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G 0lo BHS SEHME OS2 LBHA(IV)O 0t0l: LDESD HZ2AIZI TS Ry, Ry, Rs, Rt RsOIA
257] Ry S BSIIZ MAHGIHA B 20l 25t HEE & QUCH
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OH
R,,00C OH HoN

&1 A0IM Ry, R, Rs, R2t Re= HEEY BIES0IM S=0tH BtESt= Ry, Re, Rs, Re2t Rs XIEJ|JF 0l
St BISOZ22H 1O IS ESote A HeAdtD LErA( )M o8t bt 210, Ry SlIESA
BSIIE UEIHCH &S 84 SEHdles HEERLZHYE HAHE, & 220 & 232
OE &0 Sat=10 22 43 HAHZI JAT. HYS SIEEA BE3)|l= 2 20 M U= A
Ol M S EASHCE.
A(IV)el OI0l: 2222 SAXNCZE 0|28 £ Y1, OlUH SXE SHLHESZ HMISHCH. Al(1)2
S22 oLt £= 1 0l&e O=2 Y-z MZISC
21 OS A(V)Y SE22 orgac-2et0/d H2A0 2ot)
0 Re

R O R

11\0 7g\r a

R1 O Rd Re Rb R11\0
(V) (V1)

AJ| AU Ry R AN OIA a8t 2018 21, RRe US 22322 (VI)

°
P
&

(Vi)
YT

R

b StE2(IUAM Jdt= R, X210 HEotES Heist X2D(0ICH 2L dis o Ze 224014 M
= 2H X=ELD= BA-EtA AT MAHN |=olCHI. A0Zo X2 =& Comprehensive Organic
Synthesis, Vol. 5 &X(Eds. : Hl. & EZAE 010]. EdY, ZAUHHA MAE). HII=2, =2,
1991, p827; Ml . =2lXE, Syntheis, 1989, 71; OIZ. Ol. X224, Chem. Rev., 1988, 88, 1423). 0l
8t [3,3] A0 Z2E MAE Hol= 0ISE £ Us YEHSHEsE otYAH=-220/4 2ol A, 0l
B0 Olot0] S HAHZO A HES o-LS IJNS2AAOZ HEAIZ £ QUCH. 0tLHE= 2240]
Mdl Mol E5| =8t EZE JE OLME JIotstel SRl XEHES S50 SLU2AUIRH M2
QAMBES =0 LS £ Ues HOIE ASHE £ e AOICHY. 0. ofgaei=, 1m. A0/t HOI. C.
LdAEZ J. Org. Chem. 1991, 56, 650; &= HIOIXl 56, 3572).

M= HEZGIOIE2Fet) 22 HIYEXE A HA, E =0 28 ColAZZEotiy 22
A8 RI EIlg Helotd, xEE L2 HAHZ(V)E d=2 ez HEAZl O3, AdEFH(E
S0, 93 ECINEAY, d3l EYEAY, ASIELIT2EAY HE} tert-R2ECHEAYE = H3t
tert-2ECIHYAZ)E AIE0IH, ASSIESSAMIIE A AIHAN & £ UCH O, S ME2 &
g HEOINES Jole MAE 2 ot SE2(V)e A JI=2dg 4+ U= HAHZE HXSHCH.
A ™A, dSsiet AggsE M, WE S0 -70C £= 1 06t 2= 0lA &ots 2101 bretal
oll, MRl RTE MASAIHAM, WE S0 & 4T WA 55CT2 A&SAMHAAN RE& = QUL

(V) &2 MEZ(VvI)e 22 0IsZ&2 s =0 =0 =4 HIMOl 2ot SRAAMAHAAN Bt sE2
(VIA)S EHAIZI04, O] St&t=20 A, R Ry AN OIA A28 21012 21, RR.= ESFE(VIA)
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Rd Re

o St (I1UA 2dts R, XIED|0 oiEgol== Heist X120 0ICH. Ol MlUIA, R.2 RyIle Z &SN
2ole X&tAl T 0ISEA D29 B2, RS 48U, MEZ(IX)2 B2 IE(VI)WA osZdes
BRol0 OIS SEZ(IXA)S EHAIZIC

O R,

OR4
HO
Re R, O (IXA)
Rp

Rd Re
AJl AOA R Ry A(INOIA H38 2018 21, RR.e= B2 FE(MIA)IF SHE2(I)0A 2dt=
Ry XS0l cHEot== Meist XI&D|0ICH

(X)e AAluolE
~L2 22st AISIN, ODIA
J1 oIth.
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IS 24 ABAIE %HE 32, 28 T 0D OS = ACH AHUM AR = U= 38 T&
Gl NS OIS S0 Y= AWY ZS EF ASA0 JIME Hie 20, = EOH0I B LA Us
DX HIES £

S ZA MBI UNME AHE NS 4R 248 T= US4 PHHO 8Y F= HHUOD F I
Ch G BOIAH, 02 SO HIEHE0 FMUES T= o4 OUESD 22 JEH; HY +2 x4
o & INY, 5 WXYDE TE S22AMACD 22 AUHZIOKY ARHME et wRHok
SIOIZZUZRAS 22 SSHE ZEAZ & AL

SE422 ARWHUA HIZPHO2 SO8 & UCH AHE ABH=S 2SS S0 W, 28X
Ol SIEAISIDILE OHLIDE BHHAIZ = ACH R2IEIIZE 2AOHK, LML EH 22 SIHE
SEHO SHAIZIE 20T

=

HUEOZ 2 UXE AZE

DMAP 4-CIHE-ot0l =1l elEl

DMF N,N-CIHE 2 E0I01=

EDC N-0ll 2N —(3-CIBI € 0r0| = T2 B ) I 22 01010| S
ololEE2=z2l0l=

HOBt 1-SIEEAIBITER|IOIE

NMR s 1029

N N-HE 2 Ee

NaHMDS LIES HIA(ECIHEAZ)0I0IE

TESCI S22 ECNEA S

TFA ECIER2 x4

THF HIEcalolE2 F et

TLC S92 = AZ0tE0HT)

Hot “c NWR AmIE S 2t2r 250 11t 62.9 MO Al Bruker AC 250E SZJIZ ALE5H0] I
HEMS AT PIOIMAE AOIB 2MMOl, AISA 9IAS JISEWAENE 2C, o
SASIAF OFLIT 22 SHI8 3WHO0IX| DISMA, oADK, 229 SUHAIE, o520 MEDAC 3l Al
Ol OI5H0] B4BHCH.
AA100

AUAIGH 1

05-Al 22 HE-3R-(15-5

In

M

=

2

o
|

2-HE-0EI2HI 2L )-5-H - At = &t
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ol

H=2l stet=0l et

o
i

A2 ofJl HRE 10lA O HRE & Mol JITHUCH

M=

Q o
HBu
J\/O ITAHAL DJ(N )K/\r(omu FAc aaoM
—_———— H — -
HO Ly

E

HO\.N

. ﬂg\oﬂ
HGO \©

A3t 2 :{a) BuCOC!, ERN, (R} olldtx 2.3, THF -780C: (b} NaN(5iMey),, BICH,CO.Bu, THF, -TB0C;

(c] BzIOLi, THF, -B5C, (d) TFA, TH,Cly, 4oC, 812 (m) CHAU(MeXaH0H, EDC, DMAP, CH,CL: {f) LDA, THF, <780
o2 E4SICI, 550G stRuh:(g) s d d2hiz, HOBL EDC, DMF, s1%xt:(h) Hy, 10% PA/C, see: (1) HOBY, EDE,

OMF thE HONHOH.HCYNMM.

0H
0

N
+
£
Illﬁ >

-A2ZHE O E-SAIEC e -2-2

ZAH(59ME, 470.4mmol) S 2 THF(1£ )0l ScHAIZID, L206t0l -78C=2 H=2AI2ICH. &35t I
, 470.4mmol) It E2| 0 € 0t2!(85mE, 611. 5mm0|)° Jiot, ¢+ =2

, 0CZ2 Ji=26t1] 4082 st wetst £, -78C= QE'.QE 2 .=
EclH-2- 9(1009 564. 5rnm0|) Pl THF(M )01| EZoH}\IJI EHE 22
o] o

m (A)
>_

=
um

X U

Lol yo Hu

~m&
Moo 2

=08

@

r
00— Jno

TRz He O rE kg >
o2 0
am- Fo

< =
Yo I
oMy
o MU
24 Luom
00 rop MY
2 ol ong—
o
Ok
W
Q'E
2
0z 0
>
Qvl
|'EI
Y
N
LOJ
n
ot
=
10
_'>I_
0
0
m
Hl
Qﬂ

, m), 4.69(1H, m), 4.23—4.12(2H, m), 3.30(1H, dd, J=13.3, 3.

3.04(1H, dd, J= 16 6 7.1 Hz), 2.91(1H, dd, J=16.6, 7.1 Hz), 2.77(1H, dd, J=13.3, 3.3 Hz), 2.34(
m), 1.94-1.83(2H, m), 1.69-1.52(4H, m)2t 1.30-1.14(2H, m).
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=
3
© 0
—
(@)
o
S
=
=
-
w
o
~
\_/r\)
o
o
T

4-(AR-HE-2-SA-SAHEC|E-3-2-3R-AS2HE-4-2L-2EI24 tert-2E OAHZ

AR-HZE-3-AI2ZHEOLME-SASBLIE-2-2(3F A)(135g, 469.8mml)S X THF(2£ )0l EoHAIZILD S
ds 232G -78C=Z H2AIZICH. O H2E SH THF(705me, 705mmol) Al 1.0M NaHMDS &M= D&t
Ct. MAE S22 A2t S O -78CHA wEtstD, tert-22 EZZO0LAIHIOIE(114me, 705mmd) S
et O B8 Eg=22 YSII(-20C)0A 48A12t S0t JHXFOFEP a5t d25(500me)2 ZEEHS It
St EUHE 2otol MASCH MAS =4 JWE ZMUE(x3)2 FEEL. ZMUNE FEES I8
St, =2 MAESL, & HOUSHAM AXRStD, UGt 2S00 SZAIIIE wa DHE
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A=Ch, A E/aMoz HZEOHH 2ot MHS(98.59, 52%)8 L =L, "H-NVR: & (CoCls), 7.38-
7.23(5H, m), 5(1H, m), 4.15-4.13(24, m), 3.38(1H, dd, J=13.5, 3.2 Hz), 2.86(1H,
dd, J 16.8 11.2 HZ), 273(1H dd, J=13.5, 11.2 Hz), 2.53(1H, dd, J=16.8, 3.2 Hz), 2.00(1H, m),
1. A4 ), 1.42(9H, s)2t 1.41-1.17(2H, m).

~
N

C
R-ASZHEA MM 1-8HE HAHZ 4-tert-FE OHAHZ
o

A 2DS(40me, 386.1mmol)S AZEX THF(800mE)Ol EcHAIZILD, EXHS L=t =1
g M%a@ -5CZ W2AAIRICH. O WBHE U0 AH(116me, 290mmol) il Al 458 Ol &t
E,I &= AAol Jtotll, &ltote s 22 0T Olotz =XAI&tC. It 28& =,
TOlM 402 st O E__OFI} A THF(400me) Ol SaHAIZ! 4-(4R-HIE-2-2A-SAME
FHE-A-=A- ‘:'EI b tert-2€ NAHZ(2H B)(77.9g, 193mmol) %%”Z =elott
C= HAAI0 & eSS PAHE ‘ﬂ_’ =Sg=S 5CHAM 1582 s O DLEF@
ot m)oZ HSS O*Hlo}_’ ZME
g2 MNHoL, R= %”&DP]HIEOHH
=0, Ol 28 ZAZ0tEDeHI(&eldt &, &

, SH& 2ol M=o sH&2(40.99, 86%)S 2 =Ct. "H-NUR 8(C0Clg), 7.45-
) ). 2.49(1H, m), 2.01(1H, m), 1.84-1.49(6H, m), 1.41(%H,
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=1z

I O AHEIZ 4-tert-RE HAHIZ(SE C) (36.43g, 109.6mmol)E CIZ22 201
SEHZS 4TOHA ot MESHCH. EzEIH§ 2 2otoll MIiok

ot BN 20l8 2ol MAHZ(30.30g, HE)S =L "H-NUR; & (C0Cls),
7.29(5H, m), 5.19(2H, m), 2.94-2.74(2H, m), 2.60(1H, m), 2.07(1H, m), 1.84~

>

>

i

]

i

2 N
S
2=
-
00 1
o
>
v
K
0z
0x
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iy

o

=

(2]
-
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O w
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(2F D)(23.5g, g5mmol)E CIS=Z = 0fl EH(200m¢) 2 EDC(19.5g, 102m
f 2-HE 2-Z2H-1-2(7.5m¢, 89mmdl)S DIEICH. MEE &
2otol Mostn, oA
—+— Mgt ChE, 40 UlS0AM R0t O )sttt. 8

= EEDPE]EHEI(“EIDP 2, SAUA 20% =&OIE)SHH B A

| t
tH, SMA0 M2 SHES(21.4g, 76%)2 L= "HNUR; 6 (COCls), 7.36-7.27(5H, m), 5.19-
) H (

pal

tHHE =&OIE0 EaHAIZICH. RIS

r

ahed,

5.07(2H, m), 4.93(2H, d, J=5.4 Hz), 4.46(2H, s), 2.89-2.71(2H, m), 2.58(1H, m), 2.03(1H, m),
1.73(3H, s), 1.64-1.49(6H, m), 1.36-1.16(2H, m).

3 F

2S-AI2RHE-3R-(2-HI 2 L) HAIM 4-HE O AHZ

CIOIAZ2EOLRI(29.3m2, 209mmol)S HZE THF(700me) 0 ZSHAIZILD, L25H0H -78CZ H2AAI2I =, &
AH(83.3me, 192mmo) Ol A SER2ISO 2.3 BUS JIEICH. BISE2 F2 -30CE IS8 [he, -78C2
Aoz AlA

H2FAIZICEH. 2R—/\|§§‘E%‘“JJ -HE HAHZ 4-(2-HELY)HAHZ(SE E)(57.54g, 174m

ml)E Jtst), M4t 5@%% 45—3— SO WBHSHCH, TESCI(32.2m¢, 192mmol)E Jtotd, -78COHIAM 302

, t=otl, of=& witatCh, HESSHA M &S Jtottd, gt

, SHE D*%%H)ﬂ HIH?_F[]. DTE ZAOIL0 SHAIDID, M Lo A4 HAEHO=2

N=otd, 4 DFOUSA 2XE0t0, ot 20l =568 ZaUds 2=0. 2 IAZ0E

JEHILI(’\'BI &, CIZZZ20EUAH 10% HES)ot HEotdH, Mol HS9 2}0*:(24 74g, 43
1

%)0l LtEHHCH. H-NMR: 8 (CDClg), 7.36(5H, m), 5.12(2H, m), 4.71(2H, d, J=11.2 Hz), 2.94(1H, m),

2.74(1H, dd, J=8.3, 8.4 Hz),6 2.33(1H, m), 2.14(2H, m), 1.89-1.45(6H, br m), 1.68(3H, s)I 1.28(2H,
br m).

38 G
2S-AN 22 HE-3R-(1S-GIESAIHE-2-HE-HEI=EH2L)-5-HE-AA-0f =& BHIA AHZE

2S-AI2Z2HE-ZR-(2-HE L )M Al A 4-HIZ HAHZS(SHE F)(519mg, 1.57mmol) S DMF(20m2) 0l ol Al 3|
1, SHY HYZetlls=s(262mg, 1.73mmol), HOBt(255mg, 1.89mmol) 2t EDC(332mg, 1.73mmol)E JI&tCH. E&F
A0 A ot NBtetd, SME 226t MHGED, XIHE ZA0E (50m)0l SoHAIZICH. £
M AN I ERILIES Moz AXNMOZ N Eoll, &4 DFOUSHA AX6tD O 0HStCt.

Zg HEDPE]EHMI(“EIJ} 2, CISZZ20EA 2% HES)SHH HFMcHHE ARl M=o
(533mg, 73%)2 L=Ct. "H-NUR; 8(C0Cls), 7.41(5H, m), 7.27(5H, m), 5.82(1H, d, J=7.3 Hz),

H, dd, J=17.4 Hz), 5.15(1H, dd, J=17.4 Hz), 4.76(2H, d, J=18.0 Hz), 4.25(1H, m), 3.69(1H,
B59(1H, dd, J=11.1, 11.1 Hz), 2.97(1H, dd, J=6.4, 14.0 Hz), 2.81(HH, m), 2.61(1H, m),

U

IS
0

4 0l i
= J2 1

3 O jo
8w
w’;‘ Mo ﬂJIﬂJﬂJIO
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2.42(1H, dd, J=13.5, 13.4 Hz), 2.01(1H, m), 1.83(1H, m), 1.71(3H, s)1t 1.67-1.16(10H, br m).

S8 H

2S-AE22HE-3R-(1S-5|ESAIHE-2-H -0 &2 2 Y )-5-HE - At = &
2S-AE2ZHE-3R-(1S-5IESAHE-2-HEZ-HEINE2L)-5-HE-AAS-0l =4t HIZAE HAHEZ(SH
G)(533mg, 1.15mmol)S Ofl &= (35m2) Off oH/\|9|7, gdg 2o =SS s=C. SEH(30m) 42
10% Zcts2 Jictl, SEHsS A FZAADISHH =1 SR wptsttt, Tle 422 25t 225U
S UEHL. 3Xe 2222 Jatotld, S0E O Uoto MAHStt. SMHE SEAIDIH HANFHo A
Ste MA2(309mg, 9%)2 =L H-NWR: & (CDC13/CD50D), 7.16(5H, m), 4.08(1H, m), 3.49(2H, d
J=4.78 Hz), 2.86(1H, dd, J=6.6, 13.9 Hz), 2.71(1H, dd, J=8.3, 13.9 Hz), 2.36(2H, m), 1.74(1H, m),

1.68-1.00(11H, br m)2t 0.76(6H, d, J=7.3 Hz).
A0 2
3R-(1S-HIE-2-5| EEAI-UESZ2HI2 Y )-6-HIHE-4-2-ZZ E-25-A 22 BHIE - At &

M=o stet20 et SdLE2 oIl HE 200 1O JHRE &AHG JIMATH. &Y
3S-AISZHE-SAA 4-8E HAHZE & EQ 2-HE 2-Z28-1-2 A0 € 232
AAIN 112 S AFSHA HIZ&HCE.
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Me=2

At 22t (8) olew 9. H,80,, -78 10 00C; (b) 4' 22msldd. PA(OAG), Plo-Tolyl, EtN, CHLCN, 80°C;
(c) H,;NOH.HCI, KOH, DMF/ELOA, 00°C, 4 42 (d) TFA, CH,Cly, 4°C et (e) mduzhis. HOBY, EDC,
DMF, sz () Hy, 10% PA/C, Wee: (i) HOBY, EDC, DMF th& HONH,OH.HGYNMM,

28 A
2S-UES-3S-AISZ HIE - A A 4-HIZ Of| AH|
X

2
25-2LE-3S-AZ2ZHIE-H AL 4-HIE o AHIZ(9. 469 29.9mmol)E W HOM CIZ22ME (45m)0 S
SHAIZID, WBIGIHA -78TC=E2 H2AI2! 2 oMo HAJO| & FHIOH 2 WX

d2A2 =, & = b,
BES EEEE OAREHCOZ SHot, B3 %JIS LS. EHE A22=Z2 3}90}3’_ OIE%' mil;
StCH. —78C=2 WS & EJIE HYS Us ARC=z oz II2FtC. EWES wWhsIHA M EHALIE
g Sd((200m)0 21, CISZ2Z2HES SLAAUC. 22 =482 ZLUE(B3x500m)2 F56t0, X
gE R FEESS F= O OFOUISHAM AX6HD, Odtoln SZAIIIE QXM 20l XS 3t
82(10.72g, %)= 2=Ct. "H-NWR: 8 (CDCI5), 7.36(5H, s)
1

) , 5.75(1H, m), 5.14, 5.07(2H, AB system,
Jig=12.2 Hz), 5.03(2H, m), 2.72(2H, m), 2.38-2.08(3H, m), 6-1.15(

7 5(8H, m)It 1.42(9H, s).
=88
25-(3-HIH Y 4-2-2&)-3S-ASZ2HE-H Al A 4-BHZE AHZE 1-tert € HAHZ
25-22-3S-AI2Z2HE-HAA 4-HZE HAHZE 1-tert-F2E HAHZ (8.96g, 24mmol)E OLMIELIEH (48
me)ol SoHAIZ|I D SHS LYHUHAM 2229 Sd2lotHl ==Ch. 4'-B220IHEY (11.18g, 48mmdl), E2|-
0-SY-LAE(1.469, 4.8mmol) Dt E2|NEOI2I(6.6me, 48mmol) =S Jtst TS, =& Z2h&(11)(540mg, 2.4m
ml)2 JIStCh. I8 Y&86t1, 3AI2H S0 80CZ JIESiCt. BISE8 A2ez '-”3*/\|9| ChS, =40
El(50m)2 s|A5tD OfutstCh. o2 =AUE=Z o sl&otn, EHS M &, 21 =2 HAXNO
2 M=EGStD, 24 &4 0FOUWSHAN A6, (st SEARICH. &HE 28 BED FEJeHIl(&lel
ob &, SAOIA 9% =AHOIE)ot0d HHMGHHE, A Dol HMSs2l SHE2(8.84g, 70%)2 Y=L, 1H—NMR:
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8(CDCl;), 7.60(2H, d, J=7.1 Hz), 7.54(2H, d, J=8.2 Hz), 7.46(2H, dd, J=7.1, 7.1 Hz), 7.37(8H, m),
6.42(1H, d, J=15.8 Hz), 6.20(1H, m), 5.18(1H, d, J=12.4 Hz), 5.10(1H, d, J=12.4 Hz), 2.80(2H, m),
2.60-2.35(2H, m), 2.11(1H, m), 1.42(9H, s)t 1.80-1.29(8H, m). “ C-NVR: & (C0Cl5), 173.3, 172.9,

140.6, 139.7, 136.3, 128.8, 128.6, 128.4, 127.7, 127.0, 126.8, 126.5, 126.4, 80.8, 66.1, 51.7,
48.4, 41.3, 33.9, 30.6, 29.2, 27.9, 24.9%2 24.6.

38 C

R-(3-HIHE-4-2-Z2Z)-3S-AIS2HE-A LM 4-8IFH {fAHZ 1-tert-2E HAHZ

SIES A0 HatAAH(89.8g, 1.29mmol)S  DMF(250me)0Il ScHAIZILL, SHsS L2 SH36H
s=0. ZHE =452 E(85.3g, 1.52m)2 wetotHE A, MMl Jtotn AS SE(M WAAIZICH H
ot 22E &, EEE22 152 S O WEE O GUEC. HHS 0CE H2AstD A0S (50m)S
JIEICH, MAE EHS 25-(3-HIHE-4-2-LE-35-AI 22 HE- /\*/\l/\* 4-8IE O ABIZ 1-tert RE Ol
HIZ(8.84g, 16.86mm)E & Rot= ZctAI0 2=otol =otstCh. MAS S&E82 4A128 S 100COl
Jtgotl, A2z W2otl, =22 Aot ZMNEZ S8 FEEU. XgeE RI =222 =, W
Got)t F+Z ASHOZ NAHGHD, P4 &4 OFOUSA AX6tD, 6dtotl) SZAZIC. &ME =
SOOI MHBoHAIDI LD, E2 E=2 Mot OMFE MAHSO. RIISHS AXotd 8% 22 A &
N 2ote MHEs Role 2L (7.979)2 =56t 01 H FMOSHXN 21D ALSSEHC "HNVR: 6
(COClg), 7.56(2H, d, J=7.2 Hz), 7.49(2H, d, J=8.1 Hz), 7.43(2H, dd, J=7.0, 7.0 H 7.35(6H, m),

z), (6H,
7.19(2H, d, J=8.1 Hz), 5.11, 5.07(2H, AB system, J;u=12.6 Hz), 2.74-2.57(4H, m), 2.06(1H, m), 1.72-

1
1.27(12H, m) 1.43(%H, s).
AAG 1 SAE BHOZ 2R-
tert-2€ OHAHZZ2H 3 S|
2S-AIE2R2HE-SAILAS D=L

SAD:

(3-HIHY-4-L-T2L)-3S-AISEHE- /ﬂd& 4 Hﬂé‘ Ol A HI
O R-(1S-HAE-2-IESA-HEIH=H2

R-(3-HIH Y-4-Y-T2E)- 4
R-(3-HIHIE-4-2-T2)-35-AS2HL-SAL  4-MWE  AHEZ I-tert-2= Ol AEI2(570m,
1.08nM) S TFA JHHEGH S, KIS SHE20l 24 @9 (51018, H)RM SRIECH HNWR 6
(COCla), 7.59(2H, d, J=7.2 Hz), 7.53(2H, d, J=8.1 Hz), 7.46(2H, dd, J=7.1, 7.1 Hz), 7.38(6H, m),
7.23(2H, d, J=8.1 Hz), 5.15(2H, s), 2.81(2H, m), 2.61(2H, m), 2.12(1H, m)Dt 1.79-1.40(12H, m).

—

Sd E

3R-(1S-HIZ-2-5| =2 AI-0EIIZ2HI2Y)-6-HIHE4-2L-Z2 Z-25-A| SZ HE-SAL A HIZE | AH 2
R-(3-HIHE-4-L-T 2L )-3S-A 22 HE - AL 4-HZE | AHZS(670mg, 1.42mm)E HL Lt =2 &

H9}01|*E1IE HELolH 2y JZ20IEcHIl & = M Doz HR29

t StEr2(230mg, 27%)S
H=C. H—NMR 8(COCls), 7.60-7.14(14H, m), 7.33(5H, s), 5.85(1H, d, J=7.3 Hz), 5.06(2H, s),
4.20(1H, m), 3.62(2H, m), 2.88(2H, m), 2.76(3H, m), 2.51(2H, m), 2.33(1H, m)2F 1.79-1.22(13H, m).
S8 F

AF

(il

R-(1S-HE-2-5| ESAI-HEH=HI2 Y )-6-HIH L-4-L-Z2H-25-A S 2 HE-

J‘-’:

N

i

Jb=A ol FH Z20tEDNI & & MM ZU= N M=o SHES(280mg, 89%)S 2 =Ct. H-NR: 8
((CD3)2S0, 60°C), 7.77(1H, d, J=8.3 Hz), 7.62(2H, d, J=7.1 Hz), 7.53(2H, d, J=8.2 Hz), 7.44(2H, dd,
J=7.1, 7.1 Mz), 7.32(MH, d, J=7.2 Hz), 7.22(7H, m), 4.04(1H, m), 3.45(2H, m), 3.27(2H, m),
2.93(1H, ddd, J=4.6, 14.0 Hz), 2.66-2.47(4H, m)Dt 1.10-1.00(12H, m). " C-NUR; & ((CDs).S0), 178.8,

173.7, 142.3, 141.0, 140.2, 138.4, 129.8, 128.8, 128.0, 127.4, 127.3, 126.7, 64.2, 54.8, 52.4,
48.1, 40.7, 37.2, 35.5, 31.8, 31.1, 29.3, 28.2, 25.71 25.3.

AAI0 3

2S-AIZ22HE-N-5 == AN -(1S-GIESAHE-2-HE-0E)-3R-01A2E AAl0t0lE

HO~

DMF(20me) 0l ScHAIZ! 25-AI22HE-3R-(1S-3IES AN E-2-HE-HEIHI= U2 )-5-
Ol 1)(399mg 1.06mmol) 2| WH2tZ M0l HOBt(173mg, 1.28mmol) 2t EDC(245mg, 1.28mmol) .
152 S0t 0COHA wmBrst ChE, SISSA0I2 It A (111mg, 1.59mmol)S IJt8t =, NMM(1754¢,
1.59mm0|)° Jiotll, BtS S22 4222 Jt28t US 18AI2F St mBtettt. Z04
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0, NIHE CIE oid2(12me) 2t S(4me) AOIOIA ESMEHCH ML WA FNMSS G0 25N =
Zotl, X360l AX6HH, M A& HPLCOI 2oted EclE &= U= A E=2(HHM 119mg) 1t &
W A= SESS A= HMR: 8(C0:00), 7.16(5H, m). 4.11(1H, m), 3.46(1H, dd, J=5.1, 10.7

11
Hz), 3.36(1H, dd, J=7.0, 10.7 Hz), 2.91(1H, dd, J=5.1, 14.4 Hz), 2.59(1H, dd, J=9.7, 14.2 Hz),
2.47(HH, m), 2.32(1H, dd, J=5.9, 10.2 Hz), 1.57-0.89(12H, br m), 0.77(3H, d, J=6.4 Hz)Dt 0.73(3H,

d, J=6.5 Hz). C-NIR; 8 (CDs00), 176.5, 175.7, 139.1, 129.1, 128.4, 126.4, 63.8, 53.1, 46.7, 41.1,
41.0, 38.2, 36.7, 30.9, 28.6, 28.1, 26.0, 25.3, 23.6,1t 20.7.

Che S22 3R-(1S-HIE-2-3IESAI-0E2 82 )-6-HIHE-4-L-Z2L-25-A 22 B Z-S AL &t
(AN 2)222H SIAGHA MIZSHCH -
AA 4

N1—(1S—“Jé'—2 SIEEA-UE)-2R-(3-HIHE-4-L-Z2 L )-35-AI 22 HE- -5l == A& A0t =

HO~_

O
gHAR DX 1H—NMH; 8 ((CD3).S0, 60C), 7.61(2H, m), 7.53(2H, d, J=8.1 Hz), 7.43(2H, dd, J=7.1, 7.1
Hz), 7.33(1H, d, J=7.2 Hz), 7.21(7H, m), 4.04(1H, m), 3.46-2.91(5H, m), 2.56-2.42(4H, m)2t 1.70-

1.02(12H, m). “C-NIR; 8 ((CD3)2S0), 175.8, 174.3, 142.4, 141.0, 140.3, 138.4, 129.8, 128.8, 128.1,

127.4, 127.3, 126.7, 64.2, 54.9, 52.4, 48.0, 40.7, 37.2, 35.5, 32.0, 31.1, 29.3, 28.3, 25.71%
25.3.

(57) &79 &5

e |
OIS Letal(|1 )9 SIE8 = 0|89 USNMOZ £28 4 Qs &, £35I2 L= 23S
R, R
OH
()
X N
H
R R
R, " 5
AT AOA
X= —COH &= —CONHOHD| Ol
Ri2 AIE2Z222Z, AIZ222AY = 304 0|t OISR XE SRoles HI-YHEE 0|F&4 12l0l2, 0=
= 0L 212 (i) CCg €2, CCs LAY, &2, AIOF=(-CN), -CO, H, -CO, R, —-CONH, , —CONHR,
—-CON(R)», -OH, -OR, =A-—, -SH, -SR, -NHCORZ} -NHCOR(C0iJIA R= C-Cs L2 F= HIZA OICHOMA A
8F BtLF = 1 0l&9 XEJIE XD, = (i) 2222 &= ols&A Delo gt

Re= Ci—Cpp 2, CoCpp LAY, CCrp 2212, HE(CCe L&), dllHZO0E
(Ci—Ce L2 )-, NE2LAHY(CiCs L2)-, HISAI(C-C, A)-, dIHZOIZSA
221)0(C—Ce 22)-, GIHIZO0IZ (C1—Cs £ )0(C1—Cs 22 )-, HE(Ci—Cs &A)S(

Ci—Ce ZZ)S(Ci—Ce ZZ)II 012, 0IE5 UL dtlt= C-Cs L2, C-Cs LA,
=, Xg HY £= olH 200l 2ot 2

Ri= &4, C—Cs 22, HLY(C-C &2) E£= o
A
T
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T

SIS = AI-N-(1S-5IE= A E—2,2-CIHE T2 ) -3R-SE-A A 00| =,

-HI24)-25-A2z2HE 6IE§/\|—N4—(18—6|E§}\|D1I‘%—2,2—IZIEHI‘%EE%‘)—’%4 &10tH0I

SIE%/\I—NA—[Z—ﬁIE%/\IﬂS—OI OICHE-4-20E)-0E]-3R-01A2E AAlOtDIE,

'—EE%) 25-AZ22EYN -5 == AN’ -(25-5lE8Al-1S-0I0ICHE-4-2 0 E)-HE -

E
In

5l == AI-N'-[2-5| S = Al-15-(4-5| S = Al #I & )-0| 2 ]-3R-0| A =S A Al0[DIE,

E_l

N-(1S—“ﬂé‘—2—8|5§/\|—0ﬂ%)—N 0| ESAI-3R-0| A2 E-25-(H ERISIOIE 2 EIQE-2-Y)-AA0|0|E,

EEAN-2E)-3R-(3-HHE-4-L-T2L)-25-AS2HE- N5l SEA-AA0l01E,

N'-(1S-H1 & -25-5| = Z A~ 2 )-3R-(3-HI Bl 2 —4-L-T 2B )-25-A 22 B E-N-5| S = AI-4 4100/ S
R-(3-HIH Y -4-L-ZT 2T )25 A 2RHE-N -5/ =S AI-N-(1S-5| S=AIHZ-3-HE 2 )-4a0t0 =,

6-HIH E£-4-2-25-AI 22 HE-3R-(25-0| =S AIHE )-LIEcIH-1-H2 2L )-SAt & 5IESAI0H0I=

R-(3-HIH 2 —4-2L-Z 2T )-N"-(1S-ter t-2 2 -2R-5| SZAI-2 2 )-25-Al 22 HE-N -5 S= A4 A10{0| =

R-(3-HIH Y -4-L-T 2 )N'-(15-ter t- 2 E-25-5| S= A - L )-25-A 2 2B -N'-5| S = Al-4 4100/ =,

78 19

orstmoz 488 & s SHS B, M 18 WA M 18 5 ol 8 B0l B2 SHEBES BR0E

OIstA XM EZ

b l i B ==

BFE 20

19 &0l JAMM, BAF00 HEgse 2d=
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