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A =XE D=0 2o S0 2H e, Ra2 F(Es) 22 S22 e UE 088, g2
dHEcz KE0tC

=2 22 2 SUH=s SXNE Y, HES0 12 ZAH0 JIHE Hit 22 &Y L= 0152 st
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2 Q0IE A=l s=HYH; d=0I184; t=434&; m=0U=H; dd=01=5H2 0I=4; ddd= 0ISH 0I5H
o Ol di=y&S 42 0l8d; b=E2C

B

AAMUMA "SHel's M0 OUSAMAMY AX, 6, & JBo0AM s=S 2018t

S A A0 1

N-3S5-RSAIPI2L 001 =-3-(R)-HIE-p -t HIE oAHZ2

BocN ~ > COOCH 4

Lo HESIEZER 80 ME N-oa-BocD-2ct:! (38 Z2lS)2 SH0 -20 CTUHAM N-HE 2=2Z&

— T

(38 Y2I2)2 BEI0) B 1S, 0/ARE 222 L2M0IE (3B L2S)S RAE AOR JiE
SIS EEES 20 COlA 10220 WErAIZID Dl2) A4S CIOHEHES WEHSS 8% (02 70 Yol
S)522 0 CHA KIUECH MAE SUS 0 CHAM 2022 FIAIRCH YENS HIb6t0] B
CIOREHIEIS 2oHAISID SIS ZBH0AM RIHBICH

MHE QUS 24 HES 150 ™0l BHAIRICH EcINL0I2 17 ME 2 WXOIE (8 Yale)o 8
US MM MEFAIIIBIN HAG| JISICE. MHE SM BIS EHSS AS0M 4522 WEHAIZICH
HEFSS ZBSI0IA HMOIoD RAFS OIE ORAMIEIOIE 700 MO SGHAIRICI. =SS H20|ES Sof
Of Oilioin SEOHIES (3150 m), & (IXI50 ) N SBULS (3150 ™) & S (K150 m)2
GIA MEBICH RIS BADIUSSUNAN AZAIDID, HBE O3, FBSHHA 5EAID, 2
2H+l AZO0IE2HI (3:1 &I OLMEBIOIE)Z A,

Z2HH A0 2

N-33-2SASH2 L0 =-3-(R)-0IE-B -2t HE HAHE

COOCH ,

[0l 22 stet=2S S2tHl AAI0 12 StEES) S2e HASZ MEASH=0 N-o-Boc-0-2 et
(@]

—

A) OIEtE 30 M= 3-HcIE JtHls (100 2elS)e SH =HOt ZMIIE SotH A20A HE S204
01E (110 L2IS)E HIIEIC. A20AM 2A12 S A% DBHAIID SHE IBS6HHAM HMASCH &
AE OLHIELIEE (100 m2)01| oéH/\IJIP_ slAb (3X100 m)2=2 MIHSHCE. OLMELIERE &2 36t
N s=HA2I1 MSotolA AXAIHA N-BIE-3-TIcI€ JtHls EZ0I01=8 =S8l

(B) OIEt=S 250 M= &D| 22 (54 Yels)Hl S+ASLUES (161 L2I2)S 10=20 ZH™ 0 CTUHAM Lt
w01 JFetCH. 0 COIA 9022t Al WEBHAIRICH. OIEtSS ASotUlA SZAIIID SAE HEH 22
OIS (600 me)2t ZSEHAMLIES 3t SH (150 M) ALOI0I EHHAIZICH. KRIIESS SEHMUEE X
4 (3X100 me) ¥ HFZ =2 HI’H . RJISS =H™clotll 1:1 OlE OLAIEIOIE  &iatS AtEoh
O Oldl 3 20tEJetnl2 Moo N-$IE-3-0l =S AIHE-1,2,5,6-HECSIE2 M 2T S =S80

m>i [OII

1H NMR (COClg) &87.40-7.25 (m, 5H), 5.67 (s, 1H), 3.96 (s, 2H), 3.63 (s, 2H), 2.99 (s, 2H), 2.54
, J=9.6 Hz, 2H), 2.22-2.12 (m, 2H).

C) OIgdl 2=22t0lE 100 M= &)

AA

Il 22 (27 2elg)e A0 Eclogotel (51 ZelS)S 0 CTullA
ol Jtst ChE OtMIEAN 222 (51 L2I8)S I ZMIIE Jtoted 0 CHlA Ot g8 &8
CZ Jt=2AIZ11 FIHZ 2A12t St WEAIZICH. E0HE & Zot0AM HMHotD &ALS & Z0t0l

Skt

S &

N 2AZAIZICH

(D) 401 222 HE S=22t01= 200 Mol SaHAIZICH. Z2& AEZEX (2.5 L2l28)s &8l st
BS EEE2S2 0 T2 YW2AIZICH, ®IZE 222X 2H01E (53 Y2I8)E FIt Z2MIIE Sote XItat
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09@

Ch. AI200M 2AI12F S0t iz wBHAIZICH. B8 S828 WE 0
&b (3X100 m), = & Hx==2 MNHEC. RKIISS =HIoHH N-¢
|£-1,2,5,6-HIECISI=E2LCIH S +=S8tlt.

"H MR (COCl3) 87.40-7.25 (m, 5H), 5.90 (s, 1H), 5.14 (s, 2H), 4.47 (s, 2H), 3.95 (s, 2H), 3.54
(t, J=9.6 Hz, 2H), 2.23-2.13 (m, 2H), 2.04 (s, 3H).

-

(E) MELS 75 M= OLMEIOIE (20 Z2lS)2 EAUN LIESE HSAM0OIE (20 Z2l28)S 0 COHA LSO
JFSICE. 0 COIA 30=2h A=z WBHAIZICH. BFE EEE22 IN g4 (10 )22 546t HEss &
SOHOIA HMIHSICH.  ZAFS OI2 OLMIHIOIE (200 me)0fl SlAGtD £ (3X50 M) 2 MESHOH RIl&as
SHelotH ¢SS =S80, HEUSEZEZ 100 M= &) D2 SHN EciHIEZAE (22
2d2l=)S 0 COA Sl JtE O, /\}‘I’%@EH\_ (22 Lel2)8 FAIE HACR IS Bt 28
== AR22Z JI2A19110 A20M 16AI2F S WEHAIRICH. S0HE M30t0lA HHotL HAIE EE
HZA HEd SZ2l0I=E MEGHH /\'EIJP‘“O ZE S Sof ousetth. &I =S8 2E2010I1EE
QRESILIESE (30 Zal2) &M OtAIE 200 m0ll SaHAIZID BHE EgE2S =2 &F 252
ARICH 2=, OLHIES TSoH0IA HMAHstD ZAIS OIE OHMIEIOIE (300 m)0l SdHAIZILD =
(2X100 m¢)2 MNIHSHCH, KII1E52 FMelot) FIt FRMU0l N-HESAIPIEE-3-22=0HE-1,2,5,6-H

EclolEZIICIE S MEEHT.

1

H NMR (COCls) 67.40-7.25 (m, 5H), 6.04 (s, 1H), 5.13 (s, 2H), 4.12 (s, 2H), 3.86 (s, 2H), 3.53
(t, J=9.6 Hz, 2H), 2.13-1.98 (m, 2H).

S22l A0 4

N-32-FSAISI2L 001 =-2-(R)-((N-BIZ S AIDIEE )-3-(1,2,5,6-EI EctSI E2 T2 Z0I1E ))-3-(R)-0 E
-p-Zctt DIE oAEZ

Cbz

= HECSIEZEE 70 MS S2HM HAI0 19 SIS (11 L2US)2 EEHs -78 T2 WAL

P |IE2ZEE 2§ AAMECAXE (33 20I8)2 SHS 2 60 T 0lAL2 22X EES
oF': =2 FAJIE Sot Jtetht. gts Ef=S 4020 2H -25 T2 JI=2AI711] -78 T=Z TAl
H2AAIZICH. HECXSIEZER 20 s S2HHl A0 39 StEe (27 2als)Y %0”% 8_‘?_ b -60 C
Oletez 22X EE=ote 52 FAJIE Sot0 JIgtt. gs Eg=S 420l ot 20

A 1AIZE SeF WEHAIZITH

o
u
>
.
im
ofl
0
(@)
2
i
a
kJ

HEeISIE —‘F—EF% SBot0A MASCH. UOX =22 GE OtAIRIOIl
E 500 met SEHMUEE ESHH 150 mé ALOIO SHHAIZICH. RII4S SEHAMUES Z3tH (2X100 mé)
2 Y2 FIUZ MEECG. KISS A0 AUSHUMN AXZAHA ltctd, MSCHHA SSAIZIC
TALE 4:1 SAHOIE OMIBEIOIE 40 M2 AOEICH. DM S22 U6t j”\f/\li'ﬂ. SXHots M4
== gRote HHS ASotUA s=AIZICH
S2H ZAIG 5
N-3S-2SAIIIEE 00 =-2-(R)-((N-HIE 2 AIDIEE )-3-(1,2,5,6-HIECtSIE2OI2IZHE ) )-3-(R)-0I E
-p-etd HE oA HZ

COOCH 4

Cbz

S2UH A0 52 StEES S2AUM AAN 42 SigS) SLe HALZ MIct=0 S2UHM S |
CHal S2HM AAI0 29 SHEts E RS

98
Q
-_— O
I
=z
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2-(R)-((N-HIZSAISIEY)-3-(1,2,5,6-HIECIBI EZ T2 HE))-3-(R)-HE-p-Lctd HE HAHE

Cbz
HE 22210I1S 60 MO Z2Hdl ALAI0] 49| a%*% (5 URI2)o SHY ERIZZLEOINEL 20
Al o }\|

2t 0 COlA wErAIZICH. Z0HE &Sot0AM MHotD

mE 0 COA ZHotetlt., Md=E ESAS 2t Set

HAME 0.1% ECIERLZ0MELAES &R0ot= —1‘—% OLNIELIEEY 30% LHX 70%2 FHHE AISSHH IS4
HPLCZ & MISHCE.

OLNIELIEEE XSot0lA MHotl LIOA S2S SHAMLEE Zot OlE OtMEIOIE A0l =bH
AZICH., *=&2 02 OtMIHIOIER 23] F=ot1 |RIIAS oM M0IOUSHUM AXZAIZID 0
ot MSotolA sHAIZICH

S2HM AAIN 7

2-(R)-((N-BIE S AISIEY)-3-(1,2,5,6-HIECIGI EZ T ZHE))-3-(R)-HE-p-Letd HE HAHEZE

Cbz
Z2HH AAIN 79 SE2S Z2HH AAIN 69 FIEESD SUs BtAloR HEot=M Z2HH AAIN 4
CHAl S2HX ALAIG 59 SletE22 XI8HsHCt.
=2 AAlOl 8
N-(4-TH L )-#I X 2-2-(R)-((N-HIR 2 A9t 2L )-3-(1,2,5,6-EH Eclo| S2T 2|2 ML )-3-(R)-HE-B -2Let
UM olAHZ
Y

Il o

N

Cbz
DMF 10 MZ 4-HY-HIZA (2 L2|2)9 S ClojAZ2E OHE'OPE" (2 Lela)2 A20M &8
gt Os, 2-(1H-MIXEZ|0IE-1-2)-1,1,3,3-HECHERZ s HECUERLLZEHOIE (2 22Is)
SALSH gtAlO 2 JISCE. BHE S8 22 A20 A 2822 WEtAIZID CHEXESo0E 15 s =24
AAN 62 SHEE (2 LelS)2 SHS StHU IJIStCH. A20AH ZM A WBEAIZICH
BS S22 g O}HIHIOIE 00 M2 3IMGtD IN D&t (3X75 M), &, SEMLIES E3H (3X75
me) L AL HE[HAM NE S IS FHelstlt.
S2HHl A Al

BocHN
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NH
‘)\/COOCH:,
h®
N
Cbz
AGI 109 SlEtE2) sSUst dyHo=z MZEstsE0, S2HA A Al

S A0 129 StEE2 S2HH A
62 atetE W&l S2tM 2AIH 7 2

N-3S-BEAMINEEL-3-QLEMHE-1,2,5,6-H EC5I E2 T 2IE
|
¢

N

t

Boc
g S22l0lE 200 mE Z2HAl A A0 3(C)2 SIstS9 2 Z2& AZX (2.5 22I8)5 0 T
OlAl StRHOll DtStCH. 1-22202 2Z22ZZ200/E (53 2els)sS &I ZMIIE Sotod =Dtotn et
S SE=22 22z JII2AIZICH A20A 2A12F SO AHlS WBHAIZICH gts Sa=2 HE OtAE
OIE (200 m)2 3lAot) IN S&F (3X100 M), & L H=x==2 MASICH. LIIES SHelotH N-2-22
ZOHEAIIEL-3-0LHIEANE-1,2,5,6-HECISIEZI|eIE S £=5¢&tC}.
AJ| =2E2 HE= 150 Ml SolAI2ID &8 22 1AI2H SO €8 O3 AZ26H0AM S0HE MIHGH
o 3-OtMISAIBIE-1,2,5,6-HIECISIEZI|CIE S +=58tCt.
CIHEXZE0I01E 60 Mz A 22 (15.4 22l=2), E2INE0r2 (17 d2[2), C-32 2€ CI3t2 U0
E (15.4 22|2), ¥ 4-CIHEOINI-I2IY (1.5 Lels)o SHS A20AM A WEHAIRICH A =2
MS e OIMIEHIOIE 800 M2 Sladolld IN SAF (3X150 M) & A2 MEESCH. LIIESS EH2lsh]
Eci+l IZ0ECHI (3:2 AH:0lE OLMHEHIOIE)Z EHMSIN N-32 ESAIIEY-3-0tHSAHE-
1,2,5,6-HECISIE2T|2ICIS 2S8HC}.
Al SES AAMO 3(E)l JIMHE ZAEES AI20l0 N-32-2SAIELY-3-Q2=HE-1,2,5,6-H Eclol
C20|e|eoZ MEAIZ2ICH.
S2HA AALG 14
N-(4-HI& ) - =2 -2-(R)-((N-HI B = AID 2L )-3-(1,2,5,6-EIERIGI S 221 L M E))-3-(R)-H E-p -
ctel BIE olAHZE

]
(6]
NS \(
NH

Boc
S2HHl A A0 142 StetE22 S2HM A AN 82 JEEW AEEOZ FAS HHoZ HXEdSt=0, S2t
M aAl0 32 &2 ol S22t & Alol 132 set2= st
S22t A Al 15
N-4-((3-N-(3Z2-ESAIIIEL )-0l0I =0 & )-H Y )-H 22 -2-(R)-3-(LIH I £ H & )-3-(R)-HE-p - tL!
HE HAHEZE
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S22 AAIW 152 FEESS AAIN 32 FESY SLS HEHo=Z MIct=0, S2HM AAW 82 FHE
= W&l S2HAl &AW 102 stet22 UAISHCEH.
S2HMl A A0 16
N-4-((3-N-(3S-2ESAIIIEE )-0I0| = H &€ )-H Y )-#H X2 -2-(R)-3—-(LIH 2 CIEH & )-3-(R)-H E-p -&et
S HE dAHE
BocHN S
| 0
NH

H
S2HH AAI0 162 stetES AAI0 32 stet=lt SLE YHOZ MIot=0l, S AA 82 =te
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A\ COOCH

HE#MSZeH0lE 60 MES =S2HH
£ 0 COAM Jtett. d4E
AME 0.1% ECISFL2Z0tME
HPLCZ & NIStCt.

| AAI0 142 382 (5 2els)2 BUN ECISITLZOMEA 20 m
HE 2AI12H S 0 COIA wWBHAIRICH. S0HE A 36t0A HMoHstD &
= gRots =5 10% WXl 60% OtAMIELIEES FHHE AEctH &

> 00

'H NMR (CDs00) 87.9 (d, J=9.0 Hz, 2H), 7.7 (d, J=9.0 Hz, 2H), 7.6 (d, J=9.0 Hz, 2H), 7.4-7.6 (m,
3H), 5.7 (s, MH), 4.5-4.6 (m, H), 3.6-3.7 (m, 1H), 3.7 (s, 3H), 3.5-3.6 (m, 2H), 3.2-3.3 (m, 2H),
2.82.9 (n, 1H), 2.3-2.6 (m, 4H), 1.30 (d, J=8.0 Hz, 3 Hz). MS(FAB) (MH) 394

AAN 2

N-(4-H & )-8l = 2-2-(R)-(3-(N-0t0I .- 0I0I =B € )-(1,2,5,6-HIEtSI E2 T2l HE )-3-(R)-HIE-B -
ctel BIE tiAHEZ
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)\:/COOCH s
,
A

NH

H,N
TE 1: HZ@ 222001 2 ™S A0 19 SES (0.3 L2IS)o AN S2HLotY (1.2 L
)2 0 COM B0l JFEHCH  (N-Boc-0H0| =—N-Boc—0IDl =~ )-HIE EIQ0EIZ (0.33 L2IS)E 0
COlA LI=0] D8t Th2 2si+2(11) (0.33 L2I8)2 SAE HAO2 Jish. w2 2a2s A0
EEE501 1A SO WUARIC, WS SUSS 0NS KA HEW F22A0IC (25 M) 54
SHOI 5% Ak (1X10 m) L &4 (1X25 m)2 MZBHCH. SIIAS SH2IBCH
OE 2: Mg 22210/C 6 mME AJ| SHO| BH| E2AZZQ20LMEL 2 ™S 0 CHA XIIBHTH,
M SUE 0 CHAM 2A2 SO MEAIRICH TS0E ADSHA KA TAE 0.1% ElEZo2
OLHIEAS B Q5 4= 10% LAX 60% OFMIELIEZ S RIS AFRSH0 24 HPLCE & AIEHCH.

'H NVR (CD;00) &8.2 (d, J=10 Hz, 1H), 7.9 (d, J=9.0 Hz, 2H), 7.8 (d, J=9.0 Hz, 2H), 7.7 (d, J=9.0
Hz, 2H), 7.3-7.5 (m, 3H), 5.6 (s, 1H), 4.5-4.6 (m, 1H), 3.8-3.9 (m, 2H), 3.8 (s, 3H), 3.5-3.7 (m,
H), 3.2-3.3 (m, 2H), 2.9-3.0 (m, 1H), 2.2-2.6 (m, 4H), 1.30 (d, J=8.0 Hz, 3 Hz). MS (FAB) (M+H)+
432.

2 A0 3
N-(4-HE)-#EL-2-(R)-3-(LHICIZHE)-3-(R)-0IE B-Lett HE HAHZ

BIEtS 100 m X OLMIEAE 10 mES S2tMl AAlC 82 3tef=S (5 Lel2)2 EH0 SEa 10/

(50 S&%)E JI&tct. g8 & F (45 psi)SHOIAl 16AI2F SOF REAIRICH 2

£ HCI0IEE S0 GUdtD KHHS NISHUHAM sSAIZICH. SAE HE OLMIHEIOIE (20 me

SHAIDIL BERMUES ZZ3tH (3X100 )22 HI’“OH’J 2IES ZHMelote N-(4-HE )-8l
p-&ct HE HAHEZE ==&ttt

(R)-3-(LlH2ICIZE)-3-(R)-0 &

0|

o et

o (U
r}’ 00 140 in

~

01

I-H

(d, J=9.0 Hz, MH), 7.9 (d, J=9.0 Hz, 2H), 7.75

58.2
6 (m, 1H), 3.8-3.9 (m, 2H), 3.9 (s, 1.5H), 3.7 (s,
0 (m, 2H), 1.5-1.8 (m, 7H), 1.30 (d, J=8.0 Hz, 1.5

'H NMR (CDs0D) (CIOIAHIEIQDIS 1:1 B8t
5-

(d, J=8.0 Hz, 2H), 7.3-7.5 (m, 3H), 4.
1.5H), 3.2-3.3 (m, 2H), 2.7-83.0 (m, 3H), 1. 8-2.

Hz), 1.0-1.2 (m, 1H). MS (FAB) (M+H)' 396.
AAIGI 4
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4-(5-0101CHE)-HU X -2-(R)-3- (I HICIEME)-3-(R)-HIE p-2ett HE HAHZ

H
st HHOZ NXot=0 S2HH AAIG 82 = Ul

=2 UHI “/\IOIII tetE 2 XISt
AAI 5
N-(4-HE )-H = L-2-(R)-3-(N-Ot0I .= 0I0I =0 E)-TIH I CIZ 0 E)-3-(R)-0IE B-Zetd HE HAHZ

®

0
NH
COOCH ,
&
HZN’L*NH
S MG 29 ESD SYS LHO MZESISO, AAI 19 BES el AAl

A0 59 stEtE=2
39 atet==2 UMEtCt.
7.9 (d, J=9.0 Hz, 2H), 7.8

"H NMR (CD;0D) (ClOtAHIMDBIS 1:1 EEE) 6 d, J=10.0 Hz, M),
3.7-3.8 (m, 2H), 3.7

7.7 (d, J=9.0 Hz, 2H), 3H), 4.5-4.6 (m, 1H),
1.30 (d, J=8.0 Hz, 3Hz). MS (FAB)

(d, J=0.0 Hz, 2H),
(5. 1.50), 3.6 (s, 1.5H). 2.83.1 (m, 3H), (n, 8H),
()" 434.
AAICI 6
N-(4-( OFDI e Bl 2 )~TH] 2 )- ¥l &= 202~ (R)-3-N-( 001 w0/ 0l e I 2 )-T H 2l CI U B E2)-3-(R)-0E  p-2at
ER N E
H,N A~
/ O
NH
_A_coocH
N
HZN”A§NH
MAIGH 29 BIEI2] SUs YHOR NESHSH, AN 19 SHBES HA E2HA

A0 62 stE=Ee
AAN 152 sef==2 UAEHCH
' R (CD;0D) (CIOtAHIA2BIS 1:1 88.3 (dd, J=4.0, 10.0Hz, 1H), 7.95 (d, J=9.0 Hz, 2H),
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7.8-7.9 (m, 4H), 7.4-7.6 (m, 2H), 4.4-4.6 (m, 1H), 4.2 (s, 2H), 3.7-3.8 (m, 1H), 3.7-3.8 (m, 2H),
3.7 (s, 15H) 3.6 (s, 1.5H), 3.2-3.3 (m, 1H), 2.8-3.1 (m, 2H), 1.4-2.0 (m, 8H), 1.30 (d, J=4.0

+
Hz, 1.5 Hz), 1.27 (d, J=6.0 Hz, 1.5 Hz). NS (FAB) (M+H) 581.

AA 7
4-(5-010ICHEE )-# T 2-2-(R)-3-N-(0t0I =010l = E )-TIH2ICIE M €)-3-(R)-H E-p -t HE o

=2= L=
AHZ

N
¢

H I o

H,N" S NH

SYs YHOZ MEIot=0 &AM 12 stetE el AN 4

S =2

o

=

A0 72 SHEE2 HAIM 22 HEF=SD
o == UHISHC.

"H VR (CD;0D) (ClotAHIHMI2BIS 1:1 E&2) 6§9.0 (s, H), 8.4 (dd, J=4.0, 10.0 Hz, 1H), 8.1 (s,
H), 8.0 (d, J=9.0 Hz, 2H), 7.9 (d, J=9.0 Hz, 2H), 4.5-4.6 (m, 1H), 3.8-3.9 (m, 2H), 3.9 (s, 1.5
H), 3.1-3.2 (m, 1H), 2.8-3.0 (m, 2H), 1.4-2.0 (m, 8H), 1.30 (d, J=4.0 Hz, 1.5 Hz), 1.25 (d, J=6.0

Hz, 1.5 Hz), 1.1-1.3 (m, 1H). MS (FAB) (M+H)+ 542.

2 A0l 8
N-4-((3-Ot0| =0 E-H & )-H X L-2-(R)-3-N-(0t0| = OI0I = € )-TIH I CILHE)-3-(R)-HE p-Latd
HE AHZ

HoN N
P

i

A0 82 EE = e S2tA
=

2 aA
AAGI 162 EE22 CHA

'H NMR (CDs0D) (CIOtAHIAI2RMS 1:1 E&E) §7.95-7.86 (m, 2H), 7.83-7.70 (m, 4H), 7.60-7.45 (m,
m,

2H), 4.32-4.22 (m, H), 4.21 (s, 2H), 3.82-3.72 (m, 2H), 3.71 (s, 3H), 3.10-2.95 (m, 1H), 2.70-3.1
(m, 3H), 2.07-1.83 (m, 1H), 1.82-1.38 (m, 7H), 1.35-1.12 (m, 1H), 0.98 (t, J=8.4 Hz, 3Hz).

AN 9

|01| 29| SIE2l sSYst HYHo2 MZot=dl AAld 19 3
tCH.

@
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N-(4-EI 2 )1 R @2~ (R)~(4-(1,2,5,6-EI S5 S 2 WA LB E))--(R)-HIE p-otH BIE OAEI2
[:::]\\fJD
NH
_A_COOCH 5
L
SN0l 99 SIBES MAGI 19 SN SUS WHOR MASIH FAH MMM 132 HES U
SoH AAICH 189 HEIEE CIMIEHCH

F

"H NMR (CDs00) 87.9 (d, J=9.0 Hz, 2H), 7.8 (d, J=9.0 Hz, 2H), 7.7 (d, J=9.0 Hz, 2H), 7.4-7.6 (m,
3H), 5.8 (s, H), 4.5-4.6 (m, 1H), 3.6-3.9 (m, 3H), 3.8 (s, 3H), 3.2-3.4 (m, 2H), 2.8-2.9 (m, 1H),
2.3-2.5 (m, 4H), 1.30 (d, J=8.0 Hz, 3Hz). MS (FAB) (M+H)+ 394.

A AL 10

N-(4-T € )-#l = A -2-(R)-(4-N-0t0| = OI0I =B £)-(1,2,5,6-BIE2ASI =2 T2 L H E )-3-(R)-H E
=

B-ct
t OIE OlAH

(i

A0 102 StEE2 AAIN 29 St St dE2=Z MXot=Ud S2tM AAIN 132 =teE
St AAI0 182 StEE=2 HAISHCH.

"HNMR (CDs0D) &88.3 (d, J=10.0 Hz, 1H), 7.9 (d, J=9.0 Hz, 2H), 7.8 (d, J=9.0 Hz, 2H), 7.7 (d,

(
J=9.0 Hz, 2H), 7.4-7.5 (m, 3H), 5.8 (s, 1H), 4.4-4.5 (m, 1H), 3.8-4.0 (m, 2H), 3.7 (s, 3H), 3.4-
3.5 (m, 2H), 3.2-3.3 (m, 1H), 2.9-3.1 (m, 1H), 2.4-2.5 (m, 2H), 2.2-2.3 (m, 2H), 1.30 (d, J=8.0
Hz, 3Hz). MS (FAB) (MHH)' 436.

AN 11
N-(4-H L )-#E2L-2-(R)-4-(LIH2ICILE)-3-(R)-0IE p-2ett HE HAHZ

@
e
d)\?/COOCHs
i\T:::;LH

A0 112 SHE=S A0 32 SEESH HEH2Z KA

stetE el S2HMl A0 182 ste=E= HAMISHCH

o

gz HZot=0l S2HH A A0 32

"H NMR (CD;00) (CIOtAHIM2BS 1:1 E&2) 88.3 (d, J=10.0 Hz, 1H), 7.9 (d, J=9.0 Hz, 2H), 7.7
(d, J=9.0 Hz, 2H), 7.6 (d, J=9.0 Hz, 2H), 7.4-7.5 (m, 3H), 4.4-4.5 (m, 1H), 3.7-3.8 (m, 1H), 3.7
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(s, 8H), 2.8-3.0 (m, 4H), 1.3-2.1 (m, 8H), 1.30 (d, J=8.0 Hz, 3Hz). MS (FAB) (MtH) 396.
AAIN 12
N-(4-HI'd )-#I Z 2-2-(R)-4-(N-Ot0I =01 01 = & )-TIH2ICIE M E)-3-(R)-HIE p-Zett HE HAHZ

©W©\(o

NH
COOCH 4

NH,

NH
AAO 122 S22 A0 59 BES HMZEN AIREHE 2T AZNOR SAE ZHOR HMESH=M
Z2HH AAIGH 39 BlEte ChHal Z2HA AAIG) 182 SHE22 CHHEH

"H VR (CD;0D) (ClotAHIMI2DBIel 1:1 E&2) 68.3 (d, J=10.0 Hz, H), 7.9 (d, J=9.0 Hz, 2H), 7.7
(d, J=9.0 Hz, 2H), 7.6 (d, J=9.0 Hz, 2H), 7.3-7.5 (m, 3H), 4.4-4.5 (m, 1H), 3.7-3.8 (m, 2H), 3.8
(s, 3H), 2.8-3.1 (m, 3H), 1.4-2.1 (m, 7H), 1.2-1.3 (m, 1H), 1.30 (d, J=8.0 Hz, 3Hz). MS (FAB)
(MH ) 438.
AAI 13

HN
A0 132 stgf=2 AA0 32 el SLst YEH2Z MEotH d HAUA S2HM 199 =S
£ HHHISHCE.
A0 14

3-(R)-[(3-OLOI=HIEHIHIE-4-3t 2L ) 0t0l = ]-2-[1-(N-GIESAIZ0I01 = )-TIH 2 H-3-L I E |-REI=2
A HIE HAHZ CERISZ2ZO0LMHIOIE

v

Pl AAIGE 159 StefE (2.5 ZelS)E HEE2 (20 M), LIEE OLMIHIOIE (12.5 Halg) ¥ Aotk
Z0t01E (5 dalg)2 Halstit. = =2 % 0lE OtMHIOIEZ Xcel&tlt.
SE Zelotl, E2 M SAMUESAUNAM HAXZAILD ==AI2ICH

Ol=S40t2le BN, =, o|=F40t . )
Het=2 UFOQE‘:'[-HOI OfeoZ 0.5 Al2F SO HM2IBCH. 3AI2F =, t&% = st o
OlE OHMIEIOIEZ 3|l A 8T, S =2 MEHOL, BMUESHNAM AXEA2 S AS6H0M S
EAIHA TAH 1 g =S80, &) =Z= ECIEFLZOMER ES

;

g ﬂllﬂJ 30 2 of

s
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m)Z 0 CTUHAM 3 SBotOlA MGt D &AFE HPLCAIZI TS, SZAIA

HH =S =

>

|2 SQt &

uil)

Ct.

ey
o
o
a
o
e
]
]
mlo

Jn

o NWR (CD;0D) (CIOtAHIMDBI 1:1 E&2): MS (MH=482) &, 8.35, 8.2 (2)H9 d, 1H), 7.9-8.0 (m,
7.

2H), 7.7-7.8 (m 2H), 7.55 (t, M), 7.45 (d, 1H), 4.35-4.5 (m, 1H), 4.2 (s, 2H), 3.7-3.9 (m, 5H),
3.0-3.1 (m, ), 2.7-3.0 (m, 2H) 1.9-2.1 (m, H), 1.4-1.8 (m, 84), 1.2-1.3 (m, 4H).

A0 15

3-(R)-[(3-OtOI=HIEHIHI E-4-3t 2L ) 0t0l = ]-2-[1-(N-UI SAIP2 L 001 -0/ 0| =-0 &) ) - Hi 2| & -3-L
HE]-2EIZ24 HE AHZ EIEEI%—?— ZOtAIEIOIE

HN
w A2 r

0 N

22 100 JITHE Bteb 201 HMelott N-4-((3-32-2SAIIIEE
OOI=OilE)-HY)-HMEL-2-(R)-3-N-(Ot0I = 0I0I =0l € )-TIH I CIZ0E)-3-(R)-0E p-Lat HE o
SEIC. &) 222 M (1 m) 2 HIgd S=2et01= (9 M) = N-HIEIHIE (87 L,
0.18mM) ¥ OIE 222X Z001E (18 #£, 0.72 M) E HMIStC. &I EHS A20AH EM WEAIZ
Ch. &ldst N-HIZOIHCIE (20 #4) &L HE SS2ZEH0IE (18 «)E Jiotn BISE22 FIIZ 2Al2t
SOt WEHAIZICH. &J] 9= 0E OLMHIOIEZ 3l4dotl =, 100 SEME2 E=]
ESYUAM HZAIA ZAF 110 mg (0.17 nM)S =S8, =38 BF MHHEs &6
ECZI2L20tMEL 2 HEH SZ2201E2 A AN 1400 JITHE Bt 201 HM2I§C.
HPLC= & XMIoto! H Al éPé. (0.64 2el2)8 =S8,

'H NMR (CD;0D) (CIOFAEIEIQMEl 1:1 282): 58.5-8.4 (2942l d, 1H), 8.0-8.1 (m, 2H), 7.8-7.9 (m,
2H), 7.7 (t, 1H), 7.55 (d, 1H), 4.5-4.6 (m, 1H), 4.4 (g, 2H), 4.3 (s, 2H), 3.9-4.1 (m, 2H), 3.8
(d, 3H), 3.2-3.3 (m, 1H), 2.9-3.1 (m, 2H), 1.9-2.1 (m, 1H), 1.6-1.9 (m, 8H), 1.3-1.5 (m, 7H); MS
(MH=538) .

N ¢
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SALSH SO AD|Sh g0l ool TS SIEES MIXS&HCH:
N N
» [
= =
o o]

0. X | X q Rx
HN -~ F N~
0 o 0
NH NH
NH
_COOCH; A~ COOCH;, A\COOCH;,
S S S
N
HzN'gNH , HzN’gNH : HzN’gNH :
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N NH
_A_COOCH; A\ COOCH;

N
HANSNH HoN"NH

NH NH
A_COOCH; N COOCH; o~ COOCH;

N N N
A | A - A

HN" NH ; H,N"SNH " H,N"SNH

= MM JITHE EX= QX XaS BHS SINGHS 0159 SO QI5H0] B SIS
Sel Nt Xa ¥ DREBHIUN SEUSH TS0 AS OIX Xa (UK Xa, QX Va, 2&
SCHOMEt, X Xao oR= AHMMS EA2t0 MEMOl =aH FH0 O +SAB ©
B 1113 SYHOICH SWHQ OIX Xa AXE TZESVICZRH
Xa RLE HH2 Yols BMot= W MFUTE SBSS P S0, ASNoO
A Hol) £0f T= JIE BZRE S0 gAlo= o2 M HFEC.

S

-/ [==]
oHe Mu g P SCHO GI2OMN EA HEo| X2 U GO e HOICH
JNES-TD SHe TR BN SO, o U QA AW AT, 0/S
M HMD 2R 2 NTFA (W), BOHEE Y|, HHMNES, FHSH
A0E CADH 2BiE SN BB HMS, IWE sEg wx, 2xm
os o SO0 HHOITHA Of4] ZIIHO STAKHM QB0
C
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x o
O
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g
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e
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