)ESI-MS m/z : 538 (M+H)+

g Bl 49

T EYWERBHEEN 62 EUFTEMERS -
HE 2-[2-[N(BE=T &% HE)N-[(2R)-2-3-& F

H)2-BZEIKEIZE]-6H-F I 15 -8-% B B

(YESI-MS m/z : 560 (M+Na)+

= f 50

THHLEDERBEES 1 HELUITEMES -

(1) 4 -[2-[IN(B=ZT & E H E)-N-[(2R)-2-F & -2-(3-
moE H)ZEIBEEIZEI-3-FEE-1,1-B FE -
4-R B

MS (m/z) : 555 (M+H)

(2) 4°-[2-[N(BE=ZT & EHE)-N-[(2R)-2-F & -2-(3-
moE X)Z E IR EIZ E]-3-(1-0k0E £ )-1,1"-B F
®E-4-R B

MS (m/z) : 545 (M+H)

74 51

T EWEHEREES 1 WEUATEEBmE B 25 B
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MU A EMES -

4°-[(2R)-2-[N-( = T & E H & )-N-[(2R)-2- & & -2-
B-HIEHEI)ZEIKEEIRE]I-FEE-1,I"-BEE-4-B R
Bs

MS (m/z) : 569 (M-+H)

g 5 52

THHEDERBREBEELN S2VEUL AT EEMESN 18 8
HUAAEMES -

5-[4-[(2R)-2-[[(2R)-2-& & -2-(3-ML g H )T H 1% £ ]
RNEIXE]-I-ERFBR _S & 4KY

MS (m/z) : 426 (M+H)

% 5l 53

T?Uké%%fﬁ%%ﬂ 25 E’ﬂiﬁ@f%ﬂﬁﬁﬁ?% 27 By
HEUAEMES -

4-[4-[(2R)-2-[[(2R)-2-F & -2-(3-#t g H )T & 1i% & ]
RNEIXE]-I-ZERFR _S&8LY

MS (m/z) © 427 (M+H)

g f 54

T ALAEYRBEES S2WEBEUTEMES -

E=ZTH N-[(IR)-2-[4-[(FHEBERKE)BE]-1,1"-
Bt -4-H ]-1-F H Z E)-N-[(2R)-2-¥ & -2-(3-1t I &)
ZEIEERHKE

MS (m/z) : 616 (M+H)

g Bl S5
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THAEDHZRBRBEN THEUN ST EMERS -

BHE 4 -[2-[N-[(BE=ZT&EHE)-N-[(2R)-2-F8 & -2-
FKZEIBREIZEIZ(ERERE)-1L,UV-BXE -4- R R E

(H)ESI-MS (m/z) : 572 (M+Na)+

T 56

EZBRBTH SHYZETWHEBREFXFTE  FMNMEE 8
EAET R 4 ZEF NN-_HEBEEF S 338 2 xHH
H 4-[2-[N-[(BE=ZTEE®RE)N-[(2R)-2-FB K -2-F Z & ]
BEIZEIZ-(EFRERE)-1LLIV-BEE - 4-RABREZIH K
o BEMEBBRETRERESER 1)K - BAKMNMARSE
BAUZRBREETENR - LBEBAPHREHRE - & 0B & %
BEERAES  HYWEBBL(CR/ZEBZE=2/1))AERXEE Hf &
M RE > ESE 340 EWHE 4 -[2-[N-[(BE =T & & &
E)N-[(2R)-2-BHE - 2- XK ZE 1K E]ZH]-3-(ER & & B
E)-1,1"-Bt X H-4- KRB E -

(HESI-MS m/z : 604 (M+Na)+

S fiE Bl 71

E-10CHRR TEHMBKE 283 BF 1.59MELF T

HEECHE®R HAMWMEE 25 EANGEHRBEFE 2.1 BB
(2R)-N-[2-(4- R F HE)-Z H-2-[[E=T & (Z F E)¥ ]
EHI2C-EFHE)ZEZERS > BE-T0CTERHES
W30 E-FE-T0CTH 97T ERHN 4-[[BE=TE(ZHF E)
WKk @R IXEFEBRAMEREES®RS r BE-T0CTHRH®

B - BEARMIUTMBEEZERALEAEZIBRZER KL
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Mo -BEBREBYH LDENMKESHABREB KK -
REBEZRILIERETERSE HEWEHRB(CK/ZEZE
=10/)ERAERRBWEMAEABE LEL 1.1 WA [4-[2-[N-
FE-N-[QR)22-[[BEZTE(ZHE)WKRIEE]-2-3-8F
HIZEIEREIZEIXFREI4-(BE=ZT E(ZBFE )Y K]S
EIXEIFE -

(+)ESI-MS m/z : 716 (M+H)+

2 fig Bl 72

B S8SEMELE=ZTE(ZCRE ) kK FMEXE 30
EAH NN-ZBEHFBEFE 5.1 B (IR)-2-[[2-(4-&
EEIZEIEE]I-I-G-E8FXE)ZER 2.9 R KB LZER
t s AHfE 40OCTHREEGR 24 N - BEGHREZLERSZ
BEEKkZHEMOSE - B EREBEIS>HE - K- SRZEBER -
AN BEMEAREBE RS KEBRSELCBALERET
AB o LELAHEY - K 3.14 BB % =T & = & B B
AME S0EFAHWEEAKMBR 2.0 EAN=ZZKCEDE
B BEEZETEREASARINE BEHEBEILERESZ
EMEKZBEBHE - BEBE B - BARAKEKBE KPR - B
BREYREILEEREBETERR EVEREB(CHR/ZEKZE=20/1)
rRAEXBREMHMALEE  DLE4E 5.0 xWE=ZTHE N-
[2-(4- B EFEHEI)ZE]-N-[QR)-2-[[E=ZT E(ZF &E)-% #x ]
SHI2GB-EFE)ZCEIEEFERE -

(+)ESI-MS m/z: 568 (M+H)+

2 s B 73
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E-T0OCERTERMBBERE 1.07 2 1.59M T
TEEAR HTMELE B3EANUG KM R & 880 E I
% =T & N-[2-(4-BREFEE)Z E]-N-[Q2R)-2-[[E =T &
(ZBRE)WHRIEEI2-C-&EFXEI)ZEIBREFEECER
F > BE-T0CTHHEASE 30508 - £-T0CT & 480 %
RH 4-([[FE=ZTE(ZCHFEI)WKERIEE]-N-[FEE-N-FE

=

FEBEEIAMEREA®RS  BE-T0OCTHHERERER 1/,
B -BWESBRMBEEZERHLESIEEZLBRZIERAKZIHE - &
FEHE B - LBEMNMBREBISHBERRE KMWmL - & 5B &
R BEREBTESR #HEVWEHEB(CH/ZEKZLE=10/1)L
AERRBWEMMABE  DEAE 710 EXHE=ZTHE N-
[2-[4-[4-[[E=ZT E(ZFE )W R IEEIXHE]Z E]-N
[CR)2-[[BE=ZTE(ZHFE)¥RIAE]-2-C-REFXE)Z
HIEEFERE -

(HESI-MS m/z: 746 (M+Ma)+

B 6 P 74

B 218 R _E="TE _KEEBANEE 5 2B
MEKmWFE 2.0 @l 2-W-REEI)ZEZBERER KT
Al 10 @ E . BEZERETERESK | M - EEH
I 3 ?ﬁﬂﬁ?ﬁé?ﬁﬂéi 298 REABHEAKBNE =T &
2-(A-RAEHEVEEFHRZE -

NMR (CDCI3, 8) : 1.43(9H, s), 2.75(2H, t, ]=8Hz), 3.36(2H, t, J=8Hz), 7.00-7.10(2H,

m), 7.30-7.50(2H, m)

= i Bl 75
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TH W EYWHERERBEN SWEULUTEMES -

BE 4 -R-(E=ZTE&ERE)BEEIZE]-1,I'-BF
E-4-AEE

MS m/z : 356 (M+H)

2 fi B 76

FHAEMEREEL BN FEmES

B 4©-Q-BZE)LIV'BFEE 4 ZBREIKLY
NMR (DMSO-d6, 8) : 2.80-3.10(4H, m), 3.88(3H, s), 3.88(3H, s), 7.40(2H, d, J=8Hz),
| 7.60-8.10(6H, m)

2 fE B 77

BE SEAN _E&FRDPE 420 2R HHFE 4°-(2- K

ZE)ILI-BERE A BBELRLY R 153 ERHEF
BEE I g ABHEEZTRASBEAR - EXABATE 65
ETRBEABEMEERN 10 EAZENRESR - B 1
B ETES | N - 6 E 408 S % E A KM% SN
W ARZBMZEEN - BEREAE AWML - €5
BEERLEAETAR -EWBB(ER-Z®HZE)LE
AERBREmiBE  LESL 0 EETBEN KN T L
2 (EBE)ZE], U R R 43 B

MS m/z © 346 (M+H)

G ] 78

£ ACHRT BE 0SEA_GFHETS IMKB=

MW FWMEE 15 EA__KFRRPSF 1.5 Ry 2,2,2-
ZEH-N-2-4-[G-FEEEXE)REIFEIZEIZERKZ
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[331137

BWHth BEZEBETEBREASRKR 15 K - ERETXRRE
EER  BEAHABN_EFREARENHKEISHZAE
W-ENBEL R BEREBERRESELBREEBREB T X F -
DLE4E 1.42 A 2,2,2-Z F -N-[2-[4-[(4-BF HE )i £ ¥
BIZHIZEE -

(9ESI-MS m/z : 364 (M+Na)+

2 fE Bl 79

¥ 2.8 ZEFAM INGELFIBER  HBMEE 5.0 27
ZEha 480 EF M 2,2,2-Z F -N-[2-[4-[(4- B F &) & ]
XHEIZEBEIZEERZBAEY BB ESERER 12 /NE -
EREBETEZEREAR BRBELBBNRIOCEFA & B £-2.0
ZFH INGEBBBREKZEERF  EI-EHZER  ®HE
BEREBEYRLERETESR  UEALE 300 EXH
4-[[4-(2-FB Z B)EE 1 £ 18 -

(-)ESI-MS m/z : 244 (M-H)-

5 fF pI 80

¥ 0.5 ZEAM NN-Z_EREZER AN EE 5 2

A _HFEFEEFE 500 ER(aS,BR)K 500 ZEXH 4-
MEZERALYCBHRYT > HE SOCTHEHRESEH 6 /N
B - fZ2BZERKZESERESGR - B ERERBE KT
% REBEgENE  BEEZEZTERE KHEBREIHNHBEER
10 EFHH TP EKBEF - FEBRBTH | B ZF =T FEZ
BEHEEANESRES  BEZRTERES® 12 IME -
%  HEWERBLBEEENE

S114-
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M o DLE 4 520 FEH 4-[2-[N-[(1IR,2R)-2-F K -2-(4-%
XHE)I-BEHZEIN(BE=ZTE&EEERKEI)BEIZEIFTE]
R’ -

MS m/z : 550 (M+H)

g B 57

% 498 EHH 4-[(B=ZTENWNZFE)WKIKE]F
HWE® S8 ERME(ZEEBRMELE 1.6 EFf 2M KK 5
WEWR > AMEEIEAMN 1,2-“"HEEZLP F 850 %
%O (2R)-N-F H -N-[2-(4-BREE)ZE]-2-[[BE=ZT & (=
FEIWKRIEE]2-G-EFRE)ZECHERFT > BREZR
% 1TSCTHHEAK 10/ K - HZBZERKBEERG
o BEREIE - BB AkMR  KREBESEZEREAEHRE -
WK 3.6 EA WA EN IM R AET ESEME B R
10 EAMNERRBZIBERRY  BEARER TERE
EW 8/ - EZBZIZERAKZHIEREGR  ®HERE
S AAKRBEANE  KRBREZTBRAIEEREBTERHE -
EWEBRB(ZE/IZBZE=2INDVDLAERXEEBENEMLEBAE -
LLE 4% 540 E iy 4°-[2-[N-F £ -N-[(2R)-2-(3-& F & )-2-
RZEIEEIZE)-L,I-BFRE-4-F -

(+)ESI-MS m/z : 458 (M+H)+

=gl 58

BENI0EF LB ZE ANKALTR 420 2588 4°-
[2-[N-F & -N-[2R)-2-B-BREE)2-BRZEIEKEE]Z £E]-
,LI"- X H - 4-HEB® 5 08  HEEBRRAH  BER
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1.5 EAMZER 35 EANAENBBESER €6 K
EETEBREEEL 1K - BELB XS ERR -
A0 ZEAGHR SEAZERERE - BERBE R MM
BEERKGERERE AN LEERBETES - ¥ 3 E# M
GHEBE 22 ERW S TE-_BREFNERE $
EEEZEBTHRBRERAK 12 B - £ZBZERERKAKZHES
RESHK BABBIE BAAKEBKkWHE  SHE%ZEL
EHAEBREBTESR GEWEBCK/ZEZE=2/1)EAE
HBHEMABE  UES 245 BRI E = T % [(2R)-N-
[2-3-BFH)-2-WZHE]-N-[2-(4" -8 E-1,1"- B X E-4-%)
ZEIBEEB®BE -

(1)ESI-MS m/z : 490 (M+Na)+

=g f# 59

B 110 EEWMEZTHERZEBERNESR 4 EH
NN-“ B ZEFEEFS 240 %5 =T &£ (2R)-N-[2-(3-&
K H)2- W H]-N-[2-(4-FBHE-1, 1B F & -4-5)Z % 1l
EEBER 18 ERBBRF AR BEZBRTHBE
EWINE - EZBMZERAZEIREAR - BEBRE
HEE - RARBARE  SHBEECRIEHREBETES -
EWBRB(EE/IZBZE-3DLAERBREMLEE -
MEE 245 ERWE =T H[([4-[2-[N(BE=T & &% H)-
N-[2R)-2-B- B F H ) 2-RZE 1B EIZ E]-1,1"-8 K ¥ -
4-E VR EIZ BB -

(HESI-MS m/z : 582 (M+H)+
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| 60

THEYDEREED +89EL ST EME R

(1)[[4°-[2-[[(2R)-2-(3-& & &£ )-2- 8 Z & 1K & ] &
H]I-1L,I’' BB XE 4-BE)EEIZEBEEG&E&HLD

NMR (DMSO-d6, 3) : 3.02-3.35(6H, m), 4.72(2H, s), 5.00-5.05(1H, m), 6.37(1H, br),

6.99(2H, d, J=8.7Hz), 7.30-7.61(10H, m), 9.04(1H. br), 13.03(1H, br)

(-)ESI-MS M/Z : 424 (M-HCI-H)-

(2)[4-[4-[2-[[(2R)-2-3-E X £ )-2- B E K HE]IZ & ]
TEEIFEEICE G LD

NMR (DMSO-d6, 8) : 3.01-3.32(6H, m), 4.81(2H, s), 4.96-5.05(1H, m), 6.35(1H, br),

7.07(2H, d, 7=8.8Hz), 7.35-7.47(6H, m), 7.66-7.75(4H, m)

(-)ESI-MS m/z : 452 (M-HCI-H)-

=5 61

B 224 2w 4-REEREFEWMEK - SS ERH(ZF
HBIE K 1LOEZEA 2MBEBEINKBR RMEBR 6 7
1,2- " HEEZHTH 435 ZERRE=ZT &E N-[2-(4-BREXE)
ZEI-N-[QR)2-B-BFXE)2- R ZEIBREFREZ BT K
f . H#E SOCAR THEBBEESG®R 2 /K HFAIZERIEK
KEBEREAK - B EBREL B BB Kk - 8FKEL

F HEREBTESR EVWEEB(COCK/ZCEBZE=3/)ERAE

BB EHLERE » LEE 400 ER B EHEE 4°-[2-[N-(F
STEEHE)N-[2R)-2-3-QF HE)-2-BZE K E]SL
EH)-1,10-B K E-4-FRERER -

(+)ESI-MS m/z © 510 (M+H)+
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g fl 62

THHADERBED c WEMNHEMES -

4°-[2-[[2R)-2-3- A F HE)-2- R Z E 1K E 12 & ]-
LB ERE - BBRERLY -

NMR (DMSO-d6, 8) : 3.01-3.27(6H, m), 5.01-5.06(1H, m), 6.36(1H, br), 7.34-

7.48(6H, m), 7.70-7.81(6H, m), 8.02(2H, d, J=8.04Hz), 9.11(1H, br)

(-)ESI-MS m/z : 394 (M-HCI-H)-

= Bl 63

EOCHER SOEAMEKBN IMB LN T E& -
EMEBR 15 EAMEE B 1.1 3 [4-[2-[N-F H -N-
(QR)-2-[[(BE=THE(CHEIWEIAE]-2-C-REHL)Z E]
BHIZEIEEIG-ES TR (CFE IR RIS E X E)F
BEraRt BETBAARTERBEASER 24 MK - €2
BMIERACEHAREBAK - SABE S REAR®
KWW BRBECRIERETES - £ BB (S K/
ZBMZE-2 )L AERBREMCRE DESE 550
W Hy 4-[[4-[2-[N-F 2 -N-[(2R)-2-(3-F % £)-2-58 Z £ 1K
E1ZHIEEIEE)R LB -

()ESI-MS m/z : 486 (M-H)-

| 64

BER 1.0 EA 1,4-T K 4N R E K 545 B
4-[[4-[2-[N-F E-N-[QR)-2-G-BEE)-2-FZ E K E)Z
HEIFE(RE)FE |BER SHE - EERBHETEBER
VDL EFZER SOEARENBBES R > AB LS (0%,
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7.70(5H, m), 7.90-8.00(1H, m), 8.40-8.50(2H, m)

MS m/z : 361 (M-H)

=g 4 72

BB 3.5 BAZEDE 295 BE 4-[[4-(2-K 2 H)
EE IR E MR 186 EEMOR)-2-G-REEI)BEZ & B
Bo6 N c RBEAW - EWEE(RI5/Z ®=-100/3) L M
ERBH EMALBE - ES 155 86 4-[[4-[2-
[QR)-2-C-AEE) 2N ZEBMEIZ B IF H KL 18 -

()ESI-MS m/z : 400 (M+H)+

g B 73

B S ERNESTHERZERE FNEBER 3 EH
NN-“ B EEBmE DY 195 EEE=TE N-[(2R)-2-(3-
BEE) 2B ZE)N-[2-[4-[(4-BEE )R LK E1Z %)
BEFBER 9 EXBBREIBRT  HEZETHR
BRAB I NE EZBZIERAZEARBRSE - 66 1
BAM BARBAWSR SHBAEREERETESD -
EWRB(ER /2B 23/ )L HE BN E @ LR E
BES 168 EROBE =T X [4-[[4-2-[N-(B=T & &
E)-N-[QR)-2-C-REE)2-BZEIBEEIZ &% X |5 &)
KA E1Z BB -

(+)ESI-MS m/z : 636 (M+Na)+

(B X ERHE]: E
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B~ PXRAFE
ABHAEMN —BR(ILEY

OH

Rl\@)\/ Sl
ﬁ( (1]
R R3 \G\X/?i
* o
% |
P

s O
z-qpu) 0.

X 5% -CH,-- -CH- =,

YRB®E - -O-(CHp),-(XHF nH 123K 4)F >
ZRAE  MBESFES

R'B&E& -~ BEBHRREEZF

R’ B & HBEEREE

R® 5 & K #& 2 & -

R & KK & i &

RFEREFEBEAHSIRSES KX -BE - -BHEKREZF
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AEHZIANCLEYVREBE L IJTEZTNEERAE
RHEB R/%iEEE®EHEIK (pollakiurea) 5 /N & %k %

(urinary incontinence) °
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RXEBRHE

The present invention realtes to a compound formula [I]:

OH

Rl (CHp)
\®)\‘/ Y 2 1\@\ /’ (I]
R9 Rr3 v-
R8

wherein
N
or |
/ I
is/@ @Q etc.,

. —-CH-
X 1s bond, -CHy-, | . etc.,

OH

Y is bond, -O-(CH,)n- (in whichnis 1, 2, 3 or 4), etc,,

Z is cyano, tetrazolyl, etc.,

R!is hydrogen, lower alkyl, etc.,

R?is hydrogen or an cyano protective group,

R*is hydrogen, lower alkyl,

R*is hydrogen, lower alkyl,

R’ and R?® are each independently hydrogen, halogen, hydroxy, lower alkyl, etc.,
R%is hydrogen, lower alkyl, etc.,

R’is hydrogen or lower alkyl, and

Ilisor2,

or a salt thereof. The compound [I] of the present invention and
pharmaceutically acceptable salts thereof are useful for the prophylacetic and/or
the therapeutic treatment of pollakiurea or urinary incontinence.

-5.
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Pl AZ2HLEXE FBTRARTEARRGEER

OH PI\Z
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FZQ‘.DH)&H v LBRR

HER
50%wet, SSEE)VRL 2/ B - BREEBELEZTBHER -

MBI EERHNABRAABRHERE - £F 8B (B
BIZBZE=2) L EERBRERLBE  LEE 305
B 4-[4-[2-[[(2R)-2-G-REH)-2-78 2 % |1 %12 % 1%
E £ 18 - |
(HESI-MS m/z : 382 (M+H)+
| 65

B 233 ERAW_BE=ZTE _BRE > SWEHRK 3.5

ZEHUEK%BEE 3.5 Z2AKFE 4-[4-[2-[[(2R)-2-3-& F
E)2-RZEIEBEBEIZEIFEZITEIBCHERFT > HEE
BTHEREAW 30 08 - EZBMZERKCHSIEERS
W o ERESHE - FREAkME  REBRSEZLZTRELERR
TES > WESE 480 Z R P =T & (2R)-N-[2-3-& F
HE)2-BZEI-N-[2-[4-U-BRETFTHE)XEIZEIEKEF R
BS o

(+)ESI-MS m/z : 482 (M+H)+

#® i 66

TH AL EMFEBRBELN STHEUSTEMERS -

(1)E =T E [4-[4-[2-[N(B =T & & # & )-N-[(2R)-
2-GB-BAFE)2-RBRZEIEHEIZEIFEIFE E]
Z % B

(HESI-MS m/z : 598 (M+H)+

(2)E =T & [4-[4-[2-[N-(B =T & & & & )-N-[(2R)-
2-B-BEHE)22-BZEIEREIZEIFTEEIXSEE]
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Z % o6 b V/
(HESI-MS m/z : 610 (M+H)+

g B 67

EEBTH 240 ERE =T H[4-[4-[2-[N(B=ZT &
B HE)N[QR)2-C-BREE)2-BZEIKEIZHEITHE]
XELIZBERER 3.0EA 1,4-Z B8 4N ALY
YEWER 24 B ERETEBEAE - £ BB (F
B /7 B /B A5=10/1/100) E A ERBREMLREE  LLE
EEY o BER 1.0 BEF 1,4-TEEK AN G ALY RN
E20ZAHMEKBMNEDESR S BHEE®R 5s7#EH
EWEBETESR > UES 72 EEH[4-[4-[2-[(2R)-2-(3- 5
XE) 2R ZEIMEIZEITRIXERLIZREA LY -

NMR (DMSO-d6, &):2.91-3.24(6H, m), 3.84(2H, 5), 4.61(2H, 5), 4.93-4.99(1H, m),

6.32(1H, br), 6.80(2H, d, J=8.7Hz), 7.10-7.21(6H, m), 7.29-7.46(4H, d), 8.89(1H, br)

()ESI-MS m/z : 438 (M-HCI-H)-

] 68

TH AW A BBEEL 61 WEMHETES -

# = T % N-[(2R)-2-(3-8 % %£)-2-58 Z % 1-N-[2-[4-
G-RETEE)EEIZEIBREFRE

(+)ESI-MS m/z : 496 (M+H)+

| 69

MR 10 BEAZEDTN 460 BH P E 4 -2 (FEK
EYyZ £1-1,1-B X -4- B BE - K 207 22X 2-8 -5
HIME L ERER 18 I - EFAET

-120-
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e(a ( 'V) HER
ABERSK TEWEBRBAMF/IZE=100/1)EHEHERBE T &%

M BE  DES 470 T HEBWKGFE 4 -[2-[N-F
B ON-[(2R)-2-(6-% -3-0 E £)-2- 8 Z E 1K E1Z £]1-1,1-
BOE K -4 B

MS m/z : 501 (M+H)

| 70

WU 10 EHAZER 1.0 A KT Z 470 ER 0§
¥ 4 -[2-[N-TF 5 -N-[(2R)-2-(6-% -3-1 1% % )-2-78 Z % 1%
Hi1Z E]- LB EE-4BEE 29 Enwemak 00 @
EEMBEEBRER 30 H M  AWHEFEES KL
AK BHUZBMZEER - BERE S B SR BEER -
HEAZTES -EWEBRH-Z8)LAEE BN
ML BB RS LES 320 E M AWKN T E 4 -[2-
([2R)-2- &£ -2-3-W 12 £)Z % 1 £ 12 £ 1-1,1-B % 3£ -
4-%h BB -

MS m/z : 377 (M+H)

Eg Eq 71

EEZBT B 08T EFA INGLRABMEERZ B &
4 326 EEE 4 -[2-[[(2R)-2-8 3 -2-(3-1 % £)Z X 11
E1ZE] 1 -BEE A BBBoBERT  BEMRGEE
FEREOWINE  ERBETEREVRGGREERE
e DLEL 220 EREEH KM 4-[4-[2-[[(2R)-2-
M 2o E)Z EIEEIZE]-LU-BFEE 4B B
% .
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4 (,‘/2 HER

NMR (DMSO-d6, &) : 2.50-2.80(6H, m), 4.70(1H, t, J=pHz), 7.10-7.40(3H, m),

7.50-7.70(5H, m), 7.90-8.00(1H, m), 8.40-8.50(2H, m)

MS m/z : 361 (M-H)

[ 72

BYER 3.5 BEFZE RN 295 BE 4-[[4-(2-K Z &)
XEIREIBRE 186 TR QR)-2-C-REL)BEZ KT
6B c RBELSR - ERBEB(RF/ZE=100/3)LH
WA BT B MBS DUEE 155 B R K 4-[[4-[2-
[[(2R)-2-G-BFE H£)-2-BZ H K £ 12 H£ 1% 2 15 £ 18 -

(+)ESI-MS m/z : 400 (M+H)+

[ 73

% 84 BEE MBS TERZEBE  FMEER 3 Z#
NN-ZBHERBER S 195 EHBE=TH N-[(2R)-2-(3-
BEE)2-BZE]-N-[2-[4-[W-BEE )R E X H1Z %)
BEFRBRER SO EEBRBRFLART  HEZRTHER
BEWING - EZBMZEBEAZHIBMESH - 8B5S
Bom - FAARBAWGE SHBEECRAICHAETES
EHWHRBLER/ZRBRZE-3DIAEREBREMLBE
BLES 168 E R MWE =T E[4-[[4-[2-[N(B=ZT & & %
H£)-N-[2R)-2-GB-BEE)2-BZEIEEIZHEIXEE R E]
XEEIZBE -

(HESI-MS m/z : 636 (M+Na)+

[BEXEERHA): &
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B 92117362 5 " HMEEMNMEY , B E

@007 # 12 5 ,@,%x-.%if
£-FHEHNEH

L—BA NNz kEY

OH rlzZ ,
R1®)\/N§((CH2’ NN
R R3 R4 @\XY_Z
R8
3 o ®
N .
w e e .
=z
G200,

X =& >

Y & & -
Z B ER Cioft 88 KE

R'BE BX - HLE

R® 85 &
REEB & = Ci.6 St &
RPB&HE® Cireft ®E > &K
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i B 1>
B H B E -

QB FHANEBE | Hehes®w  HERERTIEK
Z & B

(4 -[2-[[QR)-2-3- & E X HE)-2- B Z E |- £ ]Z
EI2-FE-1,LIU-BEXE-4-RE

(2)4’-[(2R)-2-[[(2R)-2-F B -2- B Z E |l E]|-RW & ]-3-
HEE-1L,I'-B X HE-4-RR

(3)4°-[(2R)-2-[[(2R)-2-(3-& & ¥ & )-2- 8 Z & 1k & ]
AE]II-ZEREE-1L.IV-BFXE-4-RE

T

(4)4’-[2-[[QR)-2-3- & HE F HE)2- B Z & |- £ ]1Z
HI3-FHEE-1,I'-BEE-4-RE >

(5)4°-[2-[[QRY)-2-3- & E F HE)2-B Z £ - E]Z
Hl1-23-2HE-1,I"-BFEHE-4- BB

(6)4°-[2-[[(2R)-2-¥& H -2-(3-Mt i B )Z & |k £ ]-Z
H1-2-FE-1,I"-B X E-4-BEK -

(7)4°-[(2R)-2-[[(2R)-2-¥& H -2-(3-Mt mg &£ )2 & ]-§Z & ]
AEIZ-FHEE-1,I'-BEXE-4-Z B, >

(8)4 -[2-[[QR)-2-3-F EH)-2-RZEI-BEIZ E]-3-
AEE-1,IV-BEXE-4-RBK

(9)4°-[(2R)-2-[[(2R)-2-3-H F E)-2- B Z H KK & 1R
HI3-FEE-1,IV-BEXE-4-RE

(10) 4°-[2-[[(1S,2R)-2- R K -2-(4-BE XK )-1-§ E L & ]
BRIZE]II-EFREE-1LU-BEXE - 4-Z R > K

-2.




1331137

(11) 4-[2-[[(2R)-2-18 & -2-% Z % 1B % 12 £1-3-8 T
TRIEI I TS N
REWE L TETNEE -
L BAREBE / REEEEAERD YN AR KA E
B TEBERY  RAESSBLAUBEIHRE XM
BHMzEEWh  AEEBEERS OGN T NG EE
B IEZ LA RESE LT ESHEE -
I ENEEEAGES | A LAV EBSBELAES

MEE AR HEARAREEEBER/NBEREE ANEK
BYWHERRNNSIERREZEE -

SMEFEFBEEBSE | H2hEW HPZACLEUHHEE

H BTN EERFREEAB R /NEREE ANE R

MHWERNDEREZCBEEZEAR -
B FHEABEE | H2AhEY  EHPZHLEWHEE
Z A EZTHNEERFREEESERLBT LRIEZE B

7| (Pp3 adrenergic receptor agonists){f F -
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