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AT 1
A5, MHF, S e AR wstel BAE sk o] Ageno] i, 2xkH o ‘;‘ A58 FEs
Azst7] 91ek, shshA] 19 shE g/mE shsh] 19 sigEe] iAol dAl FE w/E= JAOIEA P
mE v B3E, 2/EE Ay or 88 E 384 19 e 9o &%,
shekA 1
R1 f R T R7 9

o \X/N\‘)J\R4

R2 R3

sh8hA 11
“(A1)m-A2
271 sketa] 1 8 ITelA,
XE -C(0)- = -S(0)y-0]aL,
R1
D 294,
2) ~(Cr=Co)-¢2,
3) —(CoCH-LAA-(CyCrp)-Atol F 2L T=
4) ~(C=Co)~- LA A-(CeCry)-0FH o) a1
R2E 8hsha] 119 ghr)zhelal
me A4 0 EE 10]a,
Al
1) -(CH)=(3714, n2 A5 0, 1, 2 =& 30]4}),
2) ~NH-(CH),=(17]A, n& A5 0, 1, 2 Ei= 30|},
3) -NH(C,-Ce)-Z)-(CHy),~ (7141, n& A5 0, 1, 2 = 30|t}),
4) -NH((Cy=Co)-Atel 22 LZ)-(CHy),- (7141, ne& A5 0, 1, 2 B 30/}),
5) —0-(CHp),~ (1714, n& A5 0, 1, 2 T 30]th), EE
6) —(CH),~SO,—(A71A4, n& A4 0, 1, 2 =& 30|12, x¥ A5 0, 1 T 20|tho]aL,
A2E
1) Het (3714, Het=, 37 4" VA, 271 = 3719 8 A 2=glo] EA8t, A&l Aba, AAh s o
2REe 1, 27, 3 EE 479 TdstAY Aol dHEdxE sk, 4 UiA 15719 & dAE 2te

49 WA 159 SERAbelEY & AJARS ojujsty, o= A&E A FAY -(C-C)-¢E, =, N, —CF;
E= -0-CRol ol 13], 23] L= 33 M2 5dHow g,

2) _(C()_CG)_?'EI_—ZE]_ gﬂ_NHg y

3) —(C1=Cs)—<Z #-NH-C(=NH)-NH,,
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4) —(C=Co)- A A-NH-C(=NH)-(C,~C)-¥4,
5) —(Co=Cy)- %7 A-0-NH-C(=NH)-NHo,
6) —(Co=Cy)- L A-NH-C(0)-(C-Co)-¢ 2,

7) —(C=Ce)=LZAA-NH-C(0)-0-(C;-C)-&ZA RA-o}H (7] A, o} XZHA] ZAL -NHoll sl X 3= AL,
Nl 2Js] 2]gh= a1 R159] 93] 13, 23] & 33 |3},

8) ~(CyCo)-Ate] 2 2LA-N,, EE

9) —(CoCH-EZA#A-(CoCr)-oFd (714, ofd 2 AH A 7 -NHyoll o8 A=A, -NHyoll os) X %k5
3L R15e ©f3) 18], 23] ®i= 33] X|$HE}),

R3S

1) —(C=Co)-22,

2) =(Co-C)-LAA-(Cs~Cp)-Ato] F 2L,

3) ~(C=Co)-LAA-(CsCr)-oFA (1714, ofHL R159] ol&f 13], 23] wi= 33 &2 Sy oz Asdn)),
4) =(Co=Ce)-&Z A-N(R5)-PG,

5) ~(C1=Co)~ &L A-NH-C(0)-0-(C,-Cy) - A R-o} A (4714, o} R159] sl 18], 28] & 33 A2 5HA
o2 AHu),

6) ~(Co=Ca)~LZ &-(CoCri)-oFZ~(Co-Cy) - LA A-N(R5)-PG,

7) =(Co=Cs) -7 7-0-PG,

8) ~(CyCy)~L A A-(Co-Cra) -0+~ (CoCy)- LA A-0-PG,

9) ~(Co=Cs)-LZ =-C(0)-0-PG,

10) =(Co=Ca) =LA A~(CsCra) =08~ (Co-C) - LA A-C(0)-0-PG E=

11) F429Ato]a,
R4= -N(R6)z0] 3L,

ba, ME sy ow

olr

o714 R62 LAY Aol
D 291,

2) —(C=Ce)-¥¢24,

3) ~(CoC-LZAA-(C3Crp)-Alo] FZL A (74, Alo]EF2Ld e X852 gAY R11, &=27, -C(0)-0-R11,
—(C1-Co)-LZA-0-R11 T -0-(C-Co)-LZo o3l 13], 23], 33 == 43] A& SYHF o2 Xstx)),

4) —(Co_Cs)‘%_Lﬁ?ﬂ—(CG_CM)—O]'%(O:]ﬂH, O]’% ‘ji] %@gﬂ% 5‘]%5]2] %Lﬂb} Rll, %i{ﬂ, —C(O)—O—Rll, _(Cl_
CH-EZA-0-R11, -C(0)-N(R8), H& -0-(C-CH)-&Zl 93 13], 23], 33 &= 43 M= Syyo=z X3y
o,

5) =(Co=Cg)-&Z A-N(R5)-PG,

6) —(Co=Cy)-L L A-(CsCry) -0+~ (Co-Cy)-LZ-N(R5)-PG,
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7) ~(Cy=Cs)-L A A-0-PG,
8) ~(Co=C)~LZ A~ (CsCry) -0k~ (Co=Cy) LA -0-PG,
9) —(Co=Ce)-&¢A&-C(0)-0-R11,
10) —(Co=C) - A-(CoCra)-oFE-(Co-Co) -4 -C(0)-0-PG,

11) -(CoC)-LZAA-Het (A71A, Het:, 37 dZ4=8 170, 270 === 3709 3k x|~ EAste, dH9

Aba, HA e FoIRE 1, 27, 3 BE 409 FYsAL Jolgt dEZUAE xF3=, 4 WA 15
Mol & g e 49 WA 159 sEzAtel 28 & Al='E oujsie], o714 Het £ 4AAL X3
RAY RI11, 22, -C(0)-0-R11, -(C;-C)-LZA-0-R11 E=E -0-(C,-C-<Zo o3 13], 23] & 33 A=

SYdoz x3H),

12) ~(CC)-EF 229,

13) =(Co=Cy)-LZ AM-CH(R11)-C(0)-NHs,

14) —(Co=Cy)-LZA A-CH(R11)-C(0)-NH-(C,-Cy)-&4

15) -(Cy=Cy) -2 Z A-CH(R11)-C(0)-NH-CH(R12)-R13, E+

16) o}u]=2b(o]7]A], olu|=ate] AL HME|= A o dojufar, oju|a-Ate] F1EA FoZe X3l x|
PAY PG IE -N(RE),l &) xghgc}) o] Art,

2712] R6 2t

e ool AE N AR} B, xa, ¥ x3) mE d@Eel, 4 uA ole B A%E 2
E Rl 3Y @ mE wlolAlolFY B2 FASH, o714 o] B ABHA BAY -(CC)-2, C0)-

0-R11, &A1, -(C;-C)-LZL-0-R11 == Hdo] 93] 13 == 23] 3=

R5E FAYA EE —(C-C)-LZolx

PG opv| i, FHEA, HE SPo|=FA 28-S 9% BE aFo|a,

R72 FadAt e -(C-Cs)-&Zola

R8L F4Y4AF e —(C-Co)-gZo]a

ROE FAYA EE —(C-C)-LZolx

RI1 B R12%= SdstAY dolshal, M2 SHAoR

1) $29%},

2) —(C-Ce)-<4,

3) ~(CoC)-LZAA-AL(A7IM, Hde ASE A FAY g2, -0 = -0-(C-C)-LZl 93] 135, 23
T 33 AR SHAer AddEn),

4) =(CoCH-LZAA-(CsCpp)-Ato| Z 2L (7| A, Alo]ZF 2L AL 23kEA] EAY R13, =24, -C(0)-0-R13,
-(C=C)-LZA-0-R13, -0-(C,-C)-LZA T —(C-CH-LAA-mHdo| af 13], 23], 33 T+ 43] A2 SHHO
2 g,

5) =(Co-C-&ZAd-C(0)-N(R13), =+

6) —(CoCH-&Ad-Ql=dolaL

R132&



S S3 10-2009-0087044
1 291,
2) —(C-Cy)-¥4,
3) —(Co-C)-&A--C(0)-0-R14,
4) =(Co-C)-&Z#A-C(0)-R14 ==
5) =(Cy-Cy)-&ZA A-0-R14°] 31,

Rl4= 4

e

ZF, -(C—Cy-<4, -NH, == -0Ho|H,

R15& 4

e

b, =(C=C)-<4, -0-CF3, -NH,, -OH, -CF; & =27olt},
AT% 2

Aol AdelA, X7F -C(0)-91, shsh] 19] 8gE9] &,
3T% 3

Aol holA, X7F -S(0),-%1, shha] 19 g5tEe] Sk,
A7 4

A2 AelA,

R10]

1) F497 ==

2) ~(C=Cp-%Aola

R27}

1) -(Ci—Co)-LZ H-NH,,

2) ~(CoCy-2Z -9 2| = -NH,,

3) =(Co-Cy)-&A -] 7 2] v] I -NH,,

4) =(Co=Cy) - A -¥] o} -NHy,

5) —(C=Cs)-%Z A-NH-C(=NH)-NH,,

6) —(Co=Co) =L &N-(Cy~Cs)-Ato] 2 2L -NH,,

7) =(C=Ce)~ZZ A-NH-C(=NH)-(C,~C)-<&Z,

8) —(Co=Cy)-&Z AN-0-NH-C(=NH)-NH,,

9) =(C;=Ce)~LZARA-NH-C(0)-0-(C;~Cy)-LZA gl-o} A (A 7] A, o}HL X&H A LA -NHoll & X EE AL,
-NHyoll oJ&f X]8k¥] a1 R1500 <&l 13], 23] = 33 A gEH),

10) —(Co=Cy)-LZA A-NH-C(0)-(C,—Cy)-<4,

11) =(Co-C)-2ZAA-(Co—Cr)-otd (eI 7]AH, oL XFH A FAY -Nol 98] X85 AY, Nl 2ls] x5
w31 R150] 9&) 13], 23] =& 33 A3, E==

12) —(C=Cy)-<A A-S0,—(C,-Cy)-LAA-NH, (o 7] A, xE= A 0, 1 = 20]t})o]aL,

R30]
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1) -(CCH-¥¢4,
2) =(Co-Co)-LAA-(CCy)-Ato] F 2,
3) —(Cr=Co)-&A -0t (714, oFH& R150] oJ3f 13], 23] H= 33] A2 HHAOZ AFdn}),
4) =(C=Ce)-LZA RA-NH-C(0)-0-(C-C)-L A 7-okH (] 7] A, o} & R15el 8] 13], 23] & 33 M2 S
o2 AHu),
5) —(C=Cs)-&Z #-NH-PG,
6) —(C,=Co)-<Z &-0-PG,
7) —(CCe)-2A, E=
8) SRl
o714, PGE 3u-FE-, 3u-HESAITIE Y e HASA TR ol 1
R47} -N(R6),0] 3L
o]7]A, R6S FUAY Aolsta, N HyHoR
1) Fa9x,
2) =(C=Ce)-<4,
3) ~(CoC)-ZZAA-(CsCrp)-Atel 2R A (7] A, Ato] ZR AL XA 7k R11, =270, -C(0)-0-R11,
~(C-C)-LZA-0-R11 EE -0-(C,-C,)-LZAel o8] 18], 23], 33] E& 43 A2 Sgxoz xFd),

4) —(CoCH-LZAA-C(R11) (R12)-(C3-Cio)-Alo] F 2L (A7 A, Alo]EF2LA L X85 = FAY R11, =27,
-C(0)-0-R11, -(C;-Cp-<LZA-0-R11 =X -0-(C-Cy-<LZol| 93] 13], 23] T+ 33 A& SgH oz X3Hr),

5) ~(CoC-LZ&A-Het (714, Het=, A AZ= 17, 270 =& 3709 & A|z=®lo] EA8hY, dA A,

A v ForRE 17, 271, 370 £ 4709 FLdAY o3 dHEUAE xIEE, 4 WA 15719
3 AAE e 49 UA 159 oﬂEﬂiAM%%‘ 3t A|2ELS ouEiH | o] 7] A Het B gg A = X oA
1} R11, &4, -C(0)-0-R11, -(C—Cy)-LZA-0-R11 =& -0-(C,-Cy)-2&a 3 13], 23] = Sﬂ ME 59

6) —(Co-Co)-LAA-o}A (714, o} T AL 3= %] A R11, =4, -C(0)-0-R11, -(C-C,)-<
A-0-R11 =& -0-(C,-C)-&Zoll 9dl 18], 23] F+= 33 A2 5oz X3},

7) ~(CCH-EZAA-CRID (R12)-oFE (714, ofd = AW 2 ghe#] A R11, &=271, -C(0)-0-R11,
~(CC)-EZA-0-R11 & -0-(C-Cy)-&Zl 3 13], 23] E+= 33 AE FHHOZE XFHH}),

8) 1,2,3,4-H|Egtslo| =22 ehed,

9) —(Cy—Cy)-<Z &A-CH(R11)-C(0)-NH,,
10) —(Co-Cy)-LZA @A-CH(R11)-C(0)-NH-(C;-Cu)-<Z |
11) —(Co=C4)-<LZA#A-CH(R11)-C(0)-NH-CH(R12)-R13,

12) —(Cp-Ce)-ZAaA-C(0)-0-R11(] 714, dale 285 &AL R11, 24, -C(0)-0-R11, —(Cp-Cy)-27-
0-R11 HE -0-(C,—Co)-LZol| 93] 13] EE= 23] A= Egz o=z x3EL]),
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13) -(Co-Cy) -2 A-C(R11)(R12)-C(0)-0-R11, =¥

14) -(C=Cy)-SF 2L o) AL,

T 2709 R6 U ol5o] A N Axe A, £33}, BE T3} = =) 4 UH 9Y g dx}
5 e BRiAle]EY 8 i ulolale|FY 38 FAstal, 7|4 o] |2 AFHA LAY -(C-C)-¥4,
-C(0)-0-R11, &=, -(C,;-Cy)-LZA-0-R11 T Fdo] &) 13] &= 23] X3y,

R70] #4294 £ -(C-C)-<Zola

RO7} FAa9A}F = —(C-C)-LZolar

R11 8 R127} EdstAL dolstal, M2 Sysos
1) 293,

2) —(C,-Cp-¢24,

3) ~(CoCH-EARA-Ad(A7IA, dAlde &= FAY T2, -0H v -0-(C-CH-LZl o3l 13], 23]
EE 33 M2 SH4oE AFE),

4) —(CoC)-LLA-(CsCpp)-Alo] FRZ LA (A7 A, Al E2LA LS 3= A Z&AY R13, =27, -C(0)-0-R13,
=(C=C)-€Z-0-R13, -0-(C;C)-€Z H+= —(CCH-LA=A-mdd o3 13], 23], 33 =& 43 A= FHHo
2 ABad),

5) —(Co-Co)-LZAA-C(0)-N(R13), E=+=

6) ~(CC-&ZAd-A=Ho|n

R130]

1) 4244,

2) =(C;-Cy)-%4,

3) =(Co-C)-&ZAA-C(0)-0-R14,

4) —(CoC)-EAA-C(0)-R14 T+

5) =(Co-Cy)-&ZA7A-0-R140] 31

R147} 492k, -(C-C)-¥Z, -NH, =& -OHo|aL

R157F #4942k, -(C-CH-¢4, -0-CFs, -NH,, -OH, -CF; %

e
]
U
)

o, s}3hA 19 33tEo &
AT# 5

A27k E= A4 oA,
R19]

1) Fada Be

2) —(C,-C-&Zo]a,

R27}

1) =(C=Co)-2-Z =-NH,,
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2) —(C—-Cy)-<-Z dl-3] 2] 4 -NH,,

3) —(C—-Cp)-<Z dl-3) A 2] t] I -NH,,

4) -(C—C¢)-<-Z d-NH-C(=NH)-NH,,

5) =(Co=Cy)-L A A-(Cs-Cs)-Alo] FZ L NIy,

6) —(C1—C¢)- A A-NH-C(=NH)-(C,-C,)-<4,

7) —(C=C,)-&Z A-0-NH-C(=NH)-NH,,

8) —(C1=Co)-LZAM-NH-C(0)-0-(C,-Cp)-LZAA-T L (I 7|A, IS XFEA &AL} R1bel] o8] 13], 23] =&
33 M= m¢gHor A3,

9) —(C-Cy) - A A-NH-C(0)-(C,—Co)-&4 ,

10) —(CCy)-LZA - (A71A, #d2 A=A AL R150] o) 13], 23] L& 33 M2 SHHoz x§
o),

11) -(C=Cy) -2 Z &A-S0,-(C,-Cy)-LZ A-NH, ==

12) —(C;—Cy)-LZA A-S-(C,-Cy)-<-Z dl-NH,0] L

R309]

1) -(C—Cy)-¥<4,

2) _(C1_C4)_?—~_}Z—~lgﬂ_(C.’s_Ce)_}\]'o]%i?:_}%l,

3) ~(CCp-LZA-Ad (714, dAdL A=A FAY -Nol 28] A=A, -NHol 98] 8= 3 R159]
ol&) 13], 23] wx= 33] xFHT}),

4) —(CCo)-LZAA-NH-C(0)-0-(C,-C)-LZAA-HA D (7] A, AL A=A LAY -NHoll 28 A 2E AL,
NHyell ©]8) x3hw] 1 R15e] ]38 13], 23] ®&= 33 A3k}, £

5) FAadRfolar

R47} -N(R6);0] 2L

714 R62 FHIAY Aelsta, AE FHA ol

1) Fa9x

2) —(C-Co)-<4,

3) —(Co-Cy)-LZAA-(CsCpp)-Ato) FELZ (74, Ao FRLZAL Ao]|ZFREHAN | Ao|FE2HY, Ao|FE2HY,
AolE 22 d  oltpteld, nmlolAlo]ZFZ[3.1.11eld, d7lslolmzuxeted, HEZsolmzyzeyd,
SERgro| =24 7-HER el B viojAle] 2 R2[2.2. 1] PEE Y IFOoRRE AHH, AolFRde A
=2 FAY -(C-CH-LZ, -C(0)-0-R11 =& —(C-C-&ZA-dd o3 13], 23], 33 =& 43 ME &
HHoz2 AeEa, 7| dde XNSE A ALY dZA o) AE),

4) —(CoCH-LZLA-C(R11) (R12)-(C3-Cio)-Alo] SR LA (A7 A, Alo]E2LZ L Alo]EZ2A, Alo]SF=HHE,
AlolZmRE]  AlojZFr ey olrjvteld | wmlolAlo]ZFR[3.1.1]1FENd, Hlslol=myzeyd, EHEzZs}o]
cEyzgd, SEslol=2-4, 7-vElelud T mlojAlo]FR2[2.2. 11fEld e aFo2HE AMuEy A}
olF2IdZAL XgHA EAY -(C,-C)-<Z, -C(0)-0-R11 == —(C-Cy)-LZA-Hdol] o] 13], 23], 33] &

43 ME SHAoR AgEa, oA sde XA ey Al o8 xgEn),

_9_
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5) ~(CrCo-Add-Het (1714, Heti= ob=2|tid, opAl¥d, obAEOE, opxejtd, wiz=onvpde]d, W=
olmittEd, wWx[1,3]tsEd, WxFebd, WxEeFed, WxEesd, WSAEY, dxFolEed, W=
ErjolEd, WzHESEY, Wzol&AEd, wzolaEolEd, JMEY, dall-7hkEd, hEed, FUEE
d, FEed, d-FAmeAd, AsdEd, AvIeud, a=Rvd, aRdd, Ased, drbeie| m2 =T
g, vMEsd, uzEesd,  dstolmRFE(2,3-bl-HEelelmRehd,  tstolmRehd,
U5Ed, dsabd, 2, 600-1,5,2-HE oAl Fabd, Fead, olnEedd, olvtEed, ovtEd,
H-AvEd, dedd, A=A, dud, si-9=d, olauzsehd, olaamvhd, oladduEd, oladl
Eed, olaEd, oliFEed(izonnEd), o|iEolEUd, 2-olhEolEd, o|iEolER, &
AREE, olEAbEEIYd,  2-oldAkEEld, EEZEYY,  dYIEUd, SESlelmRoadwEd,
SattlobEd, 1,2,3-SAbtobE Y, 1,2 4-SA bt obE Y, 1,2,5-SA o}Ed, 1,3, 4-SAlt]ob &, AR
d, SAEE, SAEUd, SaEedd, dvdd,  sdEud,  ddEgdd, dHuAd,
dlwElopAd, s=AtElold, sl=AAd, ZEeAd, s, sdnd, Zeed, Fd, deid,
AeAd, vzelEvd, dEEed, dHEd, deuAd, dESAEY, dREonuEd, v R}
=4, VR EEed, ddd, ded, dergd, sAEdud, vEd, 2d-vEd, dEd, HEHS)
sRyehd, HEZS|l =Rl aTFmed, HESso| =R med, HEs|=Ryed, 6-1,2,5-F It
A, 1,2, 3-FlotrjobEd, 1,2,4-FlofrjolEd, 1,2,5-Elobrjolgd, 1,3 4-Elojrjol&d, EIIEDY, Hob&
d, Eeld, FellolntEd, EoleSAEd, Helmv2d, HEolEd, HernaZad, gord, E
gopAd, 1,2,3-EgjolEd, 1,2 4-Egjo}Ed, 1,2,5-Edje}Ed, 1,3,4-Efo}Ed % Axtede] aFow
FE AEEE, 71 Het e S AREA A (C-C)-FAe] o] 13] e 23] AR sHAoR
EER:I=0N

6) ~(C=Co)-FAR-AL (714, Ad m= dAAL A 7y E220, #d, -C(0)-0-R11, ~(C-Co)-%
A-0-R11, -0-(C-C)-% TE —(C-C)-Lell oal] 18] &= 28] M2 Sghxor M@dh),

7) ~(Co-C)-FZA A-C(R11) (R12)-A L (7] 4, e xshe]x LAY sd w= Bio os 13, 28 = 3
3 R =gHon xdH)),
8) 1,2,3,4-HEFso|m2xeyy,

9) —(Cy-Cy)-<Z d-CH(R11)-C(0O)-NH,,
10) —(Co-Cy)-LZA @A-CH(R11)-C(0)-NH-(C;-Cu)-<Z
11) —(Co-C4)-<LZA#A-CH(R11)-C(0)-NH-CH(R12)-R13,

12) —(C=Ce)-2AA-C(0)-0-R11(A7|A, &A@ e A ALY =4, Ad, -C(0)-0-R11, -(C,~C,)-2+-
0-R11, -0-(C;CH-EZ T —(C-CH-LZA 23] 13 E&= 23] A2 HH™oZ X3,

13) -(Co-Cy) - A-C(R11)(R12)-C(0)-0-R11, =¥
14) —(C-Cy)-ZF e 2dZ o] ALY,

2709] R6 ehriZe o)l AFH N Aash @A, FelW, WeH, 2-ofA-utol Aol F2[3.2.2] et B 7-

ofzl-vlo|Alo] ZF &2 [2.2. 118 Ete] 1B O 2HE MElEE WiAlo|ZE 3} e ulo|ilo]ZE 3HS FAsta, o
714 o] 3& X3E A ALY -(C-C)-LZ, -C(0)-0-R11, —(C,—Co)-¢ZA-0-R11 ®=&= Fdol| o3 13 =& 2

3] &= ar,
R70] FAUAF B -(C-Cy)-Z o],
RI7} A9} E= —(C-C)-gZ ol AL,

13, A= g o]y

olr

R11 2 R127} SLaAY Ao

D 241,

_10_
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2) —(C,-Cp-¢24,

3) ~(CC)-LAA-AL(A7|A, #ld XA FAY -0H, =2A =& -0-(C-CH-&Zd o3 13], 23]
EE 38 A2 5YgHor Agu,
4) —(CoC)-LZAA-(Cs-Cp)-Ato] F 2L Z (7] A, Alo]|FELAZAL Alo]F 2N Alo|F2HY | Alo]F2{H,

AtolE 22 oltvteld, wHpolAlo]ZR[3.1.1]Eld, SEISIO)| =24, 7-HElxRQdd HEi= HPolAlo]EF R
[2.2. 1]} 9] TFozRE Ay, Al]F2ad0e X183 GAY ~(C-C)-¢Z, -C(0)-0-R13 =& ¥

doll o8 13], 23], 33] &= 43] M2 sdHor AFdd), E=
) (Co CJ,) OLZ:_] A-<1 EQO]J—,

R13°]
D 291,

2) =(C-Cy)-<4,

3) =(Co-C)-&¢ZAA-C(0)-0-R14,

4) —(CoC)-EAA-C(0)-R14 T+

5) =(Co-Cy)-&A7A-0-R140] 31

R147} 297k, -(C-C)-<¢2, -NH, E& -OHola

R157}‘ _/J\_Q’JX}' _(Cl_C4)_?:_}Z:_], _O_CF,’g, _NHZ, _OH, _CF,’g EIE—“T:"

]
U
)

o, a4 19 BB §

R19]

1) F4297 =&

2) —(C,-C-&Zo)a,

R27}

1) -(CCo)-LZ d-NH,,

2) —(C=Cy-<Z -3 2| D-NH,,

3) —(C-Cp-<A -9 7 2] v I -NH,,

4) =(C,-Cy)-2+2) A -NH-C(=NH)-NH, ,

5) —(C-Cs)—%Z A-NH-C(=NH)-(C,-C)-%3 ,
6) —(C,-Cy)-&ZA AN-(CsCo)-Ato] EEUZA-NH,,
7) =(C=Cy) -7 A-0-NH-C(=NH)-NH,,

8) —(Ci=Cs)-&ZA A-NH-C(0)-0-(C,;-C)-&Z -7,

9) -(C-C)-& A A-NH-C(0)-(C;-Ce)-<Z |

_11_
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10) —(C=Cy)-& A d-31d-NH,,
11) =(C=C)-2 2 A-50,-(C,-Cy)- LA A-NH, E=
12) ~(C-C)-LAA-5-(C,-Cy)- LA A-NH,,
R30] 1) -(C-C)-¥4,

2) —(C-Co)-LZAA-(Cs~Co)-Ato] Z 2

(i)

)

3) —(C=C-LAA-d(A71A, slide A ghefx] 7 -OHoll oJsf x| gher)),

4) =(C=Ce)-LZA A-NH-C(0)-0-(C,-Cp)-LZA-vd, =

rr

5) FaYAte]a,
R47} -N(R6),°] AL,

EN R TR

olr

o714, R6Z FLFAY Aol
1) 447

2) —(CCo)-¥4,

3) ~(Co=Ca)- L A-(Cy-Co)-Ate] 2R LA (7] A, Xpol 2z o] o Aol 2z en oz ze
AtolZmE e, ofrnteld, 1,7, 7-Eg-vd-ulo|ato] 2 2[3.1.1]13ed, HlEgstol=mvzadd, dtst

ojmRutrged, SEgto|mR2-4 7-wEReRlH Y E= vlolAlo]FR([2.2.1]13]Ed S IF o RAE AEE,
Aol F 2L AFHA EAY -(C-C)-¢A E= sdel 9fdf 13], 28] L& 33 MR SyHem A3d

o,

4) -C(R11)(R12)-o}T}rtebd

5) -CH(R11)-C(0)-NH-CH(R12)-R13,

6) —(CoC)-LZA@-Het(A71A, Hetw= WlZontpEd, o|&AEY, IHEtd, Jdd, IEud, gy
d g ix[1,3]tSEde aFoRHE AdYdn),

7) 1,2,3,4-E| Egtslo| =2 ey,

8) —(Co-C)-LZA-C(R1D) (R12)-AL (7|4, ALE X3H A LAY Hd e B4 o) 13], 23] =+ 3
3 M2 SHYoR A3,

9) -CH(R11)-C(0O)-NH,,

10) -CH(R11)-C(0)-NH-CH(R12)-CH,—OH,

11) -(CCe)-2ZAA-AD (4714, HAd == dAde a5 LAY d4, B4, -C(0)-0-R11, -(C,-C)-<
Z1-0-R11, -0-(C;-C)-<Z, Hd == —(C-Co)-&Zo) 93l 13] == 23] A& SHF oz X3txt)),

12) -CH(R11)-C(0)-NH-(C,-C)-<2Z,

13) —(Co-Cp-LZAA-C(R11) (R12)-H}o]Ao] F 2 [3. 1. 1]1FEFL (714, oAl Z2[3.1.1]HEFL S X35 A
ZAY ~(C-C-LZdll o3 1 WA 43] X $E}),

14) —(C=Ce)-LZA-C(0)-0-R11(A 714, dAAE X3 x] GALY A, B4, -C(0)-0-R11, -(C-Cy)-LA-0-
R11, -0-(C;-C)-LZ, Hd == —(C-Co)-LZo 93f 13] == 23] A& SYF oz X3Ft)),

15) -(Co-Cy) -2 &A-C(R11)(R12)-C(0)-0-R11, =¥

_12_
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16) —CH,~CF,=CF30] AL,

2719] R6 ]z olE5o] AdE N At 7, AEEd, 2-ofAlo| o] FZ[3.2.2] et E 7-ofx}-n}o]A}
olZ2[2.2.1]ee] IFo2RE AEEE EAlo|FE § T nlolAle]FY S PAstar, o)A o] 3}
L AFHA FAY -(C-CH-2Z, -C(0)-0-R11, -(C;-Cp-¥Z-0-R11 T dHdd 3] 13 =& 23
% 2k%] a1,

R70] F4UAF = -(C-C)-LZ o]

RO7} FAdA; e -(C-C)-LHolaL

RI1 % R127F SdabAY Zolshar, A2 5y4ow

1) F4d7,

2) —(C=C)-<4,

3) —(CrCH-LAA-FD (o714, sde A§HA G} -0H, =7 = -0-(C-C)-2Zel o8] 13], 23]
L 33 ME SyHor A,

4) ~(CC)-RAA-(CCr)- Al FRAA(A7IN, APl ZRAAL ApolFRed, Atojgrdd, Aojgryd,

AfolZFaz =z oltiuteld, 1,7, 7-Egudnlo| o] F2[3.1.1]FEd, EElo|ER4 7-HElxdud X
upoAle] F2[2.2. 1]EPd e IFo2RE Ag s, Alo]E2 UL X35 ALY -(C-C)-2Z, -C(0)-0-

R13 &= Fido) o8] 13], 23], 33] &= 43 A& EH-ow X)), £
5) ~(CC-&Z4d-A=Ho|n

R130]

D 291,

2) =(C=C)-<4,

3) —(CoCy)-¥ZLA-C(0)-0-R14,

4) =(CC)-&A=A-C(0)-R14 E+=

5) =(Cy=Cy)-&Z =-0-R140] 3L

R147F 297, ~(C-C)-22, -Ni, B3 -0Ho]

R157} =297k, -(C-C)-<Z, -0-CF;, -NH,, -OH, —CF; T =7

o1, sek2 19 shjtee] &,
A+ 7

A3l oA,

R1°]

1) Fadr =

2) —(C-Cp-¢AolaL,

R27}

1D =(C=Co)-EZ =I-NH,,

2) =(Co=Cy) - -3 2] -NHy,

_13_
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3) ~(CoCo-LZ -] 5| 2] o) I -NH,,

4) —(CoC)-&Z A-E] o} EH-NH,,

5) =(C1=Co)~ L7 A-NH-C(=NH)-NH,,

6) —(Co=C)-LZAA-(C4-Cy)-Ato] F =LA -NH,,
7) =(C,=Ce) -7 A-NH-C(=NH)-(C,~C,) -2,
8) —(Co=Cy)~ L2 A-0-NH-C(=NH)-NH,,

9) —(C=Ce)-LZAA-NH-C(0)-0-(C;~Cy)-&ZA RA-o}H (7| A, o} XZHA ZAL -NHoll sl X 3= AL,
Nl 2Js 2]gh= a1 R159] 93] 13, 23] =& 33 3},

10) =(Co=Cy) =LA =-NH-C(0)-(C,=Cy)-< 4,

1) —(Co-C)-LAA-(CoCr)-oFd(A71A, obde& A3 A FA Nioll s A=A, -Noll o) g
w31 R159] o8 13], 23] ®i= 33 X FET}h), EE

12) ~(C=C)-LZAA-80,~(C,=C)-LAAM-NH (1714, x= A5 0, 1 E 20|th)o]aL,

R3°]

1) -(C-CH-¢4,

2) ~(CoCy)-LAA-(Co-Co)-Ato] F 2L,

3) ~(C=Co)-LA7-o}A (714, oFde RIS o3l 13], 23] = 335] M= Sy o X3k},

4) =(C=Co)-LZA A-NI-C(0)-0-(C,=Cy) - A d-oFH (A 7] A, oFH e RI5el o3 13], 23] E&= 33 A= 534
o2 AHu),

5) —(C=Cs)-&Z @-NH-PG,

6) —(C=Ce)-LZ A-0-PG,

7) ~(CCo)-%A, T

8) FaAtelar,

o714, PGE 39-FE-, 3u-FESATtEYd EE il SA TR el

R47} -N(R6),0] AL,

ba, Mz =9

2
o

=

olr

o714, R6E FLEAL Aol
D 294,

2) —(C-Ce)-<4,

3) —(CoCH-LZAA-(CsCp)-Alo] F 2L (714, Alo]F AL X3hEA] kAL R11, &2, -C(0)-0-R11,
-(CC-LZ-0-R11 == -0-(C,-C-LZol s 13], 23], 33 & 43] M2 =Y o= XgH}),

4) —(CoCH-LZLA-C(R11) (R12)-(C3-Cip)-Alo] F 2L (A7 A, Alo]EF2L 4L X85 # FAY R11, =27,
-C(0)-0-R11, -(C=Cy)-&Z-0-R11 T -0-(C,-C-<LZol el 13], 23] T 33 A2 SHH o7 X3HT}),
5) —(CoC)-LAdA-Het (1714, Hete, A AZAE 1), 270 =& 3702 & A|lz®Ho] 243, d@e] 24,

An w FozRE 17, 270, 7] T 19 FLIAY Fold SHEZAAE e, 4 WA 1571¢]

_14_
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o

3 AAE ZHe 49 UA 159 slEIZAo]EY & Al 2ElS ofn|siu, of7]A Het T AN X 3hF A GA
U R11, =274, -C(0)-0-R11, —(C-C)-LZA-0-R11 T== -0-(C,-C)-LZe 93 13], 23] == 33 A= =9
Ko7 gAY,

6) —(CoCo)-dAdA-old (7|4, o} T LA X3E A AL R11, 24, -C(0)-0-R11, —(Co-C)-&
Z-0-R11 =& -0-(C-C)-LZell o3 13], 23] =& 33 A2 5d4oz X3dn),

7) =(Co-C)-LZA-C(R11) (R12)-0o}A (714, o} mx= dZAddAe 235 x 7 R11, &=27, -C(0)-0-R11,
—(C-C)-LZ-0-R11 T+ -0-(C;-C-LZA 93l 13], 23] =& 33 A2 =85 o= XIHT}),

8) 1,2,3,4-HEgs o]l m2 L} ey d,

9) —(Co—Cy)-<&Z AN-CH(R11)-C(0)-NH,,
10) —(Co=Cy)-LZA A-CH(R11)-C(0)-NH-(C,-Cy)-<
11) =(Co=Cy) -2 A-CH(R11)-C(0)-NH-CH(R12)-R13,

12) —(Co=Ce)-LZAA-C(0)-0-R11(A7] A, g X8 xx ALY R11, =24, -C(0)-0-R11, -(C,~C,)-<Z-
0-R11 & -0-(C-C)-&Zdl 93] 13 &= 23] AR 5g4o=2 X3Hr)),

13) —(Co-Cy) -2 A A-C(R11)(R12)-C(0)-0-R11, E=
14) -(CC)-ZF 2L o] A,

270¢] R6 gt Z-e ol5o] Agd N 9xte} A, 3, BE ¥3 = o] 4 WA 979 3 dAES 2k
T BioatolEY F i wpolatolEY g PFAdstaL, of7|A o] e AFHA Y -(C-C)-¢E, -C(0)-

0-R11, =24, -(C-C)-LZA-0-R11 == dHdol] o9& 13 w& 23] X3y,
R70] 4942} B - (C-Cy)-gZAo]ar,
RO7} F4U9A == -(C-Cp-<Zola

R11 ¥ R127} =dstAY Aolsta, A= =

il
)
(o
fr

1) a9k,

2) —(C-Cp-&4,

3) ~(CCH-LARA-#D (o714, AdS A&= A @7 27, 00 E= -0-(C-C)-<LZel o8 13], 23]
T 33 AR SR X3,

4) =(CoC- LA (CoCrp)-AtOl 2R LA (714, Ato] 2R dZ e A3he A A R13, T2, -C(0)-0-R13,
—(C=C)-LZ-0-R13, -0-(C,=C)-¥Z ®= ~(CCo-LZA=-gdel] o) 13], 23], 33] W= 43] M= SHHo
= 2ghE,

5) —(Cy-Cy)-2ZAA-C(0)-N(R13), &

6) —(Co-Co-&AA-¢1EHolaL,

R130]

1 293,

2) —(C-Cp-&4,

3) ~(Co-C)-&ZAA-C(0)-0-R14,
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4) =(CC)-&A=A-C(0)-R14 E+=
5) =(Cy-Cy)-&ZA"-0-R140] 31,
R147} 492, ~(C-C)-2Z, -NH, = -0Ho]aL,
R157F =297, —(C-C)-22, -0-CF3, -NHy, -OH, -CF; = S&A191, 34824 1¢] 33tE9 &1,

T% 8

—
o

A3F E= A7 dofA,

R1¢]

1) Fadr =25

2) ~(C=Cp-¥Ze]aL,

R27}

1) -(Ci=Co)-LZ d-NH,,

2) ~(C=Cy)-2Z -9 2 = -NH,,

3) —(C-Cp-<A -9 7 2] v I -NH,,

4) =(C=Cs)-%Z A-NH-C(=NH)-NHz,

5) ~(Co=C) =LA &N-(Cy~Co)-Ato] F 2 27 -NH,,

6) —(C=Ce)-LZ A-NH-C(=NH)-(C,-C)-2<4 ,

7) =(C=Cy) -7 A-0-NH-C(=NH)-NH,,

8) —(Cr=Co)- L&A #A-NH-C(0)-0-(C,-CH-LZA-aAd (A7 A, 2 AHA A NLoll eJs) 2| FE A,
-NHyoll o]a] *]gk¥] a1 R150 oJa] 13], 23] H= 33] A|$dth),

9) —(C=Cy)-&Z A-NH-C(0)-(C;=Ce)-&2,

10) =(C=CH-LZAA-7D (A4, DS T A GA Nl o3 =AU, Nl o8 Xk R15
of <& 13], 23 W= 33 AP,

11) =(C=C)- L&A 7-50,-(C,-C)- LA =-NH, E+=

K

12) -(C=C)-2ZA-S-(C,-C)- L A-NH, 0] 3L,
R3]

1) -(CC-¢4,

2) ~(Cr=Co) -2 A A-(Co-Co)-Ato| F 2L,

3) —(C=Co-LZAA-7D (714, Ade R15o] oJ3) 13], 23] H+= 33] M2 5HAZ AFH),

4) =(Cr=Co)- LA R-NH-C(0)-0-(C,-CH)-LZAR-A (o714, #ld& R15el oJa] 18], 23] E+= 33 M= =5
ow AgdH), Ex
5) FadAtelaL,

R47}F -N(R6),0] L,
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0:17]A1, R6 %0315‘}-7‘]1/}- }g—o]g}l, /Hi %%Zﬂgi
1) YA,

2) —(C,-Cp-¢24,

3) —(Co-Cy)-LZAA-(CsCpp)-Ao| FR2LZ(7]A, Ao FRLZAL Ao|FRHAN | Ao|FE2HY, Alo|FE2HY,
AtolE 22 d  oltpteld, mlolAlo]ZFZ[3.1.11eld, d7lslolmzuyxeted, HEZso|lmzzeyd,
SElslol =24, 7-vElcldd i nlolalo]E2[2.2.11FEld el OFoRRE AdgEn | Alo|FRdAL X
gE A FAY -(C-CH-LEZ, -C(0)-0-R11 F=+= -(C-Cp-LZAd-HAdo] o3 13], 23], 33 =+ 43 HZ &
HH oz AeEa, o7|A Fde XE A ALY dZA o) AE),

4) —(CoCH-LZLA-C(R11) (R12)-(C3-Cio)-Ato] SR L (A7 A, Alo]E2LZ L APo]EZ2A, Alo]SF=dHE,
AtolEF= R Y AlolFrx e oltpvteld | ulolale]EFZ([3.1.1]Fetd, Hlstol=zuz ety d, HEd s} o]
cEyzgd, SEelol=2-4, 7-vElelud T mlojAlo]F2[2.2. 11FEld e aFo2HE MuEm A}
o|F2UdAL X3y AL -(C-C)-<Z, -C(0)-0-R11 T —(C,-CH-<AdA-ddol] ¢sf 13], 23], 33 =
=43 AR E@dor XFHa, o714 Hde X@HA FAY SR ) g},

5) —(Co-Cy)-&ZA™A-Het (4714, Het¥ ofazltd, olAlmd, oAEILd, ofxglujd, wl=oju|tided, W=
orivtEd, Wx[1,3]0sEd, WxFahd, dxEeyed, WxEesdd, WSAEd, dxgolEd, W=
ErjolEd, Wz ESEY, Wzol&AEd, wzoliEolEd, JMEY, dall-7hkEd, hEed, FUEE
d, FAsdd, A-FAEAd, FAxidEd, AFSgd, azed, azdd, AEdd, ditsel =29 =
d,  oulzFgd, ouzgeud, dstelmZFH[2,3-bl-HEse|m2Fed,  fslo|l=2Fed,
£y, dSaAlbd, 20,6H-1,5,2-HElokxd, Fepd, FErid, ojutEdd, olnuEd, ojugEd,
H-ag=d, dEgd, AEdAd, s, -5, olaMzxFad, oidgnd, ojAitEd, o]idl
EEd, o)AdEY, olaFEEd(M=onugEY), olixEolEE U, 2-olxEolEEd, olixEolEH, o]
AFEE,  oEAEEIYY, 2-oEAlEEd, REEEd,  YZEUYYd, SESol=RolaFEdd,
2alr]olEY | 1,2,3-LA T ot EE | 1,2, 4-2A T ol EE | 1,2,5-2A o} E™ | 1,3, 4-2A)T)olE ™| LAEE T
d, SAEE, SAEdUd,  SAgeggd, dgudd,  ddEdYd,  ddEESIEd,  duxd,
AxElolAd, #lFAlelold, d=mAAYd, ZeElxd, gdgxd, ddgud, ZHZdd, Fd, FZid,
geAd, F2elFud, ¥eEd, s, JuAd, FAESAEd, gmonnEd, g xEo}
=4, vxgedd, Jgd, e, dendd, gE&Ygd, dEdd, 2i-9Ed, 9EL, HEZS
c23gd, HEgso|=Ro|aFEEd, HEZSO|=E2AEEd, vHEHsto|=29Yd, 6H-1,2,5-Flc}th
Ad, 1,2,3-go}rjo}Ed, 1,2,4-Elo}tjo}Ed | 1,2,5-Elolt]o}Z£d | 1,3 4-Elojtjo}Z£d, E|rEYY, Elo}=
g, ged, golxelnuEd, HAxS$AEY, Holedgd, EolkEolEd, EOoREZTd, Hedd, E
ol d, 1,2, 3-Egfo}Zd, 1,2 4-Ego}ZY, 1,2,5-Ego}E&Y, 1,3,4-Efjo}E&Y 9 Fahgde] 180z
e MEEn | of7iM Het T AL S A EAY —(C-C)-LZ o3 13 & 23 M2 HYPHo=
A gAT}),

6) —(C=Ce)-LAd-H (714, dd TE dAAL 85 gAY =7, Hd, -C(0)-0-R11, -(C,-C,)-<
Z-0-R11, -0-(C-Co)-¢Z EE -(C-C)-LZ o3 13] ®== 23] M= Syxor A3k},

7) =(CrC)-LAA-C(RIDRI-FAL (714, Ade A8 FAY dd wE= i o8 13, 23 L& 3
3 AR =gHoz xdH)),
8) 1,2,3,4-HEFso|m2xeyy,

9) —(Cy-Cy)-<Z &A-CH(R11)-C(0)-NH,,
10) —(Co-Cy)-LZA@A-CH(R11)-C(0)-NH-(C-Co)-<Z |
11) —(Co-C4)-<LZA #A-CH(R11)-C(0)-NH-CH(R12)-R13,

12) —(C-Ce)-2A@-C(0)-0-R11(A 74, &Aae gu A ALY =4, Ad, -C(0)-0-R11, -(C,—C,)-2+-
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0-R11, -0-(C-C)-<Z EE -(C-Co-LZel o8] 18] T 23] A2 S50z A3kgn)),
13) =(Co=C)-LZA &A-C(R11) (R12)-C(0)-0-R11, Ei=
14) ~(C=Cy)-EF 227 o) AL},
271°] R6 E}ﬂﬁ% olEo] AZH N xtet @7, dEed, FHd, 2-ofxulo]Alo] F&[3.2.2]

Aatol Lo & 2,118 aFo2HE HuUEE= Hiilo]ZE g = nlo]Afo
A o] e ﬂ%ﬂ A kAY -(C-C)-<Z, -C(0)-0-R11, -(C-C)-LZ-0-R11 &

R70] F4adaF B -(C-C)-<ZolaL,
RO} F4UA & -(C-C)-¢ZolaL

RI1 2 RI27F B8 olsta, A2 53

)

o=

1) 294,

2) —(C,-Cp)-¢4,

3) —(CoCoH-AR-sL (714, A& AeE A FAY -0H, T2 E= -0-(C-C)-<Ael o) 13], 23]
EE 33 AR SHACE X3,

1) ~(CoC)-RA-(CoCr)-AF| XA (71N, Afo]ZRADE Apo| 2R, Alo|ZRAY, Alo]FrRd,
Atolgmzed, ohrpyiebd, vholAlel22(3.1. 119, SEletol =24, 7-vEhglEd E nporle] 2R
i

[2.2.1]1Feld o] aFo 2Ry AHEy, Alo]F2dAL X3=A] FAY -(C-C)-<Z, -C(0)-0-R13 3]
dol o3l 13], 23], 33 E& 43 A2 mHAoR XFEY), T

5) —(CCy-&ZA-Q1=Ho] L,

R130]

1) a9},

2) —(C,-Cp)-¢4,

3) —(Cy-C)-L L A-C(0)-0-R14,

4) =(C=C)-2Z4A-C(0)-R14 H+=

5) —(Co-Cy)-&ZA #A-0-R140] 51

R147}F =292k, —(C-C)-¢Z, -NH, T+ -0HelaL
RI57} =297k, -(C=C)-<Z, -0-CF;, NH,, -0H, -CF; =& 227191, 3tsha 19 3g&Ee] &1,
ATZ 9

A3F, AT = A8F T o= g Il glojA,
R19]

1) 297 ==

2) —(C;=Cy)-&Zelx

R27}

1) —(C=Co)-2-Z F-NH,,
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2) —(C=C) - A-9] 2| D-NH,,

3) ~(C=Co-LZ -] 5| 2] o) I -NH,,

4) =(C=Cy)~ L A-NH-C(=NH)-NH,,

5) =(C=Ce)-<&Z A-NH-C(=NH)-(C,-C)-&Z ,

6) ~(Cr=Co)- LA A-(CsCo)-Ato] FZ LN,
7) =(C1=Co) -7 A-0-NH-C(=NH)-NH,

8) —(C=Cs)-&Z =M-NH-C(0)-0-(C,~Cy)-& A =-3d ,
9) —(C,=Cy)-LAA-NH-C(0)-(C,-Co)-LZ L=
10) —(C,—=Cy)-&Z A-'d-NH,,

11) =(C=Cy) -2 &l-80,~(C,=Cy) -2 A-NH, E1=
12) —(C=Co) - A-S-(C,~Cy)- L A-NH, 0] 3L,

R3¢]

1) -(C—Cy-<4,

2) —(C-Co)-LZAA-(Cs~Co)-Ato]| Z 2

(i)

)
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3) —(C=C-LAA-d(A71A, slide A ghe]#] 7 -OHoll o]sf x| ghe)),

4) —(C=Ce)-LAHA-NH-C(0)-0-(C,-Cp-LZd-Hd, =+
5) FagdAte]aL,

R47} -N(R6),0] AL,

olr

0:17]A1, R6 %0315‘}-7‘]1/}- }g—o] }‘J—l, /Hi %%Zﬂgi
1) F494k,

2) —(C=Ce)-¢24,

3) ~(CrC) -2 L A-(CaCo)-Ate] 2R L (A7 A, Alo| SR AL

AolZFz =z oltiuteld | 1,7,7-Eg-w|EulolAlo|F2[3.1.1] el ,
24, 7-vEpeluld e vpolAte] 2 ([2.2.11Ebd ] aF o2 NE MEEn, Abe]

dotstol =T eed, Sesho]=

U -(C-C)-2Z == ddel oef 13], 23] E= 33 ME sYHor A&Ha,

4) -C(R11)(R12)-o}T}rtebd
5) -CH(R11)-C(0)-NH-CH(R12)-R13,

6) —(Co-Co-&AA-Het (1714, Het= wl=olmtpEd, o|&ALEd, Islgitd, g4, dEddd, Bedd

2 o9z ([1,3]0%4ge] 1goRNE AU,

7) 1,2,3,4-E| Egtslo| =2 gy,

8) —(Co-C)-LZA-C(R1D) (R12)-HAL (7|4, HALE X3HA] LAY Hd e B4 o) 13], 23] =+ 3

5 A= Sydow Aad),

9) -CH(R11)-C(0)-NH,
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10) -CH(R11)-C(0)-NH-CH(R12)-CH,~OH,

11) -(CCe)-2AA-AI (4714, HAd == dAde a5 LAY d4, B4, -C(0)-0-R11, -(C,-C)-<
Z-0-R11, -0-(C;-C)-LZ, Hd == —(C-Co)-&Zo) 93l 13] == 23] A& SHF oz X3stxt)),

12) -CH(R11)-C(0)-NH-(C,-C)-<2Z,

13)  =(CoCo)-LZLA-C(R11)(R12)-1}o] Ao FZ[3.1. 1] e (A7) A], nHlolAlo] Z2[3.1.1]HED L X]3hx %
AL —(C-C-2Zel 23] 1 WA 43 A SE}),

14) -(C=Co)-LZAA-C(0)-0-R11( 7|4, &AL 3% %] FAY A4, &4, -C(0)-0-R11, -(C,-CH-&ZA-0-
R11, -0-(C;-C)-¥Z, Hd == —(C-Co)-LZo) 93l 13] == 23] A& SYHF oz Xstxt)),

15) -(Co-Cy) - A-C(R11)(R12)-C(0)-0-R11, =¥

16) —CHy~CFy~CF30] ALY,

2709 R6 S o]5o] AFHE N dxtet A, vEEd, 2-ofa-nloAle] F&2[3.2.2]mt H 7
o)FZ[2.2.1]3Eke] IR oBRE MuUlyE HyAlo]FE 3 Il nlorlo|ZE i&% PAdstar, o7]A 01 3k
o AEHA FAY -(C-C)-2Z, -C(0)-0-R11, -(C,-C)-<A-0-R11 =& 3Hdo] s 13 wE&= 23]
2 8kE o,

R70] F2UA} = —(C,-C)-<ZoaL

RO7} YA EE -(C-C)-YZol 2

R11 B R127F SdstAY Hdolstal, M2 SHAoR

D) F497,

2) —(C-C)-<4,

3) ~(CoCH-LZLA-Ad (7 A, Hde A&HA LAY -0H, T2 == -0-(C-C)-LZ 98 13, 23]
T 33 AR =gHor X)),

4) ~(CoC)- LA (CCp) ALl F A (A7) A, Ale]FRUAL Ato]ZFRED Alo]FRAY, Alo]Fayd,

AtolFm=z a2 oltnteld, 1,7, 7-Eg|dgnlojalo] F2([3.1.1]1Eld, SElSto|=2-4, 7-vEleldd T
upoAle] F2[2.2. 1]Ed e a2FoZRE Agyn, Alo]E2 UL X35 ALY -(C-C)-<Z, -C(0)-0-

R13 T mde) 93 13], 23], 33] = 43] A= SgHo=m x3Hr}), £=

5) —(CoCH-&Ad-Ql=dola

R139]
1) 4297,

2) =(C=Cy)-<4,

3) —(CoCy)-¥ZLA-C(0)-0-R14,

4) =(CC)-EA=A-C(0)-R14 E+=

5) =(Cy=Cy)-&ZA =-0-R140] 3L

R147F 297, ~(C-C)-22, -NH, B -0Ho]

R157} 493}, —(C—C)-¢Z, -0-CF;, -NH,, -OH, —CF; =& =791, 382 19 3gtEe] &5,
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2989 T, 270, 3w ahe] BUsAY gold AuzaAs £FsHe, 4 WA 15709 § 948 2
190 WA 159 S RAl 2 B 2R v, ot ARHA DAY ~(C-C)-27, FEA, N, ~CF,
= 0-CRol o)) 13], 23 Ex 33 A2 SPden AgH,

2) —(Cy=Co)-%Z A-NH,,

3) —(C=Cs) -2 A-NH-C(=NH)-NH,,

4) =(C=Ce)~&Z A-NH-C(=NH)-(C,~C)-<&Z,
5) =(Co=Cy) -7 A-0-NH-C(=NH)-NH,,

6) —(Co=Cy)-&Z A-NH-C(0)-(C;~Ce)-&2,

7) =(C=Ce)=LZA A-NH-C(0)-0-(C;~Cy)-LZA gl-o} A (7] A, o}HL X&H A LA -NHoll <& X EE AL,
-NHyoll o]&f X]8k¥] a1 R1500 ¢Js) 13], 23] = 33 A gEH),

8) —(CsCo)-Ate] 2 =L Z-NH,, &

rr

9) ~(CoCH-EZAA-(CoCr)-oFd(A71A, ot AFHA G -NiLell oJs) A2H A, Nl ofs) A2k
aL R159 o)8) 13], 23] = 33 x|gHrh)olar,

R3S

1) -(CCo)-¢4,

2) ~(CoC)-LZAA-(CyCrp)-Ato] F2LA,

3) ~(CCo)-LAA-(CoCr)-oFE (714, ofd& R150 ol&f 13], 23] & 33 M2 58dxoz X3Hn),
4) =(Co=Cs)- LA =AN-N(R5)-PG,

5) —(CCe)- A A-NH-C(0)-0-(C,-C-EZA@-okd (o] 714, obHe R15el ¢Jal] 13], 23] E= 33 A2 5HF
o w AFEH,

6) —(Co=Ca)- LA A-(Co~Cr)-oFE-(Co-Cy)-LZ F-N(RS)-PG,

7) —(Co-Cg)—%Z #-0-PG,

8) —(Co=Co)- LA A-(CsCr) -0+ -(Co-C)-LZ A-0-PG,

9) —(Co=Ce)-&A=A-C(0)-0-PG,

10) =(Co=C)=FAR=(CoC1)-0F=(Co=C,) - LA A-C(0)-0-PG ==

11) FadAte]a,

R4+= -N(R6),0] 3L,

o714, R62 T Aolsta, AR AR

1) a9},

2) —(C-Ce)-%4,

3) ~(CoC)-EAR-(CsCpo)-Ate] ERLA(7]A, AlolF 2t e A4 &7y R11, =71, -C(0)-0-R11,
—(C=C)-LZ-0-R11 = -0-(C=C-LZel s 13], 23], 33] F= 43] M2 SyHoR Askdn}),

4) =(CoCo)- LA R-(Co-Cr)-oFE (714, ofd 2 FAAL A& A] A R11, 24
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C)-¥Z-0-R11, -C(0)-N(R8), H& -0-(C=Co)-€Zel 93] 13], 23], 33] EE 43 M2 SHHOE A3
o,
5) =(Co=Ce)-&Z A-N(R5)-PG,

rﬂ

il

6) —(Co=C)-2ZA-(CoCr)-oFE-(Co-C-EZ-N(R5)-PG,
7) —(Cy-Cg)—%Z #-0-PG,

8) ~(Co=C)~ LA AM-(CsCra)-oFE~(Co-Co) -2 -0-PG,

9) ~(Co=Ce)-&ZA=A-C(0)-0-R11,

10) =(Co=Cy) - A= (Co~Cr)-oFE-(Co-C) -2 -C(0)-0-PG,

11) —(Co-CH-ZAd-Het (o714, Het=, A AZ2" 1A, 270 E= 3709 8 AJ=dlo] EAst, d#9

A, AL EE o g RE ) 17H 270, 37N B 479 FLAY doldt AHZIAE 2=, 4 WA 15
Mel & YRS ZHE 49 UK 169 dlHZALelEE 3 A AES Ui, 7|4 Het e %ﬁ%ﬂ—&— x| 2= A
XA R11, TEA, —C(O)—O—Rll, -(C=C-LZ-0-R11 = -0-(C-C)-<Aol &l 13], 23] T=+= 33 =

=g4oz AP

)

12) ~(C-C)-SFe2U7,

13) —(Co=Cy)-&Z A-CH(R11)-C(0)-NHs,

14) =(Co-Cy)-2Z A-CH(R11)-C(0)-NH-(C,-Cy) -2,

15) =(Co-Cy)-&ZA A-CH(R11)-C(0)-NH-CH(R12)-R13, =

16) olu|m=AH(o] 7] A, olmlxate] AZFe Y= Adte] & dojita, oAk FHEA gz X3E R
LAY PG T -N(R5),o 9&l x|gkdt}) o] A,

279 R6 ehElZe ool AFE N WA @A, Esh, FE Es mt 3PHel, 4 WA 99 B ARE 2
C ool @ EE ool B8 GAsn, Al o Be ABHA BIAL (02, -CO)-

0-R11, =27, —(C;-C)-LZA-0-R11 = HAdo| 93 13 == 23] 3=,
RoE F2UA =& —(C-Cq)-LZolaL,

PG= ofmte, Jhedd, B Sto] =5 A SY BE ol

1) F4YA

2) —(C-Co)-&4,

3) ~(CCH-&A=-sd(7]A, sdL A&HA] A =, -0H = -0-(C-CH-2Zel o8] 13], 23]
T 33 Mz SYHer Add),

4) —(CoC)-LA--(CsCpo)-Ate] ERLA (7], AlolF 2t A4 &7y R13, =7, -C(0)-0-R13,
-(C=C)-&¢ZA-0R13, -0-(C-C)-2Z = -(CCH-LZA-gdl osf 13], 23], 33] == 43] Az SHHo



2 AgEy),

5) —(Co=Cp)-L&ZAA-C(0)-N(R13), T

rr

6) —(CoC-&ZA-AE=Ho]a,

1) $2:94,

2) —(C,-Cp-%4,

3) ~(Co-C)-&ZA=A-C(0)-0-R14,

4) =(Cy-C)-&ZAA-C(0)-R14 HE+=

5) -(C=Cy-¢Z A-0-R140] 1L,

R14%= #2972, -(C-C)-2Z, -NH, = -0Hol AL,

R15E= 4292, -(C-C)-<Z, -0-CF;, -NH,, -OH, —CF; ¥

i
i)
i
)
o
v

A7E 12

A1l el A,

R10]

) Fads £

2) ~(C=Cy-¥ZolaL,

R27}

1) =(C=Ce) -2 A-NH,,

2) —(CoCy) - A-9] 2| D-NH,,

3) ~(CoCy-LZ &A-v] 5| 2] o) I -NH,,

4) —(CoC)-& L A-E]o}EH-NH,,

5) =(C1=Co)~ 2 A-NH-C(=NH)-NH,,

6) —(Co=C)-LZAA-(C3-Cy)-Ato] F 2L -NH,,
7) —(C,=Co)~- %A A-NH-C(=NH)-(C,-C,) -2,
8) =(Co=Cy)~ L2 A-0-NH-C(=NH)-NH,,

9) —(C=Ce)-ZZAA-NH-C(0)-0-(C,;~C)-L A @-olH (7] 4, o}H& X3 % A
Nl ]38 2]gh= 3 R159] 93] 13, 23] =& 33 |3},

10) —(Co—C4)-<LZA#AM-NH-C(0)-(C,-Cy)-¥Z,
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AU Nl ofa) A &ks A,

11) ~(CoCH-EZAA-(Co-Cr)-oFE(A7]A, o2 AFH A FAY -NHoll oJal] 2 ghs Ay, -NHll o]l |3k

=3 R159] 9&f 13], 23] w=& 33 X)), £==

12) =(C=Co)-L A A-80,~(C,=C)-LA AN (1714, x= A5 0, 1 & 20|th)o]aL,

R3¢]
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1) -(CCH-¥¢4,

2) ~(CoC)-LA--(CyCo)-Alo] F 2L,

3) —(Cr=Co)-&A -0t (714, oFH& R150] oJ3f 13], 23] H= 33] A2 HHAOZ AFdn}),

4) =(Cr=Ce)- LA RA-NH-C(0)-0-(C,=C)-L A 7-opH (o714, o} & R159] oJ8f 13], 23] E& 33 A= 534
o2 AHu),

5) —(C=Cs)-&Z #-NH-PG,

6) —(C=Ce)-LZ A-0-PG,

7) ~(CCo)-%A, T

8) SRl

A71A, PG 3F-Fd-, 3F-FESATIEE B S A 7hR Do,

R47} -N(R6),0] 3L

o714, R6E TUBAL Aolstal, AR HHoR

1) Fa29x},

2) =(C=Ce)-<4,

3) ~(CoC)-LZAA-(CsCrp)-Atel 2R A (7|4, Ato] ZR AL XA 7k R11, =270, -C(0)-0-R11,
-(C-C)-LZ-0-R11 H -0-(C-C)-2Zol ola) 13], 23], 33] L& 43] A2 Sgo= g,

4) =(CrCH-LZAA-C(RID (R12)-(Co-Crp)-Atol 2R AT (A7, Ate] R 2 A3 A] &7 R11, =7,
-C(0)-0-R11, ~(C;=Co)-LZ-0-R11 = -0-(C-C)-LZell 93] 13], 23] T 33 M2 HyH oz g},

5) —(Co-C)-LZ@A-Het (7], HetE, 7 A4" 1, 27 & 3749 3 Alxwlo] A5, dH@ 9 A4,

A w FozRE 1], 270, 7] T 19 FLIAY Fold SHEUAAE e, 4 A 1571¢]
3 RS zteE 49 WA 159 e AL E Y 3 A]*E“" ojusl, 7|4 Het T+ E‘é 2|25 2] A
1} R11, &4, -C(0)-0-R11, -(C,—Cy)-LZA-0-R11 =& -0-(C,-Cy)-2&a o3 13], 23] = Sﬂ MR E5Y

6) —(CoCo)-EZ-o}H(A7|A, o} T AL X352 ZAY R11, =27, -C(0)-0-R11, -(Co-C-&
Z-0-R11 == -0-(C,-C)-<Zol 23] 13], 23] &= 33 A= FyHo=z 3HY),

7) =(Co-C)-LZA-C(R11) (R12)-o}H (7] A, o} T dAALS X3ux] AL R11, &=24, -C(0)-0-R11,
_(C()_C4)_?=_}Z:_]_O_R11 Et‘—_:' _0 (C1 C4) OLZ:_]OH ,]oH 1§] 2§] BE_‘: 3§] /Hi E%Z—]Oi Z]’;:l' h:]'),

8) 1,2,3,4-HlEg}slo| =2y d,
9) ~(Cy=Cy)-&ZA =A-CH(R11)-C(0)-NH,,
10) —(Co=Cy)-LZA A-CH(R11)-C(0)-NH-(C,-Cy)-&4
11) =(Co-Cy)-2Z A-CH(R11)-C(0)-NH-CH(R12)-R13,

12) =(CrCe)-LAA-C(0)-0-R11(} 7] A, dAAMe &5 = ALY R11, 2, -C(0)-0-R11, -(C-Cy)-L2-
ORIl = -0-(C-Co-LZeol oef 13] F= 23] M2 Sy4or Asdn,

13) -(Co-Cy) - A-C(R11)(R12)-C(0)-0-R11, =¥
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14) -(C-Cy)-SF 2 dZ o] AL,

2788] R6 2tz olge] Agte N dxpel 3, ¥}, FE 3} £ WIS, 4 WA o7l & dxE %
T RnAbelEY 3 EE Hpolrlo]EY &g FAStaL, o714 o] & A&HA AU -(C-C)-2Z, -C0)-

0-R11, =7, —(C-C)-LZ-0-R11 == Fdo] 93] 13] == 23] X351,
R70] #4294 £ -(C,-C)-<Zola

RO7} Fa9A £ -(C-C)-LZola

R11 B R127F SdstAY Folstar, M2 SHAoR

D #2491,

2) —(C,-Cp-¢24,

3) —(Co-Co-&A-AL (714, dde Ag=A] A T2, -0 == -0-(C-C)-LZel o) 13], 23]
T 33 MR =gdor ),

4) =(Co-C-LZAAM-(CyCrp)-Ate] FRLA (A 7] A, Aol ZR A7 X2E]#] @7 R13, =71, -C(0)-0-R13,
~(C-C)-LZA-0-R13, -0-(C;~C)-LZ T ~(CrC-LZA-sdo] oJs) 13], 23], 33] T 43 A= SYPHo
2 Aad,

5) ~(Co-Co)-LZA-C(0)-N(R13), =+

6) —(Co-Cy)-&AA-QNEHe|

R130]

1) Fa29x}

2) =(C=C)-<4,

3) —(Co=Cy)-¥ZLA-C(0)-0-R14,

4) =(CC)-&A=A-C(0)-R14 E+=

5) =(Cy=Cy)-& A =-0-R140] 3L

R147} #4297, -(G-C)-€Z, -NH, =& -0Hel 3t
R157F =297k, —(C-C)-22, -0-CFy, -NHy, -OH, -CF; 3= 27191, 313k 19| 348%.
A3 13

A113; e Al12Fel oA,

R1°]

1) Fada =

2) —(C-Cp)-¢AolaL,

R27}

1) -(CiCo)-LZ H-NH,,

2) —(C=C)-<Z - 2| D-NH,,

3) —(C-CH-LA -9 3 v d-NH,,
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4) ~(C=Cs) =<7 &-NH-C(=NH)-NH,
5) ~(CoCy)~ LA A-(Cy~Co)-Alo] Z 2 7N,
6) —(C=Ce)~&ZA A-NH-C(=NI)-(C,~Cy)-&Z4,
7) =(C,=C,)-27 &-0-NH-C(=NH) -NHs,
8) ~(Ci-Co)-L A A-NH-C(0)-0-(C,-C)-LZA-F L (7], sde s AL -NHol o X3 A,
“NHzoll o] el] *|#k¥] a1 R1500 <Jal] 13], 23] H= 33] A3k},
9) =(C=Cy)-L A A-NH-C(0)-(C,=Ce)-24,
10) ~(CrCo-LA-A-Id (714, Ade MDA FAY Nholl o8] XA, Nl o3& X]3k= s R15
of oJ3f 13], 23] E= 33] AFF}),
11) =(C=C)- 22 A-50,-(C,-Cy)- LA A-NH, E=
12) =(C=Cy)-&¢Z A-5-(C,-Cy) -7 F-NHz0] 2
R3°]
1) -(C-CH-¥¢4,
2) ~(C=C)-LZA--(CsCo)-Alo] F 2L,
3) —(C=CH-LAA-Ad (714, sld2 R150 oJ8) 13], 23] L= 33] M= FHA o2 Agdn),
4) =(C=Co)-LZARA-NH-C(0)-0-(C-CH-L A =A-Fd (7], sl & RI5el 8] 13], 23] & 33 M2 5
o% Agdr}), E:
5) Aol al
R47} -N(R6),0] 3L
o714, R FUFAL dolstar, A& HHoR
1) 294,
2) —(C;-Cy)-¥4,
3) ~(CoC)-LAA-(CiCr)- A1 FRLA(A7]A, AlelFRLAL Alo]Z 2, Alo|Z2AY, Alo]FRAH,
Atolgmzmd, ojtpwtebd, 1,7, 7-Ejudulolate] 2 (3.1 115 ed, dfstel=mpzedd, HEes}o]

czyzayd, SElsto]lmg2-4,7-wEeeddd T vlolAle]F2([2.2.113eld e aForRE Aaxy, A}
o|F2UAL Xy AL -(C-C)-<4Z, -C(0)-0-R11 T —(C,-CH-<AdA-ddol] ¢sf 13], 23], 33 =
=43 AR Egdor XfHa, o714 Hde X@HA FAY SR ) g},

4) —(CoCH-LZLA-C(R11) (R12)-(C3-Cip)-Ato] SR L (A7 A, Alo] 2L L Alo]EZ2A, Alo]SF=dHE,
AlolF2id, Alo|EFmz g oltgreld, 1,7,7-Evdulo]ito]ZFZ[3.1.1]13Eld, dH7lslo]l =2y Z ey
d, gHEgslolmgyzeyd SEstol=g-4 7-vehelud T ulolalo]EF2[2.2.1]FEtd e aFoRR
g Aggn AolZzdAe X3y EAY -(C-C)-<Z, -C(0)-0-R11 == —(C,-C)-LAA-sHd] &) 1
3], 23], 33 T 43 ME 5YHoRE AIEa, 7| ddS AE A gAY 2 98] xgE)),
5) —(CoC)-2Zd-Het(]7]14, Het: ofaduld, olAlgld, ofAlElt)d, olxguid, Wi=o|ntiaad, A=

olmttEd, WMZ[1,3]u%<&d, MxFad, Az Fed, HxEedHd, AFAEY, WREol=xd, W=
EgolEd, WzHERSY, WlZzo|HAEH wlZzo|AEolEY, JMEY, 4al- 7%##% FHEEd, A=
d, FAsdd, 4-AsAd, AxdEd, AFSYgd, aznd, a=zdd, Asdd, dyteel g
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d. OuEFed,  ouzgesd,  faleltzFalz-bl-dEdsel e Fed,  dselmeFebd,
U9&Y, USAR, 2H,6H-1,5,2-tElob Y, Febd, Fepad, oluEetd, ovtiEed, ojntEy
H-9ltEd, QEeld, ABAAY, AED, -AEY, o cWxTebd, oadmvid, ordtiEd, ol4dl
Eed, ol2EY, olaAEYL(MEo|EY), olhEobEeltld, 2-olhElobEeld, oiElolEY, o%
g, olaAEed,  polsAEdd,  weddd, gz, SoehelozeladEdd,

SATOkEY, 1,2,3-5AT0kE Y, 1,2,4-5AT0kE D, 1,2,5- AT 0kE Y, 1,3,4-SATokE Y, SAEwY
d,  SAEE, SAEYUd,  SAEHESId,  dgvidd,  ddEdUd,  dAdEEd,  duxd
srcElobad, ssAEold, ANAAY, EeeAd, s, sy, =aead, Fed, s,
gAd, FRetEYYd, IgEgd, =, A, AYESAEE, Y EovttEE, I EHo}
22, delweesd, Aeod, fed, sy, 9sd0d, NEad, A-9Ed, 92, HEosol
cE23ed, HEgSo|ERo|AFEYd, HEZSo|EEHAEYY, HEHSIo|=2Ird, 6H-1,2,5-Fc}th
Ad, 1,2,3-E]oltjo}=d, 1,2 4-Elolt]o}£d, 1,2,5-Elo}t]o}£d, 1,3 4-E|olt]o}=d, E|QEY Y, Elo}=
4, gHeld, gHelxonnEd, HAAxSAEE, Hollkdgd, HelkyHolEd, Hor=Zad, Hedd, E
gokAd, 1,2,3-Egol&d, 1,2, 4-Efol=d, 1,2,5-Eo}Ed, 1,3,4- Eﬁ]OPi"J 9 FAEde] aFew
B AEEm, o714 Het BEE A AN X FH A FAY -(C-CH-L ol 93l 13 E= 23] M2 EHyoz
A ZHET}),

6) —(CCo)-EZdA-sd (A7, #Hd == <A
ZA-0-R11, -0-(C,—Cp-LZ T -(C-C)-<LAo| 2]z

(

rlo

18h5 4] AY =220, #d, -C(0)-0-R11, -(C,-C)-¢
13] i 23] AR Sydes Xgdn),

2

7) ~(CoC)-LZA#A-C(RID (R12)-HAL (7|4, Al A=A LAY dAd e 4 9 13, 23] £+ 3
3 ANE FHHoR XFHEr),
8) 1,2,3,4-H|Eg}stol =2 egd,

9) —(Co—Cy)-<&Z AN-CH(R11)-C(0)-NH,,
10) -(Co=Cy) - A-CH(R11)-C(0)-NH-(C,-Cy)-<2
11) —(Cy=Cy)-LZA A-CH(R11)-C(0)-NH-CH(R12)-R13,

12) =(C=Co)-LAM-C(0)-0-R1L(A71A, &AL A=A FAY =24, #Ad, -C(0)-0-R11, -(C-C)-<Z-
0-R11, -0-(C,=CH)-2Z E= -(C-CH-Ld4oll s 13] L= 23] M2 FHA SR Agdr),

13) —(Co-Cy) -2 A A-C(R11)(R12)-C(0)-0-R11, ==
14) —(C,-Cy)-ZF 2L ol ALY,

271¢] R6 i olEo] ZA3E N 94Xt A, IEEY, A, 2-ofxf-vlo]Alo] S R2[3.2
ofxl-nlol Aol F2[2.2.1] ?‘JEH IR R AYE e BEixAbo)EY 3 e nlo|rte|EY S A s,
714 o] e X8E A LAY -(C-C)-LZ, -C(0)-0-R11, —(C;—C)-LZA-0-R11 T FH o] o3 13 ==
3] &=

S

R70] FAada B -(C-C)-<Zolx

RO7}F 494 = —(C-Cy)-LZo]

)

R11 % R127} St olstar, Mz Hg o)y
D 29U,
2) -(C=C-¢4,

3) ~(CrC)-LAA-AL(A7IH, AL ABEA @AY 0f, TR EE -0-(C-C)-2A o8] 15, 23]
w38 Az Bgdon g,
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4) =(CrC-LZAA-(CCr)- Aol FERLZA(A71A, Aol ERLAE Alo|E 2, Alo|F Y, Alo]Z 27 d,
AolEzxzad  olupteld, 1,7, 7-Eg|WEnlol lolE2[3.1.1]1ekd, dFtstolezuxgyd, HEgsHo)
cgyseyd, 2eslo]lmg-4 7-mEeclyd £ nlo|Ato| 2 2[2.2.118gde] a2 o wRE Muyn A}
olFrdAL AFHA A -(C-C)-2Z, -C(0)-0-R13 L= Aol oa) 13], 23], 33 L 43 N2 &

HAo® X3Hr)),

5) _(Co C4) OLZ:_]{ 1_]

ruE
o

R130]

1) F29A,

2) —(C-Cy)-¥4,

3) —(Co-C)-&¢ZAA-C(0)-0-R14,

4) —(CoC)-EAA-C(0)-R14 T==

5) =(Co-Cy)-&A7A-0-R140] 31

R147} =29AF, ~(C-C)-LZ, -NH, B -OHolaL
RIS7F 22297, —(C-C)-27, -0-CFs, -NHy, -OH, —CF, & 2719, 31844 19] 3§Ee] g%,
A7 14

118 WA Al133 Fo] o= gk el 9lojA],
R1¢]

1) 294 =

2) ~(C=Cp-¥Ze]aL,

R27}

1) -(C—Co)-LZ H-NH,,

2) ~(C=C)-2Z -9 2 = -NH,,

3) —(C-Cp-<A -9 7 2] v N,

4) =(C=Cy)-%Z A-NH-C(=NH)-NH,,

5) —(C=Cs)- LA A-NH-C(=NH)-(C,-C,)-<Z,

6) —(C,-Cy)-&ZA AN-(Cs~Co)-Atol EE A -NH,,

7) =(C-Cy)- &7 A-0-NH-C(=NH)-NH,,

8) —(Ci=Cs)-&ZA A-NH-C(0)-0-(C,;-C)-&Z=-Hd ,
9) —(C,=C)-LAFA-NH-C(0)-(C,=Co) -2,

10) —(C=C)-&Z #-5d-NH,,

11) =(C=C) -2 A-S0,~(C-C) - #A-NH, T+

12) —(C;=Cy)-<LZAA-S-(C,-C4)-<LZA AN, 0] 2L
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R39]
1) —-(C—Cy-<4,

2) —(C-Co)-LZAA-(Cs~Co)-Atol 22

(i)

3) ~(C=C-LAA-Ad(A71A, slide A ghefx] 7 -OHoll ojsf x| ghe)),

4) =(C=Ce)-LZA A-NH-C(0)-0-(C-Cp)-LZA-vd, =

rr

5) FadAtela

R47} -N(R6),°] 3L

I, Az Sggow

olr

o714, R6E FAEAL Aol
D 294,

2) —(C-Ce)-<4,

3) —(Co=C)-L A A-(CsCo)-Ato] ZFR LA (7] A, Abo) EF 27 e Abol Z =& A Alol| Z =Y
Aol 2= =g oltrteld, 1,7, 7-EfHEulolAte]EFR[3.1.1]3Ehd, diFtstol=2vzgdd, SEelel=
24, 7-WEh=dd i nlojAlo]F2[2.2. 1]FEld e DFCZRE AHE, Alo]F2AA L AT A A
U -(C-CH-¢Z =& dAlde o 13], 23] E+ 33 AE FHHoZE XFH),

4) -C(R11)(R12)-o}t}rtebd

5) -CH(R11)-C(0)-NH-CH(R12)-R13,

6) —(CoC)-Ld@-Het(A7]A, Het® Wzo|u|thEL, o|HAIEH, IHEd, ¥d, IFEUd, gedd
2 Mlx[1,3]u8E] aFo 25 dg9Ed),

7) 1,2,3,4-E| Egtslo| =2 gy,

8) —(Co-C)-LZA-C(R1D) (R12)-HAL (7|4, HALE X2HA] LAY Hd e B4 o) 13], 23] == 3
3 M2 SHYoR A3,

9) -CH(R11)-C(0)-NH,,

10) -CH(R11)-C(0)-NH-CH(R12)-CH,~OH,

11) ~(CCe)-&ZA-Ad (714, Hd T dZ4ALS A=A FAY A4, B4, -C(0)-0-R11, -(C-C)-<&
Z1-0-R11, -0-(C;-C)-<Z, Hd == —(C-Co)-&Zo 93l 13] == 23] A& SHF o2 Xstx)),

12) -CH(R11)-C(0)-NH-(C,-C)-<2Z,

13) —(Co-Cp-LZAA-C(R11) (R12)-H}o]Ao] F 2 [3. 1. 1]1EFL (714, oAl 22 [3.1.1]HEFL S X35 A
ZAY ~(C-C)-LZdl o3 1 WA 43] X $E}),

14) —(C=Ce)-LZA-C(0)-0-R11( 71, dAAE X3t x] EALY A, B4, -C(0)-0-R11, -(C;-Cy)-LA-0-
R11, -0-(C;-C)-LZ, Hd == —(C-Co)-LZo 93l 13] == 23] A& SHF oz X3txrt)),

15) -(Co-Cy) - A-C(R11)(R12)-C(0)-0-R11, =¥

16) —CH,~CFo=CF30] ALY,

2719] R6 ]z olE5o] AdtEl N 4t 7, dAEEd, 2-ofAle| o] FZ[3.2.2] et E 7-o}x}-n}o] }
o272 [2.2.1]18%e aForRYH Ay Bi-Alo]EE g L= ulolalo]ZY S FAlElaL, o714 o] I
& X3EA ALY -(C-C)-2Z, -C(0)-0-R11, -(C;-Cy)-<ZA-0-R11 H=x= FHdo 9o 13 === M

s
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2] k¥ At
R70] FAA = —(C-C)-LZolaL,
RI7F aAt B —(C-C)-L ol AL,

RI1 3 R127F SdsbAY dolstar, M= 5

i)
)
(o
fr

1) Faar,
2) -(C-C)-27,

3) ~(CrC)-FLA-AL (4714, Ade ABAA BAY 0, FRA Ei 0-(GC)-2AA 3 18], 23
T 33 AR Eg”oz x3H)),

N

4) ~(CoC)-LZA-(CyCp)- A F 2L (A7), Ao]FR2EZALS Alo]F RN, Ao]FE2HE, Alo]F2id,
Atolg Rz, ojtpwtebd, 1,7, 7-Evdutelatel Z 231115 ehd, di7fstol =2z d, SEpstol=
24, 7-WE = dd w=E ulo)xlo|ER[2.2.1]FElde] 2B o R HE Melyn Ao
U —(C-C)-&Z, -C(0)-0-R13 T&= #ddl o3l 13], 23], 33 & 43 A= 5HZF

i
fetl
me, |F
TN
o
e
et
)
N,
&2
N

5) =(Co-CH-LZAU-2N=Ho| 1,

R130]

1D Fa94,

2) -(C=Cp)-¢4,

3) —(C=Cy)-¢Z A-C(0)-0-R14,

4) ~(Co-C)-LZA#A-C(0)-R14 T+

5) —(Co-Cy)-%ZA #-0-R140] 31,

R147F 292k, ~(C-C)-2, -NH, = -0Ho] AL,

R157F 493, -(C-C)-22, -0-CFs, -NHy, -0H, —CFy & stz79), 384 19 3=,

AT 15

ANLE WA A4 T o= 3 Foll lojM, (S)-6-0br] m=-2-(3-{(S)-1-[(S)-1-((S)-1-HFA| 7} d-2-H &
-2 PrhibRel)-2-re-Z 2 gt |-2-s d-o @ ) s ) -t (8)-6-0F7) =-2-{3-[(R)-1- (W}l A
olFE[2.2. 1] E-2-U7Pt R ) -2-Ato] F RS Ao |- D)=k, (S)-6-0bm] -2-[3-((S)-1-Afe] 22
) 7hak R -2-9 d-ol &) - Fhvl |-kt (8)-6-oFA| Eolm| = op] te-2-{ [ (S)-2-Ato] F 2 3 -1-
((IR,2S,4R)-1,7,7-E&|vld-nlo]Ato] G2 [2.2. 1] E-2-A7put e el ) - A spv D ] - 4kak, old 3-(6-obr| =
-9 2 -3-2)-2-[(S)-2-AFe] FZ & A -1-((1R,25,4R)-1,7, 7-Eg ¥ &-nlo] Alo] F 2 [2.2. 1] F E-2-L 7P} Y )

—gdurd]-2 2 evelE,  (S)-6-obv:-2-{[(S)-1-((IR,25,4R)-1,7,7-E&] v Ed-uo]Ate] 22 [2.2. 1] 3
E-2-d7pteel)-Z2d e d]-)-akat,  (S)-2-{[(S)-2-Ate] F R A-1-((1R,28,4R)-1,7,7-E 2| v & -w}o
Aol E2(2.2. 111 E-2- A7kt el ) -o d A spv] |-} -5-Froh v - ghat,  (S)-6-0br|e-2-{[(S)-2-Ato] S 25
d-1-((1R,28,4R)-1,7, 7-E2| v d-wtojAbo] S 2 [2.2. 1] 1 E-2- 7wt ) -ol DA o] D - akak, - (S)-5-0}v]
e-2-({2-Abe] F 2 A-1-[(R)-(1,2,3, 4-E Evtato] =2 -vp e @l -2-9) bt |-o g Al st D -2 gkt ofd
(S)-2-{[(S)-2-Ato]l S 2 H-1-((1R, 2S,4R)-1,7, 7-Eg| v -uo]Abe] FR[2.2. 1] E-2-A 7wt R )-o D 9}

] }-6-AAl =P oju| i F AL o o] E | (8)-6-0}u] =-2-{[(S)-1-((1R,2S,4R)-1,7,7-E g W& -n}o| A} o] S 2
[2.2.1]B E-2-A7htr ) - d st D ]}-S Ak, (8)-6-0Fm] e-2-{[(S)-3-Abe] F 23N 2-1-((1R, 25, 4R)-
1,7, 7-Edd-rlo|Ato] F2[2.2. 1] Y E-2-A7pt ) -2 2 g - vv)d | -v g -2 2kt (8)-6-0w] k-2~

{[(S)-2-Atol 2 28 -1-(d|7}slo] S22 dl-2-A7hh e o)-o A spw) D] - akak, (S)-2-{[(S)-1-(ohehut
E-1-A7pE R ) -2-Ape] F 2 & A -ol A s ] )-6-0b | k=S AR, (S)-2-[(S)-2-Ae] F 2 A-1-((1R, 28, 4R)~
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1,7, 7-Egud-nto]Ato] F2[2.2. 1]-F E-2-A 7t R ) -o & g |-3-9] 2] 1 -3- Y- 2 3] 2 (S)-2-
[(S)-2-Ato] E =3 A-1-((1IR,2S,4R)-1,7, 7-Eg W g -n}o]Alo] F2[2.2. 1] | E-2-L 7} 2 Y ) - ﬂ]%“éﬂrul%‘]—
-9 d-4-Qg-3Z 2 1] &4} (S) G-} e-2-{ [ ($)-2-A}o] Z 2 & 21-1-((1S,2S,3S,5R)-2, 6,6-E &) W -1}o] A} o]
F2[3.1. 11 E-3-d7hxd)-oddsud]}-alibal, (S)-6-0bn| =-2-{[(S)-2-Ato] F 2 -1-(3,3,5-E&]
d-Apo] F 28 A 7nt o) - & *éﬂrﬂlp‘ J=SAAE, ($)-6-011] =-2-{[(S)-1-(4-3F-F-E-Alo| F 2 & A 7In}

d)-2-Apol F A A R -, (8)-6-0b k-2 [(S)-2-Abo] F R A -1-(3-vE-Afo] F 2 H AT}
Zd)-dldduird])-3 J*J (8)=6-0b :m=2—~{[(S)-2-Ato] S 2 A -1-((1R, 25,4R)-1,7, 7-E ] v & -u}o] A}l
FE[2.2. 11 E-2-A7ppd)-ol DA D] )= 4kt, 3-(6-0bv] -3 2 el -3- v ) -2-[ (S)-2-Ato] S 2 &4~
1-((1R,28,4R)-1,7,7- Eauﬂﬁl ol Abo] 2 2(2.2. 1] FE-2-d-Fht R d)-cl g g |- 239 &4k, 2-[(S)-2-
Atol F R A-1-((1R, 28, 4R)-1,7, 7-E| v d-vlolAto] F R [2.2. 1] E-2- 7wk o) ol D A v d | -3~ of| 2]
-2 20t (8)-3-(4-ob -3l ) -2-[(S)-2-Ato] F R HA-1-((1R, 28, 4R)-1,7, T-E| WL -vlolAfo] S =
[2.2. 1] E-2-A7pat o) -l shvd | -2 2.9 23k, (8)-6-0F1| :=-2-[((S)-1-Ato] S = A v g -2-5 22-2- 7]
dAed-1-d-olgddau ) -84k, (S)-5-0b| m-2—{[(S)-2-Ato] S 2 FA-1-((1R,25,4R)-1,7, 7-E ] v & -v}
ojAtel FR[2.2. 1] E-2- APt ) -l A shv |}, (S)-6-0hv] =-2-{[(S)-2-Ato] FRHH-1-((S)-1-
olafdriut e -2-vE - 2 gl - g s d ] -k, (8)-6-ob] =-2-{[(S)-1-((S)-1-°] 25" 7}
HpE el -2-v e -2 2 @Ik R ) -2-dd -l DA ] -kt (S)-6-0br lm-2-[((S)-2-Ate] S 2 & A -1-0] 2%
7k oA st e) -3 Akt, (S)-6-0b] -2-{[(S)-1-((1R, 2R, 4S)-Hlo]Abo] S 2[2.2. 1] F1 E-2- 7}ul
d)-2-AtelF R - dupud ] )-Sakat,  (8)-6-0b] -2~{[(S)-2-AFe] F R H-1-((IR,25,4R)-1,7,7-E]
wE-vfelAbe] F 2 (2.2 11 E-2-A7M R ) -ol DA s )=k, (5)-6-obw] :e-2-{[(5)-1-((1S,4R) -1}l A
oJFE[2.2.1]1FE-2-U7PE ) -2-Ato| F R Ao DA [}k, (§)-6-0k| :m-2-{[(S)-2-Ato] 2
A-1-(SEReto] 24, T-v BRI Hl-5- A 7hh R ) el A s D -3 akat,  (S)-6-obw] e-2-[((S)-1-37-+4
FHEE d-2-Abe] S 2 Ao A v d) |- S At

(S)-2-{[(S)-1-(eprirtet-1-A 7t R ) -2-s d - A spr| F ] }-6-o}v] -S| 413t (8)=6-op] =-2-{[(S)-1~
((1S,4R)-wpolrtol = [2.2. 1] E-2-7puki ol ) -2-d d-o A spv ]} 4kak, - (8)-2-{[(S)-1-(o}rubgt-1-
IR ) -2-(4-spo] EF Aol d )~ DA spw] D ]} -6-op] S 2k, (S)=6-or :m-2—{[ (S)-2-d-1-
((IR,2S,4R)-1,7,7-E|vld-rlo]Ato] F2[2.2. 1] E-2-U 7P R o)~ D A vpw] ] } AL, (S)-6-0Fr] h=-2-
{IS)-AtelZF 2 A-(1,7, 7-E v E-nlolAbe] S 2[2.2. 1] E-2-A7Mh R ) -v & |- o -3k, (5)-
6-obr] w-2-{[(S)-2-Ato] 2 & H-1-((IR, 2R, 4R)-1,7, 7-E2| vl d-vlo] Abo] F 2 [2.2. 1] ] E-2- A 7pul R o)~

A vpud ] )=k, (S) 6-0b] -2~ [(S)-2-Afo] FRZ28-1-((IR, 2R, 4R)-1,7, 7-E| v -v}o]Alo] F 2

[2.2. 119 E-2-0l7hub Q) -0 A 5hv D] - 8ALAE,  ($)-6-0km] 1mm2{[ ($)-2-A}e] 22 8] 21-1-(3,5-t] v Yo}t
whe-1- 7k ) - oﬂ%ﬂu}% JSALAE, (S)-6-0}P] 2 {[(S)-2-Ato] F R A-1-(3-0] 2 L2 W-o}rh e~
-obubel)-o AT & -k, 35 (S)-6-ohul -2 {[($)-2-Ae] 228 A-1-((IR, 2R, 4R)-
1,7, 7-Eel W -utol Aho] 22 (2.2, 1] E-2-A7hukz o)-o I datulF] - seo o] & m= ($)-2-([(5)-1-(o}
ChEEE-1- Q1 7h ek 91)-3- v -7 R A s ] -G-obv] - EARSL, heLA 9] SRR

oty 19 skt R/EE aed 19 BgEel AAeldA U R/mE QAYA FA RE u9
EHE, WEE YA g B84 19 R 9.

shebA 1
0 L H H
R1 R lll\ W R7 i
© X~ R4
R2 R3
st 11
(A1)p-A2

471 et 1 9 1ol A,
Xi= -C(0)-o]a
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R1S
1) 2494,
2) =(C=Co)-24,
3) ~(CoC)-LAA-(CCpp)-Ato]| FRL T
4) ~(C1=Ce)~ LA A~(CeCrp)-oF ol 31

R2E: 84814 119] ghrjzoln

me F¢ 0 EE L

ALS

1) -(CH),=(371A4, n& A5 0, 1, 2 B 30]t}),

2) -NH-(CHy),~(1714, n& A4 0, 1, 2 E=& 30|}),

3) -NH(C-Co)-2Z)-(Clx) - (21714, ne& A 0, 1, 2 ®= 30]H}),

4) “NH((Cs=Co)-Arel F 24 Z)-(CH) = (1714, n& 85 0, 1, 2 = 30|t}

5) -0-(CH),= (4714, n& B 0, 1, 2 & 3°|th), &=

6) —(CH),=S0,~(o1714, n& A4 0, 1, 2 B 30]aL, x¥ AF 0, 1 EE 20|tho|L,
A2E

1) Het(o3714, Het+, A A% 170, 27) == 3719 3 A|l2€ , A
ZRE 17, 27, 37 T 419 FdsAY Foldt dEzdAE EdeE, 4 WA 15719 @
49 YA 159 sElZAlolE8 3 A|~ERE oujsty, ol& A FE A FAY -(C-C)-E4, =22, -NH,, —CF;

F= -0-CFoll 93] 13], 23] ®& 33 A& 595z X3,
2) ~(Co=Co)-LZ A-NH,,

3) =(C1=Co)~ L7 A-NH-C(=NH)-NH,,

4) =(C=Ce)-L A A-NH-C(=NH)-(C,-C,) -4,

5) =(Co=Cy)~LZ A-0-NH-C(=NH)-NH,,

6) —(Co=Cy)~- LA A-NH-C(0)-(C,~Cs)-LZ,

7) =(CrCe)- LA F-NH-C(0)-0-(C-Co)-L A d-okH (7] A, o} AZhe A FAY Nl o8] A]&s] 7,
~NHLoll 93] x3%] 3 R159l <3 18], 23] ®i= 33 X3},

8) —(CyCo)-Ate] ZF2LA-N,, EE

9) ~(CoC)-LAAM-(Co-Cr)-oFA(A7A, obH& A BHA FAL Nl 93] X3HE A, -NHyoll o] X 3he
AL R15 ofsf 13], 23] H+= 33] X|Se})olar

R3&

1) -(CCo)-¥¢H,

2) ~(CoC) =R A-(Cy=Crp)-AFo] 2R,

3) —(CCe)-L A A-(Co—Cry)-0FH (714, o}H R154 3] 13], 23] = 33] A= EgH o=z X3dr)),
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4) =(Co=Ce)-LZ A-N(R5)-PG,

5) —(CrCe)- LA A-NH-C(0)-0-(C,-C)-FZA7-o}d (o714, obH2 R15el ¢Jal] 13], 23] L= 33 M2 =5dF
oz AEH),

6) —(Co-Co) =LA AN-(C—Cra)—oFE-(Co-Co)- LA A-N(R5)-PG,

7) =(Cy=Cg)-&Z A-0-PG,

8) —(Co=Cy) - A-(CoCr)-oFE-(Co-Cy) - A A-0-PG,

9) —(CoCs)-&ZA-C(0)-0-PG,

10) —(Co=C)-E L A-(CoCr) -0t -(CoC)-E L A-C(0)-0-PG =
11) FagAfe]ar,

R4¥= -N(R6),0] 3L,

olr

1714, R6L T o)t

k]
R
frt
fn
)
2
o
ft

D 241,

2) —(C-Ce)-<4,

3) —(CoCH-LZAA-(CsCp)-Alo] F 2L (714, Alo]F AL X8hE A kAL R11, &2, -C(0)-0-R11,
—(CC-LZ-0-R11 == -0-(C,-C-LZol s 13], 23], 33 =& 43] M2 =EYZH o= XgH}),

4) =(Co=Co)-2AA-(CeCra)-oFd(71A, opd B e A8k 4] odAY R11, @220, -C(0)-0-R11, ~(Cr-
CH-EZA-0-R11, -C(0)-N(R8), H& -0-(C,=Cy)-&Zl 93] 13], 23], 33 &= 43 A= Syyo=z X3y
=08

5) —(Cy—Cq)-<Z &l-N(R5)-PG,

6) —(Co-C-LZAA-(Ce~Crp)-oFH-(Co—C4)-LZA-N(R5)-PG,

7) —(Co-Co)-&Z A-0-PG,

8) —(Co-Cy)~&AMN-(CsCra)-0FE~(Co-Ca)-LZ-0-PG,

9) —(Co-Ce)-<& L #A-C(0)-0-R11,

10) =(Co=Cy) =LA &AN-(CsCra)-0FE-(Co-C1)-LZ-C(0)-0-PG,

11) —(CC)-LA@-Het (4714, Het:, A 449 170, 27 ®=E 3719 3 A"l EAsy, LA
b, Aa e Foz¥Ee 17, 271, 37 T 479 FUAY Hold dHZIAE =, 4 WA 15
Nel g AAE Zhe 49 WA 159 s EAL]EE # A 2'S ousin, of 7|4 Het e SIS X]3E]A|
EAY R11, &=24, -C(0)-0-R11, -(C-C)-LZ-0-R11 T -0-(C,-C)-<LZol 93] 18], 23] E= 33 M2
SYdqoz x3Er)),

e
o

T

12) ~(CC)-ZEF 22U,
13) —(Co-Cy)-LZA #A-CH(R11)-C(0)-NH,,
14) —(Co-Cy)-LZA@A-CH(R11)-C(0)-NH-(C;-Co)-<Z

15) -(Cy=Cy) -2 Z A-CH(R11)-C(0)-NH-CH(R12)-R13, E=+
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16) olul:=rb (o] 7|4, olulimste]l AZLE HME|= Aol o) dojufar, ofm|i=ite] FHEA oz X 3hE A
ZAY PG = -N(R5)0l o] X ghE ) o] AL,

2709] R6 7L ojEo] AFH N xte} A, 23, i 23 e WIS, 4 X 979 & dxE %
T ExAbelEY 3 i vpo|ate] EY FHS FAtaL, of7]A o] #Fe AFHA AU -(C-C)-¢Z, -C(0)-

O-R11, &=, -(C-C)-LZ-0-R11 L= HAdol 28 13] == 23] Aghyu
R5E FA9A T —(C-Co)-LZolar

PG ofv|, MR, HE Slol=RA] 28-S 9% BE T1Folal,

R7S 492 L= —(C-Co)-LZAolar

R82 FA4YA}t L= —(C-Co)-LZolar

ROE F29A EE -(0-Cy)-24,

RI1 % R12%= EdspAY dojstar, M2 Sy4oR

1) 2497,

2) —(C=Ce)-&4,

3) —(Co-Co-&A-A (714, dde Ae=A] A T2, -0 == -0-(C-C)-LZel o) 13], 23]
T 33 AR SR A3,
4) =(CoC)-LAM-(Cs-Crp)-Ate) ERLA (714, Abo] ZRUAL X $hE]A] F7A R13, =70, -C(0)-0-R13,
~(C=C)-LZ-0-R13, -0-(C;=C)-LZ T ~(CoCH-LZAa-w ol oa) 135], 23], 33 T 43 M2 SHH o
2 XgE,

5) ~(Co-Co)-LZA-C(0)-N(R13), T+

6) —(CoCo)-dZLA-RNEHo| 1

R13-

D Fa94,

2) —(C-Cy)-<4,

3) =(Co-C)-&ZAA-C(0)-0-R14,

4) —(CoC)-EAA-C(0)-R14 T==

5) =(Cy=Cy)-& A =-0-R140] 3L

Rl4+= 497, -(C-C)-¥Z, -NH, =& -OHol 1L

R15E 297k, -(C-C)-<Z, -0-CF;, -NH,, -OH, —CF; T+ gz7lolt},

A+ 17

A163el 1A,

R10]

1) F4297 ==

2) ~(C=Cp)-&Z o)L,
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R27}
1) =(C=Co) -2 AN,
2) —(CoCy) - A-9] 2| D-NH,,
3) ~(Co=Cy)-<Z &l-3] 9| 2] T I NI,
4) —(CoC)-&Z A-E] o} EH-NH,,
5) ~(C=Co) =<7 &-NH-C(=NH)-NH,
6) ~(CoCy)~ LA A-(Cy~Ce)-Alo] Z 2 7N,
7) =(C=Cs)-<Z A-NH-C(=NH)-(C,~C;)-2+4,
8) =(Co=Cy)-27 &l-0-NH-C(=NH)-NHs,

9) —(C=Ce)-LZAA-NH-C(0)-0-(C;~Cy)-&ZA RA-o}H (7| A, o} XZHA ZAL -NHoll sl X 3= AL,
Nl 2Js 2]gh= a1 R159] 93] 13, 23] =& 33 |3},

10) =(Co=Cy) =LA =-NH-C(0)-(C,=Cy)-< 4,

1) =(Co-C)-LAAM-(CoCu)-oFd(A71A, ofd& A3 A] FAY Nioll s A=A, -Noll ofs) g
w31 R159] 98 18], 23] ®i= 33 A FET}h), EE

12) ~(C=Co)-LZAA-80,~(C,=C)-LAAM-NH (1714, x= A5 0, 1 E 20|th)o]aL,

R3°]

1) -(C-CH-¢4,

2) ~(CoCy)-LAA~(Co-Co)-Ato] F 2L,

3) ~(C=Co)-LA7-o}A (714, oFde RIS o3l 13], 23] = 335] M= Sy o2 X3},

4) =(C=Co)-LZ A-NI-C(0)-0-(C,=C) - A @-oFH (A 7] A, ofH e RI5el o3 13], 23] E&= 33 A= 534
o w7 AZHeE,

5) =(C=Cs)-&Z @-NH-PG,

6) —(C=Co)-LZ A-0-PG,

7) ~(CCo)-¥A, T

8) F297to] 1,

o714, PGE 39-F9-, 3u-FESATtEd EE ddSA TR el

R47} -N(R6),0] AL,

[e)
L.

2
N
2
=
(o))
|
offt
e
o
Y
o
oy
o
o
k]
2
fit
I
)
2
lo
ft

2) —(C—Ce)-¥¢74,

3) ~(CoC-LZAA-(C3Crp)-Alo] 2L (7] A, Alo]EF2Ld e X852 FAY R11, &=27, -C(0)-0-R11,
—(C1-Co)-LZA-0-R11 T -0-(C-Co)-LZo o3l 13], 23], 33 == 43] A& SYHH o= Xstx)),



ZIHS3d 10-2009-0087044

4) —(Co-CH-LZLA-C(R11) (R12)-(C3-Cio)-Alo] F 2L (A7 A, Alo]E2L AL X85 A FAY R11, =27,
-C(0)-0-R11, -(C;-Cy)-<ZA-0-R11 T -0-(C-Cy)-LZol 9af 13], 23] == 33 & =g o=z 2gH}),

5) —(CoC)-LAdA-Het (1714, Hets, A AZAE 1N, 270 =& 3702 3 A|lz®Ho] 23, d@ 24,
OETEH 0, 270, 370 &= 4709 LAY Aold dHEUAE x3dEE, 4 WA 15719

=490 A 159 dEl2Ate)EE 3 AlAES gnjEts, o7]A Het EE —Jg A 2= X oA
U R11, =24, -C(0)-0-R11, —(C-C)-&ZA-0-R11 T -0-(C-C,)-2Zol &) 13], 23] = Sﬂ NE E5Y

K
>1i o&ﬁl

6) —(CoCo)-dAR-olH (7|4, o} FEx AWM X3 X FAY R11, =22, -C(0)-0-R11, —(C-CH-&
Z-0-R11 = -0-(C,-C)-<Zol o3 13], 23] == 33 A= FyHo=z 3HY),

7) ~(CC)-EZAA-CRID(R12)-oFE (714, ofd = SAAL2 2 ghe#] A R11, &=271, -C(0)-0-R11,
~(CC)-EZ-0-R11 & -0-(C;—Cy)-&Zel o3 13], 23] E+= 33 AE FHHOZ XFHH}),

8) 1,2,3,4-HlEd}slo| =2y d,
9) ~(Cy=Cy)-&ZA=A-CH(R11)~-C(0)-NH,,
10) —(Co=Cy)-LZA A-CH(R11)-C(0)-NH-(C,-Cy)-&2
11) =(Co-Cy)-2Z A-CH(R11)-C(0)-NH-CH(R12)-R13,
12) =(CoCo)-LAA-C(0)-0-R11(A7IA, Ldh@E =] A] kALY R11, Z27, -C(0)-0-R11, -(C,-C)-¢Z-
0-R11 E= -0-(C=C)-2 Aol 93] 13 == 23] A2 SAoR X3dr)),
13) =(Co=Cy)-LZAA-C(R11)(R12)-C(0)-0-R11, E=
14) ~(C-Cy)-ZF Q2o A,

270e] R6 helZe oSe] AFE N Axel A, X, BE x5 m= PEFel, 4 WA 9] B ANE 2
At 2 @ R wlolalelFY B2 FAsa, o714 o] B ABEA BAL -(CC)-2F, -C0)-

o

R

O-R11, =7, -(C,-C)-2Z-0-R11 &= Hdol] o8] 13] =& 23] X8 ¥,

R70] 492} £ -(C,-C)-LZolx

RO7} 494 £ -(C-C)-LZola

R11 9 R127} EL3AY Aolstal, M& SgAoz

D 241,

2) —(C-C)-¢4,

3) —(CoCH-AA-TAI(A7]A, dAlde AFHA EAY T2, -0H == -0-(C-C)-&Zel o3 13], 23]
T 33 AR EYdow x3dn),

4) =(CoC)-LAM-(Cs-Crp)-Ate) ERLA (714, Abo] ZRUAL X $hE]A] F7A R13, =70, -C(0)-0-R13,
~(C=C)-2Z-0-R13, -0-(Cr=C)-¢Z EE ~(C-Co-LZA-sAdel o3 13], 23], 33 EE 43 A2 5S¢
2 XgE,

5) ~(Co-Co)-LZA-C(0)-N(R13), =+

6) —(Co-Cy)-EAA-QNEHe|

R139]
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2) —(C-Cy)-¥4,

3) =(Co-C)-&ZAA-C(0)-0-R14,
4) —(CoC)-EAA-C(0)-R14 T+
5) =(Cy-Cy)-&ZA A-0-R14°] 31,

R147} 24947k, —(C=C)-¢4, -NH, = -0Hol iz,

R157}‘ f"_i%x}., _(Cl_C4)_?:_}Z:_], _O_CF,’g, _NHZ, _OH, _CF,’g BE_-‘]—:‘_—- g’iﬁl?_,

A7% 18

A6 = ALTZ ANA,

R10]

D) Fadr =25

2) ~(C=Cp-¥Ze]aL,

R27}

1) -(Ci—Co)-LZ H-NH,,

2) ~(C=Cy)-2ZA -9 2 = -NH,,

3) —(C-Cp-<A -9 7 2] v I -NH,,

4) =(C=Co)-%Z A-NH-C(=NH)-NHz,

5) ~(Co=C) =LA &N-(Cy~Co)-Ato] F 2 2L -NH,,
6) —(C,=Ce)-LA A-NH-C(=NH)-(C,-C)-2<4 ,
7) =(C-Cy) -7 A-0-NH-C(=NH) -NH,,

8) —(Ci=Ce)-LZAA-NH-C(0)-0-(C,~C)-LZAA-HA D (A7]A, HLdLS A
-NHpoll o3l =] 8k=| a1 R15¢] o) 13], 23] w+= 33] A3k},

9) —(C,—C)-<ZAA-NH-C(0)-(C,-Cs)-<Z,
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LAY Niell ofs] A 2ks] A,

10) —(C-CH-LAR-AL (714, AL A=A FA -Noll ofsff A &h= A, -Noll o] *]#k=]ar R15

o] o3 13], 23] &= 33 x3H}),

11) ~(C=Cy)-&A #-80,-(C,=C,) - LA J-NH, &=

rr

12) -(C=C)-&ZA A-S-(C,~Cy)-<&Z dl-Nl,°] 22,
R39]
1) -(C-CH-<2,

2) —(C=C-LZAU-(Cs-Co)-Ato] 2L,

3) ~(C=Co-LZ=-#A (714, AL RISl of&l] 18], 23] Fi= 33] M2 SyAoR Askdn}),

4) =(Cr=Co)-LZR-NH-C(0)-0-(C,-C)-L A - (o714, #ld& R15e ofa] 18], 23] E= 33 M= =5
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o AgH), E=
5) FaYA}ela
R47}F -N(R6),0] 3L
o714, R6S EAAL Aolslil, Az Eedow
1) a9},
2) ~(C,-C)-2+,

3) ~(CoC)-LAA-(CCip)- Al Z2R2L A (A7|A, AP|EFRLAL2 Alo]EF 2 ro|Z2ddE, Ao|ZF25d
AtolZzx2d  olunteld, 1,7, 7-EgvdulolAto]ZF2[3.1.1]1Eeld, d7lstel=gyzegd, e Ezs}o]
cRUzedd, SEelslo|Eg2-4 7-wEl=Quld & vlolAlo]EFR[2.2. 1]1Eld e aF oz E AgEu, A}
olZFRdAe XA LAY -(C-C)-LZA, -C(0)-0-R11 T+ —(C,-C)-LAA-mde)] ol&) 13], 23], 33 =
=43 AR Eg4or X3, oA #Hde XS8R FAY SR ) s},

4) —(CoCp-LZLA-C(R11) (R12)-(Cs-Cip)-Ato] ZF 2L (714, Alo]Z LA Alo]Zzdla  Alo]ZFzAE
Aol ERH Y AlolFRI g  oluvteld, 1,7, 7-EduWgulolalo]FR2[3.1.1]1HEld, HFlslo| =R U e
d, "HEZslo|lm2UXEyd, ZEslo]l=2-4,7-WE e ﬂéf“‘wﬂ4ﬂ33221 Aefdel 1Fo =R
B Agse, Ao]Fz2dde % wwll}ﬂw—mru)“ﬂ -C(0)-0-R11 =& —(C;-Cp-2Za-HAde] &) 1
3], 23], 33 & 43 MZ Sy o X&FH a1, o7|A Hde X&FHA EAY S22l o xFE ),
5) —(Co-C)-GAA-Het (21714, HetE otagtd, otAlmd, otAlEd, ofxgjtjd, wl=zo|n|thaad,
olmttEd, Wx([1,3]Y&d, WxFad, HRgFed, miﬂOﬂé HEAEE ) HzEolEd, W=
EolEd, MZHEHEL, WRo|HAEH, WlXolAFHolEH, /& %Hﬂwae,ﬂ%ﬂé,ﬂwéﬂ
d, A=, d-FA=Ad, FAsdEd, AxZFEgd, aznpd, ﬂiﬂ , A=, g7lslelma A =g
d,  yilzFEd, ﬂ@iﬂgﬂé Yalo| =2 F (2, 3-b]-H Egslo| =2 Fed,  Tilo|mR2Fad,
ﬂ%gé,ﬂ%4g,m6H 5,2~ d, ﬂé Feabd, olngEeigd, ojutEed, onuEd
-9, <Egd, ¢ ﬂﬂ , 918, SI-EY, oliMlxFEd, oladmmd, o|xduEH, o]i9l
E2d, oAaAEHY, 1*ﬂiﬂé@B@WW+ ), 1*Hﬂzﬂﬂé 2-o|AElolEEd, o|AEolEH, o4
AFEE,  oEAIEEIYY, 2-oEAlEEd,  REZEY,  4YZEEYYd, SEElol=RolaFEEd,
SAHolEL ) 1,2,3-SAHolEE, 1,2, 4-ZA oS, 1,2,5-2A HolE Y, 1,3, 4-FAUo}Ed, SAIEE Y
d, ZAFE, SAEYd,  SAgEgd, dddgd,  dAdEYd,  ddEESId,  duxd
HxElopxd, FlFAlelold, H=mAAY, TeElxd, ydgAd, dAdgyd, Zeegd, Fad, v=id,
eAd, F2olEud, vgEed, dHEE, JuAd, JAYEFAEE, FEovtEd, J2ZE ol
=4, gexgedd, Jigd, fd, Jdrigd, AZ&ud, JdEd, -9 &5E, 9Ed, HEZS]
c2¥gd, HEZSo|ERo|aFEYd, HEZS|=2FEed, HEGslo|=29ud, 6H-1,2,5-F°}t}h
Ad | 1,2,3-ElojtolEd | 1,2 4-Eloltjo}Ed | 1,2, 5-EloltjolZEE | 1,3 4-EloltjolEd | E|QEHY, Eo}l=
g, geld, golxolntEd, Hox$AEY, Hollkdgd, EloiEolE&d H&EE%Q%,HQﬂé,E
golxd, 1,2,3-Ego}&d, 1,2,4-Eol£H, 1,2,5-Ego}=4, 134Eﬂﬂia‘”ﬂ&ﬂéﬂ<ﬂ%2i
FE Aesy o714 Het B 240 XA EAY -(C-C)-LZol 93 13 E+ 23] M2 SHHo=

A ZET}),
6) —(CCo)-EZdA-sd (A7, #Hd == <A
ZA-0-R11, -0-(C,—Cp-LZ T —(C-C)-LZol 9]

N

(

rlo

18h 54 AY =22, #id, -C(0)-0-R11, -(C,-C)-¢
18] w23 AR SyPdes Xgdn),

2

7) ~(CrCo-AA-CRID (R12)-3 (7] A, #d2 A& A A #d B =aol 98 18], 23] E= 3
3 M2 SHEHoR Askd),
8) 1,2,3,4-HEgste| =2 uzayd,

9) —(Co—Cy)-<&Z AN-CH(R11)-C(0)-NH,,
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10) —(Co-Cy)-LZA @A-CH(R11)-C(0)-NH-(C;-Co)-<Z |
11) —(Co=C4)-<LZA#A-CH(R11)-C(0)-NH-CH(R12)-R13,

12) —(C=Ce)-2AA-C(0)-0-R11(A7|A, dAae e A ALY =4, Ad, -C(0)-0-R11, -(C,~C,)-2+-
0-R11, -0-(C;=C)-€Z Fx -(C-C)-<&Holl 93 13 = 23] M2 Sydoz X3,

13) -(Co-Cy) - &A-C(R11)(R12)-C(0)-0-R11, =¥

14) -(C=Cy)-SF 2L o] AL,

2719] R6 FoZe o5 AFE N ¥zt A, FAEEH, ﬁ%ﬁﬂﬂﬂ 2-ofx}-uto|rto| 2 [3.2.2] = & 7~
olx}-ulolAlo] E2[2.2.1136ke] aF o R MEEE Ri-Alo]Z2Y g i dlo|xlo]EY 38 PAeta, o
714 o] & X]ég}E] A ALY -(C-Cy-<Z, -C(0)-0-R11, —(Cl—C4)——J7.J_—O—R11 = FHde o3 13 == 2

3] X3

R70] FAa9A} T ~(C-C)-LZolaL

RO7} ARt e -(C-C)-LHolaL

RI1 % R127F 58 olaha, Az Eyhew

1) F42493},

2) ~(C=C)-24,

3) ~(CCo-AA-AL (714, #de ARHA] @A -0, T2 = -0-(CC)-L2el <Jsf 13], 23]
EE 33 MR SgHos X,

4) =(CrC)-EAA-(CrCro)-Atol 2L (A 7]A, A]FEEA L AP SRIAY, Aol =Y, Alo]E2id,
ApolgmZed  olrinteld, wholAlo]F2[3.1.1]13Ekd, wvlslol=zuzEdd, SElsto| 24, 7-v)

dd  EE  vlejApo]ER[2.2.1]3Eld e aFoRFEH  AEHY, Aeo|ERdde X3EHA EAY
-(C-C)-2Z, -C(0)-0-R13 === ol olaf 13], 23], 33] E+= 43 M2 EHZ o7 X)), =&

5) ~(CoCH-&Ad-Ql=dola

R13¢]
1) F297,

2) =(C=Cy)-<4,

3) —(Co=Cy)-¥ZLA-C(0)-0-R14,

4) =(CC)-&A=A-C(0)-R14 E+=

5) =(Cy=Cy)-&Z =-0-R140] 3L

R147} 49k, -(C-C)-<¢Z, Nl &= -0He] 2

R157F =297k, -(C-C)-22, -0-CFy, -NHy, -OH, -CF; 3= 27191, 313k 19| 348%,
A3 19

163 WA A18F T2 o= gk Foll 9lofA],

R1°]
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2) —(C-C-&Aola,

R27}

1) =(Ci=Co)-L&Z &-NH,,

2) —(C=Cy) - A-9] 2 D-NH,,

3) ~(C=Cy-LZ -] 5| 2] o) I -NH,,

4) =(C=Cy)~ L A-NH-C(=NH)-NH,,

5) =(C=Ce)-<&Z A-NH-C(=NH)-(C,-C)-&Z ,

6) ~(Cr=Co)-LZA-(Cs~Co)-Ato] FZ LN,

7) =(C=Cy)~ 27 A-0-NH-C(=NH)-NH,

8) —(C=Cs)~&Z =-NH-C(0)-0-(C,~Cy)-& A =~ ,
9) —(C,=Cy)- LA A-NH-C(0)-(C,~Co)-LZ,

10) —(C,—=Cy)-&Z -'d-NH,,

11) =(C=C,) -2 &l-80,-(C,-Cy)- LA A-NH,, E+
12) —(C=Co) - A-S-(C,~Cy) - L A-NH, 0] 3L,

R3¢]

1) -(C—Cy-<4,

(i)

2) ~(C-CH-LA--(Cs-Co)-Atol 2L,
3) ~(C=C-LAA-d(A71A, sld2 A ghe]#] 7 -0Holl ofsf x| ghe)),
4) =(C1=Ce)-&Z #A-NH-C(0)-0-(C,-Cy)-&¢ A -9, ==

5) FAadAte]aL,

R47} -N(R6),0] AL,

2) —(C=Ce)-¢24,

3) —(CoCy)-LZ A-(Cs-Co)-AFo] =LA (7] A, Aol 22U Alo|EF 23 Alo)|E = A,
AtelE B2z, obrrtebd, 1,7, 7-Eejvld-vlolAtel FR2[3.1.1]13ekd, Hi7istolmRuzdd, Seslol=
24 7-vg=gldd T mlo)Alo]F2[2.2.113Ed e aF o2 HE MEEn Alo]F AL XsE A A
U -(C-CH-¢Z =& dAlde o) 13, 23] E+ 33 AE FHHoZE XFH),

p

4) ~C(R11)(R12)-o}t}rteld

5) -CH(R11)-C(0)-NH-CH(R12)-R13,

6) —(CoCo-LAA-Het (714, Het= Wl=olnthEd, o|&AlEH, HAdlEvd, Fgd, FEerd, gend
9 il z[1,3]0 &P aFoRNE Aud),

7) 1,2,3,4-E| Egtslo| =2 ey,
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8) ~(CrC)-LZAA-CRID(RIZ)-FAL(e}714, e ABHA FAY sd £ B0 ofd) 18], 28 £ 3
5 A= Sydow Aad),

9) ~CH(R11)-C(0)~NH,

10) -CH(R11)-C(0)-NH-CH(R12)-CH,~OH,

1) ~(CCe)-&ZAA-Ad (714, dld &= dAdL XX FAY A4, &4, -C(0)-0-R11, -(C,-CH-&
Z-0-R11, -0-(C,—Cy-<Z, #Hld =& -(C,-Cp-<LZol 23] 13] == 23] A2 =YKoz x3ker),

12) -CH(R11)-C(0)-NH-(C,-C)-<2Z,

13) —(Co-Cp-LZAA-C(R11) (R12)-H}o]Ao] F 2 [3. 1. 1]1EFL (714, oAl 22 [3.1.1]HEFL S X35 A
RAY ~(C-CH-LZdl o3 1 WA 43] X $E}),

14) —(C=Ce)-LZA-C(0)-0-R11( 714, dAAE X3 x] LAY A, B4, —C(0)-0-R11, -(C;-Cy)-LA-0-
R11, -0-(C;-Cy)-<Z, Hd == —(C-Co)-LZo 93l 13] == 23] A& SYHF oz X3tx)),

15) -(Co-Cy) -2 A-C(R11)(R12)-C(0)-0-R11, =¥

16) —CHy~CFy~CF30] ALY,

2719] R6 ]z olE5o] AdtE N 49t 7, dAEEd, 2-ofAle| o] FZ[3.2.2] et E 7-ofx}-n}o] }
o]Z7[2.2.1]88e aForRYH Ay wiAlo]EY g i ulolalolEY S FAlslaL, o714 o] I
& X3EA ALY -(C-C)-2Z, -C(0)-0-R11, -(C;-Cy)-<Z-0-R11 Hx= FHdo 9osf 13 === M

2] ke AL

s

R70] F29x} EE ~(C-C)-<Zola

RO7} G2 9A} B ~(C-C)-L Aol a

R11 % R127F Tt dojstar, N2 SyHow

1) 42493},

2) ~(C=C)-24,

3) ~(CoCo-LAA-FL (714, slidL AgeA] Ay -0H, =7 E= -0-(C-C)-LZel os) 13], 23]
T 33 A2 SHAer AddEn),

4) ~(CC)-EAA-(CoCp)-Atol ZRAZ(A7A, Ale]ZR AL Alo]ZRAM, Ato]ZrAY, Alo]ERNH,

AtolFm=z a2 oluwteld, 1,7, 7-EfvEulolAlo] FZ[3.1.1]1Eld, dlFtstel=2yzed, SEslol=
24, 7-vEbeQlud i vfolAte] 2 R[2.2. 1] {EI ] aFomNE AEHv, Alo]FRide AFEA %7
U —-(C-Cy)-<¢Z, -C(0)-0-R13 == =l del gaf 13], 23], 33] &= 43] A2 EgH oz Xdn}y), =

5) =(Co-Cy)-&ZAA-Q1EHe| 1
R130]

1) Fa9x},

2) —(C-Cy)-¥4,

3) =(Co-C)-&ZA-C(0)-0-R14,

4) —(Co-C)-LZAA-C(0)-R14, ==
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5) =(Co-Cy)-&AA-0-R140] 31
R147F 297k, -(C,-C)-<2, -NH, T -0Ho] L
RI57F 297k, -(C,-C)-27, -0-CFy, -NH,, -OH, -CFy 3= 27191, 31312 19] 313HE
7% 20

A6 WA A198 Fo] o= 3 o] oA, S)-6-olr =-2-{3-[(R)-1-(3-HlE-F-e7lulRd)-2-sd-of| e |-
S olEi-At stelE2FR2Eo)=, (S)-6-obH] =-2-{3-[(R)-5-HH A 7t do}n| -1~ (3-F & -F- e 7}0}
d)-gE]-Seo| = }-Aakak, (S)-6-0}m]-2-{3- [(R) 1--vE-Fad7hndd)-od]-g-eo| = -3k, (S)-
6o} =—2-{3-[ (R)-3- uﬂE‘ 1-(3-mg-Fdrint e d) -9 |-9-gl o] = - 2HiF, ($)-6-o}H] =-2-{3-[ (R)-1-
(-vE-Fa7h e dd)-Fd ]-9-g o] = -8 1kt (S) 6=} =-2-{3-[(R)-1-(3-H&-F- & 7l ) - d ] -2
o] }-Aakak, (S)-6- 0}‘31 =-2-{3-[(R)-1-(3-v -7t ) -2-d d-o d |- o] = }-g2kik, (S)-6-0F]
-2-[3-((R)-1-o] &aF-d 7R A-2-d - &)-F-e o] = -1k, (S)-6-0}n] :=-2-{3-[(R)-5-#Hl A FA| -7} R d o}
1 -1-((9) -1~ E 7 d-2-wE-Z 2 Al n ) - g |- o] =)~ akik,  (S)-6-0F] =-2-{3-[ (R)-2-A}°]
SEIA-1-((S)-1-o D7t g -2-md-Z 2 G 7t R ) -o | -5-2| o] &= -S| Akt (S)-6-oFn] :=-2-{3-[(R)-
2-Alo| 2 A-1-(2,4-U EF L2017t R Y )- °ﬂ 2 ]-S-glo] = - akak, (S)-6-01]%-2-{3-[(R)-2-A}o] & &
A -1-(2-dd-Z 2T ) - |- o] E}-8HE, (S)-6-0b1] .e-2-{3-[(R)-2-Ato] E 2 A-1-(2-0-EZ
- gyt - o) =} -FAt, (9)-6-01] -2-{3-[(R)-1-(4-F 2 Z-Wl A7}l R A )-2-Alo| F 234~
N - o] L }-A4HAE,

(8)-6-o}r]2=-2-{3-[(R)-2-Ate] SR A -1-((R)-1-F -l B 7Pt d)-ol D | -2 o] = }-3 k., (S)-6-0bm] 2=

2-{3-[(R)-1-(H}ol Aol E &2 [2.2.1] "?‘J —2-A7hkR D) -2-Abol E R Ao " | -g-g o] = }-FAbAE, (§)-6-0br] e

2-3-[(R)-2-Ate] 22 A L-1-(R)-1-HIFA 7R d - D7t d ) -o D | -f-g o] = }- 34kt (§)-6-oFm] =23~
A

[(R)-2-AFo] 28 -1-(3-5 D2 2 A 7hnhw &)= &1 o] 5 - 8ARAF,  ($)-6-0b] 2e-2-{3-[(R)-2-Ape] 2 =2
) 40-1-(2-v Y-Aho] F 2 A AFUHL )~ | ] o] - SALAE,  (S)-6-0}0] 1-2-(3-{ (R)-1-[($)-1-(4-F 2 2
)~ °ﬂE‘7PHP“°‘ ~9-Abo] & 28 -] & }- -2l o] )= ALAF, ($)-G-0}1] we—{3-[ (R)-2-Ako] F 28 -1-(4-v]
=AM AT RS- D] AR, ($)-6-0hF 12~ (3~ (R)-2-AFo] F 2 8 A-1-[ (3-v] F-0] & A} -
5—%%) FHu Q) |-of )-S5 # o )~ SALAF, ($)-6-0}v] re—{3[ (R)-2-AFe] F 2.8 -1-((R)-1-31 d-o] A 7}w
291)-0] |- o] }- AL, (S)-6-0bv] re-g~{3-[2-(7-ok Aol Abo] F 2 [2.2. 1] HE-7-21)-1-Ae] 22 84
W2~ % -0 € |- 92 O] T - EARR,  ($)~6-0hv] 2e-2-(3-[ (R)-5-¥1 4 & Al 7k d of o] - 1-(1-7 4] 7 A1)
G-ol Gohuh e o)A |- 0] A, ($)-6-0kF] 3-2-{3-[(R)-2-AFo] F 2 8 -1-(2,3-H] v F- A 7t
D)-of & |- o - SAbAE, (S)-6-0bv] re-2~{3-[ (R)-2-AFo] FE 8 -1-(1,2-T] W] - F7nh 2 )= & ]-5-¢]
O}, ($)-6-0hv] w2 {3-[ (R)-2-Aho] F-2 8 -1-(2,2-1] s Ao W7k 01) -0l & |- 92l o] = -4,
(8)-6-017]2e-2-{3-[ (R)-2-Ako] 22 8 A-1-(2, 2-T W - 2 A 7huh i o) - D ]-§-2l o] = }-F)2bak, (S)-6-0}v] e
~2-{3-[ (R)-1-(2-1 2 [1,3]6] & &5~ G7huk .91 )-2-AL o] F 2 S Aol & ]--e] o] .} @m& ($)-6-0Fv] 1-2-
(3-[(R)-2-Ato] 228 -1~ (4| Y-Abo] F 2 A A 7Hub 9)-of & ]-§- el o 5 }-SALAE, ($)-6-0}v] re2~{3-[ (R)-5-
WA A 7h o] e 1-(($)-1- oﬂéﬂﬂia 3~ e AR ) A" - o) = }- ML, oY (IR,25)-2-
{(R)-2-[3-(($)-5-0}v] 3em1-7H 3 Al -6 )~ -2 o] 2 1641 2 9 2] 7h b o] e A v Gl 0] e A o] 2.8 217}
BAYOlE, ($)-6-0h]m-2-(3- [(R) 5412 %A 7 W o] - 1-(2-3 -2 28 7 9))- A - -2l o] 2 -4k
A, (8)-6-01v] 2e-2-(3-{ (R)-5-1 8 S Al 7h 1 ofv] s 1 (W] ) -2~ v &)~ 7hub 2. Q1 -1 8 }- -] o] 1) -S4 4L,
(8)-6-0}1] 12-{3-[ (R)-5- 12 8 A] 7h W o] 1o 1-((R) 101 5 4| 7k 10 251 - 01]97}3} w9))-g -2l o] =
SEALAE,  ($)-6-0k ] de-2-{3- [ (R)-5- M8 S Al 7k -o}v] e 1-((18, 28)-1-7] 5 A] 7 -] & - el 7w o)) -
AL |- o - FAL,  ($)-6-0hv] re2—{(3-[ (R)-5-41 8 S A 7ha D o] e 1 <<s> 1o 5 A1 7w -2 Y-
DA ) -] -] )AL, 1-{(R)-2-[3-(($)-5-0}m] e -7} Al - e )~ -2 o] ;2] -6-W1 4 S 4| ki d
Sl tem a0l 0} ] - AFo] AR AL 18 ol 2H S, (§)-2- (- (R)-1-L(9)-1-((5)-1- -2 5}o] =
Aol 7 Q)) -] - 3 2 B 7 b ) |-2-Afo] 2 2.8 -] & }- -2 o] 2)-5- ¥l 8 5 A 7 o] e A BHA,
(5)-6-0}v] 2=-2-(3-[ (R)-2-AF o 2 8 -1~ (3-v &-A}o] F 2 S A 7huk 2 Q) -] & |- o] 12 )-8 414F, (S)-6-0}v]
3-2-(3-[(R)-5-M A S A 7 5 d o] e 1= (2-0 & Afo] F 2 S A 7huk 2 Q)-8 |- -2 o] - SAbaE,  ($)-6-0] =
~2-{3-[(R)-5-11 8 S A hR D o}v] e 1-((1S, 4R)-vho] Abo] F 2 [2.2. 1] E-2- bk @)~ |- -2 0] 52 )-8t
A,
(8)-6-0F 7] 1-2-(3{ (R)-5-1 2§ A 7k 5 -0hm] 1em 1-[($)-1- (4-Z 2 23 - A7k ol |- e - $-2f o] 12)-
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AL, ($)=6-0kv] te-2-(3-{ (R)-5-1 8 & Al 7k opv] e 1-[ (3-w| F-0] 45 Ab 5= v ) -7hoh . |- W -2
O )-8AHAE,  (S)-6-0bv] ie-2~{3-[ (R)-5-11 9% A1 b D obo] se-1-(R)-1-W B A 7k 5 d o Fhuk .9 - e |-
0] = }- S AL,
($)-6-0F0] 3-2-(3-[ (R)-5-1 2 % 2] 7h 1 d o} 1 1-((R)-1-3 Aol © 7L .0 & |- 32l o] 5 -4, (S)-6-
o1 -2~ (3-[ (R)~5-11 2 % A 7 o] v 1-(3-3) -3 2 A7k 2. Q) & |- -2 o] T2 )-8 4kAE, ()60}
2-(3-[(R)-2-AFo] F 2 & A-1-(($)-1-o] B4 7h d-2-v] & - L 2 A 7huh 1 91)-o & |- 0] 52 }- 41, ($)-6-o}v]
3-2-(3-[(R)-2-AFo] F 2 8 -1-((S)-1-o S A 7k d-2-] d-o] Fohuk 5 81)-o & |- el o] = -4k, (S)-6-0}
o] b9~ (3~ (R)-2-AFo] 2 2 8 -1-[ (E] . A-2- | &) -7k 2 A -0 &)= o] 5 )-ALk,  (S)-6-0hw] 1e-2-[3-
((R)-2-Apo] 22 8- 1-Abo] F 2 2 2 Ak Ao ©)- - 0] 5 |- 8AH, ($)-6-0}v] 2-{3-[(R)-2-Ao F2 &)
A-1-((R)-1,2-I M G- 22 A7k R )-o ” - o - 8A1AE,  ($)-6-0bv] 2e-2-{3-[(R)-2-Ape] Z 2 84-1-
(11 G- 2 A71up )-o & ]-$-f o] 1 }-8ALAE, (S)-6-0}v] ie2-(3-[ (R)-1-Aho] F2 8 A &-2- (2- v &-5] &
P 6-1-9)-2-% 2o & ] -3 0] % }-SAAL, ($)-6-0kv] 2e-2-(3-[(R)-2-AFo] F 2 8 H-1-(($)-1-Aho] Z 2 8210
Yk 2)-o 8 |- 9 o] T ), ($)-6-0h0] te-2-(3-[ (R)-2-Aho] F 2 8 -1-((15, 2R)-1-7 541 7 d -2
Y-k E e)-o G- ol -, ($)-6-0k0] 3-2-{3-[ (R)-5-M A S A Fh s dopv] e 1-(4-F 2 291
PP )~ A E - o] T )-BALAE,  ($)-6-0bv] re-2-(3-((R)-2-AFo] 2 2 ¥ -1~ (E] 2 A-3- | &) -7hnh w o1 |-
NE - E)-FALAE,  (S)-6-0}w] -2 (3-{(R)-2-Aol 2RI A-1-[(R)-1-(4-F 0. 2-31 -l 7t w 21 |-
oNE )= )= I, ($)-6-0bv] ie-2-(3-[(R)-2-Abo] 2R -1-(1,2,3, 4-vl E ka0l = R Lp L e el-1-2 /v
2= D]~ )%}, ($)-6-0bv] k2 [3-((R)-2-Ao] 2R S A-1-Z 2 Aohul 2 - &)~ 3 o] =] -]
AL, ($)=6-0kv] re-2-(3-{(R)-1-[ (M]3 -2~ A o &) -7k 2 Q1 |-2-A o] F 2 80 -0 & }- - o] 1)~ AL, (S)-
6-0kv] 3e-2-{3-[ (R)-2-AFe] F 2 8- 1-(R)-2-3 d-Aho] F 2 L 2 A7huk i &) -0 & |- e o 52 )-8 22, (S)-6-0}
o] b9~ (3-{(R)-2-Ao] 2 2 ) -1- (3 2 9-3- o] &) -7k 2 A -0 &)= o] 5 )-SALE,  (S)-6-0hw] 1e-2-(3-
{(R)-2-AFo] F2 8- 1-[ (3] 2] ©-2- o &)-7huk 2 Q1 | -of &} -2 o] 52)- 8 2b4E, ($)-6-0}P] 2-2{3-[ (R)-2-A}o]
228 48-1-(1-7] 9-31 5 2] §-4-A7huk 2 2o & |- e o 5 )-8 AA, - ($)-6-0bv] 2e-2-{3-[ (R)-2-Ape] F = 41
1-(3,3,3-E B0 2- L2 @bk m d)-o 9] o] £ - A, ($)-6-0bu] 2e-2-{3-[(R)-2-Ate] 22 841
(2- W G- 2 IR Q)= & |- o] 1 )-SAbAE,  ($)-6-0b] 2e-2-{3-[ (R)-2-Ato] 22 -1-(Ae] 22 L2 G
Y-hh e e)-o -0 = )-FA,  ($)-6-0bv] we2-(3-[(R)-2-Abe] 2R A H-1-(3,5- T FF- 0.2 - Frhuk
D)= F]- 3 0] %}, (S)-6-0}w] -2 (3-[(R)-2-Abo] FRHA-1-(2,3-T] v B-Aho] 22 8 7puh .91 ) -
Y10l E)-SALAL,  ($)-6-0bv] re-2-(3-[(R)-2-Abo] 2R A -1-(1,2,3, 4-H E ks o] = R} L e ll-2-2 7v}
2o -ol G I-Saol )-SR, ($)-2~(3-[(R)-1-(ohebrbei-2-l bk el)-2-Apo] 2 2 ) -0 & -7 o] 52}~
6-ok] 3-8 AL, (S)-6-0}v] 2e-2-{3-[ (R)-2-Ato] 2 28 0-1-(1,3-U] W @3- 1 -7hu} . 9 )-o] & ] - 3-¢f o] 12 }- 41
R, (8)=6-0k] 3-2-[3-((R)-2-AFo] Z 2 8 1-1-0] 23 W 7hhw Ao €)= -2 o] 1 |- SALAF,  ($)-6-0}v] 2 (3~
[(R)-2-AFol 228 H-1-(($)-1,7,7-E el W] &-vho] o] F 2 [2.2. 11 9 E-2-A7huk .81) -0 & |- & o] 12 }- 5 22,
($)-2-(3~((R)-1-[(oFeharEh-1-2 v &) -7 & |-2-A}o] Z 2 S -0l &)= $-of o] 1 )-6-0v] ;e BALAY,  (5)-2-
{3-L(R)-1-(SFEhRrE-1- A bk 2. 91)-2-Ato] 2 2 ) -0 & |- e o] 52 }-G-0}v] s BALAE,  ($)-6-o}v] 2e-2-{3-
[(R)-2-AFo] 2 2 84 -1-(1-F] 5 A 7h D - 1=l P 7P &)= |- o )-8 4kaF,  §)-6-0}v] w2~ [3-
((R)-2-Fo] 282~ 1-Apo] 2 2 8 -7hnh i Q1o &)~ 32l o] |- SALAF,  ($)-6-0}0] 2-(3-{(R)-2-Abo F 29
A-1-[(3 2] 9-4- L &) -71up 2. |-’} 3l o] 5 )-8AHAE,  1={(R)-2-[3-(($)-5-0 ] 2= 1-7HE A - &)~ $-¢]
o] -g-Apol F el - 2 5 £ odoju) ) Ao FR-TRPARAY o o AHZ,  ($)-6-0h] 2 (3-{ (R)-
2-Abol F 28 -1-[((15,25)-2,6,6-E 2] v F-vho] Abo] F2[3.1. 11 B E-3-A ] &)-7hu & |- & }-$-2f o] 1)
AL, ($)-6-0h0] 2-(3-{(R)-2-Ahol F 2 A-1-[($)~(1,2,3, 4-H| Ee}s}o] & 21} ehll-2-)) bk .8l o
"9 0) )= EAE,  $)-6-0hP] {3~ [ (R)-1-(4-3 - E-Ao] 2 2 8 7pn} i 9)-p-Ao F2 & -] & ] -
3
1

O]} IALAL, (8)-6-0hv] be2-[3-((R)-1-Ako] 2 2 8 A ] &l -2 & 2-2-3] F 2] W11~ ol &) -2 o] 2 |- Ak
8-(6-0 ] 2= 2] §1-3-91)-2~{3-[ (R)-1- (v ol o] Z 2 [2.2. 11 E-2- A7} &) )-2-A o F 2 8 -] & ] - -2l o

EPERRAE,(8)-6-0h] 2= (3-{(R)-2-Aho] FE 8 A-1-[ (1-v] - 1H- ¥ 0] v] thF-2- A v &) -7k | -of
") 9el0) )~ EAL,  3-(3-obe] ie-Abo] FERE)-2-(3-[(R)-1-(Hhol Aol 22 (2.2, 11 B E-2-U 7huh . 91)-2-4}
o1 F R H - F]- o] }-LER,  (S)-6-0h] rm2-(3-[ (R)-1-((1, 2R)-1-7huk 2 &J-2- v G- & 7w )
9-AFo| 2 8 -0 & ] -3 o] 1} SALAE, ($)-6-0hP] 2-2-{3[ (R)-5- 145 A] 7hw d o}v] s 1-((15, 2R)-1-7huh 2.
U-g-] -2 A7 )- A~ o - SALAE,  (S)-6-0bv] rm-2-[3-((R)-2-Aho] F-2 8 -1-{($)-1-[($)-2-
(4-3Fo] =2 A -3 ) -1-v] S 4| 7k -0 Dbk 91 -2- v - 2 B 7hub Qo] &)~ -l o] 1 |- AbAY, (5)-6-o}
) -2 [3-((R)-5-1 8% Al 7h d ob o] 31 (5)-1- [ (§)-2- (1H- 91 F-3-21)- -7 5| 711 = & 7k .91 |-

Y- 2 Ak el e )- e o E]-SIE, (S)-6-0hv] re2-(3-{ (R)=1-[1=(($)-1- A -2-3}o] =% Al o & 7}v}

I

Rl
=
=
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2.9))-g-v 8- 27 |-2-Abe] FR -0l &)= o] )-SR, ($)-6-0kH -2-(3-((R)-1-[ (1S, 2R)-
1-((8)-1-7 2 A -2-30 -] 7t .01 -2- W D=3 W7k w01 |-2-Apo] F- 2 8 -] |- -2l o] £)-S ki, (S)-
W= 2 8 7k 0))-g-o €3 2 Aok ) |-2-Afo] F = 4]

6-0F1] =-2-(3-{ (R)-1-[ ($)-1-(($)-1-7I} R Y -2-
—o g -g-ge]m)-sakak, (S)-2-{3-[(R)-5-1l
D) ]2 o) k= }-5- ?OM\’%;—{%& (9)-2-BAR)-5-MAFA 7hr d opr| - 1-[1-(1-7prp B ) -2-v -
27 ) -2-v - 2 A7k |- -2 o] ) -5-Trob T - ', (S)-6- O}Uli—z (3-{(R)-5-114
7R b 5e-1-[(5)-1-((S)-1- ﬂlﬂ} %‘ 2-mg-2 g7 d)-2-rE-Z 2 7pup i d |- d b2 o] &= )
-3, (S)-6- O}UlL—Z (3~{(R)-5-WlE A 7} R D -o}m] .=-1-[ (1S, 2R)-1-((S)-1-F} 5 A] -2~ Jﬂé o d 7huf
D)-2-vg-Fasmtd ]-dg p-g-gl o] =)t (S)-6-0b] =-2-{3-[(R) -5 S A -7} d o} .=-1-((R)-
1=7pup R -2-m e - 7}3}““) A -2l o] ;= -2, 2 (9)=-3-[(R)-2-Ato] 2= F L -1-((1IR,2S,4R)~
L7, 7-Egvd-nto|ato] S R[2.2. 1] F E-2-A 7Pt ) -ol D] -2l o] ie }-5-ob B .-l 'kt (S)-6-0}r]
2-{3-[(R)-2-Ate] F 2 A-1-(E|7}sto| =2z ehall-2-A 7hul . ) -of D ]-$-2 o] ;= }- 3 Akak | (S)-3-(6-0}v] 2
2 9-3-9)-2-{3-[(R)-2-Ao] F2 &4 -1-((IR,2S,4R)-1,7, 7-E&] W d-vlo] Alo] F2[2.2. 1] P E-2-L I}
d)-olld ]2 o) =} 2 I 24T, (R)-3-(6-o}m] == 2] T -3-%)-2-{3-[ (R)-2-Ate] Z & 3 2 -1-((1R, 2S,4R)-
L7, 7-Egvd-nto|ato] S R[2.2. 1] F E-2-Ad 7)ol D] -2l o] ;e }-Z = 9] 24k, (S)-5-obr| :=-2-(3-{2-A}
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4) —(Co-CH-LZAA-C(R11) (R12)-(C3-Cio)-Alo] F 2L (A7 A, Alo] 2L X35 x] LAY R11, =27
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9) —(Co-Cy)-&Z A-CH(R11)-C(0)-NH,,
10) =(Co-Cy) -2 A-CH(R11)-C(0)-NH-(C,-Cy) -2,
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12) —(C—-C)-<LZA #A-S-(C,—-C,) - A-NH,0] 2L,
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3) —(Co-Cy)-LZAA-(CsCpp)-Ao| FELZ(7]A, Ao]FRLZAL Ao|FREIAN | Ao|F2HY, Ao|FE2HY,
Aol 2x=d  oltrteld, 1,7, 7-EgHgulol o] 2([3.1.1]Erd, diFtstel=2uzadd, = EZS}o]
czuyzeyd, SEetol=2-4,7-vEleduld T vlojAlo]ZF2[2.2.1]1FEld e aFo2HE Augy, A}
o|F2UdAL Xy AL -(C-C)-<Z, -C(0)-0-R11 T —(C,-CH-<AdA-ddol] ¢sf 13], 23], 33 =
=43 AR Egdor x@Ha, o7A Hde X@HA FAY SRA ) xFEn}),

4) —(CoCH-LZLA-C(R11) (R12)-(C3-Cio)-Ato] SR L (A7 A, Alo]E2LZL L APo]EZ2A, Alo]SF=HHE,
AbolF 2R Alo]Frxeg  olunteld, 1,7, 7-EgWdulo| o] Z2([3.1.11FEMd, HFlsto| =2z ey
d, gHEgslo|lmauxedd, SEslelE24 7-WExdud X blolAlo|F2[2.2.1]5Elde] 1B omR
H Aggn AolZadAe 39X FAY -(C-C)-<¢Z, -C(0)-0-R11 == —(C,-C)-<AA-sHd] &) 1
3], 23], 33 T 43 ME 5YHoRE AIEa, 7| ddS AE A gAY 2 o8] xFE)),
5) =(Co-Cy)-LA@A-Het (4714, HetE ofmztd, olAlmld, olAETd, ofxgjt|d, wl=zo|n|thaad, W=
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£y, gSAlbd, 20,6H-1,5,2-HElokxd, Fepd, FErid, ojutEdd, olnuEeld, ojugEd,
H-ag=d, dEgd, AEdAd, s, -5, olaMxFad, oidgnd, olAitEd, o]idl
EEd, o)AadEY, olaFEEd(M=onugEY), olaEolEEtd, 2-ol4xEolEEd, olaxEolEH, o]%
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g, geld, golxzelntEd, HAxS$AEY, Holedgd, EolkEolEd, EoR2ZTd, Hedd, E
glolAd, 1,2, 3-Ego}Zd, 1,2 4-Ego}ZY, 1,2,5-Ego}E&Y, 1,3,4-Efo}EY 9 Fahgde] 180z
e MEEn | of7iM Het T AL S A EAY —(C-C)-LZ o3 13 & 23 M2 HYHo=
A gAT}),

6) —(C=Co)-LAA-s (A7 A, Hd T dANL X% FAY =4, Hd, -C(0)-0-R11, -(C-C)-<
Z-0-R11, -0-(C=C)-27 EE= —(C-Co-LZll oJ8) 13] = 23] A= SgAox Askdn),

7) —(CrC)-LAA-C(RIDRI2)-FAL (714, Hde N8 FAY dd wE= i o8 13, 23] L& 3
3 R =gxoz xdH)),
8) 1,2,3,4-HEFso|m2xeyy,

9) —(Cy—Cy)-<Z &A-CH(R11)-C(0)-NH,,
10) —(Co-Cy)-LZA @A-CH(R11)-C(0)-NH-(C;-C,)-<Z
11) —(Co-C4)-<LZA #A-CH(R11)-C(0)-NH-CH(R12)-R13,
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RI1 ® R127} EdspAL Adojstar, M2 SyeoR

1) 4293
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3) —(C-Cy)-<Z -3 7 2] o] d-NH,,
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G "~(CoCo-LAA" w7} Aol At BAP] wralra S-S ouain, 1 Ulx] 4719 ShgxE
xgteiy, o 5o vidd, g, g, ojAxedd, oliaRdEdl, Rdd wE 3F-Yddolt, -
Crd"e 3 Aolrt.

g0 "=(CHp),=(o1 714, n& A4 0 = 10]th " no] 191 450l wWEl gz ojusin, o] 2]z nol
A4 021 Agol FF AFelgte oJuE ztett

G0l "=(CrCy-LA AL Tyt Aol At EAFA wslea g oujsie, 1 ulx 4719 @AadxE
3], dE 5o wdal(-Cl-), ANEA(-CH-CH-), ZEDA(-CH-CH-CH-), o]aZTzZ, ojiaidal
Pelgl wi= 3E-Re o,

go] "~(CH),=(371A4, n& A4 0, 1, 2 T 3o|th"S wgddl, ol = Z2ddy) 22 oS o]
k. nol A4 09 Ao, o] PriTe FH Aol ouE zHe=t)

80] "(CCo)- MOl FRAU S 3 A 1290 RiAbelF, vlolatelF mt Eelibeld Hi sbuw H(bridged
ring) C2FE FUE BRI} gL dUAS dvistul, AF o WiibolFel AlFRLR, AolFmy
&, AolZRAN, AFRANL, Ao TP EE A|FZST, volitolFel uhol Aol R [4.2.0158, &
Etel =R, dobstolERibrgl, HAsel SRl Ed, HAselEREA o 2R AW EE mHsbeke]=

1:
2EA2 Ry FAHAY, ErtelE, oE ¥ oftigo v E, i Jtul , dE 5o 29 E[2.5]%
&, 2v2[3.4]15%, 29Z[3.5]%d, uelAe]FR[3. 11T, wlelAle]ZR(2.2.1]3%, welxe] 2R
[2.2.2] 5% ®E SESlo|=2-4 7-wekldl o2 e fef et

8o "R6E o5l A N dAket A, 4 A 97he] & X

-

g 2t muAely @ EE ool 2Y @

S A = 2IEHAY A4 B REHoR UEgHd £ e 4 WA 89 BExAllEFRREH {YEHE 3
FE 2 guES oguisin, oE 5o oMAEY, TstolERolAE, ofAE, TIOIAE W, TolAE, I&E
gd, Ystel=2uE, 9E, ovthEdd, tlsfo|=RojuttE, ojutE, FEd, IEyd, ddd,
fatel=zygd, HEgsto|lm2hdd, vdd, sy, dafelezgebd, sy, Joxl, Jnd,
SAR, olAld, HEZSto|=g2okAld, ofAld, ofxzk, Udlo]|=RolxAl, Fidto|mRolzal i ofFA
T Hlo|Alo] Y g, o & Eo] 2-ofxtulolAle] F2[3.2.2] =\t L=, 7-olxpulo]Alo] F 2 [2.2. 1] gto|t},

8ol "=(CCu)-obd" 2 ol 6 WA 1470 ©2aAAE 2t UEs g4 g zs ondt. -(CCu)-otd

Grel o Ad, UEd, dE Sof 1-Uxd, 24zd, 12,3 4HEdSeERuzddd, dEY Ei
Eroddelth, Uy fed @ Sal o dhoigel A ohg dhrizel.

go] "4 A 159 Het 8" = "Het"¥ 3 Q249 1], 270 E= 3709 3 A 2glo] A5, Ao A
X, A e FoaRE U, 2/, 3 e 9] SdsAY deldt dERdE 2¥ekE, 4 WX 1570
o] BAUAE e 3 A|2"S ofu|ditt. o]E 3 ARl o= gtz ofaeud, ofAlgd, olAE Y,
olxg|tid, wlzolmrpdeld, W= 1ﬂ#§%,ﬂ§u&M%ﬁ,bi¥ﬂé el e Fetd, WMxE LY
AR, WzEolEd, WzEdolEd, WMZHEZDEY, WZoHAEY, WlZoixEelEd, smtEd
dal-7tEE, FHEdd, AvEd, ﬂiﬂé M{ﬂiﬂﬂ , AEAEd, FArEYdd, a2ed, Jiﬂ
ﬂ%ﬂé d7letol =2 F)=eld, oiwlzyebd, QHEHONA,Q&MEET%mﬁb -H Egsto] =2
ghd | detol=gFgd, &Y, g3Abd, 2H,6H-1,5,2-TEolx Y, Febd, Fekard, ojntEetd, o
nthEEd, owtEY, W-AuE, Edd, JdEeAd, A=Y, M-AEY, olazFd, o|iha=n}
d, o]0 gEY, ol4dEYY, o|AEY, olaFEed(M=o|ntiEd), oliEolEYUd, 2-0]4Eo}lE
e, o|iEolEY, o]&HAEY ,1#4§ﬂﬂé,%ﬂéﬁéﬂé,ﬁééﬂé,4Eﬂﬂﬂé,%ﬂﬂﬂ5iﬂ
2FEEd, SAtt]olEE, 1,2,3-SAlto}Ed, 1,2,4-SAt o} &, 1,2,5-SAlHol&d,
1,3, 4-SAttjolEd, SAEEUY, SAEE, SAREEUY, SAESHd, FHndd, ddEgd, ddE
Z2d,  HuAd, dxEolAd,  HEAEleld,  HNAMAY, Tagxd,  IIgAd,  IHgud,
TeEdd, Fad, dgd, FgAd, FRelErd, deEYd, FHgEd, oA, dREsAEd
dezelntEd, dxHelEd, JHrEedd, Idd, IId, Iudd, IFEdd, s,
-9, JEY, HEgSol=2Fud, HEHso|=2o|adEmed, HEHSEZF=gd, HEDS} o
c2yguyd, 6H-1,2,5-Eoltxd, 1,2,3-Eloltje}Ed, 1,2,4-Elojt]o}Ed, 1,2 5-E|ojrjo}Ed, 1,3,4-F]
oftjolEd,  EGEHY, EolEH, Eold, EewolwtEd, EHox=$AEY,  golwdd,
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ol mElotEd, Hern=Zed, Hedld, EgoiAd, 1,2,3-EgotEd, 1,2 4-EgotEd, 1,2, 5-Ego}&
2 u

HhebA ek et $H2 2hzd ol HAEY, Wlx[1,3]U5E B Eleddoelt.

Bol "RRA'E ¥, 9h, NE EE Q0C WMRHASHIE ¥, 9h Tt DFol, 53 9i Xt 0F
& oJug

gof "olrliib e WYl W a-oflmarel FeAl, ehehd, W, F41, olaRAl, ddeded, B, =9
Eqt, AR, Edod, AzEel, WEley, okavtell, FFe, @, S2Ed, ohEsld, FEEN R of
sstE e ge SRS gt S4Ed, ERER, AW, Eded, Aseel, vEey, okasui,

e, 24, o=y, FREA L olasEEde] 3 wdAsich, EH, o3 @, u-Adgon
WAL obulwal, o Fo] 2-otvliwor] Tk, 2-obr] |24, 2-obu] ol AFE| 2, 2 3-tlopumaE
3

B A, 2, 4-Clobrl =B 2, 1,2,3,4-H Eeksto] = 2 o] 23] A-1-7H A4,

=2 1,2,3,4-H Eg}slo]| =2 0] 47

E-3-7HR AL, 2-otr e EWAE, FdE ], 3-(2-Held)gEtd, 3-(3-Held)getd, A=, 2-(2-F |
DFEAl, 2-opn = FEkit, FHFE, sto]l=FA A, N-mEolA{FAl, 6-N-wdedl, N-wduxd, waugd,
LEFA, LEUR, GE-O)AFA, 43| EFAZEY, GRS EFATR, GR-EFd, 3-30|EFA
T2, -(2-vzeE)gdeid, -(1-vzddeid), srvdddeld, sRAAYHQ, 2-otu=-3-H dolu] o &
ZRIZA, SHAZHA, SHEHER, AZEHR, 3-(2-FYEE)deid, -G-Iygd)gad, -4-m8gd) ¢
U, IAVREZR, 4-EFo2dddeld, -EFe2dddeld, 4-EZFo2ddeld, -EFo2HdY
H, 3-E2Fo2Added, 2-EF o2 dded, 4-F229ddEd, 4YHEZ YIS, 4-oln| T d S

= =

0

A

H

go] "olue, PR, EE Sol=FAl A4S 9% BE OF"S ofvx AES A% AT BRI aF, dE
o] 3g-HEAITIEY, WideAsiRd e 29EY OF, 9 EdY Ev EA HI 1§, A =
A% A BE OF, dF 5o &, ofd e ofdYd odlaHE, H stol=FAl AES A% A
T I, dE o ¢ dzHE, 3g-5d, Wd BEv EdE OFY 2L BI OIS gudit. Be 1
T2 TAEHAY 2 Al Z1AE Tzl o8] =Y 2 AlA"R  UTH(FAL ¢ Green, T.W., Wutz, P.G.M.,
Protective Groups in Organic Synthesis (1991), 2nd Ed., Wiley-Interscience, or Kocienski, P.,
Protecting Groups (1994), Thieme).

8o "-(CC)-EFLEEA"S B B 94 Bastd oA GuES vy, ol gz dF 5ol ¢
719 guZ=2RE fHE Aolry: -CFy, —CHF,, -CH,F, -CHF-CF;, -CHF-CHF,, -CHF-CH.F, -CH,~CF3, -CH,~CHF.,
—CH—=ClLF, —CFo—CFs, —CFo—CHF,, -CFo-CH.F, -CH,-CHF-CFs, -CHy-CHF-CHF,, -CH,-CHF-CH.F, -CH,-CH,—CFs, -CHy-
CHy=CHF;, —CHy=CHy=CHoF, —CHy=CFy—=CFs, —CHy=CF,—CHF,, —CHy=CFo—CHoF, -CHF-CHF-CFs, -CHF-CHF-CHF,, -CHF-CHF-
CHyF, -CHF-CH.—CFs, -CHF-CHy-CHF,, -CHF-CHo-CHoF, -CHF-CF,—CFs, -CHF-CFo-CHF,, -CHF-CF,—CHsF, -CF.-CHF-CFs,
-CF,-CHF-CHF,, -CFy-CHF-CH:;F, -CFy—CHo~CF3, -CFy—CH,-CHF;, -CF,—CH,-CH:F, -CF,—CF.-CFs, -CFy—CF,-CHF; =
—CFo—=CFo—CILF.

8o} "-S(0)," 5 AT FUne ejna),

go] "C(0)-" Fhud #HULe ofug,

a) 8H4) 119) B8 Awdrelvths, tEad, EYEa BE L2203 ge T2 SRR 1A
A sek4 [119] F0AE $583
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sheka) 1119 S 3] 1Ve] opmlieibal wHgAlA 318k Vel 8¢Eg 553}
olojA], g5t Vol SHES 31812 NH(R6).(17]1A, R6S 31512 19] g5h&ol 7]4)
3hwkg A7 b VIe] BEES $55,
olFoll, st 9] shetER 877,
b) s}ek2] 119 3tE3 sheka IXo| sHtE ) wkgAlA sheks Xof sgte 5efaL,
olFoll, skat4 19| shatEE HFA7] AL,

4 a) Ei= b)ell o Az s 1 =
GE] o H o7 $=93l(enantiopure) AF TE A7]ete] & A, J1F AR

K

)

Ag eu@th el oyl

E g 19 AP ATAE, o

Aol el AmmtETey] Ei opuabyl e JBA e odEerHow £5d R o7 KA, of
A8 wyow s5d REdAoldAe] ¥, @ % wx 159 AAd ol &4 odEemz ¥ejAy)
Ak,

d) 4 a), b) EE oo o8 Axd 3 19 HFYBS ¥ G LAY, Y 2FY 9714
gl EASE Agele Adeddon gHE dor AMAPS TS, by 19 el Az

sheb] 11
(o]
H,N PG
s 111
gy ©
OQE,N:§;H~O‘PG
Q2
4 17
o]
Ho,lLﬁ/NH2
R3
3petd v
N H PG
HOJ\(NTNW)L —
R3 O R2
314] VI
BoHoH 9 e
R4)\/NTN\(1LO/
R3 O R2
4 Ix
0
R4~ NH,
R3
3pet4) X
o] o]
R4 ~s{ o~
™o
R3 O R2
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271 g8k 11, 11, IV, V, VI, IX 2 XellA,
R2, R3, R4, R7, R9 % PG 3}F4 19] shetzo] waf A wheh 2o

ool glaka] 9] EjEe, oF 5o B &, odF 5o DIF Ev UIFE2dut FollA] opw|wit
(11) X2 T E, dE *401 Fhrdro|uttE, Yxadl, EFEa Ty xA0 R AqEsial, o A9
o 5% FXAIIDS, ARFIAY BE 15S AAS] AZE o mab(IV) 3 wbeAA 35E(V)E Al
T3, o7]A PG shEhe 14 sgtEol A Aoy niel gk, olFd, (Ve FFg=(VD)e FE= 2
o 3o rRE FAE A i, oS 5o lrrjoln =g EAtN FAHAY, dF Eof 1-3lo]=
FAMEE &S %%“é g, & Eo] YuvEEEo=(DF) & YZFEEuet T Hristozy &
g ozEl 22 A S3FE (V) ke uEAsE ol &ate] AR, sEh] 19 IFES 5] AS AT &
B3+ 3t7] 94 10 LPEMJ uke} Zol BE IS AAS] s 7] AFe Il o8] dA st
s 1

CDI, DMF N R2 gE = ALY
a

o) y 0 B
Hw*i‘, {%YNYAO c | NHRe),

Q D i a4 0 PG
N N -~
\|)J\ -— RA)k( hg j)ko
R3 O R2

v

ofell Wik titoemA, & A ColM et o] st Vel 51etE-& NH(R6),9F RH-&A171aL, o]oA &4
Bet D& FFomA, 34 dA e=AE 2 & F Sl
w4 2
9 'y NH(R6), 9 y D
N . N
HOJ&?& qe= AEY R4):Q PG R4 NH, (X

m

o] S3ES Alxsy] 9% FU1e] 32, A fAEH SRE(I0E F3 (1D s3tE
F3 (%%:Borghese et al., Org. Process Res. Dev. 2006, 10, 770-775)° 7|A%¥ &
Eo] AxHa, olojx ErE I, g 19 F3tEe] 5

vHe-4] 3
7T w wu ¢
an * (axy — R4/M\T/Ni§:N\T/ﬂ\°/PG x)
E R3 O © Rr2
D

s}8k2] NH(R6),9] ofle, Al#FolAY &dd /IAlE 334 93] Azx%, ofvl e YUHEE FEAE v
gk eEDe AdsolAy, 9471, ds 5o duadAdudebst, KOH, NaOH, CsOH, K,C0; H3= Nal9]
, Aggk &uf, dE So] THF = DNF FollA 3u-F"(il=ste]=deldlotn]wm)olAlH o | EE &+
sAl7]aL, olojA AR ZAASHNA, oE B0 F2 A4 e A AEERIA HRSFoRN £5E F
(kg2 4, x, ol 59, J. Ezquerra et al., Tetrahedron Lett. 1993, 34 (52), 8535-8538). 3}3t

1 xo
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2 mg WA 1000 mgel™, upgA3tAE oF 50 mg A 500 mgolth. 1ejy oWl AsleA =, o EAY o W
Y go] AWY F% drh. AU §FL, U FoIF vl JH 9 Folo] s FolHAY, B3
urh e Folg wlol oja, Wi 54 PHew BE Folal thE Folo] o3 Fold 4 3tk

TFla AAE Bseyens Fod 4 9, 2E FPAAFSA 2 daw 40 oA, BaLa
(22 Bg)e] Fehaviedl B, AN FRE BYS e V8 B4, FndKA, 99 284, 444
S R FRAUAL YEAAY 0B I Fold £ 9

7] AN 2EE ZIAEY, RT= A221T WA 24T0)S ongt. AbEHe= of
T AREAY S3A Aotk HER AFHA & 3, LO/MS #42 s skl askitt.
W Ar = W Z Rl YNC Jsphere H80 20x2 mm, ZA1 4 ym, ©]&7: CHCN: H0 + 0.05% EE&FL ZokA
EAHTFA), THHl: 4:96 (0%) WA 95:5 (2.0%) WA 95:5 (2.4%) WX 4:96 (2.45%) F%F: 1.0 ml/&, 2
=30 .
W B: A9 YMC Jsphere 33 x 2.1 mm, S&A 4 mm, ©]%4F: CHCN + 0.05% TFA: H.0 + 0.05% TFA, -uj:
5:95 (0%) WA 95:5 (2.5%) WA 95:5 (3.0%), 3 1.3 ml/&, &% 30C.
W C: A#: YMC Jsphere 33 x 2.1 mm, =24 4 mm, ©]&4: CHCN + 0.08% ¥E4F: H0 + 0.1% EE4F,
Hj: 5:95 (0&) WA 95:5 (2.5%) WA 95:5 (3.0%), 3 1.3 ml/¥#, &%: 30C.
W D: A9 YMC Jsphere 33 x 2.1 mm, SAA 4 mm, ©]%4F: CHCN + 0.05% TFA: H0 + 0.05% TFA, -uj:
5:95 (0-0.5%) WA 95:5 (3.5%) WA 95:5 (4.0%), F%: 1.3 ml/&E, &%: 30T.
W E: A9 YMC Jsphere 33 x 2.1 mm, S&A 4 mm, ©]%2F: CHCN + 0.05% TFA: H0 + 0.05% TFA, -uj:
2:98 (0-1.0%) WA 95:5 (5.0%) WA 95:5 (6.2%), F&F: 1.0 ml/&, &% 30C.
W Fr A9 YMC Jsphere 33 x 2.1 mm, SAA 4 mm, ©]%2F: CHCN + 0.05% TFA: H0 + 0.05% TFA, -uj:
5:95 (0&) WA 95:5 (3.4%) A 95:5 (4.4%), FF: 1.0 ml/H, &% 30T.
HER AA A e ¢, ARuEIDHT FE= o542 odE olH ol E/Ae Z3ES AMEste] A
7 Al A w9 RP) A FE AMPLO) el A9 o] #E=, HER AAHA &= &, 3] =
Astoll A 88kt A9 Merck Hibar RT 250-25 LiChrospher 100 RP-18e 5um, ©]%4F A: H,0 + 0.1% TFA,

% B 80% oFAEUE™ + 0.1% TFA, % 25 ml/+&, 0-72 100% A, 7-22% WA 100% B, 22-30% 100% B, 30-
34 WA 100% A, 33-35% 100% A.

|98}

el L2 TgAR 3 FETA 35T WA 45Tl Zestell A Ldof Rttt

(S)-6-o}n] =-2-{3-[ (R)-1-(3-ME-F-E&7u 2 )-2-v d-o| & ]-9-g o] £ }-N1kat slo|l =g TR elo]=

ANl 1a)

3-5E (R)-1-(3-dE-FesmEd)-2-dd-o & |-FIulu o] E

1-3lo| =2 A ZE o} Z 3lo]=H o] E(1.685 g, 11 mmol) 2 N N'-tjAle]Z2 AN A7t t]o]u] = (DCC, 2.270 g,
11 mmol)E ElEg}tslo] =2 F2H(THF) (80 ml) 3 N-Boc-D-#HHL#}(2.653 g, 10 mmol)e] &Ho] d&How
A7Vekal, RTAIA 2A17F &< wakslgle).  oJojx], o]aopdolvl(1.162 ml, 10 mmol)S H7}slal, wwHS RTO|
A AR, WA adE Fa, oAS s, AE FFEAA oHolAH o Ed &S|AA, Al o=
skal, olojAl X3} NallCO; &9 2 IN HCIE AAs I, F714& MgS0, Aol AxA71a, o7sal

%A 7T

do

LC/MS dlolEl: R(E) 1.568; AR [MHI] = 335.47, A=2]: 235.15(- =4 Eole] 3F-Hgex|7lny)
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<1037>

<1038>

<1039>

<1040>

<1041>

<1042>

<1043>

<1044>

<1045>

<1046>

<1047>

<1048>

ZIHS3d 10-2009-0087044

3 A)
AA o 1b)
(R)-2-0h 1] N (3w Y- 56133 -2 52 3] o} ] =

UZ22He/EZFQ 2olAEAHTFA)(60 ml, 1:1 v/v) 5 AAd 1la)25EHY = YAHE(2.710 g, 8.103
mmol)¢] &N& RTAIA 308 woF wukslgitl, o] £S5 o olAe| o] Eo] &3A7]aL, IN HCIZ
AABIATE. o] A AS FASIAES At ofdHEdo® wrED, oEHolAHO|ER 33 F=EEF3IT).

e F71S NS0, el A AZAIZ71aL, ojFsla FFAF .
LC/NS ®lolE]: R(3) 0.978; A2 [MHI] = 235.35 2Z3]: 235.15 (3 A)

A4 1c)
-5 (9)-6-37-F-E A7t d o} =-2-{3-[ (R)-1-(3-WE-F- &7} ) -2-H - & | -§-F o] T2 }- 3N A} 0]

o|E

AAld 1) ZRE S 2 AAE(1.380 g, 5.889 mmol)S, UMEEZEZI=(DMF)(21 ml) S 1,1'-7tRdt]o]
HohE(0.955 g, 5.889 mmol)e] &oMel Zhalar, RTOIA 1A13F SoF mwksgict. a9 thd, Egddolvl
(1.633 ml, 11.780 mmol) 2 3F-HE (S)-2-o}0| =-6-3F-F-EA| 7t ol Al o o] E slo]=2F 2 alo]=
(1.996 g, 5.889 mmol)E 7}star, o] EFES WAl RTA Z2tHE FAuvh. o] §H88 FFHA7|aL, &3} o
g olMH| o] E Alolol] #EslaL, F710-S MgS0s AollA HxAl7]a, Rstal wF5AHY. 5 = AEES

of|¥] HPLCE A3k tt.
LC/MS dHle]8: R(3F) 1.757; AAFA|: [MHIT = 563.76 4311 563.35 (1 A)

AAl 1d)
(S)-6-0b =-2-{3-[ (R)-1-(3-ml&-F-E 7M. A )-2-3 d -l & |- o] ;= }- |4t sle|mm S meto]l=

AAld 1) 2HHe AAE(0.500 g, 0.889 mmol)S UEZZ|&/TFACIO ml, 1:1, v/v)ol &3|A]7]aL RTelA
2A17F neralich. o] fAE FEAT|A o] HPLCE AASIG . &3 AAE EFS oN HCl3 E¢8bar,

EHEAN7IL FAAZAZG.

LC/MS dlo]E]: R,(32) 0.971; AIAHA: [M+H]' = 407.54 AZ=2]: 407.30 (L A)
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<1049> gt71e] A= Ao 13} FAFSHAl Al Ao
i N LC/MS [M+H]" | [M+HT
Al EES ay | R g [ass

o
2 o N~=0 A |1.0678 |522.66 |522.35
NH
HO\H)\/\/\
0 NH,
O
\SE/JL\H__\\-—<i
HN
3 ° A |0.788% |331.43 331.25
NH Cl g
HO
Y NH,

HN H
4 ﬁ=0,\_< A (09742 | 37351 |373.25

<1050>
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<1051>

<1052>
<1053>

<1054>

<1055>

<1056>

<1057>

ZIHS3d 10-2009-0087044

5 I Y A A 0.931 & | 359.48 | 359.25

6 D T A | 0980 % | 37351 |37325

7| cl e | A | 1.021%|407.53|407.25

NH,
(o]
- N/\I/
£ H
©AH¢O |
8 H ol Ae A |0943% | 3935 |393.25
HOM
0 NH,
Q/OW/H le)
] \/\/\/U\N_C
/ 0s NH H o Y
| se ol Y N A | 1.052 2 |579.71 | 579.35
‘ Ho_ M >

o] NH i
10 O\j/ j\H NH, A | 1.042% | 47063 | 470.35
“NT N '

AAe] 11

(S)-6-0hv] 1==2~{3-[ (R)-2-AFo] F R 3 A-1-(2,4-T] Z 7 Q. 2-H A 7Pk 2.2 -0l & |-§-2] o] =2 }- ] 412}
A4 11a)

(R)-2-0}v] 1e-3-Afo] 2 A 234t EalZF e zolAH o=

5 mle TFAS, 20 ml9Y CHCly 39 (R)-N-Boc-2-o}a]x-3-Alo]| 2N AT 2 3}AH(3.0 g, 11.1 mmol)e] &Hej

A7bsta, o] ERES RIolA b wEigith. ©HEs) 9EE o, ChCLE WAL, AR nAS 50
=
=

=
ml9] H09 &3t FAAZAZTY. & 54 TAZA 2.84 g(90%)Y (R)-2-o}v|=-3-Ale| S22
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<1058>

<1059>

<1060>

<1061>

<1062>

<1063>

<1064>

<1065>

ZIHS3d 10-2009-0087044

39-5FE (9)-6-3F-FEAI 7R ol -2-[3-((R)-1-7}5A|-2-Ate] F 2 A o & )-¢-g o] = |- Al o] o] E
A s 3F-Fd (S)-2-oM =-6-3F-F-EA| 7ol Al o o] E lolERE R o] =(1.95 g, 5.75
mmol)Z 30 ml2] DMFelA] NEt3(0.8 ml, 5.754 mmol) 2 1,1'-7}Rdt]o]u|t}2(0.933 g, 5.754 mmol)9} &3}
a1, RTOlA 308 &<t weladet. 3 g, (R)-2-olH]-3-Alo|E2 A T2 il ER|EF QoA HolE
(1.64 g, 5.754 mmol) 2 NEt3(1.6 ml, 11.5 mmol)& H7}3taL, o] EFES, FUHAZA FAHE oruEH =
7b kel HEE wizbx] 80CAlA rrEEitE. o] AAES AT A A A AZvtE T
(CH,Clo/MeOH vl 2 AASATE. S8 2.1 g(73%)2] 353-5E (9)-6-37-5FEA7FE dolr] =-2-[3-((R)-
1-7HEA|-2-Alo] S 2 & 2 o ] )-9-g o] |- Al 1o O] E |

Ao 11c)

(9)-6-01] =-2-{3-[(R)-2-Alo] F 2 N2 -1-(2,4-U] ZF 22l A7
ZolME o E

_‘_,
jur]
=
fd
e
T
2
u
|
o
=
2
k1
T
i)
2
2
[m

gEee

N-wE R 2 Z2(53 u, 0.48 mmol), 1-3Fo|=E2AWMIZEZolZ(28 mg, 0.208 mmol) 2 1-(3-tjw|doln] -T2
I)-3-dd7tHrjoln| = slole2F 2ol =(36.8 mg, 0.192 mmol)E AFH =AHE, 3 ml9 CHCl, E 1 ml

o] DNF F-¢] 3w-H8 (89)-6-37-F5A7h d ot =-2-[3-((R)-1-7H5 Al -2-Alo] S R 8| A - | )-¢-g o] ;= ] -3

RTA A ¢F 14A)7F ot wwkalgdth.  CHLCL/H0S AFR3le] 3238b3, MgS0,E AMgste] §7)143S 7Ax 9
ANA Z AEZA 35-FE (S)-6-33-F-FA 7R doln -2-{3-[(R)-2-Alo| F2 A H-1-(2 4-U EF o293
FhtRd)-od |--go] Z}-a o o] EE 531U, o] X AAE HAE 4 ml9 CHClLol &3iA17]1a, 1

. ool 2RTE = =S on IPLCE AAsk] 25 mg(27%) 9] (S)-6-0b]:=-2-{3-[(R)-2-Ato] SR -1-
[e)

(24-UEF-0 2N AT R ) F]-$-d o) = }- A Ee) BT 0 BobAEO EE S5

a719) Al Aol 113 A AZHA,
] o LC/MS [IVFHT [ [M+HT
K gy | g [azs

12 g OH/ o B 1338 |[461.31]461.28
F;)k
[e]
!

13 Foo0 S B [1.33% |461.31)461.29
o]

: H H
J R R |
14 - | o] B 1.50% |467.24|467.43 |
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<1066>

[¢] o]
)J\/H HQJ\
N N .
15 O/ 1 F%o B |133% |447.20|447.25
F
NH2
Q " " (o]
N)J\:/N\H/N\)J\OH
16 TN B B |1.33% |437.31|437.27
F\\)'Lo O/
F
NH,
|
[o] (0] o a
Ne \‘E H H% 1H-NMR (400MHz, DMSO-dg): 13.0-
\\\\\\\ NN N on |12:0 (br., 1H), 8.38 (d, 1H), 6.34 (d,
17 N 1H), 6.20 (d, 1H), 4.30-4.20 (m, 2H),
e 9 o 4.12-4.08 (m, 1H), 3.61 (s, 3H),
F\\)L o 2.80-2.70 (m, 2H), 1.80-1.05 (m,
[ 22H), 0.95-0.78 (m, 2H).
: NH,
N N
18 9 N 11/ OHl B 1348 |461.31[461.29
FI%/M\ [:::]//
(o]
F
NH,
N N
Yy Y o ~
19 Bt O/ o B 1318  |439.32|439:31
FQHL
(o]
F NH,
| I T
Henshea ™
H H
20 | g B |1.35% |481.25|481.23
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<1067>

—0
7% P 5 w8
N N
21 H)J\/ hid \;)J\OH 1.24 8 | 463.29 | 463.28
e o] O/ ¢} .
FQ’)“\O'
F
NH,
O HKN N\)LOH
-0 : H :
22 N O/ © 112 2 |438.27 | 438.27
o]
FM %
0o NH
F 2
N Y .
N \g/ OH
23 : 1.31 & |447.29 | 447.27
F O
F
"o el
F 2
(6] (o]
H H e
24 ° - 0 118 2 |423.20 | 423.32
F
F>HJ\O
NH, F
| H H Q
o N)J\Q/N\H/N\:)j\OH
H i H
O (K OKK
25 Os NH NH, 1.15 % (552.30 | 552.21
Y o
(o] F>')J\O
F
F
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<1068>

o) o)
: " “OH
26 o O/ 1.35 % |461.31|461.30
A
F g NH,
F
o) o)
N7y \[( " “OH
27 o - 1.33 & |427.33|427.33
F>HL° L)
F ks NH,
O St
N _N
y " “OH
H : \W/ :
28 O 0 o 1.46 & |523.32 | 523.34
- L
F
71 NH, F
o] H H (0]
#/\N)J\;/N\H/N\)J\OH
H 4 :
29 O/ o 123 & |413.31|413.31
. F%O
F
s NH, F
o NJ\/N\H/N\__)LOH
H : i
30 o O/ 0 1.28 ¥ |491.28 | 491.29
F
g NH,
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<1069>

(0] H H O
PPN
Oy
H : 5 :
31 (0] 1.35 & |439.32|439.32
A
g F
NH, F
Y
/‘\j: i K N i
N’JL\r”N\TT’N‘%/JL\OH
H H H
ks : o} :
32 H/ (K 1.35 & |594.35 | 594.29
o NH NH,
Y o
© F})J\o
O -
F
\/0
— 0 o
: . OH
g
33 1.33 & |606.35|606.31
OYNH NH,
Q
o FE)J\
. o
F
h N N
34 H/ : H/ 1.33 ¥ [570.32|570.26
OYNH NHy
F
F
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<1070>

(> A \)kw
: o]
35 71g H/ H/ 1.43 & {618.32|618.24
OYNH »
© F
F%o
o 7
o b
36 : H/ 1.37 & |628.33|628.26
o] N'H NH,
Y o
o]
E
<© F>‘)'LO
F
o
[e] (o]
o]} H H [o]
”)J\é/N\ro]/N\g)J\OH
37 e 1.30 & |580.33 | 580.25
o NH NH,
N~ o
o F>HJ\
E o
£
o I
[o] Y u [o]
\',im)J\g/N\Q/N\g)J\OH
38 1.28 £ |580.33|580.23
OYNH' NH, o
o} ’::>[)J\O
F
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<1071>

Q o)
H H
_o. ;N)%/N\H/N\E/U\OH
H H H
[e] < [e] <
39 1.23 2 |578.32(578.29
o NH NH,
b o
© F>‘)J\O
.
!
:%:: ~ o y HO OH
H H
,,,,,, N N/JL\{/N\TT/N }
40 HOJ/ o ('*:‘/ o 1.84 & |696.39 | 696.40
[o] o]
F>T/M\O [:::L\%_$*'H
F 0
1
P O/ © 133 & |439.32 | 439.31
(o]
. e
E OH NH,
F
N N
42 H/ H/ 1.30 ¥ |548.34 | 548.43
OQT/NH NH,
(o] . E o
%OH
F
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<1072>

. (o]
H
! \W/N\?/H\OH
il
43 K( H/ 1.45 2 |544.31 544.82
7]2 . Euny . e
OYNH NH, (M-H]
[o]
o F:T/H\OH
o T
F
Cl o " H [¢]
N/M\Y/N\W/N\Y/H\OH
LS B :
g
a4 1.37 B |590.27 | 590.44
o] NH NH,
N 9
o] £ R
OH
F
oo i i
N N N
\ /N Y ) Y o
: i H
1% :
45 H/ 1.12 & |547.28 | 547.40
o] NH NH,
Y . r
0] ﬁ/LLOH
O !
o o o u " 0
v
N N
\<"N)J\:/ \ﬂ/ \;)j\OH
S H : 3 H
46 K( ,/r 1.18 % |538.28 | 538.35
o] NH NH,
» 0
T ;)J\
F
OH
F
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H o H
47 (K B | 130% |556.31|556.35

R
48 e f B 1.38 & |570.32 | 570.47
& F%OH
NH N

H H
—° N)J\/N\H/N\;/U\OH
H i H
49 o o \\\\ B 1.29 % |471.31|471.42
(o]
.
F%OH NH,
~_-©° X N N
50 \g/\u T o B | 1.37% |519.31|519.35
e O/F 9 ?
FYJ\OH N H,
[e] " " [e]
< AR R I
51 ‘ O/ R g B 1.20 & |439.23|439.30
v F\\)J\OH
F NH,
YT Y o
52 O/ © FQI)kOH B 1.03 & |383.26 | 383.33
HES F
NH

<1073>
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53 O/ o \|\‘ﬂ§ B 1.23 & |413.31|413.37
F
FV\OH

H
54 : ¢} g B 1.21 % |413.31|413.37
[ ] F g \|\'
F
VJ\OH

55 o e B | 117 % |411.20|411.37
F
F

)J\/H
o i
56 O/ H/ FF o B 1.36 ¥ [453.34 453.40
F

OH
NH,
oG G u 0
Y Y e
57 IO T B 1.20 & |471.31|471.43
P
F NH,
[¢] o]

N Y
H : H
58 Cl H/ H/ ’F Q B 1.38 i | 576.25| 576.45
FQ‘)J\
OH

<1074>
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59 B 1.22 & |439.23 | 439.31

60 B 1.30 ¥ |465.28 | 465.36
o H H [o]

61 H B 1.35 & |473.31|473.38

H
62 O/ C”)/ .0 B | 1.11% |385.28|385.35
F
\\AOH

NH2 F
Lt
N N
63 O N Y Tc])/ 7oH B | 1.42% [509.31|509.36
.
.
[::j/’ e \;> ! OH
NH,
o} 0

64 O/ ° - e B | 1.33% |450.29|459.36
: F
OH :

<1075>
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<1076>

[e] o
H H
| H
65 NT 0.95 & [434.27 | 434.38
dh %
o] H H o
A N/lk__/N\ﬂ/N\)J\OH
66 = d 0.87 ¥ |434.27|434.38
o]
F
R
N/u\/N \)J\
H H
67 . ; ) 0.82 & |440.32 | 440.44
E (o]
P 1
F
o]
H H
,/k;v,/\\ ,JL\V/N N\\//u\
N T
68 - Q/ © 5 1.18 % |439.25 | 439.33
F
F%OH
F NH,
H H
69 © 1.26 & [413.31|413.39
718 E o}
F%
OH -
F NH,
o] . (o] b
H H
N/ﬂ\\”N\TT/N\\/JL\OH
70 °© 1.22 ¥ |307.28 | 307.35
Fh °
MOH
F 2
[e] H H (o]
F HJ\/ \)k
71 ﬁ\’ 1.29 & |469.26 | 469.29
F \\/Q
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<1077>

(o]
H H
N/U\/ \)j\
H 1.54- 451.35
72 45133
1.60 [M-H]
N N
73 N OH 1.38 2 |473.31|473.31
ks O/ 0
E o]
FMOH
F NH,
H H f
N)J\:/N\H/N\:/U\OH
74 H a H 1.58- |475.33|475.32
O/ e f ﬁ\‘ 172 | M-HT | [MHT
! NH,
: H H
H 3 ; 425.31|425.35
75 1.46 &
N [M-HT | [M-HT
F
\¥/ﬂkOH
F NH,
e H H i
ﬁ/\NJ'K./N N\_)J\OH .
H H I 397.28|397.24
76 1.33 & ) i}
c 0 IM-HT | [M-H]
F%OH 1.
2
477.34|477.36
1.60 &
[M-HT" | [M-HT
o)
&" /U\/H H\_)J\
~ N N
77 NI Il/ roo
SNy
F%OH
F NH,
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<1078>

500 MHz -"H-NMR (d6-DMSO): 6 =
7.88 (s, br, 3H), 7.63 (d, 1H), 6.40
(d, 1H), 6.29 (d, 1H), 4.26-4.19 (m,
1H), 4.12-4.07 (m, 1H), 4.03-3.99
(m, 1H), 2.79-2.70 (m, 2H), 2.13-
2.07 (m, 1H), 1.78-1.46 (m, 22H),
0.90-0.80 (m, 3H), 0.88 (s, 3H), 0.79
(s, 3H), 0.68 (s, 3H)

[o]
zégi;;l\v/n_ﬂ\v/n H\-/M\OH
T 480.34 | 480.27
" O/ 0 \H © T e | ey
. . )
F%OH
F NH,
&t
ﬂ/K/ \)k o |11 47532]47525
79 ﬁ\‘ P MHT | M-HT
[e] H H [e]
~0 N - N\Tr’N\\r/iL‘OH
0 i o 441.27 | 441.35
80 (o} 1.34 & i )
P IM-HT | [M-H]
S Ao
F NH,
e H
N/U\/N \)J\
H - |423.30 | 423.44
81 0 c 143 & )
O/ o [M-H | [M-H]
F
F
;§/A§0H NH,
N\
| = o] H H\[)Cj\
N
82 H)K/ B | 0094% [43428|434.28
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<1079>

TX”)J\/ \)\ 45327 | 453.33
% O/ ! 128 M H]‘ ™ .H]'
0 - -
.
.
T
[o] " H [o]
NJJ\_/NYN\_)J\OH 491.36 | 491.38
84 H T B 1.72 &
O/ [M-HT | [M-HT
F 0
F%OH N
o %\ /U\/N \,)J\ on 155 3 |471:30 (47130
\K' M-HT | [M-HT
E [o
F%OH L
/J<©\ /”\/ \)J\ 479.36 | 479.47
86 1.68 &
O/ [M-HT | [M-HT
.
F%OH
F NH,
[e] H H (o]
S L,
H 5 : .
87 O/ 1.15 & |397.28|397.33
E 0
F
;>/ﬂ\0H NH,
EiZILfH o]
NH QK OH ¥
88 oék_./NH = 1.38 & |472.29 | 472.32
. E \ N/ NH, :
O i
F;é//z\OH
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=
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\ :
89 o O/ Y B 1.06 ¥ |487.30 | 487.38
F>T/ﬂ\ r/j/, ‘
OH

° o o | 1agz [447:30| 4470
» oy o | M | MHT

A=)
91 \[4 " D 2.13 £ |507.37 | 507.40

92 %H L % D 2.16 i |479.36 | 479.36

93 A 1.21 % |514.69|514.45

A 1.20 3¢ |514.69|514.45

94 .

<1080>
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<1081>

0.68 (s, 3H)

1400 MHz -"H-NMR (d6-DMSOY: 5=
7.93 (s, br, 2H), 7.78 (d, 1H), 7.72
(s, 1H), 7.68 (d, 1H), 6.91 (d, 1H),
6.42 (d, 1H), 6.23 (d, 1H), 4.34 (dd,
1H), 4.17 (dd, 1H), 4.04-3.97 (m,
1H), 2.93 (dd, 1H), 2.71 (dd, 1H),
2.14-2.05 (m, 1H), 1.71-1.53 (m,
8H), 1.42-1.02 (m, 8H), 0.90-0.77
(m, 3H), 0.88 (s, 3H), 0.82 (s, 3H),

95 A 1.13 & |479.69 | 479.45
96 A 1.10 & |473.64|473.45
97 A 1.01 & [425.35 | 425.60
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<1082>

98 1.11 & | 465.66 | 465.40
99 1.05 & |439.62| 439.25
100 1.48 & |447.60 | 447.40
101 0.90 & |383.25|383.25
102 0.93 & |411.57 | 411.25
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<1083>

103 1.04 & |425.60 | 425.25
104 1.35 & | 439.33 | 439.52
105 1.56 & | 481.38| 481.58
H,C &g
, CH,
0
106 1.47 & |467.36 | 467.56
107 1.561 & |509.67 | 509.44
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<1084>

108 1.05 & | 437.61|437.25
109 1.10 & |451.63|451.25
110 1.22 & |514.69|514.25
111 1.1 3 & | 465.66 | 465.30
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<1085>

112 B |1.18% |53863|538.35
0Q§r,NH NH,
(o) o]
F
F
ﬁ)J\OH
F
0
HC
H
[¢]
113 Oﬁ W C | 1603 |669.85|669.57
114 )OL \]\: C | 153% |645.83 64552
[:::I/A\o NN Ny
H (o]
N (0]
HO H
WN\¢/;fE]/
CH, O H
BIW-y
ow NH oH
o QT:
115 o~ 153 £ | 645.83| 645.52
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<1086>

o)
HC N
O NH H
(o]
116 OJ\N/\/\\I,\H 1.38 & |591.73 | 591.45
S RN
ﬁN )
HO H
HN
O O\/G-la
o oj
HSCMN
O; NH H
117 )OL c 1.60 & |727.89|727.50
07 NN TN
H o] A
N o]
HO H
H2N
o \)OL
I-QC%N "
o Oy M o
AN\
118 ©/\O)J\N/\/\‘IN-| He o, 153 ¥ |679.84 | 679.53
H o]
Ao
J'ér”
HN
TG
HC H>/®/O
O; NH -
119 i T H o 1613 |690.27 22248
©/\° N /ﬁ TP 600,26
Soih
H
HN
TG
HSCMH
(o] NH
o QT:
120 ©/\0)J\N/\/\w“' " 1.57 & | 647.84 | 647.53
H (0]
N o CH,
HO H
Hz“\/ij/
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121 C | 151% 621.80|62154
122 C | 153% |655.82|655.54
123 A | 1.01% |399.56 | 399.25
124 A | 117 2 | 465.66 | 465.35
DR .

125 ©/\OJKN/\/\“‘W " C | 1.61% |661.87|661.55

H [¢]

HO N °
HN.

<1087>
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<1088>

<1089>

<1090>

<1091>

<1092>

<1093>

<1094>

<1095>

<1096>

<1097>

<1098>

ZIHS3d 10-2009-0087044

oy o O ™,
HC N Yoy
T HC
o) *T:
126 154 & : 5
@AO )ku A c 635.83 | 635.57
NJ§O
HO H
HN
CH, O
H,C NA\© : )
O. NH A
o \Y\
127 @/\O)LN/\/\ \\\\\ ” c 1.57 ¥ | 667.83 | 667.50
" A

H&—kﬁkn
. o 1
L A=}
128 @Ao)ku/\/\ \\\\\ /Nﬁ He C | 155% |647.84 647,53
o]

H
[e] NH
9 T o 675.45

129 @AOJ\/\/\\ " C | 157% |676.24

H o 677.46

2 Al 130

(8)=-6-0}1] =~2-{3-[(R)-5-H1 A S A 7t d o} 1| .=~ 1-((S)-1-7HH} B P -2-v & -Z 2 A F}u} B ) -HA & |-9-g o] I }-
Ll

A Al 130a)

Wd [(R)-5-3F-F-FA 7t Hobr] .e-5-((S)-1-7ME Y -2-wW e -2 2 A 7Mut R ) -3 g |-FHulH o] E

N-HEREZ(0.87 ml, 7.9 mmol), 1-3lo]=ZAHZEL0}Z(0.46 g, 3.41 mmol) ¥ 1-(3-UyHEolu| T2
I)-3-ddstEroln= Fol=2F2Fo]=(0.65 g, 3.41 mmol)E o] <AHE, 12 mle CHLl, 2 4 ml 9

DMF T9] Al#5<9 (R)-6-MA LA F L doln| -2-3F-F-EA 7t doln| -l AkAH(1 g, 2.63 mmol) 2 AlFF<
(S)-2-oln) =-3-H R E| Z2oln| = o] =2 FFE}o]=(0.40 g, 2.63 mmol)e] &qo] HArlsla, o] EFES RT
ol A oF 14AZF Feotb mukslgich,  EAl AZefE S (o) '/ AcOEt WA CHLClo/MeOH) 2 1 g9 AAAE

53T (79%) .
2 Al e 130b)

mb

92 [(R)-5-0k] 5=-5-((S)-1-7M} B -2~ & -Z 2 AIlul 2 ) - e ]-Flulr o] E slo|=2 F2ejo]=

30 mle] CHCl, T WA [(R)-5-3F-FFAI7FE d opr| :-5-((S)-1-7hh d-2-r -2 = A 7hap e gl - e ] -7}
o] E(1 g, 2.09 mmol)9] &NE& 5 mle H0 2 5 mle 3 HCI/H09F EF3kaL, Boc BE 17°] 3]
AAE w7AA 40CelA 7FAskSlTh. WO/CHCLR FEaka, MgSO, dellA f713S Az 3 SLAA 230
mg(27%) 9] BPES 5T

AAlell 130c)

e (9)-2-{3-[(R)-5-M1 A A FhR d opw] - 1-((S)- 17 R -2~ & -Z 2 FInp e )- A e | -$-2l| o] = )

38—
6-3T-F-EA 7t Dol -AL o o] E EEF 0 ZolAH 0| E
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<1099>

<1100>

<1101>

<1102>

<1103>

ZIHS3d 10-2009-0087044

A]i&%‘,—o F-5E (9)-2-0l x-6-37F-F-EA 7R dolu| Al o o] E Flol=zFZe}o]E(89 mg, 0.26 mmo
DE 4 ml9 DMFolA] NEt5(0.12 ml, 0.53 mmol) 2 1,1'-7}R.dtjo]n|thZE(43 mg, 0.26 mmol)} E3tsla, 14
b &<QF RTOIA wwkelsith, 29 o5, Wl [(R)-5-oF] %=-5-((S)-1-FIlRd-2-vEd L 2 A yut =Y )-9dE |-
ﬂﬂw O|E slo|=z &2 dlo]=(100 mg, 0.24 mmol)E H7lsta, o] EFEL, %Z&xﬂiﬁ FAAH olvtEE =
7b ¢kds] AFE wrbA] 80CoA 7FEsgith.  olH] HPLCE 76 mg(39%) <) -28 (S)-2-{3-[(R)-5-¥Z& =
AlFFR ol =-1-((S)-1-7If R d-2-HE Z 2 A7t d) - e |-9-g o] &= }-6- 3% F-EA7ER D ofn] S A} 1o
O|E EFZFLEIAHCOIES S5,
2 A e 130d)
(§)-6-0}n] =-2-{3-[ (R)-5-H A A 7} B d o} v =-1-((S)-1-7HHl R L -2-w & -Z 2 D 7lul v ) -A ] |-9-g| o] 1= }-
A ETEF LR OAH O E
w-rE (9)-2-{3-[(R)-5- A SA ZF R opw] e-1-((S)-1-FHi R Y -2-w e -Z 2 P 7hup R o] ) - g | -9-g o] L2 }-
6-33-HF-EA 7R dolu] @Al -of| o] E E]ZFQ ZolAH 0] E(37 mg, 0.045 mmol)Z 5 ml9 CHCl, 2 1 ml9
TFAol] &afjA]7]aL, RToIA 14A17F Z<¢F wmukatgitt. o8] HPLCE 21 mg(70%) 9] (S)-6-o}m] :=-2-{3-[(R)-5-1l
AL A7 R o -1-((S)-1-7M R g -2-vE-Z 2 A7l e d)-Ad |- o] -3 iit  ETEF QR olAH o]

(o
4
o
By
o
e
vl

LC/MS: R((&) = 1.17 AXEA]: ] = 551.32, AZX]: 551.31 (WY B).
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<1104> al7]12] AAdE Ard 1307 FARHAl Al ZH vt
N LC/MS [M+H]" [ [M+H]"
] 12|
AN s gy | R e ass
H,N
(0]
131 B 1.24 & |456.31(456.30
132 fo) HN. _O B 1.18 ¥ |565.33565.31
133 B 1.36 £ |620.36|620.30
[e] BN [e]
0 =2
134 // e /\/\N Wi B 1.43 2 |752.39|752.27
N /( H o]
""" o
[o] F
\

<1105>

- 122 -



<1106>

135 1.33 & |576.37|576.35
A
"""" > JJ\/N
136 LTH Wof 7 oM 1.35 % |604.37|604.33
HO 0 H/ I
F%
OH
NH, F
1 Y9 wou
HZNJ:‘/\N ‘HJYNTN\E)LOH
137 o F 0 o 1.16 ¥ |541.37 |541.34
e
OH
NHz F
HZN\Q/\H)J\E/NTN\)J\OH
R B
138 F%OH HNJ/ 1.19 ¥ |593.34|593.37
F o NH
E T e,
[o] b (o] H H (o]
0] 4 o ;
139 f ;)OJ\ 1.18 & |678.39|678.44
F
OH
\[.!/ HNZ NH,
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<1107>
<1108>

<1109>

<1110>

<1111>

<1112>

<1113>

<1114>

<1115>

ZIHS3d 10-2009-0087044

(o}
\H/\H \ﬂ/
0o (o]
140 Kf ’)/ .0 B |1.20% |650.38650.40
e
OH

'
141 HOLOO H/ o(‘/ . B | 1.34 ¥ |713.38(713.39
F
o

_ o)
i H
o] 2 o u
142 B 1.16 & |565.33(565.35
O .
% HN
N j
142a H s D | 2.86 & |497.32| 497.23

Cl

H . .
H,N
‘ "NH O
142b g =8, D 2.77 ¥ |529.31|529.15

Cl

Al 143

(8)=6-0}r] 1-2-(3-(($)-1-[ ($)-1-((S)-1-| E-A| 7. -2~ v - 3L 2 A b} 5t 91 )-2-vl & - 32 2. 7w} 5.9 |-2-5]
- & -4 o) ) -sak 2l

2A1A] ¢ 143a)
wE (9)-2-((S)-2-o}n] =-3-r & RE] Holn] 1 )-3-w| D FE] g o] E

600 mg(1.65 mmol)2] AlEF<l wE (S)-2-((S)-2-WHEZ A -7} doln] =-3-r & BE] Holn] i )-3-v| & F-E] | o]
E(Z-Val-Val-OMe)E 10 ml9] wlErLe] &aA7]3, 20 mge] FebE/ehA(10%) ¢ &3sta, =4 th7)(1 bar)
alol A RTOIA 2A17F &<¢F wutalgith, o] WbS EES ojylsla HHA7|a FAY TES AFFHow

seh9.
LC/NS: Ri(E) 0.85; A4 [M+H]' 231.17 2Zx]: 231.16 (48 B).

2 Ao 143b)
e (8)-2-[(S)-2-((S)-2-Hl & A 7hE d opv] se-3-3 d - L 2 9] 2 o] 1 ) -3- v D B  op] 1 | -3- v D F-E] )
E

o]
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<1116>

<1117>

<1118>

<1119>

<1120>

<1121>

<1122>

<1123>

<1124>

<1125>

<1126>

<1127>

<1128>

<1129>

<1130>

<1131>

<1132>

<1133>

<1134>

<1135>

ZIHS3d 10-2009-0087044

247 mg®] Z-Phe-OH(0.825 mmol, 1 F%)S o}=3tol Al 0CelA] 10 m1e] F5= DUFell &afAIZ T, 181 th&,
56 mge] 1-slo|=EFAMIEEo}E(0.5 %), 221 mge 1-dE-3-(fHEolu| X2 F)7tH]oln|= lo] =2
F2glol=(1.4 F) 2 34609 Y1 97 (Hunig's base) (2.4 =) E Hrlsta, o] £IFES 308 T
wskoith, 2w oS AAle] 143a) ZE-E 9 3gHE 190 mgS H7bstal, o] EFES RTOIA 20417 wwhelgd
t}. o] WkE EFES 50 mle E3}F NalHC0; &9} &§slar, oE ofAElo]E(2 x 30 m)ZE F&3 ).

[

1
F718E NSO, BN AzAZN T, ofetn EHAAG. o 2 AYES, AW/ opAEE EFES o
g3te] Aelsk AP ARhETAY NS SATh. 314 ngdl BASE AFBS FEAA

LC/NS: Ri(E) 1.85; AAFA]: [MH]' 512.28 223 512.36 (4 B).

A Ao 143c)

He ($)-2-[(S$)-2-((9)-2-o}r| -3~ -T2 1] 2 Jo}r| )-3-w & -FE Holn| = |-3-H L F-E] g o] E
Phe-Val-Val-OMeZ A|&3}l7] 93+ Z-Phe-Val-Val-OMed] Z BH.EZE A Ao 143a)clA 71AA ule} Zo] =88}
a1, 247 mge] XA SES F538

LO/MS: Ry(3) 1.09; A2F]: [M+H] 378.24 21=x] 378.33 (W4 B).

Al 143d)
-S4 EYY-3-dxd FREje=

U229 eh(20 ml) F9 1.13 mlY 2-B2ZReh3(15.9 mmol, 1.0 F&)e] &N ofz sl A 0T,
257F 10CE 234 == ste], YUIFEZE|EH(100 ml) F 2.25 go FEEHAIFY o] AAolY o] E(15.9
mmol, 1.0 F=F)e] &de 3] H7lstalrt. o] A7t fhm®l Fo, aukE 0ColA 30% &<t A&ttt
olgA 59 HMAAES ts dAlCA A o vk AIFT

2 143e)
58 (S)-6-3g-FFA| 7L o] =-2- (2- 2 - FALE | U -3- A X d opH] i ) - AL o o] E

gz 29870 ml) 9 5.39 g9 H-Lys(Boc)-0tBu dlo]=®2ZZ2}o]=(15.9 mmol, 1.0 %) 2 7.1 n
Ego]"e}71(50.9 mmol, 3.2 B HEFMS AA|o 143d)oA FEH Lo, %7} 10CE =814 &
= gto] FH7berlth. o] HIPF $Rd Fol, o] EFES RTAl =G|, 243 o wRbekglvk. ¥
g, o] Whs EIES 200 mlel 0.2 M @43} E3tela, 01 F7S Belsta, 100 ml1e) 0.2 M gAtoe g A
% °]

A FFAZAT. 5.5 go] HAsE Bdo] FA edE F5He AL Xil/\] 47k 2t

Jé rM

o do

LC/NS: Ri(E) 1.76; AAA]: [MH]' 452.14 223 452.18 (9 B).

A Ao 143f)

BH-HE (9635 FE AT ob] - (3-{($)-1-[ ($)-1-(($)-1-¥ 5 Al b1 W-p-w €32 2 2 s} o) )-
o5 -2 o] )AL e] o]

240 mg®] Phe-Val-Val-OMe(& Al 143c25E¢] 318%, 0.636 mmol, 1 G3)E, 7 ml9 oMAEVEZ Fo] A
Alell 143e) ZH-E19] s13tE 345 mg¥ &33tar, 106p0] EFoEolvlE A7, o] ¥kg Z3ES 80T
Al 20A17F BoF wdkelar, WAL Fofl, FHAIF T o] 2 AES ol HoEA /oY oA HCIE £
FEE o] &3t Aegt A oA AmmtEINHRE AA ST, 275 ngol TA| FFES F5AT

LC/NMS: R.(3) 1.733; AAF): [M4H]  742.41 222 742.35 (49 A).

el 143g)

(8)=6-0}r] 1-2-(3-(($)-1-[ ($)-1-((S)-1-¥| S A| 7. -2~ v -3 2 A b} 5t 912wl & - 32 2. 7w} 51 ) |25
-0l ®}-d sl e)-s 4k 2t

4 mle UFE2HEH/TFA(L:1, v/v) 59 AAd 143f)ZRE 9 3L 270 mgd] |NS RTNA 247+ Hor
ksl the ZwA T, AHES ou] HPLCE AAIS, EFZ RO ZolAHo|ERA e ¥4 3HIES 131 mg
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<1136>

<1137>

<1138>

<1139>

<1140>

<1141>

<1142>

<1143>

<1144>

<1145>

<1146>

ZIHS3d 10-2009-0087044

LC-NS: Ry(3) 1.165 714k [M+H] 586.29 A= 586.39 (34 B).

Aol 144

(8)=6-0F7 :-2-{3-[ (R)-1-(uo]Ate] 22 [2.2. 1] F E-2- U7k ) -2-Afo] G R A -0l & |- ] }- 2 2bqt
EA FFEL, Ao 143c)dA YUHME= tiilef], A#FQ dE-w2H 2R dolul s A83 AAld 1437
Arstaie.

LC-NMS: Ri(E) 1.34; AAF=]: [MH]' 473.28 223 473.36 (9 B).

A Ao 145

($)-6-0}v] 32 [3-(($)-1-Aho] 2 2.8 41 bk Q-5 ol &)~ v & -3 412

EA BHEE, AA 430NN OREE A, AR Ao 2R dobnl g AHEF AAe 1433} FArel

1.
LC-NS: Ri(3) 1.205 714FA1: (W] 455.24 A2 455.33 (34 B).

&17] A= AA o] 1433} FAFSHA Al 25 v}

i LC/MS [M+H]" | [M+HT
A | e g | RO e [/.9_%;1
H,C Hv\/\‘)ﬁ\
e o
NH HN\Isgg .
146 A N D | 220 |556.35 | 556.36
H N
<3i§;z;x<?H3 ©
éHs CHy,
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147 e —~NH D 2.40 |578.34 | 578.41

T
N
z
oo o
T

D 1.80 | 447.26 | 447.28

148 H N
/ 0 CH,
] = CH

712 o O\\ _NH.
149 = D 2.21 | 543.33 | 543.38

Cc 1.58 | 485.28 | 485.39

150 H
\Y N -
" CH, 5

<1147>
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<1148>

151

1.14 | 496.67

495.35

152

3.21

641.43

641.34

153

1.96

461.28

461.23

154

2.29

529.34

529.34

155

718

1.51

515.33

515.34
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<1149>

<1150>

<1151>

<1152>

<1153>

<1154>

156 F 163 | 513.31 | 513.33
H\
HBC/,
H,C H %
AsC ;H - :
157 0 2 N/ c 1.91 | 533.28 | 533.17
S5~ N
Nl N
H [¢]
HO
H,C,
H,C 3
158 0s MNHgy O, -OH c 1.84 | 533.28 | 533.23
Py AV
NI N N
‘ NU R
(0]
HZN'\/\/\H‘J—OH
N\§9O
e
N
g
159 N B 151 | 515.33 | 515.56
O o)
NH,
NH
160 B 1.50 | 503.33 | 503.49
(0] H Qy
N\“/N
s
O// .
HO o
H,C CH3 g NH,
H G~ t
161 | N , B 158 | 517.34 | 517.49
) o Lo
TR
»
o o
HO
[e]
H,N\/\/\‘)J—OH .
HN o z©
<o
162 Ne M B 1.38 | 475.30 | 475.45
<D
[e]
A Ao 163

ZIHS3d 10-2009-0087044

(S)-6-o}r) =—2-{[(S)-2-Alo] 2 A A -1-((1IR,2S,4R)-1,7,7-Eg] v &-nv}lo]xlo] F2[2.2. 1] FE-2-A7}u} =)
-o| & g d ] }-g Akt

1 #d (S)-6-4l

;é]

S A1 7R oh ] 12 (2- % 2 S A E 2] T - W of] 1) -9 Ao o] 2

OZF2 2920 ml)  2.61 ml9 2-B2HE-2(36.9 mmol, 1.0 B &AL o= alo|A 0TA], U
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<1155>

<1156>

<1157>

<1158>

<1159>

<1160>

<1161>

<1162>

<1163>

<1164>

<1165>

<1166>

ZIHSd 10-2009-0087044

F2E7F 10T MRte R fAFLEE &ho], TFERHTH300 ml) 9] 5.21 g9 FREZAXH ojnAohilolE

(36.9 mmol, 1.0 2ol gl ﬁ?ﬂél A7rekdk. 2™ o, 0TelA 308 59 ks Al&Edl. 120

ml e CHCl, 52 15.0 g9 H-Lys(Z)-OBzL - HC1(36.9 mmol, 1.0 B3) = 16.5 ml ¢ Eg]ol€o}wl(118.0 mmol,

3.29%) <] ﬁ°“%, *& EEEY 27t 10CE 24 FEF: dtof, o] &I Artaigivt. H7F Fd,

WE-E A7k & RTOA 4A7F &t wgkelgict. % o, 7] €95 100 m19] 0.2M HCl(ag.)=

AL-&-3to] 33 Aﬂ 6}1, Na,S0; Aol A AZA 7|31 HEAZ . 18.4 g9 % TA| 3FEo] T od=2AN 5
o

o, o] ede A 3l A4 o ARSE I

LC-MS: R.(3) 1.82; A2RA: W] 520.17 A22]: 520.30 (44 B).

2) +-5e
[(S)-2-Alo] E= N A-1-((1R,2S,4R)-1,7,7-Eg| W& -vlo| Ao F2[2.2. 1] A E-2-7}u} ) - & |-F}ulw o] E
3.53 g9 1-9€-3-(3-tugoln =z 2F)7tRto|nE sto|=2F 2 o] =(18.4 mmol, 1.0 B), 1.25 g9
1-slo]| =Z2 A E R o}ZE(9.2 mmol, 0.5 @) 2 7.3 mlY FUL g7)|=, of=Fatel A 0TColA], DMF(60 ml)
= 5.0 g9 (9)-2-3F-F-EA7tH doln| =-3-Alo] ZF 28 2 L 7 u]-&AF(Boc-Cha-0H, 18.4 mmol, 1.0 Y=)¢ &
Ao Hrrela, o] AAHES 308 T mutelgdrk. 18 thS, 2.83 g9 (R)-(+)-Hdo}vl(18.4 mmol, 1.0
) 2 3.7 mle FUL A7E UM v, o] EFES RTAIA 16413 FoF wnksdn). o] Wby EIE
S NalCO;(223}, 4)E5 ol &sled FHUAIZIa, old olAHo|ER 33 FE35tt. T3 f714S EZ 23
MASFIL, Na,S0y golA ARAZI FF5AIHATH. Sjdoz Fe/dE oA Ho|E EFES AEsle] At
A Ao A ZA] IARrE2HIE A st FA o dRZA o TA FTES 6.58 g(88% &) AF-3ATt.
LC-MS: R,(3) 2.42; A2kA: [M+H] 407.33 2=2]: 407.32 (4 B).

3)  (S)-2-o}u| :=-3-A}o] F 2 M A-N-((IR,2S,4R)-1,7,7-Eg v &-ulo]Alo] F =2 [2.2. 1] A E-2-U )-Z 2 7] Lo}n]
= EfZF o RolAEH o E

50 mle] TFAZS, o}l=&toA 0TolA, 50 mle CHLl, =9 6.5 g9 3F-%° [(S)-2-Alo]Z &3 A-1-
((1R,2S,4R)-1,7,7-Eg W E-vlo|x}o] ZF2[2.2. 1] NE-2-U 7t ) -o| & |-7}u}H| 0] E(16.0 mmol)e] &

ol
s AHrrskolah. o] Eft=s RTel =2AZT. 3AIZE Foll, o] ibg Egtes sSAZT.  #A4 gh=

H
2 B 09 FEHGOM, o] 0de g wAGA 4% Agad

ME
2

LC-MS R,(3) 1.60; AIZHA: [M+H]' 307.27 A=2]: 307.39 (4 ().

4) WA (9)-6-H- A TR obH] -2-{ [ (S)-2-Ale] E 2 A A -1-((1R, 2S,4R)-1,7,7-Eg|Wd-u}o]Alo| 2
[2.2. 1] E-2-d7M 2 )-o e mjujd | }-& ALz o] E

11.63 go] WA (S)-6-HMZAEA7F d opv] e-2(2- & - SAE T - L d o] i ) - F A o] 0] E(22.4 mmol, 1.4
g 2 4.9 g9 (S)-2-opu]i-3-Ale] F R A-N-((1R,25,4R)-1,7, 7-E W& -ulo] Afo]| F2[2.2. 1] FE-2-
d)-z2yolu|= EFZFQRZoIAEO]E(16.0 mmol, 1.0 FH)E 80 mle] MeCNoll HEAZ]aL, 8.9 mle
Et:No] 37F Foll, o] Ef=s gistel 2043t &<k 7FEagity. W7y Fo, 3l SEv]olA A s
AAG L, JFes, §ydozr] Fa/dd opAEelE Eft=s ARgsto] A7t A el ZHA A=rtE
e = AASH T 9.0 g(76% &) FA SHFES T F(foam) L2A F5FT

LC-MS: R,(3) 2.61; A2kA: [M+H] 739.41 2= 739.43 (48 B).

5)  (8)-6-oFa) x=—-2-{[(S)-2-AFo] E2 M A-1-((1IR,2S,4R)-1,7,7-Eg] W B-n}o| AJo] E2[2.2. 1| AN E-2-L F}u} =
d)-olddubu L] )= 2kt

9.0 g9 WA (S)-6-HALAF o] =-2-{[(S)-2-A}e] F 2 I AH-1-((IR, 2S,4R)-1,7, 7-EF #| -1} o] xfo] &
2[2.2. 11 E-2-A7ael)-o| &M 5pn| e | -3 Ao o] E(12.2 mmol) S 90 mle] web2e] L8147, 600 mg
°] 10% Pd/Ce] #7} Fell, ti7]statell A RTIA 3.5A1%F &<t Fastalgivt. o] ¥hg E3taEs, AHEE &
ste] o ZAI7IaL FFHAFHTE. 6.1 g(97%) 2] XA stgEe] 74 2LdBA FEEHIAT. o] EE] 100 mgS
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<1167>

<1168>

<1169>

<1170>

<1171>

<1172>

<1173>

<1174>

<1175>

<1176>

<1177>

<1178>

<1179>

<1180>

ZIHSd 10-2009-0087044
5 ml9] MeCNell &A1zt 50 mlo] &5 FH7bsto] Ao Hdny. 2z o 74 1A= HAH.

LC-MS: R,(3) 1.70; #A12kx: [M+H]" 515.33 223 515.35 (W3 F).

1
H-NMR (DMSO-ds) d 0.68 (s, 3H), 0.82 (s, 3H), 0.83-0.91 (m, 2H), 0.89 (s, 3H), 0.97 (dd, 1H, J = 4.8,

13.0 Hz), 1.08-1.34 (m, 7H), 1.35-1.55 (m, 5H), 1.56-1.72 (m, 9H), 1.78 (d, 1H, J = 13.0 Hz), 2.04-
2.13 (m, 1H), 2.75 (t, 2H, J = 7.1 Hz), 3.51 (t, 1H, J=5.5Hz), 3.83 (t, 1H, J= 7.0 Hz), 4.03-4.10
(m, 1H), 6.91-7.05 (br, 1H), 7.77 (d, 1H, J = 8.8 Hz), 7.5-8.2 (br, 2H).

ARl 164

3-(6-opm] -y 2 -3-A W) -2-[(S)-2-AFe] F 2 8 H-1-((IR, 25, 4R)-1,7, 7-Eg| | -vle| Ao F 2 [2.2. 1] &
—2-d-FhtE ) -ol A vpu g -2 2 9] 24t

1) 35-%8 2-0}v]1-3-(6-33-F- B A 7hH dobv] i3] 2] ©-3-91)- L2 3] o ] o] =

660 mgd] N-(Oaddad)ZFalal 35-54 o] ~H2(2.23 mmol, 1.0 FH)E 15 ml2] T THF] &3jA7]xL,
ol st A 0CE WZAIZAY. 29 U, THF Z9 1 M 2lF IAE g~ (LiIDS) €9 2.23 nl &
A7VslaL, o] EFES 0T 16 & wytalgivt.  o]olx], 642 mg®] 3¥9-FE(G-EE2RuEagd-2-9)-
Fhapl o] E(2.23 mmol, 1.0 B&)E H71stal, o] EFES 0Tl 2413 &<k wnkellrl. o] EFES 18
mle] X3} AEZAHS o] &3] FWAl7]aL, RTOIA 1AI17E wnbslgict. o] EES o e ofMH o E(2x 30
m)Z FE3ta, ©o] §7]174& 50 ml9] IM HCIZ AASIAT. o] 4 A& shar, 2M NaOHE ©o]-&3}e] pH 10

Tt 7178 NaS0, Aol Al AZA7]3L FFHAF T

M
, S omA Fe/dEopAHolE EoE
)

RS & of Aej7t A FolM =i AmvtEIgI R 4
ATt 600 mg(80% +&)2] FA 3Hgt=o] FA LA RN F5HAT.

LC-MS: R,(3) 1.06; 712kx]: [M+H]' 338.21 2123 338.27 (W B).

2) 3F-28 3-(6-3F--5 A7k do}v] 1e-3] €] 9-3-91)-2-(2- % - S A E ] D-3- A F o} 1e)- L2 7] @ ] o] =

222910 ml) 9] 0.126 ml9] 2-H 2R Er2(1.78 muol, 1.0 B&F) LHS of2aldA] 0CAA, &
7 10CE Z38HA ¥EF sl fZF=2rgh(10 nl) F9 251 mgd FEREAIEY o|LAJoly|o]E(1.78
mmol, 1.0 %) &l HHs] A7lsidvt. o H7F Foll, of FES 0Tl 302 ¥ wHksiivt. 5 ml9)
CHLl, <°] 600 mgel 3F-FH 2-op|=-3-(6-3u-FFA7HE dopr] -9 2] d-3-)-Z 23] @ Y[ o] E(1.78
mmol, 1.0 B%F) % 0.545 mle] Ego|€o}w(3.91 mmol, 2.2 W) EIES L7l 10T 9= L8714
== gto] o] g Hulagltk. o] H7F Fol, WSS AASta, o] EFES RIA 343 H
aETE. FF Fo] AFES, fYdoA e/ HolAH o E EES AEse] AEgt A oA 2
2ol BT 320 mg(37% &) XA FgHEo] FA uAZA F5FH

4o
|t

o

LC-MS: R,(3) 1.40; A2kA]: [M+H]' 487.19 A=3]: 487.26 (H B).

3) 3H-%E 3-(6-3F-EAZHE ot -] 2] P -3-A W ') -2- [ (S)-2-Ato] S 2 3 A -1-((1R, 25,4R)-1,7,7-E¢]
HE-pto]Ato] S R[2.2. 11 E-2-d-7htEd) - dd v d] 2Ry ye|E

F7)ek vpel o] AlxH, 320 mgd] 3F-HE 3-(6-3F-FFA7E ot -9 gl d-3-4 ) -2-(2-F A-SAEE
3ol )-Z 23 QW] E(0.66 mmol, 1.0 @) % 277 mge (S)-2-o}H|=-3-Alo]ZFE &N~
((1R,2S,4R)-1,7,7-Edw&-nlo]Alo] F &£ [2.2. 1] P E-2-)-Z 2 3] 2oln| = ETZF Q0 ZolAlH 0] E(0.66
mmol, 1.0 B&)Z 12 ml 2] MeCNoll &EFAIZ1aL, 0.37 ml19] EtaNS H7F Foll, &FalolA 2043 F<t 71319

o 97 Fel, Wy YRS FUAE, AREL, §Yd0RM Yu/dotiHelE EgEL
Q27 A A ZHA AmctEadNE AT 139 ng(30% FE)e) BA B T4 nARA 5
S3heint,

LC-NS: R,(E) 2.19; AA: [MH]' 706.42 223 706.54 (% B).

4)  3-(6-o}1 =~T T -3-Y & )-2-[ (§)-2-Afo] Z=Z AN A -1-( (1R, 2S,4R)-1,7,7-E g W &-u}o]Alo] =2 [2.2.1]

- 131 -



<1181>

<1182>

<1183>

<1184>

<1185>
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A E-2-A-shpR)-o| G 9] 25 24l EelZF e ZopAlH o E

135 mg9 3¥-5F8 3-(6-3u-F-EAFIR o - d-3-d W e)-2-[(S)-2-Alo] F 2 A -1-((IR, 2S,4R)~
1,7, 7-Eg|ug-nlo] o] E=2[2.2. 1] RE-2-I-Fhlrd)-dq2A5nd] Z23] o] E(0.19 mmol)E 1.0 ml <

CHCLOl  &aiAl7]aL, 0C® WZbegivt. I3 v, 0.8 mle] TFAE H7lstal, o] E3&S RICNA

¥

ST 17 Foll, I RS FUAYI, ARES RP-HPLCE AAISITY. 70 ng(55% FE)¢) &
A IS A g R FEFAC.
LC-NS: R,(E) 1.61; AFA: ] 550.31 2232 550.39 (¥ B), BEQIAo| g4 1:1 EFE,

'H-NVR (DMSO-dg¢) d 0.67 (s, 3H), 0.69 (s, 3H), 0.82 (s, 6H), 0.79-0.92 (m, 4H), 1.08-1.39 (m, 16H),

1.56-1.78 (m, 16H), 2.01 (t, 1H, J = 12.0 Hz), 2.11 (t, 1H, J = 12.0 Hz), 2.70 (dd, 1H, J = 6.4, 13.9
Hz), 2.79 (dd, 2H, J = 7.0, 13.9 Hz), 2.94 (dd, 1H, J = 5.5, 14.1 Hz), 3.73-3.90 (m, 2H), 4.01-4.13
(m, 1H), 6.80 (d, 0.5H, J = 8.0 Hz), 6.94 (dd, 2H, J = 5.3, 8.6 Hz), 7.01 (d, 1H, J = 9.1 Hz), 7.11
(d, 1H, J=8.7Hz), 7.18 (d, 1H, J=9.1Hz), 7.69-7.74 (m, 3H), 7.79 (d, 2H, J = 9.4 Hz), 7.85 (dd,
M, J=1.9, 9.1 Hz), 7.88-7.99 (br, 4H)

a17] AAldlE AAld 1637 ARl Al 2 E o

165 B 1.55 | 541.34 | 541.39

166 B 1.50 | 549.31 | 549.35
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<1186>

H,N [e)
OH 0
HN— ¢~ F
IS 70 Fﬁ/lLOH‘
167 HN F 1.28 | 447.26 | 447.25
N
o
HyCor,, " e
H,C .t H,N
168 s > 120 | 501.71 | 501.25
NI
H & ﬁ
ho” o
THN
CH
1&g o}
0 o
169 H,C S— 1.00 | 534.74 | 534.35
3>—\ 0 o HN/\\O NH - oH
HS N ‘
N
H3C‘ CH3
cH HN
g C{\ (o]
H,C. —
170 s - HN/S% N on 0.94 | 528.70 | 528.25
HeS N :
H,C oh,
NH,
CIH
. o]
171 FHs AN 0.96 | 435.61 | 435.25
HsC/K/N HN/S\\:H oH
(e}
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<1187>

g HN Q on 0
H HN\>S¢O i)T/ﬂ\OH
172 B H O/NH F 1.32 | 473.28 | 473.30
H. o
173 1.51 | 515.33 | 515.33
H S5
174 H 97 \H F 1.33 | 473.30 | 473.28
N
A 7<)
NH,
o
F
175 N0 <OH 1.45 | 513.31 | 513.34
H O H
N\\Q,,N o
n-
o HO
NH,
_HO
e
HC cH, OH
176 %C:x/ o} o H 1.26 | 435.26 | 435.28
N H N
H N\|/
ﬁ OH
o
H,N o
W =
177 H 0 N/H\\ 1.35 | 507.26 | 507.24
H 2 )
s N
g
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<1188>

H,N, )
o]
e oH FAF/ZLOH
HN\ 40 . .
178 H o=\, 1.30 | 467.23 | 467.35
H o]
&
NH,
FF v
179 . o 1.36 | 523.23 | 523.41
180 1.53 | 509.28 | 509.40
181 1.60 | 501.31 | 501.29
F
})LOH o
182 ! 1.69 | 515.33 | 515.51
HN
CH,
§ “, CHS
CH,
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<1189>

<1190>

<1191>

<1192>

<1193>

H,N
g
(0}
le) S A H OH
183 HN =5 1.31 | 473.28 | 473.39
(o]
H,C
Edh-
184 N NH, 1.61 | 541.34 | 541.39
o] H o
N H
NI
1l o
o HO
CH
g
NH,
185 1.66 | 555.36 | 555.36
H
N
o
OH
g
NH,
186 1.67 | 571.39 | 571.50
(¢]
CH,
°fe] 8t

olElgE 8% TAFI &4 7]E(Actichrome plasma TAFI activity kit)(AZY

No. 874)Z Apg3fo],

mM Hepes,

et AL
Astoict.

Devices]

Y E

HEAOY

=
H(se

a2~
k2~
eri

150 mM NaCl,
) EZAo 2u2 2.5 mM DMSO &lol] H7}&bar,

u A 7}
ol A 420 nmell A 15%

i 12 3 A3E et

CRiles

X Z(Softmax Pro) AXEY
al dilution)e] Hgk(e]Z

KR

ZUlolE wEr][AdE s
A
H1 A 4.8 Ax%

i

_‘?— 1 IC)O %ko

A

g]

- 136 -

g7] Az ZA TAFla Al dial] HAEs3IT
pH 7.4) 2 10102] TAFla(American Diagnostica, Pr.
96 stz-d WA} FHo]EddA AolA 158
FHrsklth, 10409 TAFIa AN (AR d=Ho = 1:22 ng FJAIH)S Hrtste] &
=2~ 384(SpectraMax plus 384); #|ZFY: Molecular
FH 3T,

. Molecular Devices)E o]-&3s}o],

Axketgie.

ZIHS3d 10-2009-0087044

: American Diagnostica)(Pr.
O] AL 2809 HAL F=M(20
No. 874TAFIA; 2.5 /mD)E, 7

it
o
2
1
ot



<1194>

#£ 1
A Ao ICso | AA]4] ICs | AA4 [Cs0 AA] o 1Cs0
HE Ml |3 LMl "5 [uM] ik [uM]
2 1.424 57 0.544 107 1.10 146 0.071
10 0.979 64 0.757 108 0.007 149 0.049
;11 0.644 69 1.047 109 0.009 150 0.357
12 1.257 72 0.167 110 0.006 1563 1.087
13 1.26 73 0.047 111 0.004 154 .0.220
16 0.039 74 0.019 113 0.747 155 0.669
19 0.353 75 0.653 ’ 114 0.519 156 0.492
20 0.105 76 0.845 115 0.239 157 0.2
21 0.904 77 0.003 118 0.267 159 0.131
25 0.463 78 0.305 119 1.302 163 0.012
26 0.487 79 0.031 120 0.615 164 0.026
27 0.187 81 0.166 121 0.370 165 0.882
28 0.118 84 0.654 122 0.525 169 0.770
29 0.694 85 0.039 124 0.018 172 0.420
31 0.076 86 0.06 126 0.204 173 0.012
32 0.753 88 0.393 127 0.693 174 0.326
33 0.19 90 0.111 128 - 0.391 175 0.168
34 1.085 91 0.004 129 0.608 177 2117
37 0.537 92 0.160 133 0.636 180 0.168
38 0.297 93 1.499 134 0.532 182 0.069
39 1.14 94 109.23 |135 0.522 183 0.805
41 0.09 95 41.042 |137 0.14 184 1.069
42 0.839 96 0.015 139 0.376 185 0.4
43 0.046 97 0.462 140 0.318 186 22.943
44 0.144 98 1.036 142a 0.0007 187 10.176
49 0.106 99 0.057 142b 0.006
53 0.391 1100 0.111 143 9.756
56 0.133 103 0.015 142 10.601
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