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3.35-3.20 (m, 2H). 1.97-195 (m, 4H). 1.68-153
(m. 4H). 1.41-136 (m 8H)

'"H-NMR(CDCl3) 8.31-8.28 (m, 1H, NH), 7.86 (d.
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'H-NMR(MeOH-d,) 9.08-9.03 (m, TH, NH), 861-
8.54 (m, 1H, NH), 7.79 (d, 2H), 7.14 (d, 2H). 4.18-
414 (m 2H), 3.18 (t, 2H) 3.13-3.06 {m. 2H),
3.05-299 (m 2H), 197-188 (m, 4H). 1.77-167
(m. 2H), 1.65-155 (m, 2H), 1.51-1.40 (m, 6H)

BocHN

TH-NMRIGDCI5)8.32-8.29 (m, 1H, NH), 782 (d,
2H). 6.90 (d. 2H). 4.02 (t. 2H), 3.37 (dd, 2H), 2.79
(t, 2H), 2.71 (t. 2H). 1.88-1.78 (m, 4H). 1.55-1 50
(m, 4H), 1.49-1 48 (m, 27H), 1.26-122 (m. 8H)

'H-NMR(MeOH-da)9.11-9.05 (m, 1H, NH), 861-
8.55 (m, 1H NH), 781 (d, 2H), 7.17 (d. 2H), 426~
420 (m 2H), 3.27-3.15 (m. 4H), 3.08-3.00 (m,
OH), 229-2.22 (m, 2H), 1.78-169 (m 2H), 164~
155 (m 2H). 1.45-124 (m, 8H)

"H-NMR(CDCIg)11.52-11.48 (m, TH, NH), 831~
827 (m 1H NH), 7.85 (d. 2H). 691 (d, 2H), 408

(t. 2H). 3.38 (dd. 2H), 2.80 (t, 2H), 261 (. 2H).

2 01-1.98 (m 2H), 1.56-153 (m, 4H). 150-1.49

(m. 27H), 1.33-1.25 (m, 8H)

'H-NMR(MeOH-d4)7.79 (d. 2H), 7.14 (d. 2H).
418-4.08 (m, 2H), 3.20-3.15 (m. 2H). 3.13-3.06
(m, 2H), 3.05-2.98 (m, 2H}, 1.96-1.87 (m, 2H),
1.74-166 (m. 2H), 1.64-1.54 (m, 2H), 1.50-1.42
(m. 8H)
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[£R31]
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=g

#is

NMRBIET —%. B1F %

Br/\\/‘\/o
NHBoc
NH

'H-NMR(CDCI5)7 83 {d, 2H) . 6.90 (d, 2H). 404
(t. 2H), 3.49 (¢, 2H), 2.14-1.90 (m 4H) 155 (s
9H)

BT\\/\/O e
[ Pz NHBoc

'H-NMR(CDCl5)7.83 (d. 2H). 692 (dd. 2H), 4.15
(t, 2H), 360 (t. 2H), 2.33 (tt, 2H), 1.55 (s, 9H)

'H-NMR(CDCl5)7.84 (d. 2H), 691 {d. 2H), 4.09
(. 2H), 337 (dt. 2H), 2.79 (t. 2H), 261 (t, 2H),
197 (tt, 2H), 155 (s, 9H), 150 (5. 9H). 149 (s,
OH), 1.48-1.45 {m, 4H), 1.39-1.30 (m. 4H)

" H-NMR(MeOH-d,) 9.09-9 01 (m, 1H). 863-854
(m. 1H), 7.80 8d. 2H). 7.16 (d. 2H). 4.23 (dd. 2H),
3.20~3.10 (m, 4H), 3.08-3.03 (m 2H). 228-2 19
(m, 2H), 1.80-1.70 {m, 2H), 1.65-1.56 (m, 2H),
1.49-1.36 (m. 4H)

'H-NMRICDCI3)7 83 (d. 2H). 6.30 (d. 2H). 399
(t. 2H). 3.40 (¢, 2H), 1.86 (tt. 2H) 1.79 {tt. 2H),
155 (s. 9H). 1.50-1.34 (m, 8H)

- NMR(CDCI5)7.83 (d. 2H). 690 {d. 2H). 399
(. 2H), 3.52-3.44 {m. 2H) 267 (1. 2H). 257 (t.
2H), 1.83-1.70 (m, 4H), 1 52~1.46 (m, 31H), 1.38~
1.30 {m, BH)

"H-NMR(MeOH-~d,) 7.77 (d. 2H). 7.11 (d, 2H),
14.09 (1. 2H), 3.32-3.27 (m, 2H). 3.10-3.00 (m, 4H),
1.98 (tt, 2H), 1.86-1.78 (m 2H), 1.76-168 (m
2H), 1.56-1.47 (m. 2H). 1.46-1.38 (m, 6H)

'H-NMR(CDCl3)7 46-7.42 (m, 1H), 7.40-7 34
(m. 2H). 7.08-7.02 (m, 1H), 4.16 (+ 2H), 360 (t,
oH), 233 (tt, 2H), 1.56 (s. 9H)

| H-NMR(CDCI5)7.44-7.30 (m, 3H). 7.06-7 00
(m, TH). 4.09 (t. 2H), 3.37 (dd. 2H), 2.79 (¢, 2H),
261 (1. 2H), 197 (1t, 2H), 1.52-1.44 (m. 31H),
1.35-126 (m. 8H)

N = 15328

20

'"H-NMR(CDCI3)7.43-7.40 (m, 1H), 7.37-7.30
(. 2H), 7.06-7.00 {m, 1H), 4.05 (t. 2H), 3.49 (¢
2H), 2.11-2.03 (m 2H), 2.00-190 (m, 2H), 155
(s. 9H)

21

"H-NMR(CDCl5)7.42-7 30 (m. 3H), 7 06-7.00
(m. 1H). 4.03 (t. 2H). 3.39 (dd, 2H), 267 (t. 2H),
260 (t, 2H). 1.82 (tt, 2H), 166 (tt, 2H), 1.52-1 44
(m. 31H). 1.38-1.29 (m, 6H)

22

"H-NMR(MeOH-d,) 7.58-7.50 (m. 1H), 7.43-7.30
(m. 3H), 4.26-4.15 (m, 2H). 3.27-3.20 (m, 2H),
3.20-3.12 (m, 2H), 3.09-3.00 (m, 2H), 229-25.19
(. 2H), 1.80-1.68 (m, 2H), 1.66-1.53 (m, 2H),
1.50-1.35 {m, 8H)
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[0177] R, Bocld, t —ThFIHIRZINEEEKRT 5,
[0178] =HEfI2 3

(Z#E1) 6— (4—7JOEJThFY) ZaF/ZMI)ILOEK
[0179] [{b36]

[0180] 6— (4—EFOFTTFY) ZaAF/=ZMUNT. 1 gZx¥oOOA
Ho25mLICERELLRIC. ERTHREKRE2. 9g& YT Z7
FRX74v2. 39g&EMATe, 1 THEBH LLBIOSEZREEEL .
SVATNAS LA NS 74 —TREL, 6— (4—JOFETFD
) ZAF/=bJI1., Og%fglh, Mm41—-437C,

[0181] (T#22) t—7FJI N-[N—t—FrFIHILR=ZJI-N —[8—[
4—-[(5—=YF7/—2-BEYDI) AFVITFNTI/IZIFILIAILN
A RAWVIBNIRA—KDER

[0182] [1£37]

CN

g
BocHN H/\/\/\/\/ NH, + I

[0183] 6— (4—7OE7hFY) ZaF/=MJIO. 26g&. t—TFI
N—-[L(8—=FI/FAIFINFI/)) — (t =T rFIHAILKRZNLTZ/)
AFLVIANMNA—=RO, 42g%TAFIHRILTIRImLICARLE

o REEHAUD L0, 21 gAMAT 7TEEBHLE, BAEEREZEELE
BICVVATNAZ LAY N TS 74 —THREL, t—7FJI N-[N-—

t =7 FPALRZIL-N —[8—-[4-[(B—>T7/—2—-EUIL)
FFXVITFUNTI)IADFLIANNALZI RAILIAILISA—RO., 189
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15T

'"THNMR (CDC 1, :8. 45 (s, 1TH), 7. 76 (d, 1H),
6. 77 (d, TH), 4. 36 (t, 2H), 3. 37 (m, 2H), 2
65 (t, 2H), 2. 56 (t, 2H), 1. 80 (m, 2H), 1.
44—1, 62 (m, 24H), 1. 28—1. 32 (m, 8H).

[0184] (T#3) t—-7FI N-[8—[I[N, N —EZ (t =7 rFTHLR
=) ANNAIRANITE/IF IV FIVI-N—-[4—-[[6— (N—t—-T
NESAILRZIVANNNRAZIRAI)) —2-EYDNIFFITFINIALN
X —NDERK

[0185] [1t38]

NBoc H /IfftH/CN
BOCHN/U\E/\/\/\/\/N\/\’/\O \N

NH

NBoc = NHB
BmH|\|J\m/\/\/\/\/EO\C/\/\O/LfNE/‘L ”
[0186] t—7FJI N-[N—t—TrF>HIRZJI-N —[8—-[4—-[ (5

=T/ =2-—BUIN) FFRVITFLNTI/IFIFIVIAIIRAL IR,
1AW ISA—=KO., 18g%FrSERAOTSY3ImLITAEML T, KATIC
DFOLER(MYXAFILIYII)TIR (1. SMF LS ROTS VAR
) 2mlERmMULr, BRT2 45EBH LRICENELT Y EZV LKE
BRI ZFEIE L, 27084892, A9/ —ILOREBETHE LLE
ICEBBEZEREL. BONKEAME D AFINEINLT I K3 mL AR
LERICN)VIFILT7IVO0. 329, V—t—TFI PH—KRx—KO

35g%&MAfk, ERT28IFEREBH LARICRIVRICKZMA T, FER
IFITHHE L, BEEBEBRS LZBICVYATFIVASLIOR NS
J14—THE L., t—7F)I N-[8-[[N, NN —EX (t=7brFvH
WIRZIV) BINSAZIRANITI/IA9FNLN]I-N—[4—-[[6— (N—t
—TRFVANKRZWALNLIRAL) —2-EYINIAFTITFIVIA
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WA =K (bEMES:23) 0. 06 9g%Br,
"THNMR (CDC Iy :811. 48 (s, 1TH), 8. 60 (s, 1H
), 8. 28 (s, TH), 8. 12 (d, 1H), 6. 72 (d, 1H)
, 4. 33 (t, 2H), 3. 35 (br, 2H), 3. 10-3. 17 (
m, 4H), 1. 62—1. 75 (m, 8H), 1. 42—1. 53 (m,
36H), 1. 20—1. 30 (m, 8H) .

[0187] =HEhl2 4

6— (44— ((B=TTF7=V/FVFIN) 7IX/) ThFY) ZaF2A

K73 R MERRIEOGK

[0188] [1£39]

i

NH
=
NBoc Boc | NHBoc
NH
NH =
f T NH;
H 4HCI

[0189] t—7FJ N-[8—[[N, N' —EX (t =7 rFZHILKRZI) HI
NAZTRANITE/)IF 9 FINV]I-N-[4—-[[65— (N—t—TrF>hHIL
RZWAIWRAIRAI) —2-EYDNIFAFTITFILIAILIAAA—=K O

06g%#2700X95mLITAEZLTH) ZIUAOFEE 1 mL Z 7500
L7ze ERT1 6FEBIRLARICAEEER LERICASY / —IL 5 mLICARR
L. ERTRIEKE (AMIUFFH VAR 3mlailx %I 3 R_ER
L. BEARBEREETZ2ET6— (44— ((8—FJF7=V/A0FI)
TX/) ThF¥Y) ZOF VA4 IRTINERE (kEMES:24) 25
m g =137,

'"HNMR (MeOH—-d,) :88. 64 (s, 1TH), 8. 07 (d, 1
H), 6. 97 (d, 1TH), 4. 46 (br, 2H), 3. 00-3. 1
7 (m, 6H), 1, 85—1, 95 (m, H), 1, 59—1, 70 (m
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, 4H) , 1. 35—1, 40 (m, 8H) .

[0190] EfEHFI25. 26
EREGI2 3F/IE 24 ERAKROFIEICT, ARBIKRZLEMEER L
o BRLIIEEYMID—ERICDWT, ZDEEE TRERICKT,

[0191] [5=32]

Faty
gﬂg’-’ s NMRIIE S —%
'H-NMR(CDCI3)11.48 (s, 1H), 860 (s, 1H), 828
NH (s. 1H), 812 (d, 1H), 6.72 (d, 1H), 4.33 (1, 2H),
» NBoc . ﬁlmm 335 {br, 2H), 3.10-3.17 (m, 4H), 1.62-175 (m,
BocHng’\/\/\/\/N\/\/\o S 8H), 1.42-1.53 (m 36H). 1 20-1.30 {m, 8H)
' H-NMR(MeOH-d,) 864 (s, 1H), 807 (d. 1H),
T 6.97 (d. 1H), 4.46 (br. 2H), 3.00-3.17(m, 6H)
” JNLH /\/\N\/n\/\/\ K])L”“Z 1.85-1.95 (m, 6H), 1.59-1.70 (m, 4H), 1.35-140
HNT N 07N (m, 8H)
AHCH
' H-NMR(CDCI5)11.44 (s, 1H). 8.59 (s, 1H), 8.25
NBas (s, 1H). 8.10 (d, 1H). 666 (d, 1H), 429 (t, 2H),
25 BocHN ﬂ/\/\,/\/\g;:\/\/ﬂ B 3.31 (br, 2H). 3.10-3.17 (m. 4H), 1.59-172 {m,
K)YNHBOC BH). 1.39-1 49 (m, 36H), 1.20~1.25 (m, 6H)
NH
' H-NMR(MeOH-d,) 872 (s, 1H), 831 (d, 1H),
NH 7.26 (d, 1H), 450 (br, 2H), 2.98-3.14 (m, 6H),
N UL PN 1.85-194 (m, 4H), 1.55-1.70 (m, 4H), 1.35-1 40
26 H H N NHy (m, 8H)
4HCI NH

[0192] R, Bocld, t —ThFIHILRZNEEEKRT 2,

[0193] =EHEfI2 7
(TE1) t—TFIN N[4—- (4-TFTI/ThFY) RVEVAILRF
SAZIRAN] AIINA—NDERK

[0194] [1£40]

Hy
NaN, Pd/C
o Br DMF AcOH, MeOH fo] NH,
~~a 70°C Y Ny rt H e
" . e .y
- N Boc”
Boc Boc”
NH NH

NH

[0195] t—7FJ)I N—-[4— (3—7AOFThrFY) RVEVAILRFIAIR
ANWIANWNRA—RA gHEIAFIVHFIVLTIRAOMLICEEIHE, E2T
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[0196]

[0197]

[0198]

TIoFRNIDL2., 89%&MAT, RINEEWM%ZT OCICM&BRL. RIET
SEEEBR L. RINEAYMEERICANK. KEMA., BRI F)L THiH
L. BREBZEKMEFT N ULTREL, 28, REBEZIT . 15
LNIBRREZHBRIFILIOMLISEHEIE, ERTI1 0%/ YYLRE
300mgzEMArt,. RIGRHNEKFEAHATERL., EET145HEEBHL
oo BRTRINEEWICAS /—L20mLAEMNMA. ERETA4EREB®RLE
o RINEEMEtEZ4 b (B8R : Celite Corporation) T5iEE, B
EBEHEL. SonLEEZ>)AFLIOTNTI S 74 —IC&YBEL, t
—TFI N—-[4— (A—TFTI/)TKrFY) RVEVAILRFSAZI RS
1 AR XA—r%ET1. 099¢g, WK33. 2%TEL,

'"THNMR (CDC ;) :86=1. 55 (s, 8H), 1. 90—1. 76
(m, 4H), 2. 98 (t, 2H), 4. 02 (t, 2H), 6. 90 (
d, 2H), 7. 83 (d, 2H).

(T#&2) t—7FI N-IN —(7—-7OFEANTFIL) —N—t—7
NE2AIRZIL—AINA I RAIVIAINA—NDERK

[1641]

K,CO4
H DMF HoH
H,.N_ N 50°C N
o+ e e Ty e
N
= t
Boc Boc

1, 7-270FANTI9V 1 gaIAFIVRILTIRT 5mLITAES
., EBTREAYIL640mgEt—TFIL N— (N—t—ThrFv
HIVEZILAILNL I RAI) AN A—K2. 98 gxMAit,. RIES
%5 0CIEARL. RIETARKEER®R LA, RISEEYZZRICNANE.
KeEMZ, HERTFII THHE L, BEREZEKREF M) D LTEREL.
8. BERBBZIT . BONEREEZY )ALV oOT NI ST 4 —IC
FYBEL, t—7FI N-[IN — (7-7OFE~ATFI) —N—t—7
MESAIVKRZIL—AIIRL I RANIAINNRNA—F (LEYMES:27) %
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1. 3449, RE80. 0%THL,
[0199] [5R33]

{%/5:%% ms NMRF—%&

Br m n IHNMR (CDC1ly :8=1. 40-1. 24 (m, 4H) ,
27 A7 j-{' “Boc 1. 48-1. 44 (m, 2H), 1. 80 (s, 18H), 1. 58
N -1. 54 (m, 2H), 1. 86 (tt, 2H), 3. 41 (t, 2

Boo H), 3. 89 (t, 2H) .

[0200] (T#23) t—7F)I N-[4-[4-[7—-[ER (t =T rFTHIR=
WTPI)) AFLYTPIJINTFVTIIITRFVIRVEVALRFS A
S RANIAININA—RKDERK

[0201] [{b42]

[0202] t—7FJI N—-[4— (4—-TI/)TrFY) RVEVAILRFIAIR
ANIANINA—=RT, 099 gHEIAFIKRILLTIRTI EmLITARIH
. BERTREAYIL510mgEt—T7FI N—-[N — (7-70FA
TFI) —N—t =T hFPHALRZI—HIINL I RAILIAIIISA =1

S34g%xmMa. FRETHREEBR L, RIGEEWICKZNMA, FEETF
ITHIE L, BREBZEKRET M) VATEREL., 8. BREEHEEZT
2, BohEREZS) ATV I/OR NS T4 —ICLYBREL, t -7
FIb N—[4-[4-[7—-[EX (t =T FLAIKRZITI/) AFL
VTPIIINTFNTEII)] ThEIVIRVEVAILRFLAZI RAI]IAILN
X—hk (tEWE S :4) 25558mg., INEK27. 3%THEL,

"THNMR (CDC ;) :86=1. 34—2, 20 (m, 6H), 1. 49
(s, 9H) , 1. 51 (s, 9H) , 1. 72—1. 60 (m, 6H),
1. 90—1. 80 (m, 2H), 2. 59 (t, 2H), 2. 67 (t,
2H), 3. 88 (t, 2H), 4. 02 (t, 2H), 6. 90 (d, 2
H), 7. 84 (d, 2H) .
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[0203] (T#4) 4— [4— (7T TF7=ZUI)I~NTFILTI)) ThFI]I RVUX
TIVY =ZERBEDS

[0204] [1t43]

1) TFA, CHLCl,

H H H * !
¢] N N N 23 HCH iny gioxang H M
. TR HE Y e MeOH Onpyg e TN“E
Boc”
N

N
" H
Boc H:N HC N

NH

[0205] t—TF)I N—[4—[4—[7—[ERX (t—=TFrFTHILRZLT
/) AFLYTIVIANTFLTIV)] ThFV]I RVEVAHLRFSA
SRAN] AWNAA—RE58mgaY/OOXFYEmLISERIE, =
BTRNYZIAOBESmLAMA. RIET—HRBRLE, REESYER
ERfEL. BONEREEZAY /—IL5mLITARIHE, EET4MIELK
RUAFHUBRESmLENAL, BET2REBRL. RIGEEWEZRE
BMETDETA— [4— (T—JTF=ZVINTFITI)) Thxv] Ry
A7IVy Z1EME (IbeWES :5) #390mg. IXX98., 2%T

720

[0206] &Rk 1
t—7FIN N—[2— [t—TKrFYHLRZIL— [N—t—TrFZHIL
RZIW—C—AFIZANT7ZIN—AIKRAIRAIN] 7T/] TFIL] —
N—XFIL—HAN/INA—=MDER

[0207] [1£44]

dim

NBoc Boc /IPLBOC ’%oc
Mes” “NHBoc Ho N Mes”™ W

[0208] 1, 3—EX (t =7 FZANLKRIIN) —2—AFI—FF>a—K7
L7 (2. 38g) . N—t—TrFPHALNRZNLN—N—XFI—2-TFX
JIH /= (2. 02g) BLUTNYTzZIKRRAT7T14>» (3. 339)
OFhZERATZ7ZY (30mL) B/RIC, OCIKTY1 VY 7OELTYY
ALRFLL—F (1. 9M, 6. 5mL) T LA, TOE. MBEER
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[0209]

[0210]

[0211]

[0212]

T, —RERER L, ERFTAHAINR. RISBERERBEIRELEZ. 8ohiEk

BBEZVVATNVAZLIOTNI S 74 —THREL. RELEMWES. 5

6g (INK9I7%) B,

THNMR (CDC I, : 1. 46 (s, 9H) . 1. 49 (s, 9H) , 1
51 (s, 9H) ., 2. 38 (s, 3H). 2. 90 (s, 3H) . 3.

35—3. 55 (m, 2H), 3. 57—3. 71 (m, 2H) .

a2

t—7FI N—[N=(7—-FI/)~ATFI) =N —t =T rEThHILKR

ZW—AIWNRLIRANL] —N— [2— [t =T hbFIHILKRZIL (AFI

) PXJ/]1 ITFIL] ANNRA—NDERK

[1k45]
NBoc H Boc
Boc NBoc oc
ST TEShEZt —7FI N— [N— (7—FI/)~ATF)) —N’

—t =T hEVALRZN—ANNLAIRA)L] —N— [2— [t =T +F
SAHIVKRZI (XFIV) 7X/]1 ZTFN] AN XA—=MT1 gOFhZE RO
757 (10mL) B RIC. BRICTT, 7T—-YFPI/~ATH> (1. 05
g) OF b RAT7ZY (8mL) @EZE T LA, 50TCICTEIRE.
RISBEREHRERE L, BEET7I/YYHERWEAZLOTNIS
J14—IlLYRBE L., REBLELEWE1. 149 (XK T%) B,
'"THNMR (CDC ;) : 1., 26—1. 74 (m, 37H), 2. 68 (t
, 2H) . 2. 88 (s, 3H) ., 3. 06—3. 33 (m, 2H) . 3.
38 (t, 2H), 3. 55—-3., 92 (m, 2H) .

aHl3

BEI2 EEHBOFET. UTOLEMEER L.

t—7FI N—[N— (8—F7X/AVFIN) —N —t—TKrF2HNL
R —HIWNRAZIRA)] = N=[2— [t =T FFRTHIRZII (XF
W) 7X/] TFIV] AILISX—b
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[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

2. 67 (t
2H) . 3.

. 2. 68 (

[1b46]
H Boc
HzN/W\/\/NTrN\/\N/
NBoc Bec
'THNMR (CDCly) 1. 12—=1., 76 (m, 39H) .
, 2H) . 2. 88 (s, 3H), 3. 06—3. 33 (m,
38 (t, 2H) ., 3. 55—3. 89 (m, 2H) .
B 4
BB 2 EEROEET. UTDIEMEERK L7,
t—7FI N—[N=(7—-FI/)~ATFIL) =N —t—-—ThrFHhIL
RZIW—AWNRA I RAIL] = N=XFIL—HIL/IN A=}
[1b47]
HZN/\/\/\/\/\H/\
NBoc
'THNMR (CDCl,) :1. 25—=1, 65 (m, 30H)
t, 2H) . 3. 12 (s, 3H). 3. 21 (dd, 2H) .
&R 5
BB 2 EEROEET. UTDIEMEERK L7,
t—7FI N—[N=(7—-FI/)~ATFIL) =N —t—-—ThrFHhIL
RZI—=HIWNRAZIRAI] —N—= (2=TFZI)) A xA—=K (ES
Z=51)
[1b48]
H Boc
HzNN\/\/\/NLrBNN
'THNMR (CDCly) 1. 19—=1, 74 (m, 33H)

. 2. 68 (

t, 2H) . 3. 21 (dd, 2H) . 4. 17 (d, 1., 7H, E—i s

omer). 4. 31 (d, O, 3H, Z—isomer) .
76 (m, 2H) .

5. 38—-5
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[0220] EjEH2 8~3 9
B2 ~5 THEONIIEEMERWVWT, ERf2 3F4IE2 4 EEHRD
FIRICT. AERBICRDIEEMEER L, ERLELEEMO—ERICOWVWT

. TOBEERICRT,

[0221] [£R34]

PCT/JP2014/082511

&
| &5

NMRT—4

28

"HNMR(CD40OD) 1.37-1.52 (m, 6H), 1.56~1.83 (m, 4H),
2.18-2.32 (m, 2H), 2.76 (s, 3H), 3.06 {t, 2H), 3.19-3.28 (m, 6H),
3.62 (t. 2H), 4.24 (t, 2H), 7.17 (d, 2H), 7.81 (d, 2H).

29

THNMR (CDClg) 1.26-1.68 (m, 46H), 2.02-2.23 (m, 2H), 2.71
(t, 2H), 2.82-2.99 (m, 5H), 3.10~3.32 (m, 2H), 3.38 (t, 2H),
3.60-3.87 (m, 2H), 4.10 (t, 2H), 6.90 (d, 2H), 7.84 (d, 2H).

30

THNMR (CDZ0D) 1.32-1.53 (m, 6H), 1.54-1.83 (m, 4H),
1.83-2.02 (m, 4H), 2.76 (s, 3H), 2.92-3.15 (m, 4H), 3.15-3.27
(m, 4H), 3.53-3.77 (m, 2H), 4.02-4.27 (m, 2H), 7.15 (d, 2H),
7.81 (d, 2H).

31

"HNMR (CDCl;) 1.23-1.85 (m, 46H), 1.65-1.78 (m, 2H),
1.78-1.93 (m, 2H), 2.63 (t, 2H), 2.70 (t, 2H), 2.88 (s, 3H), 3.09-
3.32 (m, 2H), 3.38 (t, 2H), 3.60-3.85 (m, 2H), 4.01 (t, 2H), 6.89
(d, 2H), 7.83 (d, 2H).

32

"HNMR(CD30D) 1.30~1.52 (m, 8H), 1.53-1.85 (m, 4H),
2.14-2.34 (m, 2H), 2.76 (s, 3H), 2.95-3.12 (m, 2H), 3.14-3.27
(m, 6H), 3.53-3.71 (m, 2H), 4.12-4.35 (m, 2H), 7.17 (d, 2H),
7.81 (d, 2H).

33

"HNMR(CDClI3) 1.21-1.67 (m, 48H), 1.96-2.09 (m, 2H), 2.64
(t, 2H), 2.83 (t, 2H), 2.88 (s, 3H), 3.09-3.33 (m, 2H), 3.38 (4,
2H), 3.61-3.89 (m, 2H), 4.08 (t, 2H), 6.91 (d, 2H), 7.84 (d, 2H).

34

"HNMR(CD,0D) 1.32-1.51 (m, 8H), 1.53-1.82 (m, 4H),
1.86-2.00 (m, 4H), 2.76 (s, 3H), 2.94-3.16 (m, 4H), 3.16-3.27
(m, 4H), 3.55-3.70 (m, 2H), 4.09-4.20 (m, 2H), 7.14 (d, 2H),
7.80 (d, 2H).

35

"THNMR(CDCI;) 1.22-1.63 (m, 48H), 1.68 (dt, 2H), 1.84 (dt,
2H), 2.61 (t, 2H), 2.69 (t, 2H), 2.88 (s, 3H), 3.12-3.33 (m 2H),
3.38 (t, 2H), 3.60-3.84 (m, 2H), 4.01 (¢, 2H), 6.89 (d, 2H), 7.83
(d, 2H),

36

"HNMR(CD30D) 1.25-1.42 (m, 8H), 1.42-1.53 (m, 2H),
1.53-1.65 (m, 2H), 2.05-2.21 (m, 2H), 2.83 (s, 3H), 3.07 (t, 2H),
3.15 (t, 2H), 4.13-4.29 (m, 4H), 7.13 (d, 2H), 7.78 (d, 2H).

37

THNMR (CDCl3)1.24-1.37 (m, 8H), 1.47 (s, 9H), 1.50 (s, 9H),
1.52-1.65 (m, 13H), 2.05-2.19 (m, 2H), 3.04~3.29 (m, 7H), 4.08
(t, 2H), 4.25 (t, 2H), 6.91 (d, 2H), 7.84 (d, 2H).

38

E/Z=5/1 mixture

1HNMR(CDaoD) 1.23-1,40 (m, 8H), 1.40-1.50 (m, 2H),
1.51-1.62 (m, 2H), 1.67-1.72 (m, 3H), 1.74-1.92 (m, 4H), 3.05
(t, 2H), 3.15 (t, 2H), 3.68-3.76 (m, 1.7H, E-isomer), 3.84 (d,
0.3H, Z-isomer), 4.03-4.15 (m, 4H), 5.40~5.52 (m, 1H), 5.65-
5.78 (m, 1H), 7.12 (d, 2H), 7.78 (d, 2H).

39

E/Z=5/1 mixture

1HNMR(CDC|3)1.20—1.38 (m, 8H), 1.41-1.72 (m, 34H),
1.73-1.94 (m, 4H), 3.06-3.27 (m, 4H), 4.02 (t, 2H), 4.08-4.23
(m, 3.7H, 2H+1,7H (E-isomer)), 4.30 (d, 0.3H, Z-isomer), 5.39~

5.76 (m, 2H), 6.90 (d, 2H), 7.84 (d, 2H).
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[0222] :RFABocld. t =T hFIHIRZIEEZRKRT 2,

[0223]

[0224]

[0225]

[0226]

[0227]

=4 0

(T]1) t—7FI N-[ (t=TrF2HIKRZILTI/)) — [7T—
[ (2—=—bO7xZ)) RIWKRZIWVTFTII]IANTFLTI/] AFL V]
HAIVISA—NDERK

[1E49]

NBoc
NN —————— Ns. NN
H.N NH; ﬁ H NHBoc

1, 7-73I/)A~A74%> (3. 9g) ODITH /=)L (30mL) AKIC
oTCiIc2—=ZhaORVYEYZRLKFZLIOY K (2, 29g) OITH /-
(30mL) BAHREBET L, OCICTIREBHRE. RINAEEZBELL
BICKEMAT, BFEBTFI THIE L, BELZRMER. T h>ErkO7
Sy (30mL) ITABRLT. 1, 3—ER (t—FrFTHILKRZL) —2
—AFNAVFAILT (3. 5g) #RMULE, ERT3. SRHEEBRE
BEBELEBIC, YUASLASLIORNTS T4 —THEL. RE
&% (3. 39) 2187,

'"THNMR (CDC 13 :1. 26—1. 32 (m, 6H) ., 1. 46—1

65 (m, 22H) . 3. 10 (m, 2H) . 3. 37 (m, 2H) . 7

74—7. 78 (m, 2H), 7. 87 (m, 1H), 8. 14 (m, 1
H) .

(IT#&2) t—7FI N—[4—[4—[7—[[N, N —ERX (t—
ThF2HANRZI) AVNAIRAL] PTI/]ANTFIL—- (2—=H0O
7)) AWEKRZIV=FI/] ThFII RVEVANRFIAI RS
1 A —NDERK
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[1£50]
NH NBoc
BocHNJ\©\ + NS A ™S SNHBoe
o~~~ OH H H
NH
BOCHNJ\@ i N__NHB
SN TN
o/\/\/ \n/ OC

NBoc

[0228] TITRI1THELNIZt—TFI N—-— [ (t =T KrFZAHALKRZILTZ/)
—[7-[(2—=bO7zxZN) RIWKRZIVTFTII]IANTFILTI /] A
FL] AR X—k (0. 15g) 275075 Y (3mL) T8
Lo N— [ (t =T rFPHLR=ZNTI/) —[7T-[ (2—=b0O
TJx)) RAWEKRZIWTIIIANTFILVTI/)] AFLU] ANA—K (
0. 319g) ZMALEIC. OCTHMYT7z=IEKERT14> (0. 149)
CIVIFWTVITANREFIL—F (2. 2MMLIVEAKR., 0. 25mL
) BERMUc, BRET1 7THEEBR LR RISAEEZBE L, BEEY
DATZNAZSLIOT NS 74 —IC&YRBEL., [jEBLEY (LEYES
: 40, 0. 179g) %58,

[0229] [%&35]

[[=x7] 35 NMR7 —%

NN b 1HNMR(CDCIg) 1. 22—1. 25(m, 6H). 1. 47 ~1. 55
MN)(@ Og NTNMEB e 29H) 1. 68—1. 75(m, 4H). 3. 24-3. 35(m, 6
ID H). 8. 97(m, 2H). 6. 85(d, 2H). 7. 59—7. 65(m, 3

W o H). 7. 84(d, 2H). 7. 99(s, 1H).

40

[0230] (T#3) t—7F)I N—-[4—[4—[7—[IN, N —ERX (t—
ThFIANRZI) AVNLIRAN] PIIIANTFLTII/] TR
VI RVEVAIVRFSAZIRAI] ALK —NDERK

[0231] [1651]

Ns H H H
o AR soc 04;,}N\¥V}/erNHsoc
HNYQ/ 4 7 NBoc HNﬁ/©/ 4 7

B NBoc

NHBoc NHBoc




WO 2015/087857 87 PCT/JP2014/082511

[0232] IR2THELhAt—TFI N—-[4—-[4—-[7—[[IN, N —&E
A (t=FRETHILRZNL) AVNSLAIRAN] PRI ATFIL— (2
——bO7zZIV) RAWKRZI=F /] ThFIV]I RVEVAILRFDA
IRAN] AN XA—=K (0. 85¢g) ZF7Er=bMYI (EmL) [TIAHR
L&, kBEAYD L (0. 419) ., FA7x/—J)L (0. 33g) %
WL, ERT1 SIEBIHLARIC, RISBEEEBEELL, BEEYY
ATWVASLYVAR NI ST 4 —THREL, XKBILLEY (LEYES: 4.
0. 649) &1,

[0233] Zf&Ef4 0—2
t—7FI N—[4—[4—[7—[IN, NN —EX (t=TrFTH
WARZII) ANLZIRAN] FI/]IANTFIL—- (2—-=bOT7zZ))
AWEKRZIV=TI/] ThFIV]I RVEVAILKRFIA I RAI] ALK
— hDERK

[0234] [1£52]

NH

BocHN + Nsw N “NHBoc
O/\/\/Br H H

NH

BocHN J\@\ Ns H NHB
\/\/\/\/
0 NN T oC

NBoc

[0235] t—7FIN ((4— (4—TJOFETbFY) 72zZ)) (43 /) AF
W) A AX—K (0. 419g) & Ehl40IRR1 T/LNEL —TF
W N=[ (t=FhrFYhHLRZWTI/) - [7T-[(2-=bO7Tzx
=) RWEKRZWNTIIIANTFLTII] AFLU] A Xx—K (0.
56g) EAFIFILLTIR (3mL) ITBMBELE, REEHY DL (O
179) ZMATEERTT 7TRKER® L, VATV AZL7OT NS
Z74—ICLYBHL, RELLEY (LEMES:40. 0. 689g) =75

720
THNMR (CDC Iy :1, 22—1. 25 (m, 6H) , 1. 47—1,
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55 (m, 31H) ., 1. 68—1, 75 (m, 4H) ., 3. 24-3, 3
5 (m, 6H), 3. 97 (m, 2H) . 6. 85 (d, 2H) ., 7. 59
—7. 65 (m, 3H) . 7. 84 (d, 2H) ., 7. 99 (s, TH) .
[0236] &Rk 6
(T#1) 4— (4, 5—-eRO-TH—AIFY—IL—2—-49J)) Tz
J—=ILDERK
[0237] [1£53]

on OH
P
NC Q/

NH

[0238] 4 —bEFrROFIARVYYZRYIL (1. 5g) 2IFLVIT7IY (15m
L) IS, EETARME=)Y (1. 689g) #NMAk,. RINEEY
Z120CICHFEREL. BIET—IRE#RLL, RIVEEWEZEESE THiNE.
Kemz., i LRz 2ML. fELEWE2. 029 (EEH) BL

"THNMR (CDC1l;) :3. 55—3. 62 (m, 4H) ., 6. 71 (d
, 2H) . 7. 61 (d, 2H) .

[0239] (T#2) t—7FI 2— (4A—t—TbFTALRZLAF>T7zZ)
) —4, 5=y ROS4IFY—IL—1-ALKRFIL—MDEK

[0240] [1554]

OH OBoc

N — N
NH </NBoc
[0241] IR1THESNhiE4— (4, 5—YeRO-TH—-I¥FY—-IL—2—41
W) 77— (1g) B#IXAFILEILLTIR (10mL) ITRBEIH
ERTMIIFLFTIY (1. 879) . V-t —TFIIH—RR—bF (
3. 36g) #mMA. RIBT—ME®R LA, RIGEEMICKEZMA, /700
RILLTHE Lz, BREBEEAKRET N VLTREL. 2B%. BEE
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MWL, BOoNLEEEZS)ATFNAZL7OT T 714—ICLYBEL
. ®KELEWME2. 00g (IXNX89. 7%) B,
'"THNMR (CDC 1, :1. 27 (s, 9H) ., 1. 56 (s, 9H) .
3. 92—4, 02 (m, 4H) ., 7. 18 (d, 2H) ., 7. 52 (d,
2H) .

[0242] (I#3) t—7FI 2— (4—bROF>T7x=)) —4, 5—YER
O4I4Y—IL—1—-hILRFEIL—bDOERK

[0243] [1t55]

OBoc OH

N Nx
Q/NBoc </NBoc

[0244] TR2THRLNIt—TFI 2— (4—t—TrF2HLRZITFY
Jx=)) —4, 5—=YeRAMIFY—IL—1-AILRFEIL—b (2.
00g) ZX4/—J)b (15mL) ITAEIHE. ERET1 0%KEt+ MY
TLKAR (TmL) ZMMAk, RIBETA4EERREIE. RIGEEWERE
RME LT, BONALEBICKEZMA., I FIL THE L, BBEZEK
WM, MO LTEEL., 21B%. BEREL. SOoNEBREEZY ) AT
ASLVARNTZ 74 —ICLYBRL, RELEWME8256mg (IXXKS
7. 3%) "

"THNMR (CDC Iy :1. 31 (s, 9H) . 3. 91 (ddd, 2H
). 3. 98 (ddd, 2H) ., 6. 65 (d, 2H) . 7. 32 (d, 2
H) .

[0245] (TI#4) t—7F)I 2—-[4— (4—-7JOFET+FY) 7z=Z)0] —4

, 5=Ye RO IFY—=IL—1-HALEFIL—rDER

[0246] [{b56]
OH O\/\/\Br
</NBoc <,

NBoc
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[0247]

[0248]

[0249]

[0250]

[0251]

IR3ITELNALt—TFI 2— (4—kRkOF>T7zZ)) —4, 5
—JeROMIFY—I—1—-ALEEIL—K (300g) I AFIK
JWLTIR (5mL) IOARIHE, OCTKERILELFINIDA (52mg) %
MAf. BRETI159ER%E. 1, 6—-270F749> (1. 23g) &=m
Al RINEEWMZZERFTHREL. AETOSRKERBER L, RIGKEEMIC
KeEMZ, HERTFII THHE L, BEREZEKREF M) D LTEREL.
2%k, RERWELL, SONLEEZLVATNASLIOQATNT ST 4
—ICLYRBRL., KELEME493mg (BEEM) B,

"THNMR (CDC ;) :1. 32 (s, 9H) . 1. 90—1., 98 (m
, 2H) . 2. 12—=2, 04 (m, 2H) ., 3. 49 (t, 2H) . 3.
91 (ddd, 2H) ., 4. 00—3. 95 (m, 2H), 4. 02 (t,
2H) . 6. 86 (d, 2H) . 7. 47 (d, 2H) .
aE 7
t—7FI 2—-[4— (4—-TJOFETbFY) 7zZ)0] —4, 56—k
ROA Y —=Ib—1—-ALKRFTL—FDEK

[1657]
O\/\/\Br
AT
E/NBoc
4— (4, 5—YerRO—-TH—Aa3I4FY—I—2—9J)) 7x/)—)%

AWM E, GRBI6 &AKRIC L TRELEMERFT.

"HNMR (CDC I3 :1. 16 (s, 9H) . 1. 89-2. 00 (m
, 2H) . 2. 04—-2. 12 (m, 2H) . 3. 49 (t, 2H) . 3.
59 (t, 2H) . 3. 69 (t, 2H) . 4. 02 (t, 2H) . 6. 8
7 (d, 2H) . 7. 42 (d, 2H) .

XRHEfl4 1~45

BEHI6. 7TTELNAEEYWERWVWT, EEH2. 3. 40 EAKOF

EICT AREBPICHRZEEDEER LIc, BN LIEEHO—BICDOWT,
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FDEBEARICRNT,
[0252] [%:36]
o e NMR
o e "HNMR(CD;0D) 1.40-1.45 (m, 6H), 1.60-1.85 (m, 2H),
41 i gy 1.69-1.75 (m, 2H), 1.89-1.99 (m, 4H), 2.99-3.04 (m, 2H), 3.06-
N 3Hc 3.14 (m, 2H), 3.17 (t. 2H), 4.06 (s, 4H), 4.14-4.20 (m, 2H), 7.16
NH (d, 2H), 7.83 (d, 2H).
NBoc

"HNMR(CDCI,) 1.31 (s, 9H), 1.32-1.35 (m, 6H), 1.49 G,
42 Nﬂ N N 18H), 1.55-1.60 (m, 2H), 1.64-1.70 (m, 2H), 1.79-1.88 (m, 2H),
s 2.60 (t, 2H), 2.67 (¢, 2H), 3.34-3.42 (m, 2H), 3.90-3.94 (m, 2H),
NBoo 3.95-4.01 (m, 4H), 6.85 (d, 2H), 7.47 (d, 2H).

NH "HNMR(CD;OD) 1.38-1.48 (m, 6H), 1.56-1.66 (m, 2H),
43 OSSN N, [1.68-1.80 (m, 2H), 1.88-1.96 (m, 4H), 2.06-2.14 (m, 2H), 3.00-
Ns aHel 3,04 (m, 2H), 3.06-3.14 (m, 2H), 3.16-3.22 (m, 2H), 3.55-3.60
Ch (m, 4H), 4.14 (dd, 2H), 7.12 (d, 2H), 7.66 (d, 2H).
foee "HNMR (CDCI;) 1.14-1.16 (m, 8H), 1.48-1.52 (m, 18H), 1.60-
44 O NN e 1.76 (m, 13H), 1.80-1.84 (m, 2H), 1.88-1.96 (m, 2H), 2.61 (¢,
Ny 2H), 2.69 (t, 2H), 3.40 (dd, 2H), 3.59 (t, 2H), 3.69 (t, 2H), 3.99
QNBW (t, 2H), 6.85 (d, 2H), 7.41 (d, 2H).
o e "HNMR (CDCl) 1.15-1.18 (m, 8H), 1.48-1.52 (m, 18H), 1.56-
45 TSN B0 1.60 (m, 11H), 1.70-1.82 (m, 4H), 1.88-1.96 (m, 2H), 3.28 (t,
LN: OZSD 2H), 3.34-3.40 (m, 4H), 3.59 (t, 2H), 3.69 (t, 2H), 3.96 (d, 2H),
NBoc o 6.82 (d, 2H), 7.41 (d, 2H), 7.60~7.72 (m, 3H), 8.01 (dd, 1H).

[0253] &PBocld., t =7 hFUHILRZJEEERT B,

[0254] EHEf4 6
(ZFR1) Ry 4— (44— (N— (t =T MFTHIRZI) BILISA
IRAN) J2/FY) TH/I—MDEK

[0255] [1£58]

0

BochN - BocHN\[(©/ /\©

NH NH

[0256] t—7FIN ((4—bROFTTzZI) (1X/) AFIL) AILINA—
(1. 2g) Z7ErZbYIL (15mL) ITEBLEEIC. XVUL
4—-7JOEJH/T—h (1. 49) BLVRELY VL (0. 839) %
MMA7z. 6 0CTIOREBIHLARIC. 2B%1TV. BAEEZBEEELE,
BBEESVATINASLI)OR NS 74 —TREL, KELEW (1. 7
g) =57,

"THNMR (CDC ;) :1. 54 (s, 9H) ., 2. 13 (m, 2H) , 2
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57 (t, 2H) . 4. 03 (t, 2H) . 5. 12 (s, 2H) . 6.
86 (d, 2H) ., 7. 34 (m, BH) . 7. 81 (d, 2H) .
[0257] (I#2) 4— (4— (N= (t =T FTHINKRZIL) ALNSLZI RS
) T /FY) THVEE
[0258] [1£59]

0]

O\/\/u\o O _~_-COOH
BocHNw/©/ /\© BOCHN\H/O

NH NH

[0259] TR 1 TRLNLRVYII 4— (4— (N= (t =T hFTHILKRZI) KB
WINRAIRAN) 722/FY) TH9/T—b0 (1. 79g) #BBIFIL (2
OmL) ICRMELARBIC. 10%/1 35V 6h—KRY (0. 29) #MAk
o KRFEKTELT, BET—BRBHRLARIC, 254~ (BHEIEZE:C
elite Corporation®) T?E% L, BELZRBEBELLRIC. BEEZ Y
ATNAS LT MNTS5T74—THREL. RELEW (1. 49) %2EL
THNMR (CDC1;) :1. 44 (s, 9H) . 1. 94 (m, 2H) . 2

39 (t, 2H) . 4. 05 (t, 2H) . 6. 99 (d, 2H) . 7.
93 (d, 2H) .

[0260] (T#3) t—7F)I N—-[4—[4—[7—[IN, N —EZX (t—
TRESAHIRZI) AIVRAIRANL] PRIIANTFLTI/)] —4—
FFY-TRFV]I RVEVAIRFSA I RAI] AN A—NDERK

[0261] [1160]

NH NH

BOCHN)K©\ BOCHNKQ\ “ H NHBoc
NN TN
0" ""co,H oY T

(o] NBoc

[0262] IfR2THEGNFEL4— (44— (N— (t—T b F2HILERZI) AILNA
SRAN) 72 /FY) THVEE (0. 32g) HVAFIFHILLTIR (
SmL) IBELERIC. a4y 7aNLTFILT7ZIY (0. 15g) & {
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[0263]

[0264]

[0265]

[0266]

[0267]

{lL(1—27/—2—IMFP—-2—FFVYIFYTYV) 7I/] FF>
} —A—FIWKRD)IAFLVY FXAFITFUVEZDLAFYIILA0OY AR
1# (0. 479) &t—TFIN N—-[(7T—-FII/IANTFLTZ/) — (
t—ThFVANRZWLTI/) AFLV] AIIRA—=F (0. 419) %
MAitc, BRICTIBERBRLARIC. PEERBEZEELL, BEBEVY S
FIWVAZLIAT NI ST 4 —THREL, RBLEYW LEWMES: 47,
0. 38g) =5,

Ehefl4 7

4— (A—ANNAZIRANT /) FY) —N= (T=FJF7=V/)~NTFIL
) 7H VT IR 2BBIEOEK

[1£61]
o] NBoc
BocHN 0 NH
NH WK@/O\/\/U\N/\/\/\/\N/U\NHZ
H H
H,N
2HCI
NH
Ehehl4 6 ELNt—TFIN N—[4—[4—[7—[IN, N’

—ER (t =T rE2HIKRZN) AWNLAZIRAN] T/ ANTFILT
)] 4 —FFYV-TRFV]IRVEVALMRFIAZIRAI] ALK
—hk (0. 389g) Z2¥/00X%Y (EmL) (THEBELT, M7 zx0O
BEER (1. 5mL) #iAk, BRET—BRERLALRBIC. BEARES
Lice X%/ —Jb (3mL) | IBIEKR (4MIFFH VAR 3mL) %
Mi. BRT2. SEEBRLARIC. PEEBEBEETZIET. REL
&Y (tehBES : 46, 0. 259g) %5587k,

Ehefl4 8, 49

Ehefl4 6. 47 EAROFERICT, ARPBICHFEZELEMEEK L. &
L EMD—EICDOWT, ZOEEERICRT,
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[$=37]
_1%_%% i NMRT—#4
oVAViW\/\/\/WNzH "HNMR(CDZOD) 1.30-1.38 (m, 6H), 1.50~1.60 (m, 4H), 2.30
46 HZN\"/@/ H AT (br, 2H), 2.50 (m, 2H), 3.14-3.25 (m, 4H), 4.12 (t, 2H), 7.1 (d,
X, 2Hel 2H), 7.78 (d, 2H).
[} NBoc

[0268]
[0269]

[0270]

[0271]

o\/\)LN/\/\/\/\N
47 BocHN\NQ H H

"THNMR(CDCIig) 1.23-1.28 (m, 6H), 1.48-1.56 (m, 31H), 2.13
(m, 2H), 2.37 (m, 2H), 3.21 (m, 2H), 3.32 (m, 2H), 4.03 {m, 2H),
6.89 (d, 2H), 7.89 (d, 2H).

H
O\/\/LkN/\/\/\/\/N NH3
48 HzNj(Q/ N T

"HNMR(CDZ0D) 1.28-1.38 (m, 8H), 1.49-1.57 (m, 4H), 2.11
(m, 2H), 2.43 (m, 2H), 3.17-3.20 (m, 4H), 4.13 (t, 2H), 7.13 (d,
2H), 7.79 (d, 2H).

H
o\/\)LN/\/\/\/\/N NHBoc
49 EocHNp H NBoc

"HNMR(CDCl3) 1.23-1.30 (m, 8H), 1.48-1.62 (m, 31H), 2.12
(m, 2H), 2.36 (m, 2H), 3.23 (m, 2H), 3.33 (m, 2H), 4.23 (m, 2H),
6.88 (d, 2H), 7.84 (d, 2H).

XKFEBocli,
EHERFIS O

t—7FN N—-[4—-[4—- [7PEFIL-[7- [IN, N’

t =T hFVANRZNVEZRKRT 5,

—EX2 (

t =T MEFTAHILRZI) AINAIRAN] PII]IANTFIL] 72X /]
ThFIV]IRVEVAILERFIAIRAI] AILIX—KDERK

[1£62]

H H
(o] N N NHBoc
Y .
BocHN NBoc
NH

H

OY
(o] N N NHBoc
Y
BocHN NBoc
NH

EHEFI4 0TRITELNEt —TFI N—[4—[4—[7— [ [N

, N’

—EX (t =T hE2HILARZII) AIWNRAZIRAN] 7] AT

FIVTI/)] ThEFIV]IRVEVAHIVKRFIA I RAIIL] AILRA—=K (1
O0mg) #¥/00X%Y (3mL) ICE@AIE, EBTMNIIFILTSI
v (39mg) . EKEEE (16mg) ZMA. RURT3IFARERLE, R
INEEWICKZMAZ, 700KRILVATHE LE, BREZEKMEFNYD
LTEIEL. 21B%. BEREL. SonBEEZY VATV AZ LAY
NS T74—IC&YBEL. REBLEY LEWES :51) Z290mg (
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IN%E8 5,

7%) &1

[0272] =#EHI51~53
EHeH 5 0B LVEREF 3 EBBEDFRICT, AFEBICKRDIIELEMEER
L7ze B LEIEEMD—EBICDOWT., FOEBEARICTT,

[0273] [£R38]
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3]
| B

i

NMRF—#4

50

N™ "NH;
H 2

AN /go 2HCH

NH

"THNMR(CD;0D) 1.28-1.44 (m, 6H), 1.52-1.68 (m, 4H),

1.72-1.90 (m, 4H), 2.1 (s, 3H), 3.12-3.20 (m, 2H), 3.34-3.39
(m, 2H), 3.39-3.46 (m, 2H), 4.13 (tt, 2H), 7.13 (dd, 2H), 7.78
(dd, 2H).

51

NBoc

RPN NN NN
BocHN Ao A

NH

"HNMR(CDCI;) 1.24-1.36 (m, 6H), 1.49-1.58 (m, 31H),
1.69-1.86 (m, 4H), 2.08 (s, 3H), 3.19-3.24 (m, 2H), 3.28-3.34
(m, 2H), 3.35-3.42 (m, 2H), 4.00-4.06 (m, 2H), 6.90 (dd, 2H),
7.86 (dd, 2H).

52

NH

o\/\/\N/\N\/\HJ\NHz
HN ©/g0 2HC!

NH

THNMR(CD30D)1.08-1.20 (m, 4H), 1.25-1.30 (m, 2H),
1.38-1.52 (m, 4H), 1.54-1.66 (m, 4H), 1.70-1.78 (m, 2H), 1.86-
1.95 (m, 2H), 3.10-3.20 (m, 2H), 3.52-3.62 (m, 2H), 3.86-3.93
(m., 1H), 4.16-4.21 (m, 1H), 7.02 (d, 2H), 7.14 (d, 2H), 7.33-7.40
(m, 4H), 7.44-7.48 (m, 1H), 7.75-7.80 (m, 2H).

53

"THNMR(CDCIg) 1.15-1.25 (m, 2H), 1.34-1.40 (m, 2H), 1.50—
1.60 (m, 33H), 1.63~1.70 (m, 2H), 1.83-1.93 (m, 2H), 3.15-3.25
(m, 3H), 3.25-3.61 (m, 2H), 3.80-3.90 (m, 1H), 4.05-4.13 (m,
1H), 6.76~6.98 (m, 2H), 7.34-7.42 (m, 4H), 7.84-7.90 (m, 2H),
8.23-8.35 (m, 1H).

[0274]
[0275]

XKFEBocli,
EheH 5 4
t—7FI N—[4—[4—[7— [N, N’

t =T hFVANRZNVEZRKRT 5,

—EX (t—=ThrFTH

JWRZIV) ANWNAZIRAN] PIIIANTFIL—AFI-TFTI/)] Th+
VI RVEVHAIRFIAZIRAI] AL A—=RNDERK

[0276] [1t63]

Me
H H | H
(o} N N NHBoc 0 N N NHBoc
BocHN NBoc BocHN NBoc
NH NH

[0277]
, N

EEFl4 OTRITELNEt —TFIL
—EX (t =T hE2HILARZII) AIWNRAZIRAN] 7] AT

N—[4—-[4—-[7—-T[IN

FINTI)] ThFV]IRIEVAILRFIAZIRAI] AR A=K (2
24mg) #¥00X4Y (5mL) ISBEIE, OCTHRILTY VEK
(10mg) #MAl,. BRFTHRELALE. RETIRBEE®RLE, 0C
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[0278]

[0279]

[0280]
[0281]

[0282]

[0283]
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FTHEIMLELR. BRETTYEMNFVKFLERVFEFNIDL (178mg)
EMATc, BRFTHEERELAR. 6RKERHLL, RINESWICKEZMA.
HEE T FI)LCHIE L7c, BREZEKIREES M D LTEREL, 58%. H
ERiELc, BBEZY VATV AZLIOTMTIS 74 —THRE L. RE(L
&Y (ke &ES :55) #119mg (X522, 2%) B,

EHEFIS 5~5 7

EHH 5 4 HLOERF 3 EBBEOFRICT, ARERICKRDIIELEMEER
L7ze B LEIEEMD—EBICDOWT., FOEBEARICTT,

[£R39]
EE] ; -
a5 Wi NMRT—4%
OV,\,W,\,\,\/WﬂlH THNMR (CD40D) 1,40-1.45 (m, 6H), 1.56-1.64 (m, 2H),
54 ”Hg:T &, Ho T2 [1.72-1.84 (m, 2H), 1.90~2.02 (m, 4H), 2.88 (s, 3H), 3.16-3.24
T aHel (m, 4H), 4.17 (dd, 2H), 7.15 (d. 2H), 7.79 (d, 2H).
NBoc THNMR(CDCl3)1.22-1.36 (m, 6H), 1.40~1.46 (m, 2H), 1.47-
55 Oy~~~ Ao 152 (m, 29H), 1.61-1.68 (m, 2H), 1.78-1.85 (m, 2H), 2.21 (s,
Mm)g & H 3H), 2.30 (t, 2H), 2.38 (t, 2H). 3.36 (dd, 2H), 4.02 (t, 2H), 6.92
T (d, 2H), 7.84 (d, 2H).
NH 1
o HNMR (CD30D)1.40-1.50 {m, 6H), 1.56-1.66 (m, 2H),
56 HNjr[::ro‘/\v/\“/\“A"A”/\n NHz |4 76-1.90 (m, 2H), 1.92-2.00 (m, 2H), 2.00-2.12 (m, 2H), 2.81
2 \ 4HC (s, 3H), 3.19 (t, 2H), 3.30-3.40 (m, 4H), 3.54-3.62 (m, 4H), 4.20
NH BN (t, 2H), 7.16 (d, 2H), 7.80 (d, 2H).
e e e "HNMR(CDCly) 1.22-1.34 (m, 6H), 1.44-1.56 (m, 42H),
57 . N R 1.76-1.86 (m, 2H), 2.41 (. 2H), 2.46-2.60 (m, 4H), 2.87 (s, 3H),
BocH 3.20-3.30 (m, 2H), 3.34-3.42 (m, 2H), 4.01 (t, 2H), 6.90 (d, 2H),
NH BocN., 7.85 (d, 2H).
KFBoclk, t—TMFTAHAILRZILEEERT S,
AR5 8
(TF1) 4— (44— ((t=TFUIAFLIYVIL) TF) ThF)
—3—0aRVYYVZ MY ILDERK
[1k64]

NC Cl NC Cl
omBs 5 I

F

4— ((t=TFILIXFILIYII) X)) THVY—1—F—)L (4.

59) AIAFILIRILALATIR (60mL) ISBRERLEEIC,

O CTK&HE{t
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[0284]

[0285]

[0286]

FhYUDL (0. 96g) #MMA, 300EME. 3—/s00-4-7)
AORYYV =AY (3. 1g) ZMAT, ERT1 SKEBIH L, 8
BT VEZVLKBEREMA TRIGZIZIE LIS, FFERT FILTHIE L
oo BMBERBLAERIC. YUATFIVASLIORNI ST 1 —THREL
. KELEY (3. 09) &HBL,
"THNMR (CDC ;) : 0. 040 (s, 6H) ., 0. 88 (s, 9H) .
1. 71 (m, 2H) . 1. 93 (m, 2H) . 3. 69 (t, 2H) , 4
11 (t, 2H) ., 6. 94 (d, TH) . 7. 51 (d, 1H) ., 7.
64 (s, TH) .
(T#82) t—7FIL ((3—/OO0—4— (4—-keROF> T hFY)
Jxz)) (AX7) AFI) AKX —MDERK

[1565]
NH
NC\@Cl BocHN Cl
0/\/\/OTBS o/\/\/OH
ITR1ICTEoNAELd — (44— ((t—=TFILIAFILIDVYI) TF2)

Th¥Y) =3-—/0ORVY=KMJJ (3. 3g) 27z ROT75Y
(20mL) ICBMLT, BRTYFULDA4Y7OELTIR (1. 3M
ThSeEROT7SVAK. 10mL) ZET LA, 1 9KERB®RE. =RIC
TYUFOLYAY7AOELTIR (1, SAMFTrSEROZS VAR, 5m
L) Z@T LT, 2 1REBH L. RIGBKRICEILKE (AMIFFH
Bk, 20mL) . X4/ —20mLAEMATI., SEEEBHLL, BE
BELLEBRBEVAFILRIVLTIRN (20mL) ITAEBLAEZIC. MU
FILTIY (5. 0g) . VY—t—TFILTAh—FRx—K (3. 29g) &FK
mU7, Z=RT3. SEEBIHLARIC. KEMATHERIFILTHELE
o BMBORBEEREBE LRIV ANV ASLIAR NI ST 4 —T
L, RELEY (1. 19) 287k,

"THNMR (CDC 13 :1. 52 (s, 9H), 1. 78 (m, 2H) .
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[0287]

[0288]

[0289]

[0290]

[0291]

[0292]

1. 95 (m, 2H) ., 4. 73 (m, 2H) . 4. 09 (m, 2H) .
6. 88 (d, TH)., 7. 73 (d, 1TH). 7. 92 (s, 1H).
a9
(I#1) t—7F) ((3—-7AE—-4—-bRrROx> 7z=l) (43
J) AFI) ANNRA—KDER
[1£66]

NH
NC Br Br
\©i —>  BocHN
OH OH

3—7O0FE—-4—-bROFIRVYYZRM)J (5. 2g) X5 /—I (
60mL) ICARELE. OCICTRBARERIAAL, —BRE®HLEL
BICAEABEZE LB, X9 /=)L (30mL) . PYEZT (TMX
4 =B, 15mL) £MAT4 SEREBIELE, BAEEHREZEELE
BIC, DAXAFIHRILTIR (60mL) ZMATHSLMN)IFILTIYV (
7. 99) . V—t—TFLIA—KRRx—b (14, 29) ZFMNLE, E
BICT—BEREBIR LRI 1 0%KEEF N DLKEREZMA T, 38
EE#H L, BRI FILCHHE. BREZREL. RELEYW (4. 49
) BB,

'"THNMR (CDC ;) :1. 50 (s, 9H) . 7. 10 (d, TH) .
7. 62 (d, TH) ., 7. 98 (s, TH).

(ITR2) t—7FI ((3—7OFE—4— (4—7OF7ThxY) 7z
ZI) (A4X/) AFI) AIIINA—]
[1667]
NH NH
BocHN/ﬂ\T:::I:Br _ BocHN/ﬂ\I:::I:Br
OH O/\/\/Br
ITRERI1TESNAEt—7FIL ((3—7O0F—4—-bcROx>7xzz)L

) (4X/) XFI) AIWNA—=K (4, 49g) Z7Eb=rJJI (50m
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L) IGBBLARIC. 1, 4—270F749Y (9. 1g) . RKEBAYDIL
(2. 39g) Z#MAfk, 6 0CTSRMBHRICET A N (BEREE : Celit
e Corporation®) THB% LT, AEZREBEELL, BEBEEYATILA
SLOYNTZ74—TREL. RELEY (2. 29) %25k,
THNMR (CDC ;) :1. 44 (s, 9H) . 2. 03 (m, 2H) .,
2. 12 (m, 2H) . 3. 52 (t, 2H), 4. 10 (m, 2H) . 6
. 86 (d, TH), 7. 78 (d, 1TH)., 8. 09 (s, TH) .
[0293] &Rkfil1 0
(T321) 3—-70F—4— (44— ( (t =TFLIAFILIYIL) FF¥
) ThFY) RYVZMN)IILDOER
[0294] [1£68]

NC\©iBr NC'\©[BF
oTBS
F O/\/\/

[0295] 4 — ((t—TFILIAFILIII) FTFY) THY—1—-F—)L (2.
0g) #7h>EROT75Y (30mL) ICARLE%EIC, OCTKERLSF
)L (0. 48g) #MMxtz, 309@B#E. 3—JO0FE—4—-7)LF
AORYYZRYJI (2. 2g) AT, BRTAREEBH UL, BHNEL
TFUEZDLKBREMA TRIGEELE LRI, BFBETFILTHIE L,
EMBEARBLAR. BONAEREBEESYAFLASLIOX NS ST 14—
THREL. XKELEW (3. 49) 2B,

"THNMR (CDC ;) :0. 040 (s, 6H), 0. 88 (s, 9H)
1. 72 (m, 2H) . 1. 93 (m, 2H) ., 3. 69 (t, 2H) .
4, 11 (t, 2H), 6. 89 (d, 1H). 7. 55 (d, 1H) ., 7
.81 (s, 1TH) .

[0296] (T#E2) 4— (4— ((t —=TFIIAFILIIUIL) TFY) ThFY)
—3—AFIRVYYIZMN)IILDERK

[0297]
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[0298]

[0299]

[0300]

[0301]

[0302]

[1£69]

U ——
O/\/\/OTBS O/\/\/OTBS

TRITELNESI—TOE—4— (44— ((t—=TFLIAFILIYI
) AFY) ThFY) RUYVZMYJ (3. 3g) #204FHY (25mL
) K (BmL) ITEMBULAERIC. REBAYDL (1. 49) . MIXFI
AROF>Y (1. 6g) . FhIFRA (MYTZZWEKRRT 1Y) 18597
L (0) (0. 50g) #MAT, 24EMBERLBRICHEBRIFILCT
HH Uz, BRBARBRICVVATIVASLIOR NI ST 1 —THREL
. KELEY (2. 49) 518715,

'"THNMR (CDC ;) :0. 040 (s, 6H), 0. 88 (s, 9H)

1. 71 (m, 2H) . 1. 88 (m, 2H) . 2. 20 (s, 3H) .
3. 67 (t, 2H) . 4. 03 (t, 2H), 6. 81 (d, 1TH) . 7
. 39 (s, TH)., 7. 45 (d, 1TH) .

(IR3) t—7FNL ((4— (4—EROFTVTrFY) =3 —XFI
JxzzZ) (AX/) XFI) AILNA—MDERK
[1E70]

NH

BocHN
o A~~_-OH

TR2THELNEd— (4= ((t=TFILIXFLIYIL) X)) T
NES) =3 —AFILRVYYZ M) ILERWT, ERHI8S T2 EEKDF
EICT, RBILEMWEEK L,

"THNMR (CDC ;) :1. 54 (s, 9H) . 1. 77 (m, 2H) .
1. 91 (m, 2H) . 2. 22 (s, 3H). 3. 72 (m, 2H) . 4
. 03 (t, 2H) . 6. 79 (d, TH) ., 7. 66 (d, 1H) ., 7.
69 (s, TH) .

EEBIT T
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(TF1) 4— (4— ((t=TFILIAFILIIIN) FF2) ThF)
—3—-7)AaRVYVZMN)IILDOER
[0303] [1671]

T — O
TBS
F O/\/\/O

[0304] 4 — ((t—TFILIAFLIII) FTFY) THY—1—-F—)L (4.
5g) EUVAFIRILLTIRN (60mL) IBEMBLEEIC, OCTKEL
FRUDL (0. 96¢g) HMAi, 300M@#E. 3, 4—YoiA4aon
YYVZRYN (2. 8g) ZMAT, BERT1 SEHEMBIH L, SLHIELT
VEZULKBREMATRGZFELARZIC, BB FILTHELE, B
BEERBLARIC. BBEEYVASNASLIOINTS 7 4 —THREEL
. ®KELEY (3. 69g) #18k,

'"THNMR (CDC ;) :0. 040 (s, 6H), 0. 88 (s, 9H)
1, 69 (m, 2H) . 1. 91 (m, 2H) , 3. 68 (t, 2H) .
4. 11 (t, 2H) . 6. 99 (m, TH), 7. 33 (m, 1TH) . 7
. 38 (d, TH).

[0305] (T#22) t—7FN ((3—7)A40-4— (4—bROFVTIFY
) 7x=) (AX/) XFI) AILINA—=F

[0306] [1572]

NH

BocHNJ\@ F

[0307] TIR1THELGNALEI— (4— ((t—TFLIAFILIYI) FF2) T
NE¥Y) =3 —704aRVYVZRM)IIERVWT, A8 TE2 FAKD
FEICT. RBEEMEEK L .

"THNMR (CDC ;) :1. 52 (s, 9H) ., 1. 75 (m, 2H) .
1. 93 (m, 2H) ., 3. 71 (t, 2H) ., 4. 09 (t, 2H) . 6
94 (m, TH), 7. 59 (m, TH), 7. 65 (d, TH) .
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[0308] &mxfl1 2
(IF1) 4— (4— ((t—=TFLIAFILDIIN) F2) ThFY)
—3—AMFIRVYZRMNYILDERK

[0309] [1£73]

NC OMe NC OMe
oTBS — .

H

[0310] 4—-EROFL—3—ARFIRVYYZIYJ (1. 49g) . 4— ((
t—=TFILITAFILDIIN) FFY) TH—1—-F—)L (2. 29) &7
hSERFOTZ5Y (30mL) ITBEBELAERIC, OCICTHAY) 7zZL7 %
274 (3. 99) . JIFILFPVYIAILKRFLL—bF (2. 2MbILI
VAR, 7. 5mL) AL, BEICTEELRE. BEEBESEL
foo BBEVVATIVASLYIOAR NI ST 1 —THREL. XELED (3
. 39g) &,

'"HNMR (CDC ;) :0. 033 (s, 6H). 0. 87 (s, 9H)
1, 67 (m, 2H) . 1. 92 (m, 2H), 3. 67 (t, 2H) .,
3. 86 (s, 3H). 4., 08 (t, 2H), 6. 87 (d, 1TH) . 7
. 05 (s, TH), 7. 23 (d, 1TH) .

[0311] (T#22) t—7FI ((4— (4—bEROFPTRFY) —3—X I FD
ZxZ)V) (X)) XFIN) AILISX—=}

[0312] [1£74]

NH

BocHNJ\@OMe
O/\/\/OH

[0313] IR1THELGNELI— (4— ((t—TFLNIAFILIYI) FF) T
NEY) =3 XA RMFEIRVYZRMN)IERVWT, A8 TE2 EFAKD
FEICT. RBEEMEEK L .

"THNMR (CDC ;) :1. 53 (s, 9H) . 1. 75 (m, 2H) .
1. 95 (m, 2H) ., 3. 72 (m, 2H) ., 3. 91 (s, 3H) . 4
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. 07 (m, 2H) ., 6. 83 (d, 1TH). 7. 32 (d, 1H) ., 7.
47 (s, 1H).

[0314] EJEHI6 8~8 6
BRBI8~12THELNAILEMREERBL., EHEM4L0F/LIEF40-2
EEBRDFHICT. AREBICHRIEEMEER L, &R LSOOI
IKDWT, ZOEIEZRICTT,

[0315]
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[0316]

[5=40]
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tah
| &%

NMRF—4

58

"THNMR(CD4;0D) 1.38-1.46 (m, 6H), 1.60 (m, 2H), 1.73 (m,
2H), 1.93-2.00 (m, 4H), 3.02 (m, 2H), 3.12-3.20 (m, 4H), 4.26
(br, 2H), 7.31 (d, 1H), 7.79 (d, 1H), 7.91 (s, 1H).

59

"HNMR(CDClj) 1.25-1.29 (m, 6H), 1.48-1.55 (m, 27H), 1.60~
1.89 (m, 8H), 2.64 (t, 2H), 2.73 (t, 2H), 3.35 (m, 2H), 4.08 (t,
2H), 6.94 (t, 1H), 7.60 (m, 1H), 7.65 (d, 1H).

60

"HNMR(CDCly) 1.13-1.20 (m, 6H), 1.50~1.56 (m, 31H), 1.78-
1.89 (m, 4H), 3.25-3.29 (m, 4H), 3.42 (m, 2H), 4.11 (m, 2H),
6.91 (d, 1H), 7.62-7.67 (m, 3H), 7.78 (d, 1H), 7.99-8.03 (m, 2H).

61

THNMR(CD50D) 1.38-1.46 (m, 8H), 1.60 (m, 2H), 1.72 (m,
2H), 1.92-2.00 (m, 4H), 3.01 (t, 2H), 3.12-3.18 (m, 4H), 4.26
(br, 2H), 7.31 (d, 1H), 7.79 (d, 1H), 7.91 (s, 1H).

62

1HNMR(CDCI3)I.25—-1.30 (m, 8H), 1.48-1.60 (m, 31H), 1.70
(m, 2H), 1.88 (m, 2H), 2.59 (¢, 2H), 2.69 (t, 2H), 3.37 (m, 2H),
4.08 (t, 2H), 6.90 (d, 1H), 7.73 (d, 1H), 7.94 (s, 1H).

63

"HNMR({CDCI;)1.13-1.20 (m, 8H), 1.47-1.56 (m, 31H), 1.78-
1.85 (m, 4H), 3.26-3.40 (m, 6H), 4.10 (m, 2H), 6.90 (d, 1H),
7.61-7.68 (m, 3H), 7.78 (d, 1H), 7.98-8.01 (m, 2H).

64

'"HNMR(CD;0D) 1.37-1.42 (m, 8H), 1,57-1.60 (m, 2H),
1.70-1.72 (m, 2H), 1.95-2.00 (m, 4H), 3.02 (m, 2H), 3.15-3.19
(m, 4H), 4.25 (br, 2H), 7.27 (d, 1H), 7.82 (d, 1H), 8.08 (s, 1H).

65

"HNMR(CDCI,)1.25-1.30 (m, 8H), 1.42-1,58 (m, 31H), 1.71
(m, 2H), 1.89 (m, 2H), 2.59 (t, 2H), 2.69 (t, 2H), 3.36 (m, 2H),
4.08 (m, 2H), 6.86 (d, 1H), 7.78 (d, 1H), 8.11 (s, 1H).

66

"HNMR(CD,0OD) 1.40-1.45 (m, 8H), 1.57-1.62 (m, 2H),
1.72-1.76 (m, 2H), 1.97-2.00 (m, 4H), 3.02 (br, 2H), 3.16-3.19
(m, 4H), 4.26 (br, 2H), 7.28 (d, 1H), 7.84 (d, 1H), 8.08 (s, TH).

87

THNMR(CDClg) 1.30-1.34 (m, 6H), 1.48-1.76 (m, 33H), 1.87
(m, 2H), 2.67 (¢, 2H), 2.75 (¢, 2H), 3.38 (m, 2H), 4.06 (¢, 2H),
7.20 (d, TH), 8.21 (s, 1H), 8.36 (d, 1H).

68

"HNMR(CD50D)1.40-1.44 (m, &H), 1.58 (m, 2H), 1.70 (m,
2H), 1.90-1.95 {m, 4H), 2.28 (s, 3H), 3.00 {t, 2H), 3.09 (m, 2H),
3.17 (t, 2H), 417 (m, 2H), 7.12 (d, 1H), 7.63 (s, 1H), 7.70 (d,
1H).

69

"HNMR(CDCI,) 1.26-1.32 (m, 8H), 1.48-1.60 (m, 31H), 1.70
(m, 2H), 1.91 (m, 2H), 2.62 (t, 2H), 2.71 (t, 2H), 3.37 (t, 2H),
3.94 (s, 3H), 4.07 (t, 2H), 6.87 (d, 1H), 7.37 (d, 1H), 7.50 (s,
1H).

70

"HNMR(CDCl;) 1.25-1.30 (m, 6H), 1.48-1.58 (m, 31H), 1.72~
1.83 (m, 4H), 2.20 (s, 3H), 3.25-3.38 (m, 6H), 3.98 (m, 2H), 6.78
(d, 1H), 7.59-7.73 (m, 5H), 7.99 (d, TH).

7

THNMR(CD50D) 1.35-1.40 (m, 8H), 1.56 (m, 2H), 1.68 (m,
2H), 1.92-1.95 (m, 4H), 2.28 (s, 3H), 2.99 (t, 2H), 3.08 (m, 2H),
3.13 (t, 2H), 413 (m, 2H), 7.10 (d, 1H), 7.62 (s, 1H), 7.67 (d.

72

1H).

"HNMR(CDCIg) 1.25-1.35 (m, 8H), 1.48-1.55 (m, 31H), 1.72
(m, 2H), 1.85 (m, 2H), 2.21 (s, 3H), 2.62 (t, 2H), 2.70 (t, 2H),
3.36 (m, 2H), 4.05 (t, 2H), 6.78 (d, 1H), 7.68 (d. TH), 7.71 (s,

1H)
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[0317] ®X# B o c i,
[0318] &1 3

105 PCT/JP2014/082511
[%41]
ibﬁé.ém s NMR7—%

H
O\/\/\N/\/W\/NYNHBDC
73 BocHN " ozéj@ NBoc
N
oN

THNMR(CDCl3) 1.25-1.29 (m, 8H), 1.48-1.58 (m, 31H),
1.75-1.82 (m, 4H), 2.19 (s, 3H), 3.25-3.38 (m, 6H), 3.99 (m,
2H), 6.78 (d, 1H), 7.61-7.73 (m, 5H), 7.99 (d, 1H).

1 0\/\/\”/‘\/‘\/\/\u)'l\m_12
HaN F 3HCI

"HNMR (CD50D) 1.40-1.45 (m, 8H), 1.62 (m, 2H), 1.73 (m,
2H), 1.90-1.99 (m, 4H), 3.02 {t, 2H), 3.12-3.20 (m, 4H), 4.25
(br, 2H).7.35 (¢, 1H), 7.63-7.67 (m, 2H).

0\/\/\N/\/\/\/\NJk
75 BGCHN)(@F N N

THNMR(CDClI;) 1.26-1.32 (m, 6H), 1.49-1.60 (m, 31H), 1.71
(m, 2H), 1.91 (m, 2H), 2.60 (t, 2H), 2.69 (t. 2H), 3. 39 (m, 2H),
4.10 (t, 2H), 6.92 (d, 1H), 7.77 (d, 1H), 7.96 (s, TH).

76 BocHN o8

"HNMR(CDCl,)1.18-1.25 (m, 6H), 1.48-1.58 (m, 31H), 1.75-
1.82 (m, 4H), 3.24-3.38 (m, 6H), 4.07 (m, 2H), 6.93 (t, 1H),
7.61-7.70 (m, 5H), 7.79 (d, TH).

SN NS T T e \n/NHz
1 HoN H NH
7 F 3HCI
M

THNMR(CD,0OD) 1.38-1.45 (m, BH), 1.80 (m, 2H), 1.71 (m,
2H), 1.90-1.99 (m, 4H), 3.01 (¢, 2H), 3.11-3.17 (m, 4H), 4.24
(br, 2H),7.33 (t, 1H), 7.63-7.67 (m, 2H).

H
0\/\/\N/\/\N\,N\H,NHBDC
78 BocHN. F H NBec

"HNMR(CDClI3)1.24-1.32 (m, 8H), 1.48-1.54 (m, 27H), 1.60-
1.72 (m, 6H), 1.88 (m, 2H), 2.60 (t, 2H), 2.68 (t, 2H), 3.35 (m,
2H), 4.07 (¢, 2H), 6.94 (t, 1H), 7.58 (m, 1H), 7.68 (d, TH).

79 BocHN 058 Neoc
ON

THNMR(CDCI3) 1.25-1.30 (m, 8H), 1.47-1.57 (m, 31H),
1.73-1.83 (m, 4H), 3.26-3.38 (m, 6H), 4.12 (m, 2H), 6.93 (t, 1H),
7.61-7.70 (m, 5H), 7.98 (d, 1H).

PPN §
N N “NHy
80 HaN H H

2 OMe 3HC!

THNMR(CDZ0D) 1.39-1.42 (m, 6H), 1.58 (m, 2H), 1.71 (m,
2H), 1.90-1.94 (m, 4H), 2.98 (m, 2H), 3.11~3.15 (m, 4H), 3.90
(s, 3H), 4.14 (m, 2H), 7.13 (d, 1H), 7.37 (s, 1H), 7.44 (d, TH).

NBoc

o\/\/\N/\/\/\/\NJ\
81 HbocN. H A
Me

NH

NHBoc

"HNMR(CDCl;) 1.26-1.32 (m, 6H), 1.49-1.62 (m, 31H), 1.71
(m, 2H), 1.90 (m, 2H), 2,63 (t, 2H), 2.72 (br, 2H), 3.38 (m, 2H),
3.94 (s, 3H), 4.08 (m, 2H), 6.87 (d, 1H), 7.37 (d, 1H), 7.51 (s,
1H).

O\/\/\N/\/\/\/\/N\n/NH2
H

HoN NH
82 ? OMe 3HCI

"HNMR(CDZ0D) 1.37-1.42 (m, 8H), 1.57 (m, 2H), 1.71 (m,
2H), 1.90-1.94 (m, 4H), 3.02 (m, 2H), 3.15-3.22 (m, 4H), 3.91
(s, 3H), 4.16 (m, 2H), 7.15 (d, TH), 7.39 (s, 1H), 7.45 (d, TH).

H
NN TN
O\/\/\N N T NHBoc
83 BocHN H NBoc
OMe

THNMR(CDCI;)1.26-1.32 (m, 8H), 1.49-1.60 (m, 31H), 1.70
(m, 2H), 1.91 (m, 2H), 2.62 (t, 2H), 2.71 (t, 2H), 3.37 (t, 2H),
3.94 (s, 3H), 4.07 (t, 2H), 6.87 (d, 1H), 7.37 (d, 1H), 7.50 (s,
1H).

By e AN

N N NH:

84 . H HO
? S 3HCI

THNMR(CD;0D) 1.40-1.46 (m, 6H), 1.61 (m, 2H), 1.74 (m,
2H), 1.99-2.05 (m, 4H), 3.04 (m, 2H), 3.15-3.20 (m, 4H), 4.35
(br, 2H), 7.45 (d, 1H) 8.09 (d, 1H), 8.16 (s, 1H).

85 OVV\N/\/\/\/\H)LNHBDC
BocHN H
N

THNMR(CDCl3)1.25-1.31 (m, 6H), 1.46-1.55 (m, 31H), 1.85
(m, 2H), 1.88 (m, 2H), 2.56 (t, 2H), 2.66 (t, 2H), 3.33 (m, 2H),
4,07 (m, 2H), 6.95 (d, 1H), 8.08 (d, 1H), B.14 (s, 1H).

)
BocHN 0,8,
NH o

THNMR(CDCI;) 1.15-1.20 (m, 6H), 1.48-1.57 (m, 31H), 1.80-
1.90 (m, 4H), 3.24-3.28 (m, 4H), 3.42 (m, 2H), 4.14 (m, 2H),
6.98 (d, TH), 7.61~7.69 (m, 3H), 7.97 (d, 1H), 8.10 (d, 1H), 8.23

(s, 1H).

t =T hFVANRZNVEZRKRT 5,

(I]1) t—7FI N—-[2—- [ (4—EROFIRVEVALRSZ
Ra) 72X/] TFIL] = N=XFI—HIL/INA—=DER
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[0319] [1k75]

OH OH
/07(@/ —_— \N/\/K"\”/@
NH Boc NH
[0320] X FJ)I 4—EROFIRVEVALKRSAIF—F (1g) ZX5 /=)L
(20mL) ISBMBIE, OCTRYIFIALTPZIY (4mL) . t—=TFI
N— (2=7I/ITFN) —N—XFI—HI/ A=K (1. 11g) %
MAirk,. RINEEMZERFTHREL. AET—HRER L. RINEEW%
BEBBL. SONREBEEZYVATINAZTLIVOARN IS 714 —IC&YTE
BL, XBLLA®WET1. 01 g (IRE65. 2%) B,
"THNMR (CDC ;) :1. 42 (s, 9H) . 2. 79 (s, 3H),
3. 30—-3. 50 (m, 4H), 6. 50—-6. 64 (m, 2H), 7.
30—7. 39 (m, 2H) .
[0321] (I#&2) t—T7FN N—-[2— [t =T rFIHIKRZI— (4—-EF
AFINRVEVAILVRAIRAN) PR/ ZFIN] —N=XF)L—HIL/N
X — N DERK
[0322] [1£76]

[0323] IR1TEShAt—TFIL N—-[2-[ (4—bROFIRVEVH
WRAZIRAL) PII]I IFL] —N=—AFI—ALNA— E2BVWTE
516 T2 2 & ADFETRBLEMEFT,

'"THNMR (CDC ;) :1. 40—1. 50 (m, 18H), 2. 92 (
s, 3H) ., 3. 46—-3. 60 (m, 4H) . 6. 50—-6. 62 (m,
2H) . 7. 20 (d, 2H).

[0324] (I#3) t—7FI N—-[4— (4—TOFETbFY) RVEVAHILR
FUALAIRAN] = N—=—[2= [t =T KFFTAHILRZIL (XFI) 7Z/
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1 ZTFI] ALISA—KNDERK
[0325] [1b77]

[0326] IR2THELNWAt—TFI N—-[2— [t—TKrFTALRZIL— (
4—bROFIRVEVAILRSAIRAIL) PIT/] IFIV] —N—XF)
—AINRA—=—PNERAVWTENRBIO TR 2 EAKOFETKELLENEF .

THNMR (CDC1;) :1. 17 (s, 9H) . 1. 45 (s, 9H) .,
1. 92—2,. 00 (m, 2H), 2. 03—-2. 12 (m, 2H) ., 2.
90 (s, 3H) . 3. 48 (t, 2H) ., 3. 92—4. 06 (m, 4H
). 6. 85 (d, 2H) ., 7. 30—7. 42 (m, 2H) .

[0327] &Rf1 4
(If1) t—7F) (44— 4—-7OFTTbFY) 72zZ)) ( (A
FIVRIRZIV) 42 ) AFIV) AINA—NDOEK

[0328] [1£78]

O\/\/\Br o\/\/\Br
BocHN —_— BocHN
o |

NH 5N
TN

[0329] t—TFI ((4— (4—-7OFETrFY) 7xZ) (£3)) AF
W) AR A—=K (0. 45¢g) 2¥r/00XxA4%9Y (5mL) ICHELEE
e MUZFALFZIY (0. 18g) . Xy Y Rk (0. 169g) =
Alce BRT—EBEREBHLALRIC. AEZREZEELL, BEZY ) AT
ASLUOXNTST74—THREL, RELEY (0. 329) &2Fk,
"THNMR (CDC ;) :1. 42 (s, 9H) . 1. 97 (m, 2H) .,
2, 03 (m, 2H) ., 3. 12 (s, 3H)., 3. 48 (t, 2H) . 4
. 04 (t, 2H), 6. 89 (d, 2H), 7. 56 (d, 2H) .
[0330] (T#&2) 4— (4—7RETbFY) = N— (XAFIVRIEKZI) RV X
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13I8 RFOEK
[0331] [1£79]

[0332] TITRRI1THELNAEt—TFI ((4— (4—TJOFETLFY) 7220
) C(XFIVANWERZI) 41X7) XFII) AILNRA—K (0. 329) %
voOoOx sy (3mL) ITHEBULAERICNY Z)AOFE (1mL) %0
Zlco BRT17TREBRLALRIC. PEEZREBELE, BEEX U AT
WASLIAR M7 4 —THREL, ZEILLEW (0. 229) 5/,

'"THNMR (CDC ;) :1. 97 (m, 2H) ., 2. 06 (m, 2H) .
3. 09 (s, 3H)., 3. 48 (t, 2H) ., 4. 05 (t, 2H) . 6
92 (d, 2H) ., 7. 76 (d, 2H) .

[0333] =MEHI87~90
A1 3. 14THELNEEEMZRW. REF40F/LIF40-2&
FERRDFEICT. AREBICHEILEMEESHK LT, BRLIIEEHO—ERIC
DWT, ZOBEERICTT,

[0334] [3R42]

j_gay i NMRF —4%
NN j‘{‘ THNMR(CDz0D) 1.38-1.48 (m, 6H), 1 56-1 65 (m, 2H), 1.68—
AV W W
. ; N N7 NM2 ) 78 (m, 2H), 1.88-1.96 (m, 4H). 2.81 (s, 3H), 3.02 (ad, 2H), 3.06-
O sHO! 314 (m, 2H), 3.15-322 (m, 2H), 3.43 (t, 2H), 384 (1, 2H), 4.14-
NH 420 (m, 2H), 7.15 (d, 2H), 7.84 (d, 2H)
o {{Bac THNMR(CDClg) 1.14-1.20 (m, 6H), 1.42-1.52 (m, 29H), 1.54—
N
o8 W T N7 NHBos 1 60 (m, 2H), 1.62-1.72 (m, 2H), 1.80~1.90 (m, 2H), 2.6C (t, 2H),
\gofcw" 267 (t, 2H), 2.91 (s, 3H), 3.4 (dd, 2H), 352-362 (m, 2H), 392~
Netoc 4.04 (m, 4H), 6.80-6.92 (m, 2H), 7.30-7.42 (m, 2H)
NH
o\/\/\N/\/\/\/\N)LNH2 THNMR(CDZOD) 1.38-1.45 (m, 6H), 1.55-1.62 (m, 2H), 1 65—
89 °«“s-n H H 171 (m, 2H), 1.87-1.92 (m, 4H), 2.99 (1, 2H), 3.07 (m, 2H), 312
& T wa (s. 3H). 3.15 (1, 2H), 412 (m, 2H), 7.03 (d, 2H), 785 (d, 2H)
NBoc
Oy e || HNMR(CDCIE) 126130 (m, 6H), 1.48-168 (m, 24H), 184 (m,
90 0\\8,5 H H 2H), 2558 (t, 2H), 266 (t, 2H), 3.08 (s, 3H), 336 (m, 2H), 402 (t.
3 e 2H). 6.91 (d. 2H). 7.78 (d, 2H).

[0335] R Bocid, t —ThFIHLRZINEEZEKRT S,
[0336] &mfI1 5
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[0337]

[0338]

[0339]

[0340]

[0341]

(TZF81) 5— (4— ((t=TFILIAFILIIIN) FF2) ThF)
Ea) /=M JILDOERK

[{680]
~F O ~"0tBS
| — |
NG N NC/[;;]/
4— ((t=TFILIAFILIYI) X)) THY—1—F—) (3.

49) BIXAFINKRILTIR (45mL) ITARLEIC. OCTKEEL
FhUDL (0. 729g) A, 30DRIKE. 5—7)40EQY) /
ZkYN (1. 8g) ZMAT, ERT—BREB#®H L, SAMELTVE=
D LKBREMATRBZELELZIC, BRI FIL THELE, ABE%
wmE LRI, BREEVVATNAS LSO NI S 4 —TREL. R&E
& (1. 19) =25k,

"TMNMR (CDC 13 :0, 040 (s, 6H) ., O. 88 (s, 9H)
1. 67 (m, 2H) . 1. 90 (m, 2H) . 3. 67 (m, 2H) .
4, 09 (m, 2H) . 7. 20 (d, TH) ., 7. 62 (d, 1TH) ., 8

. 34 (s, TH).
(I#&2) t—7FI ((5— (4—kFROFPTrFY) EYIYY-2
—qI) (4XJ) AFI) AKX —=|

[{£81]
e O\/\/\OH
BocHNj((Nj/

NH

IRI1TELNAEE - (4— ((t =TFILIAFILIYIL) £F2) T
hF>) EQV/ZbM)IVERVWTERBI8 TI22 EAKOFETRELE
MR,

"HNMR (CDC I3 :1. 55 (s, 9H) . 1. 97-2. 09 (m
, 4H) . 3. 49 (t, 2H) . 4. 09 (t, 2H) . 7. 22 (d,
1TH) . 8. 22 (s, TH) . 8. 40 (d, 1H).
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[0342] (T#E3) 4— ((6— (N— (t =T bFF2HIRZI) HILINL I Rq
W) BV —=3—A)I) AFY) TFIL AYVRILER—MDOERK
[0343] [1:82]

Q.

BocHN | N/ _, BocHN N/

NH NH

[0344] t—T7FJI ((5— (4—EFOFVTIFY) BYIYY—2—-9))
(A12/) AFI) Al X—k (0. 8g) #¥r/O0Xx4> (12mL
) ICBELT, OCICTRYIFILTIY (0. 789) . \IEXH VI
A=) (0. 40g) Z#MAtk, BEERHBEBELLEIC. BEEY AT
WASLIAR M7 4 —THREL, ZEILLEY (0. 859g) 5/,
"THNMR (CDC ;) : 1. 55—1, 60 (m, TTH), 1. 97 (
m, 2H) . 3. 01 (s, 3H), 4. 09 (m, 2H) , 4. 30 (m
, 2H) . 7. 21 (dd, 1H)., 8. 22 (d, 1H)., 8. 38 (d
, 1TH) .

[0345] (T#24) t—7FI ((5— (4—7OEThFY) EBEYYVY-2—+4
W) (AX)) AFI) AIRA—KDERK

[0346] [1£83]

NH NH

[0347] T3 TH/LNA4— ((6— (N— (t =T bFZHILKRZI) AN
AIRAI) EVOU=3—aJ) TFY) TFIL AFVRIKRR—H (
0. 85g) #7th=RhYJJ (10mL) ICARLTERTEL)FIL
(0. 38g) #MAr, 40CTLABBBHBRICAEEBERE L. &
BEVYATNAZ LA N7 14 —TRAEL. RKELEW (0. 49

g9) =187,
"THNMR (CDC ;) :1. 55 (s, 9H) ., 1. 97—2, 09 (m
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, 4H) . 3. 49 (t, 2H) ., 4. 09 (t, 2H) ., 7. 22 (d,
1TH) ., 8. 22 (s, TH), 8. 40 (d, TH) .
[0348] &/kfl1 6
(IZF1) 6— (33— ((t—TFUIAFILVIYI) A#F2) TORFD
) ZaAF/ZMVILDEK

[0349] [1184]
| x Cl /@/O\/\/OTBS
~N NG N

[0350] 33— ( (t=TFIIAFILIYI) FF2) TONRY—1—F—Jb (1
. 99) EFrSEROTSY (30mL) ICARLEKIC. OCTKEL
FhUDL (0. 48g) #MAf, 300EBH%K. 6—/0Q0=3F/=
EJJ (1. 5g) #MAT. BRT—BERER L, BMEBLET7TYEZD
LKBREMA TRISZELE LIRS, BRI FILTHE L, BBEZIE
LRI, YUASLASLIAT NS 74 —TREL. RELEYW (
2. 79) ==k,

'"THNMR (CDC ;) :0. 022 (s, 6H), 0. 87 (s, 9H)
1, 98 (m, 2H) . 3. 75 (t, 2H) . 4. 45 (t, 2H) .,

NC

6. 77 (d, 1TH) . 7. 75 (d, 1TH). 8. 46 (s, 1H) .
[0351] (TI#2) t—7FI ((6— (3—bFrkOx>SORxY) BEYIY—
3—AI) (4Z/) AFI) AILINA—=}

[0352] [1185]
N O._~_0OH
BocHN \ﬂ/CNr

NH
[0353] IR1THESNEG6— (3— ((t—=TFIIXAFIIYIL) £F2) T
ORFY) ZaF /MY ERVWTERBIS TE 2 & AKRDFATRAL
EMEBT,
"THNMR (CDC ;) :1. 53 (s, 9H) . 1. 99 (m, 2H) .
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3. 70 (t, 2H) . 4. 54 (¢t
12 (d, TH) . 8. 57 (s,

[0354] E/Ef191~100
16 TREONIILEMERV. Efehl4 0FiE40-2&

amfll b,

, 2H) .

PCT/JP2014/082511

6. 75 (d, 1H) . 8

1TH) .

RRRDFEICT, AEBICHEIEEMEESHR LI, R LLEEHDO—ERIC

DWT, ZDEEERICRNT,

[0355] [5R43]

e e NMRT %
Oy o iy | HNMR(CDZ0D) 1.35-1.40 (m, 8H), 158 (br, 2H), 171 (br, 2H),
9 ) H 7,(“ 1.81-1.95 (m, 4H), 2.95-3.00 (m, 2H), 3.10 (br, 2H), 3.15 (t, 2H),
T N 4HGH 4.23 (br, 2H), 761 (d. 1H), 8.18 (d, 1H), 8.46 (s, 1H).
H
R S THNMR(CDCIg) 1 25-1.31 (m, 8H), 1.48-1 59 (m, 31H). 1.68 (m.
92 mmﬂ H NBoc 2H), 1.85 (m, 2H), 2,60 (t, 2H), 2.68 (¢, 2H), 3.38 {m, 2H), 406 (t,
A 2H), 7.25 (d, 1H), 821 (s, 1H), 837 (d, 1H).
NH
, o\/\/\N,W\/\NJLNHZ THNMR(CDOD) 1.38-1.43 (m, 6H), 1.55-1.61 (m, 2H), 1.70-
93 s H s 1.76 (m, 2H), 1.92-1.96 (m, 4H), 308 (1, 2H), 3.09 (br, 2H), 3.16
LB e (t, 2H), 4.24 (br, 2H), 761 (d, 1H), 8.19 (d, 1H), 846 (s, 1H).
NBoc
;
PNLRPNP PPN NP W HNMR(CDClg) 130~1.34 (m, 6H), 1.48~1 76 {m, 33H), 1 87
94 BocN. s (m, 2H), 2.67 (t, 2H), 2.75 (, 2H), 3.38 (m, 2H), 406 (1, 2H), 720
T (d, 1H), 8:21 (s, 1H), 836 (d, 1H).
H H
2 S THNMR(CDZOD) 1.40-1.45 (m, 6H), 1.60 (m, 2H), 1.74 (m, 2H),
95 N I N o 2.24 (m, 2H), 3.04 (1, 2H), 3.16-3.24 (m, 4H), 454 (1, 2H), 7.02 (d,
NH 1H), 810 (d, 1H), 865 (s, 1H).
O A A A A THNMR(CDClg) 1.24-1 29 (m, 6H), 1.48-1.70 {m, 31H), 2.03 (m,
96 BocHN_ e N NBoc 2H), 2.65 (t, 2H), 2.81 (t, 2H), 335 (m, 2H), 442 (t, 2H), 6.74 (d,
1H), 812 (d 1H), 861 (s, 1H).
NH
jne
058 " THNMR(CDClg) 1.15-1 26 (m, 8H), 1. 47-1.68 (m, 33H), 327~
97 7 Owﬂ\/\/\/\/NTNHBoc 3.31 (m, 4H), 345 (t, 2H), 431 (m, 2H), 6.71 (d, 1H), 755-7.63
BoctiN Y@N( fiBoc (rm, 3H), 7.98 (d, TH), 8.13 (d, 1H), 864 (s, 1H).
NH
NH
P OWR’WNJ\NH THNMR(CD5OD) 1 38-1.45 (m, 8H), 1.59 (m, 2H), 1.73 (m, 2H),
98 H’“YQ/ Hoo 2 2.24 (m, 2H), 3.04 (, 2H), 3.15-3.23 (m, 4H), 453 (1, 2H), 7.02 (d,
40! 1H), 8.09 (d, 1H), 865 (s, 1H).
NH
NBo
NP PPN | * THNMR(CDCIg) 1 24-1 31 (m, 8H), 1.48-159 (m, 31H), 1.98 (m,
99 4 N MBS oty 261 (1 2H), 2.77 (4, 2H), 335 (m, 2H), 441 (¢ 2H), 6.73 (d
BocHN - H , 2. t. , 2. t, , 3. m, , 4. X , 6. ,
1H), 812 (d 1H), 861 (s, 1H).
NH
e
08 NBo¢ THNMR{CDCIg) 1.15-1.25 (m, 8H), 1.46-1.70 (m, 33H), 327—
100 7 OWN\/\/\NH NHBoc [3.46 (m, 6H), 433 (m, 2H), 6.70 (m, 1H), 7.58-7 63 (m, 3H), 7.98
—_— . (d 1H), 813 (¢, 1H), 862 (s, 1H).
H




WO 2015/087857 113 PCT/JP2014/082511

[0356] R Bocid, t —ThFIHLRZINEEZEKRT S,
[0357] &Rkl 7

[0358]

[0359]

[0360]

[0361]

[0362]

(TF]1) 2— (3= ((t=TFIUIAFILIIIN) FF) TOEINL)
RISV —5—AIRZNYILDERK

[1686]
NC
MT:IS—\W — T:I>—¥\
(0]
OH OTBS
2— (3—eROF>7ObBN) RISV —-5—-—hIR=ZMYJI (8

39) EUXFIKRIALATIR (20mL) IRBLEBIC, 1345V —
V(6. 8g) . Bt —TFLIAFILIYIL (7. 29) ZMAT. E
BTI1RBBH LRI, BEEYYASLASLIOX NI ST 4 —TH
L. ZBLEWM (11. 59) 287k,

'"THNMR (CDC ;) :0. 043 (s, 6H), 0. 89 (s, 9H)
. 1. 95 (m, 2H), 2. 87 (m, 2H) ., 3. 68 (t, 2H) .
6. 44 (s, TH) . 7. 44—7. 48 (m, 2H) . 7. 80 (s,
1H) .

(Ife2) t—7FI ( (2= (3—bROFTTAEL) RVYISY
—5—AJ)) (4X)/) XFI) BINNX—FDEK
[1£87]

NH OH

BocHNW
0]

ITR1THELNE2— (3= ((t=TFILIXFLIYIL) X)) 7
OEL) RV ISU=5—-AIR=ZKNI)ILEBVWTERGI8 TR 2 & Ak
DODFETRBILEMERTT,

"THNMR (CDC ;) :1. 55 (s, 9H) ., 2. 01 (m, 2H) .
2,89 (m, 2H) . 3, 74 (m, 2H) . 6. 43 (s, 1H) . 7
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.41 (d, TH) ., 7. 70 (d, 1TH) . 8. 05 (s, 1H).
[0363] &mifl1 8
(If21) t—7FIL N— (6—bROFCFTILY—2—HILKRAZ
KAL) AN X—KDERK
[0364] [1£88]

NH

BOC\N
H
OH

[0365] 6—kErROFT—2—-FT7b=bJILZRAVWTERFIO TR &AKOF
EERAVWTKRBILEWEEGNR LT,
"THNMR (CDC ;) :1. 54 (s, 9H) . 7. 11—=7. 16 (m
, 2H) . 7. 70 (d, TH) ., 7. 79 (dd, 1H). 7. 83 (d
, TH) . 8. 26—-8. 31 (m, 1TH).

[0366] (IT#&2) t—7FI N—-—[6— (2—TOFIMFY) +74L -2
—HANLNEREIAZIRAN] AL A—=NDERK

[0367] [1£89]

NH

Boc.,
N
H
O/\/Br

[0368] IR1THESNAEt—TFIL N— (6—bROFVFIILY—2—7
IWRAZ KAL) AN X— R ERVWTERFIO T2 EABDFETRE
tEMERB-,

'"THNMR (CDC ;) :1. 56 (s, 9H) . 3. 72 (t, 2H) .,
4. 43 (t, 2H) . 7. 14 (d, TH) ., 7. 23 (dd, 1H).
7. 75 (d, 2H) . 7. 82—7. 90 (m, 2H) . 8. 38 (s,
1H) .

[0369] =MEH101~110
ARBIT 7. 1 8THELNIEEMZRW. REF40FLIF40-2&
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RRRDFEICT, AEBICHEIEEMEESHR LI, R LLEEHDO—ERIC

DWT, TOBEERIIRT,
[0370] [3=44]
=h ~ -
| &= i NMRT—AaE =38 A
HalN
Al (o] H NH 8 °
101 P Ny, |BRAR 188-191°C
2
3HC! f
BockN o . "HNMR (CDCly) 1.24-1.28 (m, 8H), 1.40-1.56 (m, 40H), 1.95
102 HN P PPN o (m, 2H), 2.78 (m, 2H), 3.15 (br, 2H), 3.27 (br, 2H), 3.85 (m, 2H),
N7 NHBo (5,44 (s, 1H), 7.41 (d, TH), 7.77 (d, TH), 8.11 (s, TH).
)NJ\H
L g
1% HN}—{;Q\OAAE N lmss 115-120°C
HoN 3HCH
- RN THNMR(CDCI;) 1.25-1.30 (m, 6H), 1.48-1.69 (m, 31H). 1.95
104 HNW N HMBC lm, 2H), 2.61 (m, 2H), 2.71 (m, 2H), 2.82 (m, 2H), 336 (m, 2H),
Boc 6.42 (s, TH), 7.39 (d, 1H), 7.72 (d, 1H), 8.05 (s, TH).
NH "HNMR(CD40D) 1.40-1.52 (m, 6H), 1.56-1.68 (m, 2H).
105 OO Oy 1.74-1.86 (m, 2H), 3.12-3.22 (m, 4H), 3.57 (dd, 2H), 4.41 (dd,
HaN " e 2H), 7.42 (dd, TH), 7.50 (d, TH), 7.80 (dd, TH), 8.03 (d, 2H), 8.38
NH (d, tH).
NBoc THNMR (CDClg) 1.30-1.38 (m, 6H), 1.48-1.52 (m, 18H), 1.56-
106 OO °\/\n/\/\/\/\ulmam 1.62 (m, 13H), 2.70 (dd, 2H), 3.08 (dd, 2H), 3.39 (dd, 2H), 4.21
BocHN (t, 2H), 7.14-7.23 (m, 2H), 7.74 (d, 1H), 7.81-7.88 (m, 2H),
T 8.38-8.42 (m, 1H).
. THNMR (CDCl3)1.18-1.26 (m, 6H), 1.48-1.52 (m, 18H), 1.56-
NP 1.62 (m, 13H), 3.29 (dd, 2H), 3.42 (dd, 2H), 3.80 (dd, 2H), 4.28
107 MN o H (dd, 2H), 7.02-7.11 (m, 2H), 7.60-7.70 (m, 3H), 7.74 (d, TH),
I Mj@ 7.80 (d, TH). 7.89 (dd, 1H), 8.02-8.08 (m, 1H), 8.25-8.30 (m,
1H).
o H e |'HNMR(CDS0D)1.36-150 (m, 8H), 1.55-1.64 (m, 2H),
108 OO SN [1.75-1.84 (m, 2H), 3.12-3.20 (m, 4H), 356 (dd, 2H), 449 (dd,
HzN et NH 2H), 7.42 (dd, TH), 7.51 (d, 1H), 7.80 (d, 1H), 8.03 (d, 2H), 8.38-
NH 8.42 (m, tH).
. K oo | HNMR(CDCI5)1.26-1.38 (m, 8H). 1.48-1.52 (m, 18H), 1.56~
109 OO N g 1.62 (m, 11H), 2.68 (t, 2H), 3.08 (t, 2H), 3.37 (dd, 2H), 4.21 (t,
BockN NBoc 2H), 7.14-7.22 (m, 2H), 7.75 (d, 1H), 7.82 (d, TH), 7.88 (dd, TH),
NH 8.36-8.40 (m, 1H).
. THNMR (CDCl3) 1.37-1.48 (m, 8H), 1.54-1,65 (m, 2H), 1.66-
0 Oy N B 176 (m, 2H), 2.00-2.08 (m, 2H), 2.65 (¢, 2H), 3.03 (dd, 2H),
110 BocHN o Neo: 3.17 (dd, 4H), 7.06~7.10 (m, 2H), 7.61 (d. 2H), 7.72-7.76 (m,
N ow:[:] 2H), 7.80 (d, TH), 7.89 (dd, TH), 8.02-8.08 (m, 1H), 8.25-8.30
(m, 1H).

[0371] RFB o c i,
[0372] =REHIT 11

t =T hFVANRZNVEZRKRT 5,

(IF1) t—7FI N—[4— (A—FKRILINTzZI) RyEVAHIL
RAIRAIL] AR X—KDERK

[0373]
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[0374]

[0375]

[0376]

[0377]

[1£90]

CHO

joa >
(HO).B BocHN O

NH

t—7FI N— (4—TOERVEVAHILKRAIRAI) AILIRA—=|K
(500mg) ZhILITY (3mL) ICABEIHE, BRICTTY/—IL (2
mL) . K (1mL) ZMA7/k, ILHICERERT (4—KLINT7z=)L) R
OvEg (250mg) . REEHVIL (692mg) . ThIFR (MUT
IZIIVRRT4Y) NSTYDL (0) (193mg) ZMAk, RIGEEY
8 0TCICHREL. RIETOIEE®R L, RINEEMEERITHAIL.
KeEMZ, HERTFII THHE L, BEREZEKREF M) D LTEREL.
%E%. BERTELL, BONLREEZ VATV ASLIOR NS4
—ICkYUBRL, RELEAWE350mg (NE64. 6%) B,
'"THNMR (CDC ;) :7. 70 (d, 2H) ., 7. 78 (d, 2H) .
8. 02—7. 96 (m, 4H).

(T#2) t—7FN N—[4—-[4—-[[7—LIN, NN —EZ (t
—TRFZAHAIERZIN) AVNRAIRAN] PRIIANTFLTI/] AF
W1 72220 ] RYEVAIVRFDA I RAIIL] ALNA—NDERK
[1£91]

CHO )NI\BOC
NBoc
O N/{/\}\N NHBoc
+ HpN NHBoc —_— H ,H
BocHN O
NH BocHN

NH

TRITELNEt—TFIL N—[4— (4—FKRILINTZ)) RV
EUAIWRAIRAN] ANAA—=F (1 1E5Emg) X%/ —J)L (3mL
) IARRIYE, BRBTt—TFI N—=[(T-FI/IANTFLTI/) —
(t =T hFPHUNRZWNTI/) XFLV] AL X—=F (100mg)
ZMA Tz, FLRT 1 BSERRE. KBREKRVRFMNIDL (10, Tmg)
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[0378]

[0379]

[0380]

[0381]

[0382]

[0383]

ZMA. FURTIHEE®R L, RINEEVMEZRTEREER. KEMx, FER
IFILTHE L, BREBZEKREEST N DLTEEL., 58K BER
ML, BONEREZD VATV AZLIORNI S 71 —ICLYBEL
. KELEEY (beYES:112) 2133mg (IXX63. 6%) F
a1 9

(TF1) 4— (A—EROFPTFIRILT 7)) RV ZMN)ILOE
57

[1£92]

F S OH
HS OH 2
O L

4—7)AaRVYYZRYIL (950mg) #ZF7Eb=bYJL (10mL
) ICAREIE, ERTREBAYDL (1. 3g) . 4—RNIT7ZVTHY
—1—Z—J)b (1g) #MA. FETSBEBHLE, RINESWICKEN
Z. BFEERTFITHE Lz, BB EKRES N DL TRZEL, 58%
BEBHEL. BONEREEZS VATV ASLIORMNIZ 74 —ICT4&Y
FEEL., RELEMWE660mg (IXXK40. 5%) B

'"THNMR (CDC ) :1, 70—1. 86 (m, 4H), 3. 03 (d
d, 2H) . 3. 70 (dd, 2H) . 7. 30 (d, 2H) . 7. 52 (
d, 2H) .

(T]2) 4— [4— [t —=TFI (TXFI) PVN] FFZTFILRIL
J7ZI] RV ZNYILDOER

[1£93]

NC
\©\ o~ _OTBS
s

4— (4—beROFPTFILANLT7ZIL) RV MY (660mg
) A/ /O X4YY (8mL) ILAEXHE, OCTMNY)IFILTIY (65
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Omg) . Bt —TFILIXAFILIIIL (590mg) . 4—IXFILT
/EYYY (40mg) ZMAitk, RNEEMEEREITHEL. AET
ABFERBE L, RIGEEMICKZMZ., 700KILLTHE L, BHEE
HEKMEE ST MY U LTERIEL., 21B%. BEREL. SohiEEEZY )
ATNAZLIOTMNTZ 74 —IC&YBRL. KELEWMWEIT78mg (
INEI 3. 4%) B,
'"THNMR (CDC ;) :0. 00 (s, 6H) . 0. 84 (s, 9H) .
1. 59—1. 69 (m, 2H), 1. 70—1. 85 (m, 2H), 2.
94—-3. 03 (m, 2H), 3. 59—3, 65 (m, 2H) . 7. 24
(d, 2H) . 7. 47 (d, 2H) .

[0384] (TI#3) t—7FI N—-[4— (4—ERAFZTFLALT7ZI)
NRUEVAIVRFSA I RAIV] AILINA—NDERK

[0385] [1£94]

NH
0
BOC A~ OH
S

[0386] Ti2THROLNAEL— [4— [t—TFIL (FXFII) VL] FF27T
FILZAWT 7] ROV ZRNY I ERWTENRGI8 TR 2 ERKRDFET
KRB EMEST,
'"THNMR (CDC ;) :1. 55 (s, 9H) . 1. 68—1, 82 (m
, 4H) . 3. 01 (dd, 2H) ., 3. 67 (dd, 2H). 7. 30 (
d, 2H) . 7. 76 (d, 2H) .

[0387] (I#4) t—7FI N—[4— (4—TOFTFILRILIT7ZI) RV
CTUAIWKRFIAZIRAI] AIVISA—=NDERK

[0388] [1£95]

NH

"
BOC ~~BT
s

[0389] IRI3ITHELNEt—TFI N—[4— (4—EROFSTFILAILT
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[0390]

[0391]

[0392]

[0393]

[0394]

7)) RVYEVHIRFSAZI RAIIL] AN A— R EBWTERFIT1 5
Ti23. 4 LAKOFETRBILENE R,

"THNMR (CDC ;) :1. 54 (s, 9H) . 1. 80—1., 92 (m
, 2H) . 1. 98—2, 08 (m, 2H) ., 3. 01 (dd, 2H) . 3
. 44 (dd, 2H) ., 7. 26—7. 36 (m, 2H) ., 7. 71—17.
80 (m, 2H) .
a2 0
(ZF1) 4— (3= ((t =TFUIAFLIYI) F£F2) TORF
D) AFIN) RYVZRNYILDERK
[1£96]

NC NC
\©\/BT ¥ HOL~_OTBS \©\/0\/\/OTBS

3= ((t=FFIAFIIYI) A£F2) FONRY—1—F—)L (1

1g) #2785 RAOT75Y (18mL) ISBEMLAEIC. OCTKEL
FThYUDL (0. 269) HMAT, 1 59B#K. 4— (FJOEXFIL)
Ry ZbMY)J (0. 98g) #MAT. ERT 7B LA, SBFIE
7 VEZILKBREMATRIGERELE LIS, BT FLCTHELE
. BRBERBLARIC. BBEYYASVASLIOT NI ST 4 —TH
SL. XBlLE® (1. 29) 5k,

'THNMR (CDC ;) : 0. 030 (s, 6H), 0. 87 (s, 9H)
1. 82 (m, 2H) . 3. 58 (t, 2H) ., 3. 71 (t, 2H) .
4. 54 (s, 2H) . 7. 42 (d, 2H) . 7. 61 (d, 2H) .
(Tf2) t—7FI ((4— ((3—EROF>TORFY) XFI)
JxzzZ) (AX/) XFI) AILNA—MDERK
[1£97]

NH

BocHN
O _~_"0H
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[0395] TR1TRLNEL— ((3— ((t=TFILIXFILIIIL) FF)
TORFY) AFI) RV Z M) ILERWTERAI8 IR 2 & EAKRDFX
TRBLEMERFT.

"THNMR (CDC ;) :1. 54 (s, 9H) . 1. 87 (m, 2H) .,
3. 65 (t, 2H) ., 3. 77 (m, 2H) ., 4. 55 (s, 2H) ., 7
. 37 (d, 2H) ., 7. 82 (d, 2H).
[0396] EHEHIT12~1 21
EMEBIT 11 EEBROFEICT, ARERICERDLEMEEK LI, F .
BRI 9. 20THELNIEEMZRW. EEF40F/LIF40-2H
BOFEICT, AFEBPILRDEEMEER LTz, AR LIILEHO—ERICD
WT, ZDBEERICRT,
[0397]
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tE®
| B2

NMRF—%

m

THNMR(CDzOD) 1.36-1.40 (m, 4H), 1.42-1.46 (m, 2H), 1 56~
166 {m, 2H), 1.74-1 82 (m, 2H), 3.08-3.14 (m, 2H), 3.16-3.24 (m,
2H), 4.28 (s, 2H), 7.66 (d, 2H), 7.83 (d, 2H), 7.92-7.93 (m, 4H).

12

THNMR(CDClg) 1.28-136 (m, 6H), 1.47-154 (m, 27H), 160~
1.76 (m, 4H), 2.65 (t, 2H), 3.39 (dd, 2H), 385 (s, 2H), 7.42 (d, 2H),
758 (d 2H), 7.65 (d, 2H), 7.93 (d, 2H).

13

THNMR(CDZOD) 1.30-1.34 (m, 2H), 1.38-1 .48 (m, 6H), 154~
1.66 (m, 2H), 1.70-1.80 (m, 2H), 3.04~3.12 (m, 2H), 3.14-322 (m,
2H), 427 (s, 2H), 7.66 (d, 2H), 7.83 (d, 2H), 791-794 (m, 4H).

114

THNMR(CDGlg) 1.28-1.36 (m, 8H), 1.48-1 54 (m, 27H), 1.76-
216 (m, 4H), 2.65 (t, 2H), 3.38 (dd, 2H), 386 (s, 2H), 7.43 (d, 2H),
757 (d 2H), 7.65 (d 2H), 7.93 (d, 2H).

115

THNMR(CD0OD) 1t 37-1 56 (m, 6H), 1 54-1 65 (m, 2H), 166~
1.76 (m, 2H), 1.78~1 94 (m, 4H), 2.86-3.07 (m, 4H), 3.16 (dd, 4H),
7.49 (d 2H), 7.72 (d, 2H).

116

THNMR(CDCIg)1.26-1.36 (m, 6H), 1.48-1.62 (m, 27H). 1 64~
184 (m, 4H), 2.60-2.72 (m, 6H), 2.94-3.03 (m, 2H), 3.37 (dd, 2H),
729 (d, 2H), 7.77 (d, 2H).

117

THNMR(CDCIg) 1.15-1 29 (m, 6H), 1.47-1 52 (m, 27H), 154~
162 (m, 4H), 1.65-1.75 (m, 4H), 2.99 (dd, 2H), 3.22 (dd, 2H),
328-3.38 (m, 4H), 728-7.34 (m, 2H), 758-7.62 (m, 1H), 765-
771 (m, 2H), 7.80-7 86 (m, 1H), 7.96-8.04 (m, 1H), 8.26-8.32 (m,
1H).

18

THNMR(CD30D) 1.40-1.45 (m, 6H), 1.61 (m, 2H), 1.72 (m, 2H),
205 (m, 2H), 3.02 {br, 2H), 3.15-3.20 (m, 4H), 367 (m, 2H), 467
(s, 2H). 7.61 (d 2H). 781 (d 2H).

119

THNMR(CDClg) 1.25-130 (m, 6H), 1.44-158 (m, 31H), 1.82
(m, 2H), 258 (t, 2H), 2.73 (t, 2H), 333 {m, 2H), 355 (1, 2H), 452
(s, 2H), 7.37 (d, 2H), 7.85 (d, 2H).

120

THNMR(CD20D) 1.39-1.45 (m, 8H), 159 (m, 2H), 1.70 (m, 2H),
204 (m, 2H), 301 (t, 2H), 3.12-322 (m, 4H), 365 (m, 2H), 466
(s, 2H), 7.61 (d, 2H), 7.81 (d 2H)

121

H
/\/\N/\/\/\/\/N\W“”W
H
BocHN NBoc
NH

THNMR(CDClg)1.24-132 (m, 8H), 1.47-159 (m, 31H), 1.81 (m,
2H), 257 (1, 2H), 271 (t, 2H), 335 (m, 2H), 354 (1, 2H), 453 (s,
2H), 7.37 (d, 2H), 7.84 (d, 2H).

[0398] kA B o
[0399] =& 1

c .
22

t =T hFVANRZNVEZRKRT 5,
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[0400]

[0401]

[0402]

[0403]

[0404]

(CZf81) t—7F)I N—-= [N, N —EX (t =T rFTHILERZIL)
AIWNRAZITRAIL] —N=[6— [t —TFIL (XAFII) U] FF
ANFH =3 -4V ZI] AR A—NDER

[1£98]

TBSO\V//\\Q§§\\//\\ /ﬁfoc TBSO “ NBoc
+ \/\/\
N OH BocHN” ~NHBoc N N’H‘NHBoc
|

Boc

6— [t—TFI (AFI) PYUN] AFIAFH -3 —qv=Z)L—1
—F—=J) (1. 5g) #Fh5SEROT75Y (30mL) IBE@BIHE, 0C
TRhYZ7zZ)VKRR74> (1. 73g) . t—7FI N—-[EZX (t—
ThFUANRZIWTI/) AFLV] ARX—K (3, 54g) ., VT
FI FPYTVALRFYL—F (2. 2MRINLIVER) (2. 99mL)
EMAtc, RGEEMEZEREITHEL. ETOREEBR L. RINES
MERBEREL., SONLEEEZS)VATNASLIOR NI ST 14 —IC&
YEESRL, RE(EWE1. 489 (INXL39. 6%) B,

"THNMR (CDC ;) :0. 07 (s, 6H) . 0. 89 (s, 9H) .
1. 47—1. 55 (m, 27H) ., 2. 31—2. 38 (m, 2H) ., 2

49—2, 55 (m, 2H) ., 3. 67 (t, 2H). 3. 91 (t, 2
H) .

(CZ#E2) t—7FI N—-— [N, N —EX (t =T +FTHIKRZI)
AWNLZIRAI] —=N— (6 -k ROFIAFH-3 -1 J)L) AN

X—hDEMK
[1£99]
TBso\v/~\s$R\v/ﬂ\ /ﬂfoc . Ho\v/»\SSR\V/A\ /Hfoc
N” “NHBoc N” “NHBoc

Boc Boc

IR1TELNEZt—TFI N—[IN, NN —EX (t—=TrFTHhIL
RIZI) AILNRAZIRAIL] —N=[6— [t —TFIL (XFI) YN
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[0405]

[0406]

[0407]

1 AFIAFH -3 —AA2VZ)L] ANNRA—K (1, 489g) #2F K SER
A75Y (15mL) I[CB@BIE, OCTTF RS TFITYVEZVLIIE
DR (IMFhSEROTSVER) (2. 7TmlL) ZMZk, RINEEY
ZERFTHREL. BETOHEBR L, RINEEMICKZMA. BT
FILTHE L, BREZEKBEFTN) D LTREZEL, 58%. BERE
L. BoNnBEEZSYATIVAZLVOTN IS 714 —ICLYBREL, &
Etez1. 02g (INXE87. 2%) /.,

'"THNMR (CDC I, :1, 48—1. 54 (m, 27H) ., 2. 36—
2. 42 (m, 2H), 2. 50—2, 56 (m, 2H) ., 3. 66 (dd
, 2H) . 3. 96 (t, 2H).

(CZF3) t—7FI N— (N, NN —EX (t =T +FTHIKRZI)
ANWNLITRA)N) —N=[6—[4— [4— (N—t —TrFIPHIKR=
WHIVISA I RA) 722/F%F2] TFIL— (2—=bAT7 =)L) RIKR
=TI/ ANFY =342 )] AILINA—-NDEK
[1£100]

Ns

l;ls
O NH !
NBoc ¢} N NBoc
R NN G wme N
N NHBoc BocHN I;J NHBoc
)
Boc NH

Boc
NH

TRR2THELNEt—T7FI N— [N, N —EX (t =T hrFTHI
RZIV) AIWNRAZIRAIL] —N— (6—EROFIAFH -3 -2
) AR A—K (221mg) #2735 ROT75Y (4mL) ITBR@BEIHE
. OCTRYTZZZWNEKRRT4Y (159mg) . t—T7FI N- [4-
[4— [ (2—=hE7xZ)) RIVKZIVTI/] ThFI]I RVEVH
WRFCAZIRAI] AINXA—=K (200mg) . YIFI FYIAHL
REVL—bF (2. 2ZMPMLIVER) (277 ul) 2Nk, RIGREE
ME=RETHREL. METORKEABRLL, RINEEWZREREL. 5
SNEBEEYYASLAS LAY NS 74 —ICLYBRL, REILS
¥ (be#W&ES: 124) #115mg (IXE30. 5%) B,
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[0408]

[0409]

[0410]

[0411]

[0412]

[0413]

a2 1

(TFE1) t—TFIN N—-[4—-[4—- [t —TFIL (FAFI) U
1 Z3F2TH—2—-A2FFI] RVEVALRFEIA I RAIL] AL A
— hDERK

[15101]

NH NH

BocHN /U\@\ BocHN J\Q
_

NS OoTBS

A—TOFTI—2—AVvFFV—t —TFL-IAFI—-V5Y (27
4dmg) Z7EMZMYIIL (4mL) [TFFEIE, EBRETKREHY VL (1
58mg). t—7FI N— (4—bROFIRVEVHILRFVAIR
AIV) AIIA—=K (246mg) ZMA,. RNEEWNZ6 0OCETHE
L. BIRET7EB® L, RINEEMICKZMA. FFEETFILTHE L L
o BHBEEKIMES NV LTEIEL, 8%, BERBEL., S§OoNLRE
BEVYATNAZ LA NI Z714—ICLYBHEL, KEBLEWE2 2
5 mg (INES51. 7T%) T,

'"THNMR (CDC ;) :0. 09 (s, 6H) . 0. 89 (s, 9H) .
1. 655 (s, 9H) . 4. 34 (s, 2H) ., 4. 77 (s, 2H) . 6

99 (d, 2H) ., 7. 83 (d, 2H) .

(T#2) t—7FI N—[4— 4Ad—-EROFPTIY-2—AVFFY
) RVEVAIRFSAZIRAI] ALK —FNDERK

[1k102]
NH NH
BocHN /u\©\ BocHN
O/\/OTBS O\/OH
TRITELNAEt—TFI N—[4—[4—-[t—=—TFI (AFIL

) VIUN] XTI —2—AAXFIV] RUVEVAILRFIAZIRAI]
AIISA—K (225mg) #2FhSEROT7SY (3mL) ISBBIHE,
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125

PCT/JP2014/082511

OCTTFRSTFILTVE=ZILIILAY R (1IMFrSEROTS VAR

) (564 pul) Z2MAl, RIK

NSPAN
A=y

Me=ERS

THEL. EET4REE

L, RIGEEWICKEMA. BT F)LTHIEH Lk, BRE%Z EKRE

T MU LTEIEL, 8%,
LA NI S 74—k

4%) =i,

'THNMR (CDC 1, : 1.
4, 78 (s,
Ehm123~127

[0414]

2H) .

,UH:T: %ﬁ L. %
YRS L., RELEWE131Tmg (IXXE8O.

55 (s,
6. 99 (d,

SontZEEZY)VATINAD

9H) . 4.
83 (d,

31 (s,

2H) .

2H) .
2H) . 7.

EReB1 2 2 EREEROFEICT. AEBICKRZEEMEER Lz, k.
B2 1 TELSN-IEEE R,

ZTOBEZRICTY,

[0415] [3R46]

EheBl4 0F/z1d4 0— 2 &EAKEDF
EICT, RERBICBRBCEMEER LT, ERLIEEEHNDO—

TR DWW,

teh
| E5

ik

NMRF—#%

122

NH

WY
o ~~N “ NH
x By
N N

3HCI

"HNMR (CDZ0D) 1.87-1.95 (m, 4H), 2.45-2.50 (m, 2H),
2.62-2.68 (m, 2H), 3.10~3.20 (m, 4H), 3.35-3.44 (m, 2H), 4.12-
4.15 (m, 2H), 7.11 (d, 2H), 7.77 (d, 2H).

123

B NJ\Q\ Ree NBoc
/\/\/
o \/\/\ By

N” "NHBoc
H

'"HNMR(CDCI3) 1.46-1.58 (m, 45H), 1.68-1.82 (m, 4H), 2.30-
2.42 (m, 2H), 2.45-2.55 (m, 2H), 3.26-3.36 (m, 4H), 3.85-3.92
(m, 2H), 4.01 (dd, 2H), 6.90 (d, 2H), 7.84 (d, 2H).

124

L oD
BochN [oX]
o/\/\/l"‘\/\/\ NBoc
N

NHBoc

1HNMR(CDCI;;) 1.46-1.52 (m, 36H), 1.76-1.84 (m, 4H), 2.38-
2.50 (m, 4H), 3.40-3.50 (m, 4H), 3.80-3.86 (m, 2H), 3.96-4.04
(m, 2H), 6.90 (d, 2H), 7.62-7.72 (m, 3H), 7.85 (d, 2H), 8.01-8.06
(m, TH).

125

"HNMR(CD0D) 1,38-1.46 (m, 6H), 1.56-1.66 (m, 2H),
1.66-1.76 (m, 2H), 3.04-3.10 (m, 2H), 3.14-3.22 (m, 2H), 4.01
(s, 2H), 4.99 (s, 2H), 7.20 (d, 2H), 7.82 (d, 2H).

126

THNMR(CDC!,) 1.14-1.30 (m, 6H), 1.46-1.56 (m, 40H), 3.20
(dd, 2H), 3.45 (dd, 2H), 3.98-4.16 (m, 2H), 4.74 (s, 2H), 6.99 (d,
2H), 7.90 (d, 2H).

127

THNMR(CDClI;) 1.18-1.22 (m, 6H), 1.48-1.52 (m, 18H), 1.56-
1.62 (m, 15H), 3.25-3.40 (m, 4H), 4.63 (s, 2H), 6.91 (d, 2H),
7.46-7.70 (m, 3H), 7.88 (d, 2H), 8.00 (dd, 1H).
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[0416]
[0417]

[0418]

[0419]

[0420]

[0421]

[0422]

KHPBocik, t =T hFUAHILRZNEEZKRT D,
ERAEI2 2
(T#1) 4— (5—brROFIRVIY—T1—AVAI) RYYZMN)ILD

=y
Br = OH
/@/ . ///\/\OH - . O/\/\
NC
NC

[1£103]
4—7JOERVYZMY)IL (2g) 224y 7OELTIY (20mL)
ICBRfRSHE, BB T4 —R_RVYFU—1—F—J)L (1. 2g) . Y/OOEZR
(RVZ7ZZWEKRRT74Y) R5TYTL (383mg) . £H18E (62m
g) Ak, RIGEEW%= 7 O0OCETHREL. BIET—HRE®RLL, RIG
REWMAEERITHAAL, KEmMx, FEETFII THE Lk, GEELEK
WM, MO LTEEL., 21B%. BEREL. SOoNEBREEZY ) AT
ASLVARNTZ 74 —ICLYBRL, RELEYWET1. 859 (92,
0%) 57

'"THNMR (CDC ;) :1. 88 (td, 2H), 2. 57 (t, 2H)
, 3. 82 (dd, 2H), 7. 46 (d, 2H), 7. 57 (d, 2H)

(IFE2) 4— [6— [t —TFN (AFWN) VL] AFIRVEH -1
—AAN] RV Z M) ILDER
[1k104]

= OH = OTBS
o T
NC NC

TR1TELNAEL— (B—EROFIRVI—T1—aUA)) Ry =
NJJ (1. 85¢g) #¥s004A4%9Y (20mL) IBEXIHE, OCThH
JDIFILTIY (2. Og) . ALt —TFILISAFILIYI (1, 66¢g
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) A—UXFANTI/EYYY (122mg) ZMMZtk, RIGEEHNEE
BETHFEL. BETIHERR L, RINEEMICKZMA., 700K
LTHE L, ABEEZEKMEBTN) DL TREL, 21B%. BREEHEL
BONEREBEEAV ATV ASLIORMN 74 —ICLYRBE L., RE
te&WE2. 84g (INE94. 6%) B,
"THNMR (CDC ;) :0. 07 (s, 6H), 0. 91 (s, 9H),

1. 82 (td, 2H), 2. 51 (t, 2H), 3. 75 (t, 2H),
7. 45 (d, 2H), 7. 56 (d, 2H) .

[0423] (I#23) t—7FI N—-[4— (5—-bRAFIRVEI—T V()L
) RVEVAIRFSAZIRAI] ALK —FNDERK

[0424] [1£105]
F OTBS Z oH
- > BocHN

NC NH

[0425] TIRR2THELNA4—[5— [t—TFIL (TXFI) YUL] FFIR
VHE=1—AVAN]I RV M) (29) 27 bSO T7S5Y (20
mL) IGE@EIE, EBTYFVLER(MNYXAFLYYIL)TIR (1. 3
MFZhZbeROTSVEAKR (7. 2mL) ZHMA %L, BETI1REERR
BIEKR (AMIUFFHURRKR) (20mL) . A&/ —JL (20mL)
ZMA. ERT2EIRRR. RINEEWZRERELL, SoNEE%
IUAXAFIHRIVLTIR (20mL) ITH@EIE, OCTAYIFILTIYV (
2. 79) . ¥V—t—TFALIN—KRR—b (2. 929g) #afk, RIK
BEMEERITHREL. RETA4HFEER L, RINEEMICKZMA.
FFERTFILCHIE L, BRBEARKMEBFI N DLTEEL, 58%. B
ERfEL. BONEREEZS) ATV ASLIORMNI S 74 —ICLYEE
L. KELE&®W%E1. 249 (IRX61. 3%) B,

"THNMR (CDC ) :1, 55 (s, 9H) . 1. 88 (td, 2H)
. 2.57 (t, 2H) ., 3, 82 (dd, 2H), 7. 44 (d, 2H)
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[0426]

[0427]

[0428]

[0429]

[0430]

[0431]

. 7. 79 (d, 2H) .

(T#84) 56— [4— (N—t =T RFFZHILKRZIAILNLAZIRAI) T
IZN] RYG—A—A V() AFVRIER—MDER

[1£106]

4 OH 4 OMs
BocHN ™ BocHN

NH NH

TR3THELhEt—TFI N—-[4— (5—-bROFIRVE—1—
AVAN) RYEVAMREIAZIRAN] AIAA—K (500mg) %
voOoOxdy (5mL) I[CEEIH, OCTAMYIFILTIY (400m
g) . WIEAYVRAWKZIL (22T7mg) . 4—IAFILTI/EYDY
(20mg) ZMAk, RNEEMZERITHREL. BET4REERL
oo RENESYICKZMZ., 27 00FRIVLTHHE L. BEE % BKRE S
M)DLTEZEL., 5B% BERBEL. SONCEREZSVATILAS L
A MTST74—ICLYRBRHL, RELEYWEZ640mg (BEEN) Bk
"THNMR (CDC ;) :1, 55 (s, 9H) . 2. 06 (td, 2H)
. 2,61 (t, 2H) . 3. 04 (s, 3H) . 4. 41 (t, 2H) .
7. 44 (d, 2H) . 7. 79 (d, 2H) .

(C#5) t—7FI N—[4— (5—7OERVYI—-T1—-AVA L) R
YEVAHILRFLAZIRAIL] AILISA—NDERK

[15107]

YQ/\A OMs \”@/\/\ Br
e
BocHN BocHN

NH NH
TRATELONAES - [4— (N=t =T hFIHIKRZIAILNALIR
AN) ZzZN] RYEG—4—AVA) XFVANEF—F (646 m
g) E7Eh=bYI (TmL) ICABIE, ZRETRILVFVL (295
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mg) ZMMAil. RINEEHWAESOCETHEL., FETORBEEREL.,
REREHMEERETHEL, KEMA, HBIFILTHELEL, BRE%E
HAKREFT M) DLTEEZEL, 2B%. BEREL. SonLEEEZS YA
FIWVAZLIAT RIS 74 —ICLYRBRL, ZEILEYWE486mg (X
£78. 1%) B,
'"THNMR (CDC ;) : 1. 55 (s, 9H), 2. 20—2, 12 (m
, 2H), 2. 63 (t, 2H), 3. 62—3. 54 (m, 3H), 7.
44 (d, 2H), 7. 78 (d, 2H).

[0432] =HEHI128~132
a2 2 TELShLEMERW. EEFI4 0 — 2 EEROFEICT,
AFERICEZIEEMEER L, EXLELELEHMO—EBICOWVWT. ZOEE
ERIDRT,

[0433] [$R47]

JE';& s NMRF—4
P . ['HNMR(CD,OD) 1.36-150 (m, 6H), 1.56-1.66 (m, 2H),
128 7 H Ho % 11.70-1.80 (m, 2H), 2.03 (dt, 2H), 2.65 (t, 2H), 3.04 (dd, 2H),
HN el 3.14-3.21 {m, 4H), 7.62 (d, 2H), 7.76 (d. 2H).
H
NBoc 1
P PPN HNMR (CDCI3) 1.26-1.34 (m, 6H), 1.48-1.52 (m, 27H),
129 7 H H 1.56-1.61 (m, 4H), 1.76-1.84 (m, 2H), 2.49 (t, 2H), 2.62 (t, 2H),
BocHN 2.77 (¢, 2H), 3.35 (dd, 2H), 7.43 (d, 2H), 7.82 (d, 2H).
NH
& PN " THNMR (CDLOD) 1.34-1.52 (m, 8H), 1.56-1.65 (m, 2H),
130 H NH 1.71-1.79 (m, 2H), 2.05 (dt, 2H), 2.65 (t, 2H), 3.08 (dd, 2H),
HN aHel 3.15-3.22 (m, 4H), 7.62 (d, 2H), 7.76 (d, 2H).
NH
H
» NS AN B (THNMR (CDC,) 1.24-1.34 (m, 6H), 1.48-1.54 (m, 27H), 1.56—
131 " NBoc 1.68 (m, 4H), 1.80~1.90 (m, 2H), 2.52 (t, 2H), 2.66 (t, 2H), 2.81
BocHN (t. 2H), 3.30-3.44 (m, 4H), 7.43 (d, 2H), 7.82 (d, 2H).
NH
& NN PN THNMR (CDCI;) 1.16-1.24 {m, 8H), 1.46~1.60 (m, 31H), 1.82-
132 0z Naoc 1.92 (m, 2H), 2.54 (t, 2H), 3.26-3.36 (m, 4H), 3.45 (t, 2H), 7.42
BocHN OND (d, 2H), 7.60-7.71 (m, 3H), 7.90 (d, 2H), 8.02 (d, TH).
NH 2

[0434] ®kPBocld. t —7hFUHILRZJEEERT B,

[0435] =EHEHI1 3 3
t—7FI N—-[4—-—[56—-[7—[L[(Z) =N, N —EX (t—=7
NEZAIKRZIV) AMNLIRA] PIIIANTFILTII]I RVE -
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[0436]

[0437]

[0438]

[0439]

[0440]

1—IVAN] RVEVHAILRFIAZIRAIL] AKX —NDERK
[1k108]

NH

H H
BocHN — N N NHBoc
lf)\\/v . Yy
X H H BocHN NBoc
= N N NHBoc
Ryidh g

NBec NH

t—7FIN N—[4—[6—[7—[[N, NN —EX (t=—FhrFY
AIRZIV) BIVRAIRAN] PRIIANTFLTI/)I RS -1 —4
VAN] RYEVALKRFIAIRAI] AR A—F (bEYMES: 12
9, 100 mg) #X& /=)L (2mL) IBAEIE, FBETYVYRS—
ft (10mg) AMAK, RBETRAEKRERL., IREERLL, R
EEYMEZBL. 2RERBERELL. BONLEREES ) ASTILAS A
JARKMNTST74—ICLYBERL, RELEY (bE&WES: 134) (7
Wy / PIhv=4,/1) #55mg (NEL5. 6%) B,
Ehefl1 3 4
t—7F) N—[4—-[56—[7—L[IN, NN —EZR (t—=FrF>H
WRZIV) ANNAZIRAN] PRI ANTFILTII]I RVFL] RUE
VHIWRFIA I RAII] AN X —FDERK

[{£109]
Ao
]/Q%\/\ﬁ /f“}yﬁ’lg\umam \"/Q/\f‘m R 5 }JYNHBW
BacHN SecHi Naeo
N N
t—7FI N—[4—[5—[7—[IN, NN —EX (t—ThrF¥

AIRZIV) BIVRAIRAN] PRIIANTFLTI/)I RS -1 —4
VAN] RYEVALKRFIAIRAI] AR A—F (bEYMES: 12
9. 200mg) #X%/—)L (5mL) IA@EIE, BETI10%/15Y
DALxRE (20mg) ZMMA, BIETRAZKRERL., —RIEHR L,
REERENE5BL. 2REBELRET 2ETRELEY (LEaYES : 1
36) #175mg (INXE87. 1%) Fr.



WO 2015/087857 131 PCT/JP2014/082511

[0441] =/EHI1 35, 136
EfEGI1 33,0 134 &RABRODFXRICT. AEBIKRIELEMEER L
o BRLIAEEMDO—EBIIOWT, TOEEERICTT,

[0442] [3R48]

teh

| E= mi& NMRF—#%

alkene:alkane=4:1
\/\/\/\/ﬁ NH, 1HNMR(CD:,OD) 1.38-1.48 (m, 6H), 1.55-1.64 (m, 2H),

133 HINW NH 1.68-1.78 (m, 2H), 1.84-1.92 (m, 2H), 2.46-2.52 (m, 1.6H),
3Hal 2.96-3.06 (m, 4H), 3.17 (t, 2H). 5.84-5.92 (m, 0.8H), 6.60 (d,
0.8H), 7.53 (d, 1.6H), 7.80 (d, 1.6H)

alkene:alkane=4:1

= NV\/\/\/“TNHBDG "HNMR(CDCI;)1.22-1.34 (m, 6H), 1.44-1.56 (m, 27H),
134 BocHN\(Q/M/ NBoc 1.60-1.90 (m, 6H), 2.34-2.42 (m, 1.6H), 2.62-2.78 (m, 4H),
3.40-3.44 (m, 2H), 5.70-5.78 (m, 0.8H), 6.45 (d, 0.8H), 7.31 (d,
1.6H), 7.82 (d, 2H)

1 - "

NN HNMR(CD4OD) 1.38-1.51 (m, 8H), 1.55-1.64 (m, 2H),

135 HN i H 1.66=1.80 (m, 6H), 2.77 (t, 2H), 2.99 (dd, 4H), 3.11-3.22 (m,
3HC! 2H), 7.47 (d, 2H), 7.73 (d, 2H).

PPN ¢ THNMR(CDCI,) 1.21-1.34 (m, 8H). 1.46-150 (m, 27H),

N N” "NHBoc

136 WNYQ/W H H 1,60-1.84 (m, 8H), 2.60 (t, 2H), 2.72-2.81 (m, 4H), 3.30 (dd,
2H), 7.17 (d, 2H), 7.78 (d, 2H).

[0443] £ Bocld, t —ThFUHILRZIELEEKRT 5,

[0444] &R%fFI2 3
t—7FIN—-N—-[[3— (3—73/7O0R*>) 7OEBLT7I /] — (
t =T RhFIANRZINWNTI/) XFLV] AN A—MDERK

[0445] [{5110]

H
HN _~_O~ N — HZN\/\/O\/\/NTNHBOC
NBoc

[0446] 3— (3—7X/7ARFY) ANy —-1-73Iv (1. 5g) &Y%
OOX4>Y (30mL) ICAFGIE, BRICTIAYIRELIFALTIY
(977mg) ., GoodmaniEZ (2. 989g) ZMA. RET4KHE
B L, RINEEWICKENZ, BT FII THHE Lk, BHRE % EKR
BrhUDLTEREL, 58% REREBLE S5hLEEZSY AT
AZLYATMNTZT74—ICLYBRL, RELEYWZ2. 029 (X7
1. 4%) B,

'"THNMR (CDC ;) :1. 49 (s, 9H), 1. 50 (s, 9H) .
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[0447]

[0448]

[0449]
[0450]

[0451]

[0452]

1. 74 (tt, 2H) . 1. 83 (tt, 2H) . 2. 79 (t, 2H)
. 3. 49-3. 58 (m, 6H) .

EiEf137, 138

BB 2 3THONIILEWERW. EfeHI23, 24 EAKDFIEICT
 AEBICRLEEMESH LI, SR LEEEHO—EBICDOVWT, ZOE

SHe -

= 75: 43—% ‘!L.. RS 3_ °

[549]

EEh ; -
| #% i NMRF—%
e "HNMR (CD40D) 1.29-1.34 (m, 4H), 1.80~1.86 (m, 2H),
187 . NN M 11.89-1.96 (m, 4H), 1.98-2.06 (m, 2H), 3.08-3.16 (m, 2H), 3.50~

? 3HC! 3.61 (m, 4H), 4.10-4.20 (m, 2H), 7.14 (d, 2H), 7.79 (d, 2H).

NH

NBoc
"HNMR(CDCI,) 1.44-1.54 (m, 31H), 1.79-1.89 (m, 6H),

o\/\/\N/\/\O/\/\NJLNHBoc
138 MNYQ H H 2.64-2.74 (m, 2H), 3.46-3.56 (m, 6H), 4.02 (dd, 2H), 6.90 (d,
2H), 7.83 (d, 2H).

NH

KHBocld t—TMFEIVAHLRZIEEREKT 2,

=M1 39

(T]1) t—7FI N-[ (t=TrF2HIKRZINTZ/)) — [5-
L (2, 2, 2=RNYDnA4OF7EFIV) —[2—-[ (2, 2, 2—K1U7D
AaO7EFI) P/ IFL] PIIIRYFLTI/] AFLV] A
WINA—NDERK

[16111]
fo) NBoc
NBoc H H
FaC N~y A A o~~~ N CFs
BocHN’U\N/\/\/\Esr Y N P BocHN™ N EOCFS o]

2, 2, 2—NYzr4a—-N—-[2—-[ (2, 2, 2—KYZNA4O7F
FI) PI/] TFIL] FERTIR (6. 569g) Rt —TFIL
N— [ (6—TBERVFILTI/) — (t =T FFIHIKRZNTI))
AFL2] ALNRX—=K (3. 00g) OIAXAFINKNLLTIR (30mL
) WRICIKEED ) DL (3. 059) ZMAERTCSHEARIGIEL, £D
% RIGEEWEKISEEAN, BRI FILTHELE, BREZEDOEE
KB IR LTRELLE. 28BLE, 2BRERETREL. BEEY



WO 2015/087857 133 PCT/JP2014/082511

[0453]

[0454]

[0455]

[0456]

DATNAS LAY KNI ST7 14 —ICLYBEL., REILEWE2. 144
(IRE5 0%) B,

'"THNMR (CDC 1, :1. 32 (dt, 2H), 1. 48 (t, 9H)
, 1. 52 (t, 9H), 1. 57—1. 76 (m, 4H), 3. 42 (t
, 2H) , 3. 53—3., 69 (m, 4H), 3. 90 (t, 2H), 7.
48 (br. s, TH), 9. 25 (br. s, 2H) .

(T]2) 4—- [B—-[2— (B—VJTFP=ZVI/RVYFITFTI/) TFITX
J] ARFVI RVATIVY AEBBEOER

[1b112]
NH
oo n CF. BocHN I BOCHN)kQ PPN /\/ﬁ?gl\/\/n NHBoc
BocHN uwgga:: \C[)r P 0" ™~"Br - © EOCF; \lNrBoc
NH
_ . MM H H
o/V\N’\/N\/\/\/erNH2
aHCH NH

TEI1TEONEt—TFI N— [ (t =T FZHALRZITZ/)
—[6—-[(2, 2, 2=NYN4a7EFL) — [2-[ (2, 2, 2
— M)z r7EFN) PI/)] IZFN] PTII]IRVFIVTI)] AF
L] Aisxt—k (1, 21g) ROt —TFI N—[4— (4-70O
ETRFY) RUEVHILRFIAIRAIL] AILARAA—=F (1. 2049g)
DIAFIVHRIVLT IR (24mL) BRICKEBAHY VL (0. 38g) %
MA50CT—HMRIEI R, TDR, RIGESHMEERIOSA LKITEE
AN, FFEEET FILTHE L, BRBZEOEHEKREY /RS U LTRIE
L. 28L%&, 2RZREREL. B2 VATV AZL7OTKNT
ST4—ICLYURBE L. LE&¥WA%EO0. 579 (K3 2%) B,

RWT, FEonfibE&WMA (0. 579g) 248 /—)L (B7mL) II&B
Xt ERBTREBAYDL (0, 90g) #iMA. EETIHEE®RLA
o TOR, RINESHEZRERMEL. SohARBELKIETALIOOR
WALTHEH L, BREZEOEEKMEBY IR ILTRELLE, 58
Lz PBRZERBERMEL. BBZZVATNVAZLIOTNI S T4 —IC&
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[0457]

[0458]

[0459]

[0460]
[0461]

[0462]

YRR LILAa®WB%A20. 28¢g (X6 3%) B,

RWT, E&¥B (0. 379g) #¥/00Xx4Y (18mL) TR
t, ERTHM)ZILAOBEE (9mL) £MMA T, RIRT—MRIER LR,
BERBL. BONLEEEAY /—I)L (5mL) IIFMAIE, =B TIE
KBRS FHVBER (4M, 15 mL) ZMA. RIET1RERE®RL.
BERGBL., RBLEY (LEWES: 139) #0. 499 (EEM) #&
1o
£ 140

EiEfl1 3 9 EEBROFIEICT. AEBICEKLIEEMEESK L. EBHL
I EMO—EUICDOWT, ZOBELERICTT,

[R50]
":ieé” i NMRF—%
o N bl "HNMR(CD30D) 1.47-1.59 (m, 2H), 1.60-1.73 (m, 2H),
139 NN T T TN N, 1.74-1.88 (m, 2H), 2.24-2.3B (m, 2H), 3.14 (t, 2H), 3.22 (t, 2H),
PN 4HO) 3.43-3.56 (m, 4H). 4.28 (t, 2H), 7.19 (d, 2H), 7.81 (d, 2H).
NH
o ﬂ j‘fw THNMR(CDCl;) 1.20-1.59 (m, 33H), 1.91-2.05 (m, 2H), 2.55
140 TN B (t, 2H), 2.64-2.77 (m, 4H), 2.81 (¢, 2H), 3.08 (t, 2H), 4.09 (¢,
BoctN 2H), 6.91 (d, 2H), 7.82 (d, 2H).
NH

KHBocld t—TMFEIVAHLRZIEEREKT 2,
=HEBl141~148

EhEfI 2 F/1d 3 EABRDFIXRICT, AEBICEDLEMEER L. &
L EMD—EICDOWT, ZOEEERICRT,
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[%&51]
_‘ftg%%% i NMRT—4%
oM b "THNMR(CD40D) 1.35-1.43 (m, 8H), 1.55-1.62 (m, 2H),
141 N Y@ A 1.67-1.74 (m, 2H), 1.93 (s, 9H), 2.18-2.23 (m, 2H), 2.95-3.02
2 3ACOH (m, 2H), 3.15-3.23 (m, 4H), 4.19-4.23 (m, 2H), 7.12-7.15 (m,
NH 2H), 7.77-7.79 (m, 2H).
o f NH "HNMR(CD,OD) 0.68-0.82 (m, 17H), 1.02-1.54 (m, 48H),
142 NN NG (1.53+1.73 (m, 24H), 2.87-3.07 (m, 2H), 3.02-3.36 (m, 4H),
i 30BS 4.08-4.17 (m, 2H), 7.20 (d, 2H), 7.20-7.26 (m, 6H), 7.72-7.82
NH (m, 8H).
o A "HNMR(CD;0D)1.36-1.46 (m, 6H), 1.54-1.64 (m, 2H),
143 SONTNTYTYTTN N 11.66-1.76 (m, 2H), 1.84~1.94 (m, 4H), 1.98 (s, 9H), 2.9 (dd,
N 3ACOH 2H), 3.08 (t, 2H), 3.17 (t, 2H), 4.13 (dd, 2H), 7.12 (d, 2H), 7.79
NH (d, 2H).
o o THNMR(CD30D)0.78-0.94 (m, 15H), 1.04-1.34 (m, 46H),
144 SONTNTYTTTN TN 14.54-1.76 (m, 24H), 1.88-1.94 (m, 4H), 2.99-3.04 (m, 2H),
HeN 30BS 3.06-3.14 (m, 2H), 3.14-3.20 (m, 2H), 4.11-4.16 (m, 2H), 7.13
NH (d, 2H), 7.20-7.26 (m, 6H), 7.72-7.82 (m, 8H).
HN < NH - "HNMR(CDZOD) 1.28-1.34 (m, 4H), 1.56~1.64 {m, 2H),
1.69-1.80 (m. 2H). 1.88-1.98 (m. 4H), 3.00-3.04 (m, 2H). 3.06-
145 5/ eSSt 3.11 (m, 2H), 3.16-3.24 (m, 4H), 4.14-4.21 (m, 2H), 7.13 (t, 1H),
3Hel 7.23 (d, 1H), 7.55 (d, 1H), 7.63 (&, TH).
HN < NHBoc oo THNMR(CDClg) 1.30-1.40 (m, 6H), 1.46-1.52 (m, 31H), 1.60-
o 1.72 (m, 2H), 1.88-1.96 (m, 2H), 2.60 (t, 2H), 2.67 (t, 2H), 3.40
146 (Er M (dd, 2H), 4.14 (¢, 2H), 6.95 (d, TH), 7.02 &, TH), 7.44 (&, 1H),
8.24-8.32 (m, 1H).
NH y THNMR(CDZOD)1.36-1.44 (m, 4H), 1.55-1.64 (m, 2H),
147 HaN Oy o N Nz |1 68-1.76 (m, 2H), 1.90-1.96 (m, 4H), 2.98-3.04 (m, 2H), 3.06-
H N 3.14 (m, 2H), 3.14-3.20 (m, 4H), 4.12-4.17 (m, 2H), 7.31 (q,
sHel 1H), 7.34-7.40 (m, 2H), 7.52 (¢, TH),
"o, e | HNMR(CDCI3)1.28-1.36 (m, 8H), 1.46-1.52 (m, 31H), 1.62-
148 MHNJU M 1.70 {m, 2H), 1.79-1.88 (m, 2H), 2.60 (t, 2H), 2.67 (¢, 2H), 3.36-
Neae 3.42 (m, 2H), 403 (, 2H). 7.00~7.06 (m, 1H), 7.30~7.42 {m, 3H),
[0463] KHFEBocld, t—TMFTAHAINRZNEEZEKT S, KFDBSIE, R
FUNRYEYANKRVEEERT D,
[0464] &Rkf5) 2 4
(TR1) t—TFNL 2= [4— (B—ERAFIRVYK=1—-aV1)
) 72T ] AIHY—I—1—HILERFIL— FDERK
[0465] [15113]
N
7\
N
!
Boc
A OH
[0466] t-TFI 22— (4—7OFET7zZIN) —TH—-AIFY—)L—1—-AH)

REVL—MZ2AVWTERBI2 2TR1 ERAKOFETRELENDEEHRL

7‘—
“o
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THNMR (CDC Iy :1. 43 (s, 9H), 1. 87 (tt, 2H)
, 2. 56 (t, 2H), 3. 84 (dd, 2H), 7. 06 (d, 1H)
, 7. 42 (d, 2H), 7. 46—7. 52 (m, 3H).

[0467] (TI#2) t—7FI 2—-[4— (5—TOERYI—=T—AV1IL) 7
TN A= —1—-ALEFIL—rDER

[0468] [15114]

&
N
Bocl

% Br

[0469] TIR1THELhAt—TFIL 2—[4— (5—bFROFIRVYKI-1-—
AVAN) Z22ZN] A5V —=)b—1—-ALKRFIL—bERWVWT, BR
B2 2TRA4BLVE EABOFTETRELEMEER L .
"THNMR (CDC ;) :1. 44 (s, 9H) , 2. 15 (tt, 2H)
, 2. 63 (t, 2H), 3. 59 (t, 2H), 7. 07 (d, 1H),
7. 43 (d, 2H), 7. 47—7. 52 (m, 3H).

[0470] &Rkfil2 5
(IF1) 4— (4— ((t—=TFLIAFILDIIN) F2) ThFY)
—2—=7)AaRVYYVZRMYIDERK

[0471] [1£115]

E

NC
o~ OTBS

[0472] 2—-7)40-4—-bEROFIRYYZMNYLEBVWTERHI1 2T
ERBROFETCRELEWESR L.
"THNMR (CDC ;) :0. 06 (s, 6H), 0. 90 (s, 9H),
1. 61—1. 72 (m, 2H), 1. 81—1. 92 (m, 2H), 3.
68 (t, 2H) , 4. 03 (t, 2H), 6. 69 (dd, 1H), 6.
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75 (dd, 1H), 7. 50 (dd, TH).

[0473] (TFE2) 6— [4— [t —=TFI (IAFI) V] #F2ThF]
—1, 2= RUZAFHY—IN-3-TIVOEMK

[0474] [{£116]

F (0] OTBS o) OTBS
L Ay —— SOy

NC Ny
NH,

[0475] TIR1THELGNALE— (4— ((t—TFLNIAFILIYI) FF) T
NEY) —2—2)040RVYVZRMYIL (4g) EIAFILEILLTIR (
85mL) ICAMEIE, EETK (14mL) . kBEHUDL (10, 28
g) . PEheROFH LR (2. 789) 2Nk, RNEAYWE80T
ETHEL. ABET—KBEBIRLL RINEEMEERITHAL. KZMA
 EFBBIFINTHE L, BRELZEKRES M) ULTREL, 5B,
BEBBL. SONREBEEZYVATINAZTLIVOARN IS 714 —IC&YTE
BL, RBLAWE2. 31g (INE55. 5%) B,

'"THNMR (CDC ;) : 0. 06 (s, 6H), 0. 90 (s, 9H),
1. 66—1. 75 (m, 2H), 1. 84—1. 94 (m, 2H), 3.
68 (t, 2H) , 4. 04 (t, 2H), 6. 82—6. 86 (m, 2H
), 7. 35 (d, 1H).

[0476] (T#3) t—7FI N—-t—TKrFZHILRZIL-—N-—[6— [4— [
t—=TFIN (TAFI) PVN] FFTRFY] =1, 2-RUZXFFH
V—=Ib—=3—4I] AIINA—=NDERK

(04771 [16117]
/\OK\OOW OTBS /O \H/OTBS
N & N NS

[0478] TI®R2TELN6— [4— [t—TFI (AFII) UN] F2T
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[0479]

[0480]

[0481]

2] =1, 2-RYZFFHY—)I—-3-FIv (2. 31g) 2T
OOX& VICABEIE, OCTRYIFILF7ZIY (1. 39g) ., V—t—
TFLIh—RF—b (1., 949) [ 4—IXFNTI/EYDY (83
mg) ZMAlk, RISEEMEERITHREL. BET—KREBERH LA, RiE
BEWICKEMA, 700KRIVALATHE UL, BEEEZEKRESTN) DA
THEL. 8%, BREREL. SohLEEZ> VAT NVAZL7OT b
To574—ICLYBE L, ZBILLEWEE1. 649 (INFE44. 6%) B
1o

'"THNMR (CDC ;) : 0. 07 (s, 6H), 0. 91 (s, 9H),
1. 40 (s, 18H), 1., 68—1. 76 (m, 2H), 1. 88—1

94 (m, 2H), 3. 71 (t, 2H) , 4. 07 (t, 2H) , 6.
95—6. 99 (m, 2H), 7. 36 (d, 1TH) .

(CE4) t—7FI N—t—ThrFHILAR=ZI—-—N—-[6— (4—¢L
ROFo T hFY) —1, 2—RUZTAFHY—I—3—4I)L] AI/SX—
NDERR
[1p118]
0 o} OTBS o OH
SO RS S
N — N&
Boc” N. Boc Boc” N Boc
ITRI3ITELNEt—TFI N—t—TRrFSHIRZIL—N— [6—

[4— [t—=TFIL (IXFI) PVIL] 7F2TbF2] -1, 2—-RY
ZFAFHYV—=I=3—4a4I] AR X—K (1. 649g) 27bZE RO
v (20mL) ICABEIE, OCTTF NS TFLTVYEZVLIIVAY R
(I1MF RS ROTSVBER) (3. 4mL) 2Nk, RIGEEMEE
BETHFEL. AETSHERBR L, RINEEMICKZMA. FFEETFIL
THE L, BREBZHEKWEEST N D LTEEL., 5B%. BEREL.
BONCEBEED)ASINASLIOT N IS 74 —ICL YRS L., REL
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a¥aE1. 029 (IXXET79. 2%) 1§
THNMR (CDC ;) :1. 41 (s, 18H), 1. 75—1. 84 (
m, 2H) , 1. 91—2, 02 (m, 2H), 3. 76 (dd, 2H),
4, 09 (t, 2H), 6, 93—7. 00 (m, 2H), 7. 37 (d,
1H) .

[0482] &R%fil 2 6
(TFR1) 4—EROFY—N—AFI—-RVIXTIZVDERK

[0483] [1£119]

[0484] XFIJ 4—bEROFIRVEVAILRFVAIF—bF (2. 5g) %X
=) (40mL) IIARIHE, OCTHANYIFALTIY (13mL) .
AFNTIV (40%X%/—NiEk) (2. 079) #MAtk. RINEE
MeE==RFEFTHREL. RIETA4EBIRLAL, RINEEMZREREL. R
BIlbEM =B,

'"THNMR (CDC 1, :3. 05 (s, 3H), 6. 84 (d, 2H),
7. 55 (d, 2H) .

[0485] (T#2) [4— (N —t =T bFFIHILKRZII—N—XAFIL—AhAI/NA
TRAN) 7)) t—TFI AINA—PNDOERK

[0486]1 [1k120]

NBoc
Me..

Iz

_Boc
O
[0487] TITRRI1THELNAZA4-—EROFY—N—AFI-—RVITIIVERWVWT
EfFI6 TR 2 CAROFETREBLEMEBT,
'THNMR (CDC ;) :1. 14 (s, 9H), 1. 57 (s, 9H) ,
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3. 37 (brs, 3H), 7. 19 (d, 2H), 7. 36—7. 48 (
m, 2H) .

[0488] (I#E3) t—7FI—N—-— [ (4—ErFOF>TxzZ)l) — (XFILTX
J) AFL V] AIINA—RNDERK

[0489] [1k121]

NBoc
Me .

Iz

OH
[0490] TI#R27TELSNE[4— (N —t—TMFTAHALRZIL—N—XAFI)—
AIWNRLIRA)) 7)) t—=TFI AN XA—=—FERVT, K
Bl6 TRE3 EARDFETREALCEM =BT,
THNMR (CDC ;) :1. 21 (s, 9H), 3. 32 (s, 3H),
6. 80 (d, 2H), 7. 31 (d, 2H) .
[0491] (IT#4) t—7FI—-N—-[[4— (4—TOFET+F>) 7z=Z)1] —
(AFWNT /) AFLV] ANWINA—=RNDEK
[0492] [1k122]

NBoc
Me_

Iz

AN BT
O

[0493] IR3ITHELNAEt—TFIL-—N-—[ (4—brRaAFT7zzL) — (X
FIVTI)) AFLV] ALNA—RERWT, 616 T4 EEAKROF
ETRECEM =BT,

"THNMR (CDC ;) :1. 18 (s, 9H), 1. 92—2, 01 (m
, 2H) , 2. 02—2. 13 (m, 2H), 3. 34 (s, 3H), 3.
50 (t, 2H), 4. 00—4. 06 (m, 2H), 6. 86—6. 92
(m, 2H), 7. 36 (d, 1H), 7. 67 (d, 1H).

[0494] =HEHI149~154
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BRHI24~26 THELNIEEMERW. EEH405E40-2&
RRRDFEICT, AEBICHEIEEMEESHR LI, R LLEEHDO—ERIC

DWT, ZDEEERICRNT,
[0495] [Z&52]

(EE% ,
| &S i

NMRF—%

H
. H/\/\/\/\/N\H/NHZ
149 NH
N\
<\, 3HC)

"HNMR(CD,0D) 1.38-1.45 (m, 8H), 1.55-1.65 (m, 2H),
1.70-1.76 (m, 2H), 2.02 (tt, 2H), 2.65 (t, 2H), 3.03 (dd, 2H),
3.12-3.22 (m, 4H), 7.36-7.45 (m, 1H), 7.64-7.69 (m, 3H), 7.88
(d, 2H).

P N/\/W\/n NHBoc
&
150 H NBoc
N\
.

"HNMR(CDClIj) 1.28-1.36 (m, 8H), 1.46-1.54 (m, 27H), 1.53-
1.62 (m, 4H), 1.88-1.98 (m, 2H), 2.53 (t, 2H), 2.70-2.78 (m, 2H),
2.86-2.94 (m, 2H), 3.36-3.42 (m, 2H), 7.06 (d, 1H), 7.42 (d, 2H),
7.46-7.50 (m, 3H).

|
151 HZNJ\Q H H
0/\/\/N\/\/\/\/NTNH2

THNMR (CD,0D) 1.36-1.48 (m, 6H), 1.55-1.66 (m, 2H),
1.68~1.76 (m, 2H), 1.88-1.98 (m, 4H), 2.98-3.06 (m, 2H), 3.08-
3.16 (m, 2H), 3.16-3.22 (m, 2H), 4.10-4.16 (m, 2H), 6.90 {(dd,
1H), 6.98 (d, 1H), 7.66 (d, 1H).

i
152 (BQChN/K@\ H H NHE
o~~~ A~ ~ NHBee

NBoc

"HNMR(CDCl3) 1.30-1.36 (m, 6H), 1.40 (s, 9H), 1.46-1.54
(m, 27H), 1.54-1.62 (m, 4H), 1.76-1.94 (m, 4H), 2.66-2.74 (m,
2H), 2.75-2.84 (m, 2H), 3.35-3.44 (m, 2H), 4.05 (t, 2H), 6.92-
7.00 (m, 2H), 7.36 (d, 1H).

NH
~

153 NJ\Q K NN
0NN N

3HCI NH

"THNMR (CD30OD) 1.38-1.46 (m, 6H), 1.55-1.65 (m, 2H),
1.68-1.78 (m, 2H), 1.88-1.96 (m, 4H), 2.98-3.06 (m, 2H), 3.06-
3.14 (m, 5H), 3.14-3.21 (m, 2H), 4.10-4.18 (m, 2H), 7.12 (d,
2H), 7.70 (d, 2H).

NBoc

154 H H
o/\/\/N\/\/\/\/N\n/NHBOC

NBoc

THNMR (CDCl,) 1.30-1.39 (m, 6H), 1.46-1.58 (m, 26H), 1.60-
1.71 (m, 2H), 1.82-1.92 (m, 4H), 2.72-2.80 (m, 2H), 2.80-2.90
(m, 2H), 3.34 (s, 3H), 3.38 (dd, 2H), 3.97-4.04 (m, 2H), 6.86-
6.90 (m, 2H), 7.35 (d, 1H), 7.68 (d, 1H).

[0496] ;RFABocld., t =T hFIHIRZIEEZRKRT 2,

[0497] JFIEHEH (FLF)

AEBILEY 5. 62 ®Egt
REESER 4. 49 HBaE
SAFIRIVLAT IR 89. 89 HEE:

UEZBEAMBLT. BN E5. 6 2HBRDIFZE .

[0498] (Y > TREMRMEREAR)

AISCHFERAIORENT THRHESINAAFZBWIHS 125 p pmilh
2EDICKTHERU, BRI RY hTHIELLY »IWE (BFE TEM]
. 3~4FEH) IC. RIERFERRERHB LI, BRTERLBEI L, TO®’
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[0499]

[0500]

[0501]

[0502]

)y TE2E25%E (Venturia inaequalis) ONGSEFAEEL, BAREA 1 2
REEEBICEYIRT20C, SEEOERNIC2:EERIE L, ELORBMEIR
IRRE % MRALIE & LhBR U BARRSI R & ST,

it&¥Mm7,. 9. 19, 22, 28, 30, 32, 34, 36, 41, 43
.46, 58, 61, 64, 66, 68, 71, 74, 77, 80, 82,
84, 87, 89, 91, 93, 95, 98, 101, 103, 105, 1
08, 115, 118, 120, 125, 128, 130, 133, 135
137,139, 141, 143, 8&T147I>WTHIERY VIEE
TRRAREBRZ 1T o7ce WTHDIEEYE 7 5 %A LEDBARMEEZSR L 7,

(F 27 ) REDVHEBAFREER)

AISCHEFIEEFI DR ENA TREINAAFEZEWERS 125 p pmilh
2EDICKTHERUI, REIRY MTEHRELAF2I)SE (BE M&X
bHEl . FER) IC. AIRAFRREMM L, ERTEARLE LR F
2 ) [REBHURE (Botrytis cinerea) ONLERFRBIKRE B FEREL.
EfT. 20C, SEEOERNICA HERIE L, ELORMEIRVIREE EL
BEEBAETL. MBRBREKRDE,

it&¥7,. 9, 13, 19, 22, 28, 30, 32, 34, 36, 38
.41, 43, 46, 48, 52, 54, 56, 58, 61, 64, 66,
68, 71, 74, 77, 80, 82, 84, 87, 89, 91, 93, 9
5, 98, 101, 103, 105, 108, 111, 115, 118, 1
20, 122, 125, 128, 130, 133, 135, 137, 139
141, 142, 143, 144, BLUT147ICDOWTHIREF2T )R
BOUORERERET o>, WTIOIEEYS 7 5 %ULDOBRME%ERL
(DLF D EA HEBBRAR)

AISCHEFIEEFI DR ENA TREINAAFEZEWERS 125 p pmilh
2EIICKTH R, REZRY NTHRELAZILFNE (RFE [FKRY
I 1. 0~1. 2FH) ICASHFRBREHH L, FERRZIELE O
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LF > EATHRE (Erysiphe graminis f.sp.tritici) OPERFEIRY A
WEREL., 22~25COERETT7 HEARF L. ELORHMHIRRES &
IR & LEBGRAE L. BIRRSIRZ K&,
[0503] {&¥7. 9. 19, 28, 30, 32, 34, 36, 38, 41, 43
.46, 48, 54,56, 58, 61, 64, 66, 68, 71, 74,
77. 80, 82, 84, 87, 91, 93, 95, 98, 101, 103
105, 111, 113, 115, 118, 120, 122, 125, 1
28, 130, 133, 135, 139, 141, 142, 143, 144
BETTATICOVWTRIEBILF D EAITHEMRAREZT >, WThO
1t&¥E 7 5 %LU EDRERMA L 7,
[0504] (b~ NEERAFREER)
AIECHFIEEF DRGNS THREINAFTZEIND 1 25 p pmilAR
5EDICKTHERLE, RBFERY PTEIELAEMNMNIE (BRETLYF
1. 4~6FH) I, FIRERREHRF L, BEZREZIELE MY ME
f®E (Phytophthora infestans) DEEFEMEBERZEFEZREL. PAE%E 1
2REEICRYRISEEDERE (20C) IC4BERFELE, ELEDRF
MUK Z ENIE - LEBRAE L. kRl Z ko7,
[0505] &% 7. 9. 34, 41, 43, 58, 61, 64, 68, 71, 77
. 82, 84,87, 93, 98, 105, 108, 115, 120, 12
8. 130, 139, BLU1 4 3ICDWVWTHIE M~ MERBHBRARKRET-
o WITNDILEMH 7 5%ULDOBEBRMERL 72,
[0506] (3L F7KI OHEFHRER)
AIECHFIEEF DRGNS THREINAFTZEIND 1 25 p pmilAR
BEIICKTHERL, REERY NCHELALILTSE (RE TEM6
151, 1. 0~1., 2FEH) ICRIZHFRBREHA L, EZRRIELE
. JLFHKRIGHEE (Puccinia recondita) DEEFEIRY SAVEREL, 2
2~25CHRET1 OHRERE L, BELORMHIIRE % AR & LBk
AEL. MRSIRZRO 1,
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[0507]

&7, 9. 19, 22, 34, 41, 43, 54, 56, 61, 64

.66, 68, 71, 74, 77, 82, 84, 87, 91, 93, 98,

101, 103, 105, 111, 113, 115, 120, 128, 13
0. 133, 135, 142, 143, 144, 8LP14TICDOWTHIR
DALFRICHRBEBRABRET o2 WTNOLEME 7 5 %L LD %
~LU7,

EEZX DR ArT et
AEBIHRDIE—DEBBEOT)—LT7IVVEEY (X (D) FLERX
(II) TRINZIEEMEIEZTOR) . BEFHICEN. REHICEN
 BOTEMICEFICERT DI ENTES, UZTY—LTITVEEY
ZEYHDE L TERT 2B=0OEMEEBROREFE L < IZEDHEMERF
. VYOIEER. Fa27VRKREHNPHE. JLFDEAIRE. MY MER.
DA LFHRIWEES EDOEDHREORRMEICKICENLTWS,
ARBICHRIBEZOERBEOT Y —ILT7IPvEY (X (III-1) £k
X (I1I-2) TRINBZILEW) ROCTF7=I e (X (IV-1) Fkid
A (IV-2) TRINZILEW) E. ARAOHE—DOREHEDT ) —IL T X
JuksE (X (1) £LER (II) TRINDECEMELIEETOERE) =&
ICRET 200 PEEE LTERTH S,
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[55KIA1]

5 R D E
X (1) TRINDEAMELETOE.
[161]

1

NR R®
2 I
R /m\/o Y w N
\T Ar \x/ \Z/ \n/ \R5
R’ NR* (0
(& (I) #,

Arid, BEBROELLIBRELZET 2 _MOFEKRRIEKER
E FLREBROE L EBRELZET 2 ZMOERERN LEWE
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