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58379 ¥
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12 19 sgtE 9 Ageidow & 8HE ol o
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A X
BT X
M\n\ w
D = %
R

SAe] shaba 1A,
M2 R1-N(R2)-C(=0)-, R5-C(=0)-N(R1)-, R5-S(0)o-»-N(R1)- H+= R1-N(R2)-S(0)¢-»—°]3L;

ot
ok

W= 0, CHy =& C=0°]L;

X& N-R4, 0 &= So]at;

A, B, D ¥ Y& A=E SgHox C(R3) B Nojar, o714 gzt A, B, D B Y 9 Hdf 27l= N9 S| &
EAS

R‘S_‘ (Cl_Clﬁ)_?‘E}_—ﬁ, (Cl_Cs)_?:_}Z—:]'gT}\], (Cl‘C{a)‘%ﬁa—?—, O]'U]}T—, (Cl_CS)_?:_}Z:_]o]'U]}T—, ﬂ—(CZ—Ca)—%I’?J_O]-U]i,
(C-Ca)-2A7hL o, (CCo)-LFA TR okl e, B2, SOl SBA], Wie-(C-Cy)-2opv] b,
O-(CoCo)-dZAolm =gt e, (C-Co)-LIFAIFIR Y, (C-Co)-LZA7MRd, Alole, EFEFozdY, EEF

LEWESZA, (CCH)-LZAMEAEY &= ol =Ad¥Edo]l;

RIE (CrCip)-2ZA[71M 428 2, (CCo)-LZ, (CC)-LAZA], Fo|=FA, (C-C)-LAHTE, o}
e, (CCo)-LZotu, T-(CoCrp)-EZAolr e, ~(CoCp)-oF, —(CiCr)-dlElZold, —(C3-Cp)-3lEl ZA}0]
29 v (G Cp) Al Z29d2 8" 5 9lal, 97|A o, deH R, e RA]EE B AlojER
A2 =2, (GC)-2F, (CC)-LASA, stel=FAl, (CCo)-LZMFE, obnn, (C-Co)-gZotn]
EE H-(CCp)-gZotn ez 13] o slejz2 Ak = vH, (C-Ci)-2ZA[A71A &Z4e -(C-C)-°FE,
“(CyCr)-dlEl 2ot , —(CCp)-slHZAL)ZFE EE ~(CCp)-AlelF2UUR X8H a1, 7|4 o}, JH=Z
ot aEH|ZAlo]EY i AlolFaAAL T, (C-C)-2Z, (CC)-LASA, dlo]==A], (C-Cx)-2Z
HIE, ofuli, (CCo)-dZolmie T U-(CCp)-<Zolu ez 13] ol Yoz A3d = o], -(Cs
Ci)-oFd, —(CsCrp)-slEl Rl ~(CCp)-slEHlZALlEE EE —(Ci-Co)-AtelER2LZ[7]A ofd, sl o}
g, FEEAEY i AolFRdde FEA, (CC)-22, (CC)-LA5A], to]=EA], (C-Cy)-224
TE, obv)x, (C-Co)-dZolr e EE U-(CCp)-gZolu| 2 13] o] d9& XFd 4= drh]o)a;

rig

R2E= 4, (G Cip)-2Z, ~(CoCi)-oFd = (C-C)-LZA-(CoCyo)-oFH o] AY,

Rl 2 R2E ol&S 7HA 2 e FAh dAe} st/ 23 EAY FEFHo 2 EX3lE 4 YR 799 EAlo]&E
@ Asg e wasAY PEHoR wuaid 8 ud e wallRE 8 Asue I4sk, 4]
2Ho] FEAQ W= -CHR4-, —-CR4R5-, -(C=R4)-, -NR6-, -C(=0)-, -0-, -S-, -SO- ¥ -S0,-9] ZFo=2H
Blo] 1 A 3709 A == A aF o R wAE 5 9lal;

R3Z T, (CCo)-¥Z, (C-C)-EAEA, ol=FAl, (CC)-EAMIE, ofvx, (C-C)-EZAolvx, ¢
(CoCr)-EZoln| =, Ao, (C-Co-¢Z7tRd, =7, EEFadd, EIZFL2WESA, (G-

Co)-dAdxyd & ofn|dxdo]a;
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Ri= F2 T (C-C5)-<Zo)ar;

R5E &, (GCe)-27Z, ol (CCp)-LZotr e, U-(CCp)-dZotm=[of7] 48 sz, (C-
Co)-E, (CC)-EAEA], slel=FA], (C-Co)-LAHUE, ofnx, (C-Co)-LZAotr e, T-(CCup)-ddo}
1, =(CoCro)-oFd, —(CoC)-alBlZoFd, —(CsCpo)-3lEl ZALO]FE L= —(CyCp)-Alo]F2LAR X3d 5
AL, 74 o, slHRoE, sHEAIEE EE AR|ERAAL T2, (CC)-¢Z, (C-C)-LASA,
ol =5 Al (C-Co)-ZAMTE, ofnx, (C-Co)-dZotr i e T-(CCp)-dZotr ez 13] o 9=
28E 5 Ao (G Co)-oFd, —(C-Cp)-dlHZeld, —(CCp)-dlEl2A o] EE EE -(CCp)-Alo|EF247
[o171A4 o}d, del 2o}, Sl 2Ale]EE T Afo]F 22U 27, (CC)-2Z, (C-C)-LASA], 3ol
Z=A, (CC)-LAMTE, o, (C-Co)-LZobn| i T U-(CCp)-LZolr e 13] ol o=z A3
EIRE ==

AT+ 2

A1gtell dofAl,

Mol R1-N(R2)-C(=0)-, R5-C(=0)-N(R1)-, R5-S(0)¢-s-N(R1)- ¥ RI-N(R2)-S(0)¢5-0]3L;

W7 0 ®=& C=00]aL;

X7} N-R4o] 1L;

A, B, D 2 Y7} A& Egz o= ((R3) W Noli, o714 gtz A, B, D 2 Y Z9 H 2/ N9 9=
7H e SlaLs

ROl (C1=Cip)-24, (C1C)-LZAEA], (CC)-LZEL, obuie, (C-Co)-L ot i, Y-(CCs)-L ot e,
(CCo)-EZ7tR ot =, (C-Co)-&FAtR o=, SR, dfo]=FA], Riae-(C-Co)-LAotn| =7tRd,
O-(Co-Co)-oetm =7tmd | (GCo)-LFA7tRY, (C-Co)-A7tRd, Aoty EEZFozdvd, EIEF

emmESAl, (CCH-EAAETd T opn| A do]ar;

R1o] (CCi)-2Alel 714 ahde B2, (C-C)-2, (CC)-HASA, St B8], (C-Cy)-LAWIRE, of
e, (CrCo)- o]t El-(CumC)- 20k e, ~(Go-Cio)-0bE, ~(CoCr) - ENZOFE, ~(CoCr) -3 Bl 2AFo]
Y EE (CrC)-AelFEAAE ABY 5 Y, o714 okl ddRold, sHEAelZY E Ao 2R
BAe BEA, (C-C)-RA, (€-C)-BAEA, FOISBA, (OC)-LAHTE, obvl:, (C-Cy)-2obr =
E O-(CoC)- 2ol 18] o4 Qelz Afd  ATH] EE (G LA[G7)H FDE ~(C-Ci)-0}
G, ~(CCu)-FHROD, ~(CoCo)-HH AT FY Bt ~(C-Cu)-ALo FRIAR AR, 714 old, 3
Hzold, slHzAlel2Y Ei AFRUNE BRA, ((C)-LW, (CC)-SAEA, FHl=RA, (O
CO-LAPAE, obiie, (CC)-oh] e i T-(CrCy)-Selv g 18] o] o= A5k & rHel
al;
R27E S, (CoCi)-22, ~(CrCi)-obd B (C-Co)- A A-(C-C)-ohd o] ALY
RL % R27E o158 7HAm 9 A4 Q4% @ ZahsAL REHoR Buahy 4 A 7909 RwAbol
B A28 EE EsEAG FEA0R BEsE 8 U4 4 MAlFY B A28 Fystn, ) @

)

"ol FE Al W= -CHR4-, —CR4R5-, -(C=R4)-, -NR6-, -C(=0)-, -0-, -S-, -SO- % -S0,-9] ZFo &

gel 1A 3/le) 94 EE A% DFow wAd & X

> 1

1z

R3o] grax, (C-Co)-2A, (CC)-LAFA], slo]=FA], (G-C)-LAMTE, ofve, (C-Co)-EZokn| =, Y-
(CoCrp)-Edotm e, Aok, (CCo)-gA7tRd, =7, EgIFemdAd, EfZIFe=ddsAl, (C-

Co)-Zddxd e opniedyxdolar;
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R47} S T (C-C)-<Z o)L,

R57F &, (G Ce)-2E, obvie, (CCe)-EZotm e EE o-(CCp)-EZotr|eoli, o7 4AL
Sz, (CCe)-LZ, (CrC)-LAKA], sFo]=FA], (C-C)-LAMTE, opvie, (C-Co)-LZokr] =, t-(Crm
Cip)-Zolu i ~(CeCio)-oFd, ~(C;C)-3lEH 2o}, ~(C;Cp)-3EHZAL|FE E= ~(CCp)-Alol 2L =
18 = Qlar, 7|4 ofd, FHRold, SHEA|EE e Ale]ERAUL e, (C-C)-2Z, (C-
C)-LAZA, Sl =EA, (CCo)-LAMTE, opun, (C-C)-LZotre B H-(C-Cp)-2dZotn 2 13|

g Qo ABE = Y, H 19 P L PAGHOR HgHE o9 4.

N

Me] RI-N(R2)-C(=0)- & R5-C(=0)-N(R1)-°]iz;
W7k 0 =& C=00]a;

X7} NHe| a2,

A, B, D ¥ Y7} CHelaz;

ROl (C=Cip) -2, (CCo)-LAZAl, (C-C)-AE L, o, (CC)-gAetr e, t-(CCy)-LAotn i,
(CCo)-EZ7tR ot =, (C-Co)-LFAtR o=, SR, dfo]=FA], Riae-(C-Co)-LAotn| =7tRd,
O-(Co-Co)-2Aotm =7tmd | (GCo)-LFATtRY, (C-Co)-A7tRd, Aoty EEFozdvd, EIEF
2HESAl, (CCo)-LAHEd T ofn| Ay do]ir;

R1e] (Ci-Ci)-¢Zelar, 714 4L —(CoC)-otE, -(CCp)-dlHZotd, -(C;Cp)-dHZAte] 2 %=
~(CCp)-AelE2d 42 X3sa, o7|A ofd, sH R, dHEAEE E= AlojF2d7e d=
(C1Ce)-2, (CrC)-LAEA], Blol=ZA], (CC)-LAHHE, ohux, (C-CoH-2Zolmx: T Y-(Cr

Cio)-LHobrez 13] o] o= ¢

i
4>
)
Iy

R27F 4724, (CoCip)-2Z, —(CoCro)-obd HE= (C-C)-LAA-(CoCyo)-oFH o] 35

R57F 2, (GCie)-2E, o=, (GCe)-FZot = Ex H-(CCp)-FZobreolar, o7 4d2
Sazl, (CCo)-2Z, (CC)-2AKA], stol=FA], (C=Co)-LZHFE, obvx, (C=Co)-EZobr =, t]-(Cr
Cio)-hotr i, —(CeCo)-oFd, —(CsCro)-3lH 2ot -(CsC)-3lH 2] ZE H= —(CiCp)-Atol E 2L =
285, 7)Mo}, FElRold, SHZAe]EFE L= Alo]FRAAS dA, ((C)-2Z, (C-()-22
SA], sl =EA], (C-Co)-2A MR E, ofle, (C-Co)-2Aotre Ex H-(CCp)-gdetrez 13] o4 ¢
oz AgkE 5 9=, s 19 sete B ARdtHer s&H= ol 4.

AT 4

A1F WA A3E Fo] o= F el oA,

Me] R1-NH-C(=0)-©] aL;

W7F 0 =& C=0°];

X7} NHe]az;

A, B, D % Y7} CHelL;

ROl (Ci=Cip)-LZ, (CrC)-LASA, (C-C)-LZEL, opv, (C-C)-LZotm e, T]-(CrCy)-LZ o],
(C-Co)-EZztr et (C-Co)-SFAZtRdetn| e 27, sfo]=FA], Ra-(C-C)-LAotn| m7trd,



H-(CCo)-2Aotm =7t (C-C)-ETA7ERd, (C-Co)-LA7tRd, Aotx, EfEFozvd, EdEF

emmESAl, (CCH-E¢AAEd T opn| A xdoe]ar;

RIO] (C-Ci)-bolin, o17]4 Shde —(CrCi)-obd, —(CrCu)-slElZold, —(CCy)-slHl 2ol 28 i
(Gl AelERRAR AR, orIA ofd, ddzeld, dHzAel3d E AoZRene @mil
(CrCa)-22, (CrC)-LASA, FPOEZA, (CrC)-LAMZE, ofuli, (CrC)-LZojili %
Co)-gHobrlez 18] o4 Qlelw A3k 4 o, seka) 19 3% 2 AUHow Heu: o9 @,

l

rir

-

o
I

BT 5
A1 WA A T o= g Fell glojA],

Mol R1-NH-C(=0)-©]iL;

W7 0 = C=00]iL;

X7} NHo| 3L;

A, B, D & Y7} CHelaL;

ROl (CCip) -2, (CrCo)-LAZA, (C-C)-LZESL, opun, (CC)-LZolr, T-(CCy)-LZoln] i,
(CrCo)-A7tE oM, (C-Co)-FAZRR o, FRA, sto]=HA], Rie—(CrCo) - ohv =7k,
H-(C-Co)-gAetm=7bid | (G-Co)-LFA7RE, ((-Co)-2A7tHd, Aot EEFozdd, EfET
QEHESA, (C-C)-LAMTY EE ofu]mdEdo];

R10] —(CHy),=(CoCip)-oFd, —(CHo)y(Ci-Cip)-3llEl 2ok, —(CH)y(Co-Cio)-3llEl 2ALO) E ™ HEE —(CHy) i (Com
Cip)-AtolZ®mdZolar,  o7|A  ofd,  &H=Rold, FHZAIEY EE AlolFadZd 2 ¥,
(CCo)-2, (CrC)-LASA, slel=FA], (CC)-LLHAE, o, (C-C-2Zotrx Ex t-(Cr
Co)-Adotniez 13] o4 o)z A&

N .
2 4 Qi

nel 1, 2, 3 H= 491, 3}8h] 19] 33tE 9 Aty oz s&H= o9 4.

AT 6

oFAl (pharmaceutical) =41 ARE-3L7] 918k, A13 WA A58 9] oj= & o F7-% s}e2 19 s3t=.
ATE 7

A1E WA A5 5o o= gk &l HTE skt o]de] sstES EFske oFAl.

AT 8

AL WA A5F F) ol @ Fol FTE St olde] RAE W sht olgel Frhel B R L Tashe

Al QloiM, F7tef &g Aol shut oo A, AdT &4 A, MMGCoA fUan ofAA,
Fe=HE 55 A, PPAR vk G Al, PPAR &9t %A, PPAR &ub/3vh @A, PPAR @EF Al
Heo|E, MIP A, w54t F5 A, NP A4, CETP AAA, T3Ad 54 F540, L +84 #
AL ACAT SAA, FatshAl, AR 2uhAl AAAl, ATP-AEZ O E FobAl AAA, AT FdEL

q, Aed @) d3A, I74A 784 fsAl, 2utAl AAA, l&d, dxdgeol, wgolis, waeE
HE, ElopEedn, a-SFAATA A, 1E} A E] ATP-© < g Adel #Agete 24 4w, =9
S QkstE s AAA, ST EA ABA, SFsTIGAY 23, 2R AR A, ZHE
2-1,6-H| =X 2T e O] AR, X FEA 44 247, SFHU-TYHEX-G-E A0 E ojn] EE T
gl A, OREAE A Vel AAAl, 11—H11E}—6}°1E%f\1iﬁﬂi°1 draas 19 AAA, @9

A| %

IH

_6_
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El24 223 ERA 1BY] AAA, YEF-9E 259 754 1 B+ 29 Z4dA, GPR40Y 2dA, s=22-73%
glapae] AlAl, obME-CoA ZHA Al AAA, EAFLoFYFHo|E FREAIZ|AL] AAA, Sl ¢
daa 7IuAl-3 wEre] A, Sl Z)uAl C dEre] AAlA], AmEE-A eEAl AA, T 7B 7] 9

AAA, FFEIFAZE Fo|E FEA 9 ZAA, CART E%A4, NP A, 892 aEA, I3 &%
Al, INF &5A, CRF &4, CRF BP A&Al, 232" a5A], B3 &%A, (Bl &A A&A, MSH(Ez}x
AP E-Zt= S22 &) %54, (K &5A4, AZEY AFZFs AAA, £38 AZEUAY 2 wSolugddAd 3
P, SHT &4, Hul4l aeA, Zetd dd3dA, 44 328, 43 =2 =

=
?Oi'
olr
2
=
S
NG

S =% s9HE, TR é:%ﬂl, AAE
¥ A (uncoupling protein) 2 B 3 2HA|, AW E5A, DA ESA(EERAHY, =2 dA), T4/}
AgtA JAA, PPAR Z2AA|, RXR Z&A == TR-B %A == duegvs £, k4.

AT 10

v gk 2188 9% (medicament) ] AXE 3+, A1 WA A58 59 o] 3 o A3H LS S,
A3 11

e A5E o] AxE A%, ALY WA A5F T of

v
S
odk
K3
oX
-1
e,
oty
ot
e
lo
oo
H

AdAEE oleke] AxE A, ALY WA A5F T o

r
ot
o
2
o
-
)
)
%
e
1o
o
H

A3 13

A S5 A58 oofe] AxE A%, A1F A A5F T o= 3 Foll HoE BAg=e] Sk,

i A

ot

3 A

w1

A& & ook AxE 9, A1 WA A5F Fo] o= & Fol HH FFE Sk,
A7 15

AT ol A=g o] AxE A%, A1F WA A5 Fo] o= o o HTE FFES] S
A7 16

ONS oll A 5g oJoke] AxE 91, A1 WA A58 Fo] o= g o] HH e &,

AT 17

A3 19

&9 A oRAEtH o R AR FAE EFea Gl EFES Fold AR MR AN 2Fete,
A1 WA A5 Fo] o= & ol AE st o] e SFES EFes ook Alx W

A7 20

HIRE A58 oJofe] AxE 9% shehy] 19 shete 9 AEdtHow &= old e &%

sheb 1
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flef shebA TelA,

& RI-N(R2)-C(=0)-, R5-C(=0)-N(R1)-, R5-S(0)o-o~N(R1)-, RI-N(R2)-S(0)¢o~, B=i= N, 0 ¥ SO ZHF O 25 E
o 2 WA 47he SElRAE 2FE ¢ e sERARlF A, 474 sElRALIF 2 (CCip) - B ©
T AgH AaE Asd F L

W= 0, CHy, =& C=0°]aL;

X& N-R4, 0 &= So]at;

A, B, D ¥ YE AR SyA2= C(R3) TE Nelar, 97]A gtz A, B, D 2 Y F< Aol 271 No| on|&
b AL

RE T4, (G Cw)-2Z, (CC)-EZLSA, (CCG)-LFEL, ofnx, (C-C)-EZotm =, t]-(CCo)-LAo}
M, (GCo)-dATtR o] e, (C-Co)-LFAI b doln| e F27, Fle]=FA], Rie-(0-Co)-LZoln| w7t
B, f-(CrC)-gZotmegtid | (C-Co)-SFAI7ERE, (C-Co)-ZA7tEd, Aotw, EgEFeEvY, E

ZF2HEZA], (C-Ce)-LAATEY T oln| =¥ do|ar;

RIE (CrCip)-LA[71M 42 2, (CCo)-LZ, (CC)-LAZA], Fo|=FA, (C-C)-LAHTE, o}
e, (CCo)-LZotu, T-(CoCrp)-EZAolr e, ~(CoCp)-oFE, —(CiCr)-dlElZold, —(C3-Cp)-3lEl ZA}0]
29 v (G Cp) Al E2dd2 A8d 5 9lal, 97|A o, deH R, sERAe]EE B AlojER
A2 =2, (GC)-2F, (CC)-LASA, stel=FAl, (CC)-LZMIE, obra, (C-Co)-gZotn]
T U-(CrCp)-gZotr e 13] o] doj& Agd & UtH, (CCo)-¥ZA[A71A 2L -(CoCio)-oHE,
“(CyCrp)-dlElZot, ~(CCp)-dlHZEAI)ZFE EE ~(CCp)-AlolF2UUR X8H a1, 7|4 o}, FH=Z
ot aEH|ZAlo]EY i AlolFaAAL T, (C-C)-2Z, (C-C)-LASA, dlo]==A], (C-Co)-2Z
HAE, ofu, (CCo)-gZolue EE T-(CCp)-Ehotr =2 13] o d9x x3d + U], -(Co
Ci)-oFd, —(CsCrp)-slEl R, ~(CCp)-slEHl @Al EE EE —(Ci-Cp)-Ale]EFR2LZ[7]A ofd, sl o}
2, FHRAlo] Y EE Alo]FRAn e Fal, ((-C)-2Z, (CC)-LASA], dlo]|==

TE, obvx, (C-Co)-dZolr e EE U-(CCp)-gZolu| 2 13] o] d9& AFd 4= drh]o]a;

rlot

R2e= 4, (CrCip)-2Z, —(CCo)-oFd EE (C-C)-2ZA#A-(CCi)-oFd o] A

RL % R2E o523 /MAx 9t Ak 949 3 EshsA PRAoz BESE 4 WA 799 Wil e
$ A28 wE TG PRH0R BEsE 8 uA 1449 HAel2Y B Ax9e FAsL, 47 § A
2:ele] <) W= -CHR4-, -CR4R5-, -(C=R4)-, -NR6-, -C(=0)-, -0-, -S-, -SO- % -S0,-¢] ZFOo =R

Blo] 1 WA 370 Ak = A2 aFew wAE 5 3l
R3Z 4, (CCo)-2Z, (CC)-LAFA, dtol=FA], (C=Co)-LAMTE, ofvx, (C-Co)-gZAotm =, H-
(CCrp)-otm =, Alopwm, (C-Co)-2Z7td, =i, EgEFe=dd, EZIFzWESAl, (G-

Co)-L AT = ofn|=Axdo|1;

R4 F4 = (C-C5)-<LZo)ar;

R5E F2, (CCi)-2Z, o, (CCie)-gZotm i, T-(CrCp)-LZolmz[o]7] 4ae =27, (Cr
Co) -2, (CC)-EA%Al, FFel=FA], (CCo)-YAHTE, otux, (C-Co)-gZolm e, tl-(C-Ci)-LHo}
1 ~(CoCip)-oFd, ~(CCr)-dlElZo}d | ~(C;Cp)-3lHZA]EE = ~(CCp)-Alo| EF2LA 2 X3d &
AL, 714 o, e R, FEHZAIEY EE Ao Z RIS R, (CC)-¢ZA, (CC)-LAFA],
SOl =FA], (CrCo)-LAMAE, obulx, (CCo)-LZolux Fi T-(CCp)-dZeoln e 13 o) o=
218kd 5 vk, —(CeCu)-oFd, —(CCr)-dlEl&Eetd, -(CCp)-dlHZAlZ™ HE= —(CiCp)-Atol 2244
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[AA714 o}, FHRoIE, FHEA)EEH
EEZA, (CCo)-LZHTE, oluyx, (C-Co)-LZot e T Y-(CCp)-LAoln| =2 13] o] Yoz |3t

rr

AtolZ A S drA, (C-C)-¢4, (C=C)-d=A], 8ol

A208el lelA, Hlwk A58 ojefe] A xE 93,

Me] R1-N(R2)-C(=0)-, R5-C(=0)-N(R1)-, R5-S(0)¢-s~N(R1)-, R1I-N(R2)-S(0)p»—, H=+= N, 0 & So] IFo 2K FE
o] 2 WA 47 el zdaE: 23} 5 e dHzAelEolal, o714 SElEA] 2 (C-Cp)-¥E E o
F A%9 rw 28" 5 gla

W7k 0 =& C=0°];

X7} N-R4¢]3L;

A, B, D B Y7} A& ¥ o= C(R3) W& Nolar, o714 gtelzk A, B, D 31 Y ¥ Hd 270 N9 9w &
7Hd 4 QL

Ro] 4, (G Ci)-¥2Z, (CC)-EZHSA, (CCG)-LFEL, o, (C-C)-EZotn =, t]-(C-Co)-LAo}
M, (CCo)-&A7bEdobrie, (C-Co)-E=A A7t dotm e, &, sfo]=5A], REe-(C-C)-gdobr =7t
B, Y-(CCo)-gZotwertid, (CCo)-YFAFIEY, (C-Co)-¢Z7tRd, Aotx, EEFavE, E

EFeammdSA], (C-C)-4LAHAEd T opnAd ¥ dola;

R10] (CoCip)-LZA[A71M AL 2, (C-C)-LZ, (CC)-LAZA, Fol=FA], (C-Co)-LAMAE, o}
1 (CCo)-gdor e, H-(CrCr)-gZotr e, ~(CCip)-oFE, ~(CCi)-3El 2o}, —(C;-Cip) -8l Bl 2A}0]
2 B (G Cp)-Atel22dd® A3kd & gla, o7|A ofd, e Reld, deHEZAte]EE T Ao R
A2 =2, (G-C)-2F, (CC)-LASA, stel=FAl, (CC)-LZMFE, ofnn, (C-Co-gZotv]
EE O-(CCp)-gZAetm ez 13] o] ¢lo]2 Agd F dth] T (C-Co)-gA[A7IA 4Z4& -(CCo)-°F
2, —(CsCp)-3lEl 2ol —(C3-Cp)-8lHl AL ZY ®E —(C-Cp)-AtolZRAAR X8H a1, o714 o, 3
HZold | deHIAe]EE Ev ApolE2dde d2al, (GC)-€Z, (G(C)-LA=ZA], BFol=FA, (G-
Co)-SLHTE, ofuie, (CCo)-¢Zotie e Y-(CCp)-gZoti 2 13] o4 o= X3d 4 rt]o]
al;

R27F 2, (CCip)- 22, —(CoCip)-oFd EE (C=C)- LA A-(Co-Cyp)-oFd ol ALk

R1 2 R27} o]52 7HAT Sl da dast 374 EsEAY FEdow Bxshe 4 5] 799 RicAfe]S9
B A2 e ESEAY FEAoR EXxstE 8 WX 1499 HAle]EY $ A[2"E , | g
2ol JEA Q] W -CHR4-, -CR4R5-, -(C=R4)-, -NR6-, -C(=0)-, -0-, -S-, -SO- % -S0,-¢] ZFo=i
Heol 1 Wi 3709 92k e 9 aFos wAlE F Qi

R30] A, (CCo)-2Z, (CC)-LAZA, to|=FA], (C-Co)-LAMIE, ofulx, (C-Co)-LZolmx, t-
(CrCip)-gAotm i, Aobi, (CCo)-2Z7tnd, @27, EgEFezud, EIFoauESA, (C-

Co)-LdZDAFTYd & ofn|=AFE o],
R47} 4 e (C-Cy)-¥Hola;

R57F &, (G Ce)-2E, o, (CCe)-EHotm e EE o-(CCp)-gZotr|eoli, o7 4AL
Sz, (CCe)-LZ, (CrC)-LAZA], sFo]=FA], (CC)-LAMTE, ofvie, (C-Co)-LZokr] i, t-(Cm
Cio)-Zolu) | ~(CeCio)-oFd, ~(C;Cpp)-3lE 2o}, ~(C;Cp)-3EHZAI|FE E= ~(CCp)-AlolEF2UA =
Agkd = 9lar, 7|4 ofd, FHRold, SHEA|EE e Ale]ERAIL Faal, (C-CH-2Z, (C-
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Co-L¢ASA, sto]=FA], (CCo)-AMAE, obvx=, (C-Co)-Hotr = B T-(CCp)-EHotr =2 13]
ol delz Agkd 4 Sl= sty 19| getE 3 AustHer s8H= ol 99 &k,

AT 22

A203kel delA, vk A= oJoke] AxE 93,

Me] R1-N(R2)-C(=0)- H=3= R5-C(=0)-N(R1)-°]iL;

W7k 0 =& C=00]1;

X7} N-R4o] 31;

A, B, D B Y7} A& ¥ o® C(R3) W& Nolar, o7]4 egtelzk A, B, D 31 Y F°] A 271 N9 9w &
7Hd 4 AL

Ro] 4, (CCip)-2Z, (CCo)-2ZASA, (C-C)-2ZdE 2, o, (C-C)-gZAotm e, t-(C-Cs)-¢Z ot
M, (CCo) -7t dopr| e (C-Co)-EStAI7kR ot e, el dto]l=FA], Bie-(C-Co) -2 obv] =7}
B, O-(CC)-gAetm=gtid, (C-Co)-EFA7ERE, (C-C)-¢A7tRd, Aofe, EfEFordd, E

HEFRHYSA, (C-Cy)-RBAEY E ofn) AT o] 2]

R10] (CoCip)-LZA[A71M 42L& 2, (CC)-LZ, (CC)-LAEA, Fol=FA], (C-Co)-LAMAE, o}
1 (CCo)-gdobr e, H-(CrCi)-gZotr e, ~(CCip)-oF, ~(CCi)-3lEl 2o}, —(C;-Ci) -8l Bl 2A}0]
29 B (G Cp)-Atel22dd® A3kd & gla, o7|A ofd, e Reld, FeHEZAte]EE T A2 R
A2 g2l (GC)-2F, (C(C)-LASA, sFel=FA, (CCo)-LZMFE, obnn, (C-Co)-gZotn]
EE O-(CCp)-gZAetmm® 13] o] ¢lo)2 Agd F dth] T (C-Co)-gA[A7IA 44 -(CCo)-°F
2, —(CsCp)-3lEl 2ol —(C3-Cp)-8lHl AL EY EE —(C-Cp)-AtolZRAAR X8H a1, o714 o, 3
HZold | deHAe]EE Ev AlolE2dde g2, (GC)-€Z, (G(C)-LA=ZA], BFel=FA, (G-
Co)-SHTE, ofuie, (CCo)-¢Zotie e Y-(CCp)-gZoti 2 13] o4 o= X3d 4 rt]o]
al;

R27F F2x, (CCip)- 22, —(Co-Cip)-oFd EE (C=C)- LA A-(Co=Cyp) -0 ol ALk

R1 2 R27} o]52 7HAT Sl da dast 34 EsEAY FEdos Bxshy 4 X 799 RicAfe]S9
B A2d e ESEAY R oR EXxstE 8 WX 1499 HAle]EY d A|2"E , 3
2ol JEAQl W -CHR4-, -CR4R5-, -(C=R4)-, -NR6-, -C(=0)-, -0-, -S-, -SO- % -S0,-¢] ZFo=i
Hel 1 ux] 3709 9k e 9 aFos wAlE F il

R30] A, (C=Co)-2Z, (CC)-LAZA, sto|=FA], (C-Co)-LAMIE, ofulx, (C-Co)-LZolux, t-
(CrCp)-gZotm i, Aoli, (CCo)-227tRd, @27, EgEFezud, EIFoauESA, (C-

Co)-LdZDAFTYd & ofn|=AFE o],
R47} 4 EE (C-C5)-LZola;

R57F &, (G Ce)-2E, o, (CCe)-EZotm e EE o-(CCp)-gZotr|eoli, o7 4AL
Sz, (CCe)-LZ, (CrC)-LAZFA], sFo]=FA], (CC)-LAMTE, opvie, (C-Co)-LZokr] i, t-(Crm
Cio)- ol ~(CeCio)-oFd, ~(C;Cp)-3EH 2o}, ~(C;Cp)-3EHZAL|FE E= ~(CCp)-AlolEF2UA =
Agkd = 9lar, 7|4 obd, FHRol, SHEA|EE e Ale]ERAIL e, (C-CH-2Z, (C-
C)-LAZA, SFOl=EA, (CCo)-LAMTTE, opun, (C-C)-LZotne Hi H-(C-Cp)-2dZotn 2 13|

o% Qo= Agd e e 19 BEE L YA o HgHE oo Ao .
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208l SlolA, HIRE A 2g ooke] AxE 9%,

Me] RI-N(R2)-C(=0)- B+ R5-C(=0)-N(R1)-°]iL;

W7 0 = C=00]iL;

X7} N-R4o]iL;

A, B, D & Y7} CHelaL;

Rol 4, (GCie)-2Z, (CC)-EZASAl, (CC)-LAE L, opr, (C-Co)-EZobm| =, T-(CCo)-&do}
M, (CCo)-A7b o, (C-Co)-E=A 7R ot e, &, sfo]=5A], Rie-(C-C)-gdobr =7t
B, Y-(CC)-FHotm =zt d, (C-Co)-E3A7kRd, (C-C)-&¢a7tnd, Aok, EfEFezvd, E

ZF2HEZA, (C-Ce)-LAATEY T oln =¥ do|ar;

R1O] (CoCip)-LA[71M 42 2, (CCo)-LZ, (CC)-LAZA], Fo|=FA], (C-C)-LAHTE, o}
e, (CCo)-LZotu, T-(CoCrp)-E Aol e, ~(CoCp)-oFE, -(CiCr)-dlElZo}d, —(C3-Cp)-3lEl ZA}0]
298 EE (G Cp)-Atol 22972 A3kd 5 glar, of7]A ofd, s Reld, deHRZAe)EE Ei Al 2R
AL TR, (CC)-¢E, (CC)-LAFA, sfo]=FA], (C-Co)-SAMTAE, ofv, (C-CH-2Z ot =
EE O-(CCp)-gZAetm ez 13] o] ¢lo]2 Agd F Ath] = (C-Co)-gA[A7IA 424 -(CCo)-°F
2, —(CyCp)-3lEl Rt , ~(CyCp)-dEl @A) FE i —(C-Cp)-Alo]ZFRAAR Asu a1, of7]A] o, 3
HZold | sHEAo]EE Ev ApolE2dde d2al, (GC)-€Z, (G(C)-LA=ZA], BFel=FA, (G-
Co)-SZHAE, ofuie, (CCo)-¢Zotix e Y-(CCp)-gZoti 2 13] o] o= X3d 4 Urt]o]

al;
R27F 2, (GG, ~(CoCi)-oFE B (CrC)-LZAM-(Co-Cio)-oFE o] ALt

Rl @ R27} o)< 71X 9= A dAe) 34 T3E ALY} RRER oz E:ﬁ@}% 4 WX 799 ExAlo]Ed

& Aad Ee ey FEAeR 2xstE 8 A 1499 HAfol 2 & ARl FAsta, 7] & A
2wle] ABAQ WHE -CHR4-, ~CRAR5-, —(C=R4)-, -NR6-, -C(=0)-, -0-, -S-, -SO- & -S0,-¢] IFoz}

Ele] 1 WA 370e] A = 4 aFow wAE F 9lal;

R47} F2220]aL;

Ro7F &, (C=Ci)-2Z, o, (C-Ci)-gZAotr e H= o-(CCp)-gZolueola, 7|4 44
SFRA, (CC)-2H, (CC)-LAZA, ste]=FA, (CC)-LAMLE, ofulx, (C-Co)-dZetve, T-(Crm
Ci)-dZobr e, —(CoCio)-oFd, ~(CyCro)-dB R}, ~(Co-Cro)-3lE|ZAo]EE EE ~(CCp)- Al 22U R
Al = 9lar, of71A ofdd, el Reld, s RAlZ Y Eu Aol RIS R, (G-, (G-
C)-LAEA, Bl =FA, (C-Co)-LAMZTE, obie, (C-C)-LZohr e e T-(CrCp)-Lhotv =i 13]

o % golz Agd e B9 19 HEE L AYsHoR HguE oo A9 g,

G A58 ook AzE g, #1208 WA A233 Fo] o g o A tE sk 19 e &=,
AT 25
A AAE ko] Az A3, A203 WA A23F Fo o= 3 Fo| A 3 19 3= §k.

A3 26
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[0010]

[0011]

[0012]

[0013]

[0014]

[0015]

[0016]

[0017]
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[0019]

[0020]

SIHE3S 10-2010-0052482
M2 R1-N(R2)-C(=0)-, R5-C(=0)-N(R1)-, R5-S(0)¢-»~N(R1)- HEF RI-N(R2)-S(0)¢»—°]3L;
W= 0, CH, =& C=0°]31

XE N-R4, 0 EE Solx

A, B, D B YE A2 m¥Z o= C(R3) H= Nojar, o7]A &z A, B, D 2 Y $9 Hd 271= No| oJv&
M 4

R (CrCip)-2Z, (CC)-EZZA, (CCH-LZE e, onx, (C-C)-LZobn e, T-(CrCe)-LZolr e,
(CrCo)-A7tE oM, (C-Co)-FAZRR o, &R, sto]=HA], Rin—(CCo)- o =7k,
U-(CrCo)-g ot =7t d | (C-Co)-LFA TR, (C-Co)-L A7t Y, Aot EEZFozvd, EfIZF
eRMEEA, (CCo)-LZAFEY E= opv ¥ oL

RIE (CrCip)-LA[71M 428 2, (CCo)-LZ, (CC)-LZAZA], Fo|=FA], (C-C)-LAHTE, o}
e, (CCo)-LZotu, T-(CoCrp)-L Aol i, ~(CoCp)-oFd, -(CiCr)-dlElZold, —(C3-Cp)-3lEl ZA}0]
29 v (G Cp)- Al Z2ddR 28" 5 9lal, 7)Ao, deH R, s RAle]EE B Alo]ER
A2 =2, (GC)-23, (CC)-LASA, stel=FAl, (CCo)-LZMZE, obna, (C-Co)-gZotn]
EE H-(CCp)-gdotn 2 13] ol <lejz2 Ak = vH], (C-C)-2ZA[A71A 24L& -(C-Co)-°FE,
“(CyCr)-dlelZot, ~(CCp)-dlHZAL]ZFE EE ~(CCp)-AlelF2UUR X3hH a1, 7|4 o}, JH=Z
ot aEHlZAlo]EY i AlolFmAAL T, (C-C)-2Z, (C-C)-LASA, dlo|==A], (C-Cx)-2Z
HIE, ofulin, (CCo)-dZolme T U-(CCp)-LZolu =z 13] o Yoz A3d = o], -(Cs
Ci)-oFd, —(CsCrp)-slEl R, ~(CCrp)-slEHlEZALIEE EE ~(Ci-Cp)-Ate]EFR2LZ[7]A ofd, sl o}
g, FEEA|EY T AolFRdde FEA, (C-C)-22, (CC)-LA5A], to]=EA], (C-Cy)-224
TE, ofvx, (CCo)-¥Zotv e e U-(CCp)-Ldolr =R 13] o] A= X&d = glr}]o]a;

o

[‘

R2E T4, (CCi)-¢Z, —(CC)-otd EE= (C-C)-LZA A-(Co-Cro)-oFH o] AL

RL B R2E o5& 7HAaL Sl A dAks} 34 sy FEHow a}:ﬁ}% 4 WA 799 RieApo] S
3 AaE e ZeEY FEAOR sty 8 WA 149 HAblEY B AAEE FAsta, 37 & A
2ol JE Al W E -CHR4-, -CR4RS-, -(C=R4)-, -NR6-, -C(=0)-, -0-, -S-, -SO- % -SO,- ZHFOZH5FH

of 1 WA 3709 A} Ex= 9x aFo® wAE 4 glal;
R32 &, (CCo)-€, (CC)-EZAZA], slol=FA], (C-Co)-LAHUE, of, (C-Co)-&Zolr|, -
(CrCrp)-gAotr =, Alofx (C-Co)-LA7tRd, =27, EEFezvdE, EIESFLIZHESA], (C-

Co)-LdDAFTYd & ofn|=AE o],
R4E 4 TE (C-C)-¥Hdolx

RS T, (G Cie)-2Z, obvx, (CCe)-LZotm e, Y-(CCp)-gZotma[e7] 44 22, (G-
Co) -2, (CCy)-EA%Al, FFel=FA], (CCo)-YAHTE, otux, (C-Co)-gZotmx, tl-(C-Ci)-LHo}
1 —(CoCip)-oFd, ~(CCr)-dlElZotd | ~(CCp)-3lHZA]EE = ~(CCp)-Alo| EF244 2 X3d &
JaL, o7]A opd, FE et SE|=AL]ZE = Ao]2RdAS FRA, (CC)-2Z, (CC)-EL5A,
stol=FAl, (C=Co)-EZMFE, o, (CC)-¥Zotme EE H-(CCp)-dotr e 13] o] o=
2%kd 5 vk, —(CeCu)-oFd, —(CCr)-dlEl&Eetd, -(CCp)-dlHZAlZ™ HE= —(CiC)-Atol 2244
(1714 o}, &lEZeld, dHZA|ZE T A]F2ALe FaA, (C-C)-2Z, (C-C)-LAZA], 3ol
EEA, (GC)-LAHTE, ofx, (CCo-gZotue Ex T-(CrCp)-Ghotr =2 13] o]4 Iz X3t

g Slvtlolt
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MO] RI—N(RZ)—C(z())—, R5—C(=O)—N(R1)—, R5—S(O)()—2_N(R1)_ = R1- N(RZ) S(O)og ]J—l;

W7} 0 &&= C=00]aL;

X7} N-R4o]aL;

A, B, D ¥ Y7/} A2 Z¢A oz C(R3) Wi Nelar, o7]A] gtz A, B, D 2 Y F¢ Aol 2/]= No| 9n &
M 4 Qs
Rol (CCip)-2Z, (CC)-LZAZA], (CC)-LZEIQ, olu, (CC)-LZobrm, tU-(CoCo)-LZ ol e,
(CrCo) -7t ot (C-Co)-LFAZFE ol F2A, sfo]=FA], Ba—(C-C)-gA ot =vtnd,
O-(CCo)-L Ao gt d | (C-Co)-LFAIZMRY, (C-Co)-LA7IRd, Aolw, EIFozvd, EfIZF

LEWESZA, (CCoH)-LZAMEAEY T ol =Ad¥Edo]l;

R1O] (CorCip)-LA[71A 42 2, (CCo)-LZ, (CC)-LAZA], Fo|=FA, (C-C)-LAHTE, o}
e, (CCo)-LZotu, T-(CoCrp)-E Aol i, ~(CoCp)-oFE, -(CiC)-dlEl 2o}, —(C3-Cp) -3l El ZA}0]
29 v (G Cp) Al Z2ddR 28" 5 9lal, 9q7|A o, deH R, s RAe]EE B AlojER
A2 =2, (G-C)-2F, (CC)-LASA, stel=FAl, (CC)-2ZMFE, ofnn, (C-Co)-gZotn]
T O-(CCp)-dZotu i 13] o] do& A&d 4 vt T (CCp)-2A (9714 288 ~(CsCio)-o}
2, —(CsCp)-3lEl 2ol —(C4-Cp)-lHl AL 2 EE —(C-Cp)-AtolZFRUAR X8H a1, o714 o, 3
HZold | FeHIAe]EE Eve ApolE2dde d2l, (GC)-2Z, (G(C)-LA=A, BFel=FA, (G-
Co)-LAMTNE, opni, (CCo)-LZolm e B U-(CCp)-dZobu i 13] o] oz X&d 4 glr}]o]
al;

R27F a2, (GG, ~(CoCi)-oFE B (CrC)-LZA-(Co-Cip)-oFH o] ALt

RI 2 R27} o] &5 7HAAL Sl A4 dast 3 Zsery FE4e= ﬁ}iﬁ}% 4 A 7] Ricatol Y
$ A28 wE TG RRH0R BEsE 8 ulA 1449 HAel2Y B Ax9e FAsta, 47 § A
2Ele] el WuE -CHR4-, -CR4RS-, -(C=R4)-, -NR6-, -C(=0)-, —0-, -S-, -S0- % -S0,-9] 1FO =R

Elo] 1 UlA 3709 9 e Q9 aFo® wAE 9l

R30] Fax, (C=Co)-2, (CC)-LAKA], FFI=FA, (CC)-SAMTE, ofnl, (C-C)-LZeln =, o-
(CCrp)-gZolu e, Ao, (CCo)-LZ7tRd, =7, EfEFozdd, EZIFzWESA, (G-
Co)-LZAHAYd = ofu|xdxdo|ar;

R47} 4 EE (GC)-EZ o),

R57F T4, (CCie)-¥Z, olvx, (CCe) -t e U-(CCp)-gZotnoli, of7|x 4dS
Sz, (CCe)-LZ, (CC)-LAZA], SFo]=FA], (C-C)-LAMTE, opvie, (C-Co)-LZokm] =, t-(Cm
Cio)-Zolu | ~(CeCio)-oFd, ~(C;C)-3lEH 2o}, ~(C;Cp)-3HZAL]FE E= ~(CCp)-Alol 2L =
Agkd = 9lar, 7|4 ofd, FHRokd, dHEA|EE EE Ale]ERAIL FEal, (C-CH-2Z, (C-
C)-LAEA, Bl =FA, (C-Co)-LAMZTE, obie, (C-C)-LZohr e e T-(CCp)-Lholv =i 13]
ol doj® XFE 4 g, 5 19 SgE B AystH o 3 &HE oo deo] wEA st

Mo] R1-N(R2)-C(=0)- 3= R5-C(=0)-N(R1)-°]iL;

W7} 0 B C=00]1L;

X7} NHe]az;

A, B, D % Y7} CHelaz;

Rol (CiCie)-2Z, (CC)-LZZA, (C-C-LZE L, ovx, (C-C)-LZobn e, T-(CrCe)-LZolr e,
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[0037]

[0038]

[0039]

[0040]
[0041]
[0042]
[0043]

[0044]

[0045]

[0046]
[0047]
[0048]
[0049]

[0050]

[0051]

ZIHS3d 10-2010-0052482

(C-Co)-EA7tR dotr e, (C-Co)-EFA kR ot e, d24l, stol=FA], Ra-(C-C)-LHotn|mrtrd,
U-(CrCo)-dotm ezt d, (G-Co)-L=A7ke e, (C-Co)-¢d7tRd, Alopw, EfEFomvd, EfEF

emmESAl, (CCH-EAAEd T opn| A doe]ar;

R1o] (C=Cy)-&Zolar, 7|4 &L —(CoCp)-oF2, -(CCrp)-3lHZolE, -(C-Cp)-dHZA|EE E&
~(CyCp)-AtolE22dda X33, o7|A o, de|Rold, selZAto)lEd e AolE2drde g2,
(CCo)-&¢Z, (CCy)-¢&Z , BFOlE=EFA], (CCo)-EANTE, o, (C-C)-gZolrx = Y-(Cr

Co)-LHobrez 13] o] o= ¢d = gla;

Jo
>

R27F 74, (CoCip)-2Z, —(CoCi)-oF2 T (C-C)-LZ A-(CoCyo)-0FE 0] 3L ;

R57F 4, (GCe)-2E, o=, (GCe)-FZo = Ex H-(CCp)-SZobrolar, o7 4d2
g2, (CCo)-¢4, (CC)-EAFA, ste]l=FA], (C-C)-SZAMIE, obv, (C-Co)-Zotm =, H-(Cym
Cip)-gdotr i, —(CeC)-ot, —(CsCp)-allHl ol , —(CCr)-3lHZAL] S HE= ~(CoCp)-Ale]l SR A=
285, o714 o}, FElRold, SHZAe]EFE L= Alo]FRAAS dA, ((C)-2Z, (C-()-24%
SA], FFolEEA], (CCo)-LAMTE, obvi, (C-C)-¥Zot e Ee t-(CCp)-dZotn =2 13] o] ¢
oz AgkE 5 9=, s 19 seke B ARdtHor s &H = ol o] 53] uhA st

Me] R1-NH-C(=0)-©]iL;

W7} 0 1= C=00]31;

X7} NHolat;

A, B, D ¥ Y7} CHolat;

ROl (Ci=Cip)-2Z, (CCa)-EAHA, (CC-LZE L, olv|x, (C-C)-LZAotn %, T-(CC)-L Aol i,
(CCo) -7t ot (C-Co)-LFA7ERobr e, &2, Sfo]=FA], Eae—(C-C)-gA ot =7tnd,
H-(CCo)-g ot e7tBmd | (C-Co)-EFA7tEd, (C-Co)-¢ZA7EE, ANotx, EgEFo=dd, EIEF
2HESAl, (CCo)-LAAEd T ofn| i do]ir;

R1o] (C=Cy)-&elar, A7|A A2 —(C-Co)-otd, -(CCp)-dHlZotd, -(CCp)-dllHZEAL]EE =
“(CsCp)-Atel S 2AAR X3 i, of7]4 ol FHEoE, FHERAto]EEH Ee Alo]E32 a7 T,
(CCo)-2A, (CC)-EZL=ZA], tol=FA], (C-C)-LZHTE, o, (C-Co)-<Zotr e = T-(C
Co)-LAotr ez 13] o] o= &= & Sl=, 88y 19 shghe 2 Aysaor 385 = o9 4

5 59| npEA .

Me] R1-NH-C(=0)-°]iL;

W7} 0 1= C=00]31;

X7} NHolat;

A, B, D ¥ Y7} CHolaz;

ROl (Ci=Cip)-2Z, (CCa)-EAHA, (CC-LZE L, olvx, (C-C)-EZoln %, T-(CC)-L Aol i,
(CrCo)-&A7tR ot e (C-Co)-LFA7ERobr e, &2, Sfo]=FA], Ea—(C-Co)-gA ot =7tnd,
H-(CCo)-g ot e7tBmd, (C-Co)-EFA7tEd, (C-Co)-EZA7EE, Aotx, EgEFozEdd, EIEF
2HESAl, (CCo)-LAAEd T ofn| iy do]ar;

R0l —(CHy)u=(Ce=Cro)—oFd, —(CHy)y=(CsCrp)-all Bl 2ok, —(CHy) = (CsCrp) -3l HZAL] 2 BE= —(CHy)y=(Com

Co)-Atolg&medolar,  of7]4 o, dH=zold, dHzAIEE Ee AlolEzdd 2 A,
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[0052]
[0053]

[0054]

[0055]
[0056]
[0057]
[0058]

[0059]

[0060]

[0061]
[0062]
[0063]
[0064]
[0065]
[0066]
[0067]
[0068]
[0069]
[0070]
[0071]
[0072]

[0073]

[0074]

[0075]

2IHS35l 10-2010-0052482
(CC)-2, (CrC)-AGA, SOlERA, (CC)-LAMAE, ofvlie, (GC)-LAokile Ei T-(Cr
Co)-obu ez 18] o) Qlelz Mg = Qs

nel 1, 2, 3 E 49, S5HY 19 BFE D AYRHOR HEHE ol Fol FAE W 53 g s,
shvtel delold wiskAR shera 19 S 17k 091 sEeld,

Spube] elol A HlEA e seka 19 BB W 0Ll SEEel

apvpel aelol WA R sheka 1e] SRS Wb C=09] Bzl

shubel el whEAR ShehA 19] SHEHEe Wb NRAS Bl

Shvtel Felold wiskAR shera 19 SEe X7h 091 HEold,

spube] elel A vl sheha 19) SR X7k 591 shgelnh,

el deleld miAS seha 1o SFEE Rlol (CC)-RAeln, o714 She FRA, (G-C)-2,
(CC-RASA], Bl EHA], (C-Cy)-LATRE, obvlie, (C-Co)-LRohlm, -
Ci)-obe, ~(C-Co)-sHl Zokel, ~(CrCu)-sl Aol 28 = ~(CCo)-Ael 22U A 5 L, o]7]
A obd, sEzeld, sHzAelEY Ei AlelEEade T2, ((C)-2F, (CC)-LAGA, o=
A, (G- LAMRE, o, (G-Co)-2Aolie EE T-(C-Cy)-2Aoki g 18] o4 Qelz Agd
e shaEold.

sl FHlelA vhgr @ B9t 19 SERE Rle] (C-Co)-Reli, o714 2L ~(CrCo)-obd, (G
Co)-SENZOL, ~(CCo)-SE A0 2 e ~(CCp)-Alo| 2D AR, o714 o, aelzold,
SElEAbel 28 i AlolFRAde FRA, (C-C)-TA, (CC)-LAGA, Sel=EA, (0-C)-LAMLE,
ohlne, (C-Co)-oble B U-(CrCy)-S otz 18] ol Jolz A8 & i HFFolth.

l

Shupe] beol A sl @ shehal 1e] SRS A, B, D, Y7 C(R3), C(R), C(R3), C(R3)S) sha-Eol}.
Shue] abejol A vlad@ shehal 1) SHEHES AL B, D, Y7} NI, C(R3), C(R), C(R3)S] Sgzolct,
Shue] akejol A vl @ shehal 1) SHEHES AL B, D, Y7} C(R3), NI, C(R), C(R3)S] Sgolch,
Shupe] abejol A vlad@ shekal 1) SHEHES AL B, D, Y7} C(R3), C(R3), NH, C(R3)S] sgolct,
Shupe] bejol A} vlad@ shekal 1) SHEHES AL B, D, Y7} C(R3), C(R3), C(R3), NHSl Sgzolch,
shubel kelol A whebAg shobal 19 SHES A, B, D, Y7F NI NI, C(R3), C(R3)? SHgHzolt}.
shubel kelold whebAg shoba 19 SRHES A, B, D, Y7F C(R3), NI, NI, C(R3)? SHgHzolt}.
shubel kelold whebAg shoba 19 SRHES A, B, D, Y7F C(R3), C(R3), NH, N9l shgHzolt}.
shubel kelold whebAg shoba 1o SHES A, B, D, Y7h NI, C(R3), NI, C(R3)% SHgHzolt}.
shubel kelold whebAg shoba 19 SHES A, B, D, Y7F NI, C(R3), C(R3), NHl SHgHzolt}.
shubel kelold whebAg shoba 19 SHES A, B, D, Y7F C(R3), NI, C(R3), N9l SHgHzolt}.
shbel el A S seka) 19 shghRe R3el Fad) el

shube] fejol A mbEAS B8 19 SFRE R3el (CC)-2, (CC)-LASA, S BB A, (C-C)-22
HAE, obili, (C-C)-RAehuln, U-(CrC)-SZokilie, Aobw, (C-C)-2A7hid, &=, EdETe
2y, EeERea-wgsal, ((C)-LPAEY Ei op AT UQ) HFEolt),

shbe] ol A HhgA S

shube] ol A HhgA e

shat2] 19] shehES ROl 49l sHgEo|tt.

s}
33t 19] &3HEL Ro| (191 3eE o]},



[0076]

[0077]

[0078]

[0079]
[0080]

[0081]

[0082]

[0083]
[0084]

[0085]

[0086]

[0087]

[0088]

[0089]

[0090]

[0091]

SIHME3 10-2010-0052482
shikel el A vhehA g
@

shutel ol A vherd s

3}k 19] 3}5E-2 Ro] (Fsl 3g&Eo|tt.

3}8hal 19] SFFEL Mol R5-S(0)gs-N(R1)- HEE RI-N(R2)-S(0)g0-2! 3}3-Eo|r},
ahte] ofejoll A wlER Sk 8laAl [9] FFEL Mol N, 0 @ So] IR oRRE 2 UH| 4719 FEHZIAE X
T Qi SERAF SgEelal, o714 HERAl e (CC)-LY EE olF Agd itam AH

PN
2 4 9l

shbel el Al mhA S shaha 19 SHEE-S Mo] RI-NR2)-C(=0)-91 5gEoltt.
shbel el Al mhA S sheh4 19 SHEE-S Mo] R5-C(=0)-NRD-9] 5gEelt.

W e FUER W A58 o %(medicament) o] AEE AT 3sHA 19 IetE 2 LA oR 8=
[e)

SAe] shaba 1A,

< R1I-N(R2)-C(=0)-, R5-C(=0)-N(R1)-, R5-S(0)o>N(R1)-, RI-N(R2)-S(0)oo—, = N, 0 B S| I1FCo2HE
o 2 VA 47l AHEARE EFE 5 e AuztelFela, o714 AHzAIFE (iG-S EE o
F A%E dew A8E 5 Qo

W= 0, CHy, =& C=0°]L;

X& N-R4, 0 &= So]at;

A, B, D 2 YE AR SyA2= C(R3) TE Nelar, 97]A gtz A, B, D 2 Y F< Hdl 271 No| on|&
7h AL

RE T4, (G Ce)-2Z, (CC)-EZLSA, (CCG)-LFEL, o, (C-C)-EZotn =, t]-(CCo)-L Ao}
M, (GCo)-gATtR o e, (C-Co)-LFAI b doln| e F27, Fle]=FA], Bie-(C-Co)-LZoln| w7t
B, f-(CrC)-gotnegtid | (C-Co)-FAI7ERE, (C-Co)-2ZA7tEd, Aotw, EgEFeEvY, E

HEFORHYSA, (C-Cy)-RBAEY E ofn) AT o] 2]

RIE (CrCip)-2A[71M 428 2, (CCo)-LZ, (CC)-LAZA], Fo|=FA, (C-C)-LZAHTE, o}
e, (CCo)-LZotu, T-(CoCrp)-E Aol e, ~(CoCp)-oFE, -(CiCr)-dlEZold, —(C3-Cp)-3lEl ZA}0]
2 B (G Cp)-Atel22dd® A3kd 5 gla, o7|A ofd, e Reld, deHEZAte]2E T Ao R
A2 =2, (GC)-2, (CC)-LASA, stel=FAl, (CC)-LZMFE, ofna, (C-Co)-gZotv]
EE H-(CCp)-gZotn ez 13] ol <lez2 Ak = UvH], (C-Ci)-2ZA[A71A 24L& -(C-Co)-°FE,
“(CyCr)-dlElZot, ~(CCp)-slHZAI)ZFE EE ~(CCp)-AlolF2UUR X8hH a1, 7|4 o}, JH=Z
ot aEH|EAlo]EY i AlolFaAAL T, (C-C)-2Z, (C-C)-LASA, dlo]==A], (C-Co)-2Z
HAE, ofu, (CCo)-¥Zoue EE O-(CCp)-Ehotr =2 13] o) d9= X3d + U], -(Co
Ci)-oFd, —(CsCrp)-slEl 2o, ~(CCp)-slEHl @Al EE EE —(Ci-Co)-Ale]ER2LZ[7]A ofd, dl o}
g, FEEAEY i AolFRdde FEA, (CC)-22, (CC)-LA5A], sto]=EA], (C-Co)-224

e, ofa|x, (CCo)-EZAotn e e T-(CCp)-dZoln 2 13] o] doJ& X3d & lrti]e],;

o

[‘

R2E= 4, (CrCip)-2Z, —(CCo)-obd EE (C-C)-2ZA#A-(CCi)-oFd o] A
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[0092]

[0093]

[0094]

[0095]

[0096]

[0097]
[0098]

[0099]

[0100]

[0101]

[0102]

ZIHSd 10-2010-0052482

RI % R2E olH /B3 9 A 948 30 Zas/ FR40R BXSE 4 WA 799 Hies] 2y
# A28 mE TG RRA0E BESE 8 WA 1499 HAelEY & Ax9e Fysta, 3] @ A

, 27
2®le] Jpz el WuE -CHR4-, -CRARS-, -(C=R4)-, -NR6-, -C(=0)-, —0-, -S-, -S0- % -S0,-9] 1FO =R
el 1WA 3He] 94 w94 agoR wAE & 9
R3E 4, (GCo)-¢Z, (CC)-LAFA], slo]=FA], (CC)-LAMTE, ofve, (C-Co)-EZobr| =, H-
(CrCrp)-dotm e, Alobwm, (C-Co)-2Z7tRd, =i, EfEFe=dd, EIFazdESAl, (G-

Co)-L AT T ofn|=Axdo|1;

R4 F4 = (C-C5)-<LZo)a;

R5E F2, (CCi)-2Z, o, (CCi)-gZotm i, T-(CrCp)-LZolmz[of7] d10e =27, (C-
Co) -2, (CC)-EAEAl, FFel=FA], (CCo)-YAHTE, obux, (C-Co)-gZolm e, tl-(C-Ci)-LHo}
1 ~(CoCip)-oFd, ~(CCr)-dlElZo}d | ~(CCp)-3lHZA]EE = ~(CCp)-Alo| EF244 2 X3d &
AL, A71A o, e R, FEHZALIEY EE Ao Z RIS TR, (CC)-¢ZA, (CC)-LAHA],
SOl =F A, (CCo)-LAMAE, obulx, (CCo)-LZolux Fx T-(CCp)-dZoln e 13 o] o=
2%k 5 vk, —(CeCu)-oFd, —(CCr)-dlEl&Eetd, -(CCp)-dlHZAlZ™ HE= —(CiCp)-Atol 2244
(1714 o}, slE el dHZAo|ZE T A]F2ALe T2, (C-C)-2Z, (C-C)-LAZA], o]
EEA, (CCo)-LAMTE, ofvie, (C-Co)-gZom e EE t-(CCp)-ZAotm 2 13] o] oz X3
g F drk]elth.

Mol RI-N(R2)-C(=0)-, R5-C(=0)-N(R1)-, R5-S(0)o-N(R1)-, RI-N(R2)-S(0)ps-, == N, 0 % SO I2F o 25 H
o] 2 WA 4749 HERzdAE 23T F de dERAtolFolal, o7]A sHEA] S (C-Cp)-¢E e o]
T AgE AarE 28" # da;

W7 0 ® (=00]1;

X7} N-R4o]aL;

A, B, D B Y7} A& ¥ o= C(R3) W& Nolar, o7]4 egtelzk A, B, D 31 Y ¥ Hd 270 N9 9w &
M 4 Qs
Rol 4, (CCie)-¢Z, (CC)-EZLZA, (C-C-LHE L, ofvx, (CC)-EZotv =, t-(C-Co)-L Ao}
M, (GCo-gATtR o] e, (C-Co)-LFAI b ol e F27, dlo]=F A, Bie-(C-Co)-LZoln| =7t
B, f-(CrC)-gZotmegtid | (C-Co)-FAI7tRE, (C-Co)-ZA7tEd, Aotw, EgEFeEvY, E

gEFLEmEEA], (CC)-¢UAREd e opn A ¥ dolar;

R1] (CoCip)-LA[71A 42 2, (CCo)-LZ, (CC)-LAZA], Fo|=FA, (C-C)-LAHTE, o}
e, (CCo)-LZotu, T-(CoCrp)-E Aol e, ~(CoCp)-oFE, -(CiCr)-dlEl 2o}, —(C3-Cp) -3l El ZA}0]
298 EE (G Cp)-Atol 2292 A3kd 5 glar, of7]A ofd, g Reld, deHRZAle)EE Ei Al 2R
A2 TR, (CC)-¢E, (CC)-LAFA, sfo]=FA], (C-Co)-SAMTAE, ofvw, (C—CH-2Z ot =
T U-(CCp)-gZotnxg 13] o] do= X3d 4 k] T (CCio)-EZ[A7IA &2 —(Cs-Cy)-oF
2, —(CyCp)-3lEl Rl , ~(CyCp)-dEl @A) FEY i —(C-Cp)-Alo]ZFRAAR Agu a1, of7]A o, 3
HZold | FeHIAe]EE Eve AlolE2dde d2al, (GC)-€Z, (G(C)-LA=A, dFel=FA, (G-
Co)-SLHTE, ofuie, (CCo)-¢Zotie e Y-(CCp)-gZoti 2 13] o] A= X3d 4 rt]o]
al;

R2e] 4, (CoCip)-2Z, —(CoCo)-oFd EE= (C-C)-EZA#A-(CCio)-oFd o] AL
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[0103]

[0104]

[0105]

[0106]

[0107]
[0108]
[0109]

[0110]

[0111]

[0112]

[0113]

[0114]

[0115]

ZIHSd 10-2010-0052482

R1 2 R27} o]5S /A1 Q= Ax A9 87 ZIIALY BEFHow BX3E 4 X 799 RHi-Ale]=2d
g AlxE wmE I3EAY BRHFoz Z¥3ld 8 x] 1499 At EY 8 AlxElS FAsta, Y] 8 A

2®le] Jpz el WuE -CHR4-, -CRARS-, -(C=R4)-, -NR6-, -C(=0)-, —0-, -S-, -S0- % -S0,-9] 1FO =R
el 1WA 3He] 94 w94 agoR wAE & 9

R3o] g4, (CCo)-2Z, (CC)-LAFA], slo]=FA], (GCo)-LAMTE, ofve, (C-Co)-EZobr| =, H-
(CrCrp)-dotm e, Alobwm, (C-Co)-2Z7tRd, =i, EfEFe=dd, EIFazdESAl, (G-

Co)-LAMEY EE oM E o],

R47} S T (C-C)-<Z o)L,

R57F A&, (G Cip) -2, ol (CCp)-2Zotre e O-(CCp)-dZotr o], oA 4ALS
g2, (CCe)-2Z, (CC)-LAKA, sol=FA], (C-Co)-LLHFE, ofn|x, (C~Co-LZobn| i, t]-(Cr
Cip)-L o), ~(CoCi)-oF, ~(CoCp)-allBlZold, ~(CiCi)-3EHZAL]ZFE T ~(CiCrp)-Alo]| F 2L AR
A%k Qlar, of7IA ofd, FERold, FERA|EFY Ee AlolFRdde @R, (C-C)-¢Z, (G-
C)-LASA], ol =FA], (CCo)-LAMAE, ofn|n, (C-Co)-LZohie T U-(CrCp)-Lopr| 2 13]
o do® AFE F e, HT A5E o] AxE AT A 19 sFE % A or HEHE o
o] o] &&7t upghA st

Mol R1-N(R2)-C(=0)- = R5-C(=0)-N(R1)-°]aL;

o

W7} 0 =& C=00]x1;
X7} N-R4o]aL;

A, B, D 2 Y7} AR FHA SR C(R3) H= Nojaz, 7|4 &z A, B, D 2 Y &9 Hu 271 N v &
A s
Rol 4, (CCip)-€Z, (CC)-LAEA], (C-C)-LZE L, ovi, (C-C)-LZAotrx, t-(C-Ce)-LZ o}
i, (CCe)-E AR doln ) (C-Co)-LFA TR o, S22, sfo|=F A, Bu-(C-C)-&Zoln =7}
B, O-(CrC)-LZdotm =glrd, (C-Co)-LFA7IRY, (C-Co)-LZA7tHd, Alolx, EZFoZ2vE, E

EFoRWESA, ((C)-FAAEY EE ohu A x ol

R1O] (CorCip)-LA[71M 42 2, (CCo)-LZ, (CC)-LAZA], Fo|=FA, (C-C)-LAHTE, o}
e, (CCo)-LZotu, T-(CoCrp)-E Aol ~(CoCp)-oFE, -(CiCr)-dlElZo}d, —(C3-Cp) -3l El ZA}0]
2 e (G Cp)-AtelZRaddz X3kd & 9lar, o7]A ok, slgReld, e A2 EE Alo]E R
A2 TR, (CC)-¢E, (CC)-LAFA, sfo]=FA], (C=Co)-SAMTAE, ofvw, (C=CH-2Zobr] =
EE O-(CCp)-gZAetm e 13] o] ¢lo)2 Agd F dvh] & (C-Co)-gA[A7IA 44 -(CCo)-°F
2, —(CyCp)-3lEl Rl , ~(CyCp)-dEl @A) FE i —(C-Cp)-Alo]ZFRAAR AsE a1, of7]A o, 3
HZold | FHIAe]Ed Eve AlolE2dde d2al, (GC)-2Z, (G(C)-LA=ZA, BFel=FA, (G-
Co)-LAHTAE, ofux, (CCo)-gZotu|e EE U-(CCp)-SZAolr|d 13] o] o2 X3td = ]l
al;

R27F S22, (GG, ~(CoCi)-oFE B (CrmC)-LZAM-(Co-Cio)-oFE o] ALt

R1 2 R27} o]ES 7HAx e A4 °J?<}9‘r A E3tHAY Ao Bxstyl 4 A 799 RicAle]EE
@ AsY Ee gAY PRson Bushd 8 WA 1499 watelZ Tl
2Ele] ZpEA el Wuls ~CHRA-, —CR4R5—, ~(C=R4)-, -NR6-, —C(=0)-, —0-, -S-, -S0- % -S0,-9] LFO =R

el 1A 379 A4 wE 94 agoR wAd F 9

_IE
o}
>,
3
i)
[o
o
oX
ol
ol
k]
0%
N

R3o] 4, (C-Co)-2Z, (CC)-LASA, dtol=FA], (C=Co)-LAMTE, ofvx, (C-Co)-gZAotm =, H-
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[0116]

[0117]

[0118]
[0119]
[0120]
[0121]

[0122]

[0123]

[0124]

[0125]

[0126]

[0127]

ZIHSd 10-2010-0052482

(CCrp)-Aotr=, Aok, (C-Co)-2Z7tnd, =7, EgEFezmdd, EdIFezvEsA, (G-

C)-AAEY EE opumdE o] a;
RAZ}F 44 HEE (CrCp)-2bolaL;

R57F G4, (C=Cip)-2Z, o=, (C-Cp)-&Zhote Ex (G Cp)-EZotuzola, o7 474
gz, (C-Co)-LZ, (CrC)-LAKA], dFo]=FA], (CC)-LAHIE, obve, (C-Co)-LZAot] e, t-(Cm
Cr)=g ot e, ~(CeCi)-oFE, ~(CCro)-dE Rl , ~(Co-Cr)-dHZA|ZFE Fi= ~(CCp)-Ato]| ZRLUR
AgE = odar, o7IA ofd, slEReld, e EAte]EFY EE Alo|FRUALS TR, (CC)-2Hd, (C-
C)-LAEA, sl =FA, (CCo)-LAMITE, opux, (C-C)-LZ ot T U-(CrCp)-2d ot 2 13
ol oz AgE & i, "INk A BE ook ARE 93 3] 19 FFE P A Ao FHEHE o
o] o] &7t 53] nhgrA sttt

Me] RI-N(R2)-C(=0)- & R5-C(=0)-N(R1)-°]iz;

W7} 0 ®i= C=00]aL;

X7} N-R4o] aL;

A, B, D ¥ Y7} CHolaz,;

ROl 2, (CrCi)-¥Z, (CrC)-LAZAl, (CC)-LZE R, o, (C-C)-EZeb e, t-(C-Co)-LZo}
e, (GCo)-dA7 R o] e, (C-Co)-SFAIZh olm| e, F27, St =FA], Rie-(C-Co)-gZ oln| =7}
By, O-(CC)-2Zotve7tid, (C-Co)-LFATIRY, ((-Co)-LZA7RY, Aotx, EEFozadd, E

YEFeamdSA], (C-CH-EZAaxd = opnmAd ol

R1o] (Co-Cip)-2ZA[A714 &A2 &=, (G-C)-¢2A, (C-C)-LA5A], Stol=FA], (C-CG)-LAMTE, o}

=, (GCo)-gotr e, H-(CCp)-EHotm e, —(C-Co)-otd, —(CsCp)-allEl 2ok, —(Cs=Cr) -3l Hl ZALO]
2 B (G Cp)-AtelEaddz Add 5 i, 974 ok, dHRzold, R ol3d s AR
A gd2A, (C-Co)-2¢4, (CC)-LAZA], sto]=FA], (C=Co)-LAMFE, obx, (C-C)-LHobr]
E= H-(CCp) -2 2otz 13] o] oz Agkd 5 Adut] = (G-Cp)-2ZA 74 &2 -(CCio)-oF
4, —(GCo)-dlElzobd, —(CCp)-dlHZA ]S HE= —(CCp)-Atel E2REAR A SH a1, of7]A ol 3§
Hzold, sHzA]2d Ee Atolgzdd2 27, (GG)-¢2, (CC)-2Z5A], sto]=FA], (G-
Co-EZAM TR, o, (C-Co)-LHotr e = H-(CCp)-dZotr ez 13] o] ez Agkd 5 Ut} o]

al;

R27F 74, (CoCip)-EZ, ~(CoCi)-oF2 EE (C-C)-LZ A-(CoCyo)-0FE o] ALY

RL 2 R27b o15% 73 9 44 A4sh 0 EasA RRA0R BEtE 4 4 799 Rije] 2
B Azsd EE ZRSAY $RA0R BEE 8 WA 149 uAbelZY # A2RS A4S, 47 B A

zglo] AEAQl W= -CHR4-, —CR4R5-, -(C=R4)-, -NR6-, -C(=0)-, -0-, -S-, -SO- % -S0,-¢ ZFOo=H

Bel 1WA 3749 e B 9 agoeR wAld 5 9lal

R47} F=2e0]at;

RS7F Fax, (CrCi)-22, obli, (CrCip)-dobile Hi= H-(CCp)-@Zobmolar, 7] a2

27, (CC)-2Z, (CrC)-2ZASA, dtel=FA, (C-C)-2ZAMAE, ob=, (C-Co)-Lhobr i, T=(

C)-2Zopr) i, ~(CoCi)-obd, ~(CCr)-3lEZotd, ~(CCup)-dlHlZA At Ed B ~(CGCp)- At E2dd =

A S 9la, o7|A opd, et FEzAtelgd Ei= AejFRaPe T2, (C-0)-2Z, (€
%

C)-LZEA], o|=F A, (CC)-EZHUE, ofu)x, (CCo)-LZolr e = Y-(CrCp)-gZAolu =2 13
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[0159]
[0160]
[0161]

[0162]

[0163]

[0164]
[0165]
[0166]
[0167]
[0168]
[0169]
[0170]
[0171]
[0172]
[0173]
[0174]
[0175]
[0176]

[0177]

[0178]
[0179]
[0180]
[0181]
[0182]
[0183]

[0184]

ZIHSd 10-2010-0052482

10. ol ofa fFEEAY Fadt ddd S AR 2/EE s A% 24 Aol
3
=

e AEo Aga Frle G4 RS 53] EH[HE: Rote Liste 2006, chapter 12]0] d5¥ RE g%
WA, EH[FF: Rote Liste 2005, chapter 1]o] 5% EE THHALA/HEIAA L FI[FZF: Rote
Liste 2006, chapter 58]° A%l RE A& AstAloltt. o5 53] 3] 52 MAE st &
Weol sheka 19 FFEY HEd F Uk, 4 AR HEEY Foe @A 84 dvS BEste Fols)
At thare] &g Aol shubel ofAIEHA AlA R EAlskE W& AFe FEHE IAE £ . §r] dEd

o] 34 AHEL EH[ZZ: USP Dictionary of USAN and International Drug Names, US Pharmacopeia,
Rockville 2001]l 7]A1= o] lt}.

FFugAs g 2 g $E4, o SW, S%E~(Lantus’) (. lantus.com FE) EE DR

£ AIWO0 2005005477% (Novo Nordisk)el 7IA€ A&, H&aA AEAAUS 6,221,6335 =), Té;—?;ﬁg e,
A% W, oswlehExbera) EiE AT AwW, o EW, IN-105(Nobex) T 2Z-(Oral-lyn
™) (Generex Biotechnology), GLP-1-F%A, & EW, AMUYE =, IS FEE EE AW0 98/088718 E=
AWO 20050279783 (Novo Nordisk A/S), AIWO 01/04156%.(Zealand) HE+= AIWO 00/343313 (Beaufour-Ipsen)ell
AHRED AL, ZHAE= obAEH o] E(Symlin; Amylin Pharmaceuticals), ¥ ZA74o= fast Add &4

J
HRE XU

AFHOR FEG AYT BY AR wEAsIE

et

o 1,60 aR AT o) oA A,
g

F%A 4(GLUT4) 9] =4 A,

SREN-THEA-G-EAH O E olu| L E dAT A (GFAT) 2] oA A|,
GLP-1 %A, ZF A2 WA, o= 59, AW 97/262655 L AWO 99/038613% (Novo Nordisk A/S)ell 7]A)
Hd AL,

O EI L FHE ThAl IVDPP-1V) 9] oAl A],
d

Wl B2l E25hEkA BPIPIB)E] ol AA,

UEF-9o& x5 £454 1 B+ 2(SGLTL, SGLT2)] =4A,
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[0185]
[0186]
[0187]
[0188]
[0189]

[0190]

[0191]

[0192]

[0193]

[0194]

[0195]

[0196]

[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

[0204]

[0205]

ZIHS3d 10-2010-0052482

QIS ST B,
PPAR % RXR 24 A 9

HIEL Az o] ATP-o|E ZHE gl #&3ts 24 &

Hd
ool

ot

wowgol sjuje] Fejold, SHeHA 1] SRS MIGCoA BYUEA A, olF 5W, AvlarE, TRels
®, Zajulsgle, 2ulAEtel olEEulante | AelulsEle, 24ulsEE Bl 6506997 HeE 2] ol
.

2 g o] shuhe] FEjolA, ek 19 SEES FUZzHE S5 dAA, dF 59, dAEE, EIHA=
gl A= FM-VPA(AN E2Els /7| 28 S of~Fm 28 EAWo|E; Forbes Medi-Tech, AWO 2005042692§),
MD-0727(Microbia Inc., AIWO 2005021497%) H+= AWO 20020664643 (Kotobuki Pharmaceutical Co. Ltd.), Al
WO 2005062824% (Merck & Co.) T AWO 20050614515 = AIW0 20050614523 (AstraZeneca AB)oll 7]1A1E 33+
B3 HeEEA FojEy),

2 g o] shuel Felol A, 3] 19 33tE2 PPAR #vl asAl, dE EW, A ERE, LS EE,
JIT-501, Gl 262570, R-483 Hi= CS-011(Z]|R 2| ElE) 7} W EEZA FoHT,

o

o)

B oubgo] slube] kElolA, 348k 19 FgHE-S PPAR &t AT A, dF =W, GN9578, GW-590735, K-111,
LY-674, KRP-101 %+ DRF-109459} W-&E=Z A Fojgr},

Hodbg o] shte] kejelA], 8k 19 FEEe E3E PPAR &3/7nt E%A, dE 59W, YoZERE,
HAE et 2, Ud S ERE, LY-510929, ONO-5129, E-3030, AVE 8042, AVE 8134, AVE 0847, & A
PCT/US00/11833%., A|PCT/US00/11490%., ADE 10142734.4% = EHA[3Z: J.P. Berger et al., TRENDS in
Pharmacological Sciences 28(5), 244-251, 200519 7]1AE AET HELEZA FoHr),

2 odtgol gt e, 34 19 3FELS PPAR REF E%A, dE SW, GH-5015167 HEEZA Fo
A},

O}L}g] OF e ol A ﬁ}fﬂ*‘ 19] 3}3tE-& velZ2thall i MBX-2044 H3= 7]EfF 2291 PPAR Zvl &5A1/4%

o o] shuhe] FEjellA, sE] 19 FFES FEIHE, dF EW, HeyHyolE, ZEIHYE E
= At 2o Ee} HEERA FojHr),

B odbwo] slujol koA, 3heha [9] 3HEHES NP A4, oS 5¥, dZgely =, BMS-201038, R-103757
T A0 200508522650 7AW AEY HEERA Fold),

ok o] gluel kElol A, EekA 19 3FFELS CEIP dAAl, o W, EEAEDY = JIT-7059 4
B2 FojgT},

ol slue] <eEjolA, 3 19 I}FEL GFA F5 AAA(AS 57, AUS 6,245,744%5, AUS
6,221,8971 EE= AW0 00/61568% =), <2 =9, HMR 1741 == ADE 10 2005 033099.1% = ADE 10
2005 033100.9%0 7|A® Ay HEEEAN Fowr),

2 odbgo] shjel oA, slehy] 19 F3ES FHEAAN HFAE F5A, dF 5, FsEHY BE 29
Azt HEE82A Fojgr),

2 el shute) FEjelA, 33k 19 SIRHE LDL 8
HMR1171, HMR1586 == AWO 2005097738%. 0 71 A AE¥ HEEEZA Fojdc}.

e

shitel opEjel A, shetal 1o] BEEe oukmE(Onacor (713 XAk o] FAMA B At B SAMEIAL

Ak 1EFH o daHE)S HEEZA FoHT,
2w o] sl Fejol A, 3EHA 19 SRS ACAT AAA, oS SH, ouAln|Ee) HEEZA FoH),
gt o] sluel oFejol A, 3ea 19 3etES dkEAl, oS B9, O0PC-14117, TERF, EFHF, ofx
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[0206]

[0207]

[0208]

[0209]

[0210]

[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

[0220]

[0221]

[0222]

[0223]

[0224]

[0225]

ZIHSd 10-2010-0052482

R
fnt
|z
24

B-7t=d Ex= Ay H8=2A Fojdr.

shutel e, s 19 g

e
ol
o

o

HEH, o2 59, Blgw B6 = HElR B129) W85 = A

e
ol
o

shube] pelolAl, SHEhY 1] HEEe AWM fstal 2AA, T 5W, o] SR (N0-1886)3}
g2 Folut,

oF flr A riz
2
i
o

B oakw o] 3hute] <kelelA], 3}l 19] FEELS ATP A EHo|E oA AAA, o S, SB-2049907 W&
E2A Folgr).

ool o] <kelol A, 3lehA] 19 e AT FAAL AAAl, & 5, BMS-188494 T AWO
200507790750 71 AE AT BEEEA FoHT

2 o] shufe] FEjel A, kA 19 gstEe AdM A (a) A, dF W, AIMI(CI-1027) Y HEE=R
A FoHl),

Eoubg o] slue] oFelol A, slahal 19 FFEL HN74A 584 asA, 98 SW, Yz PeEga F
ojdrt,

Woubgol glutol <kefoll A, ek 9] 31EES guA] JAA, dE W, LETAEE EE AEHAEE

(ATL-962) ¢} HE&EZA FojHr),
2w o] shte] ol A, 3] 19 e QleEdn HEEEA FoH,

] e, sEA 19 SFEL AEdSdel, oF 59, EREME, I, FeNA=s ®
= gevsgest 3R Folu,

shube] FEjdA, 38 19 SFHES HjotF U=, o & W, WEXENY PEEZEA FojHr),
T e FHA, 34 19 FFES daEdHys, dF §Y, d3sgds B2 vEH Iy
A FojHE),

shute] ol A, #EhA 19 FH3ELS el due, odE EW, EXITEE, AF
ZAZFYERE == AW 97/41097§(Dr. Reddy's Research Foundation)ol] 7]z} E}E{j—% E
Blo] = 2-3-H8-4-22-2-F U= duEA [ L e ]-2 4-Elo}=g|d ] 23 HEEZ A Folgu),

Shube] FEjoll A, slsha] [9] FFELS o-FF AT AAA, dE EW, VZEE EE oFlEH A9 HE
E2A Foldt,

shube] oFEjol A, s}Eha] 19 FIFELS wE AEL ATP-9|&E ZF Ade Fgsts @4 HE, o2 =9, E
Sepu =, ZlwEEv=, TR = =

shube] FEfol A, sshA] 19 SEHE Sl o] 4] dud sRtE, odF EW, AX
, Axdeole) ot R HaFgyset WExXEN, Jded °
€93 ERLFPEE, e 2utrEd 53 BE8EEA FojHr).

Shube] FEfol A, shek 19 slgtEe FE|EA QAksla sl gAAl, & EW, PSN-357 i FR-258900 &
= AW 20030849223, AWO 20040074553, AWO 2005073229-3135. HE= AWO 200506793230 7)A€ AET} B
SEZA Fojdt},

shite] <Fefoll A, ek 19 33tES 257t 84 AdgA, dF 59", A-770077, NNC-25-2504 &= AWO
20041008753 T AIWO 200506568050 71 AE AET HEEZA Fold

shite] el A, 3k 19 sEES FFI7IVUAIY EAsAl, 45 W, LY-2121260(W02004063179), PSN-
105, PSN-110, GKA-50 XX, o2 Ew, AIW0 20040720313, AIWO 20040720663 = AWO 2005080360350 7]
AE AEY HEEZA FoJdr),

shube] FEjdlA, e 19 seHES X AP JAA, dE E9H, FR-2256549F HEEZA FolHT),
okl oFejol A, kA 19 3lgtEe T EA-1 6-H]AFEAEA (FBPase) e A1A], o1& &9, (S-917¢}
HE&ERZA FojHr).
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[0226]

[0227]

[0228]

[0229]

[0230]

[0231]

[0232]

[0233]

[0234]

[0235]

[0236]

[0237]

[0238]

[0239]

[0240]

ZIHS3d 10-2010-0052482

st okeEjoll A, 38A] 19] FFES g £E5A 4(GLUT4) Q] 244, oS 5, KST-48[%%: D.-0. Lee
et al.: Arzneim.-Forsch. Drug Res. 54(12), 835(2004) 13} ¥HE&E=ZA FojFr},

shtel kejoll A, Behal 19] EE, oE 59, A0 20041015285 71AE vie} e FFE-ZYEA-
6-E 2ol E ofr| e E AT EhA|(GFAT) O] A AlAoF W EE=A Foldn

shfe] <eEjelA, Fsha] 19 3gE-S CHMEIFE A IVOPP-1V) 2] JAA, &5 59, WUohaHe(LAF-
237), AEFEHEE(MK-0431), 2HAFE9E(BMS-477118), GSK-823093, PSN-9301, SYR-322, SYR-619, TA-6666,
TS-021, GRC-8200, GW-825964X WX AWO 2003074500%, AWO 2003106456%., AWO 2004506583, WO
200505890135, AIWO 20050123123, AIWO 20050123083, A|PCT/EP2005/007821%., AIPCT/EP2005/008005%., Al
PCT/EP2005/008002% xﬂPCT/EP2005/008004§ APCT/EP2005/008283%., ADE 10 2005 012874.23% I+ A|DE
10 2005 012873.4%0] 71A% ASy WEEZA Fogr),

shube]  SkEjel A, FEA 19 FEES  11-HE-slo|EEA AH ZolE  dslo]l=ZAvbAl 1(11B8-HSD1) <
AAA, odE EW, BVI-2733 &=, o5 &9, AW0 200190090-94%., AWO 200343999%, #AWO 20041127823,
AWO  200344000%, AIWO 200344009%, AWO 2004112779%., AWO 2004113310%, AIWO 2004103980, AWO

200411278435, A|WO 200306598335, AIWO0 200310420735, AWO 20031042083, AIW0 20041062943, AIWO
20040114105, AWO0 20040334273, AIWO 20040412643, AIWO 2004037251%, AWO 20040567443, AIWO
20040653515, AIWO 20040893673, AIWO 2004089380§ AWO  2004089470-71%,  AWO  2004089896%.,  AIWO
20050168773 W& AWO 200509775950 71AE AET HEERZA FoHu),

st kejoll A, 31ekA] 19 FEe, oS 59, A0 200119830-31F, AWO 2001175163%., WO 2004506446

%, AWO 2005012295% , A|PCT/EP2005/005311%., AIPCT/EP2005/005321% , A|PCT/EP2005/007151% =+ AIDE 10
2004 060542.4% ) 7)1 A% vle} e gwd g2 A E2A34ElA] 1B(PTPIB) Y AAA|A9F HWEEZ A Folgr).

shubel EjdlA], steA] 9] SFES YEF-9E X259 54 1 == 2(SGLT1, SGLT2)e] =4A, & &
W KGA-2727, T-1095, SGL-0010, AVE 2268 & SAR 7226 i+, o= &9, AWO 20040075175, AWO 200452903
<, AW0 2004529023, APCT/EP2005/0059593%, AWO 20050852373, AJP 20043596303 =+ %%[%5—3 A. L.
Handlon in Expert Opin. Ther. Patents(2005) 15(11), 1531-1540]¢] 71A1E A=z HELEZA] T},
shufe] SFelol A, }shA 19] 3}3E-2 GPR40S] Z=dAet HEEZA Fojd.

st okejoll A, 3tEk2] 19 FFES . o= EW . A0 200507319950l 7 AE wie} 2o T ER-7HA g5
(HSL)] SAA|eF HEEZA Fog

shutel FEfell M, sheka] 19 shgtEE ofAld-Cod ZHTAAI(ACC) Sl AAA, S
ANO 2003721975, AWO 2003072197% H= ANO 20050448145 ) 7] A1 257 BE&

T

shubel Fefell M, sheba) 19] SgtEe ExFolmIFHlo]E FHEAZ|GAI(PEPCK) o SJAIA], <& =9, A0
20040742885 71 AE ARSI HELEZA FAH},

st akejoll A, 3teka 19] 3gtEe Fl=a a4 ZIuAl 3 HEHGSK-3 HED o] oAlAl, 5 5|, A
US 20052222205, AIWO 20050852305, PCT/EP2005/005346%, AIWO 20030784033, AIW0 20040225443, zﬂwo
20031064105, AWO  2005058908%., AUS 20050380235, AWO 2005009997%, AUS 200502698435, AIWO
20050008363, WO 20041063433, A|EP 146007535, AIWO0 200401491035, AIWO 200307644235, AWO 2005087727
% HE= AW0 20040461175 Z1AE ALY WEERA FoE.

shupel FefollM, shetd 19 stetEE @A vl C HER(PKC HIED O] oAIAl, & SW, FHAILES-R
3} §EERA T}

shube] Felel A, staha) 19 §3E2 drdd A £ APA, s =W, ohRAT(SPP-301) 3 BEE=A
FolEn

stufel  ElolA, kA 1o serEe "[-7EB ZluAte]l SAA(IKK eAlAD, e W
20010006105, AIWO 20010307745, AWO 20040225533 HEi= AIW0 20050971295 71A1€ AEH BEEZA F
of ¥t

shupel okejo A, Blekal 19 FFES FERgmzE Fols Ao A, o= S, AW0 2005090336359
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[0242]
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[0244]

[0245]

[0246]

[0247]

[0248]

[0249]
[0250]

[0251]

[0252]
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718 A HEERA Foldn.

F71e]  FEjel A, ek 19 3gES CART ZEA[#ZE: "Cocaine-amphetamine-regulated transcript
influences energy metabolism, anxiety and gastric emptying in mice" Asakawa, A. et al.: Hormone and
Metabolic Research(2001), 33(9), 554-558]¢} W&E=ZA Folgr};

NPY DA, A B, FERA-1-EE (4-[(4-oh] A A -2- o] ) | Abol F2 80 v & popu] =
stol == E = to] =(CGP 71683A);

Ll

FE = YY 3-36(PYY3-36) i FALSE 3gtE, 4
E= PYY3-36), CJC-1643(AA oA x4 <i=
of 714" AE;

EW, CJC-1682(Cys34E &3l Abg &3 &Hwz A7 0]
of AFACIER PYY3-369] FX=A) E& AW0 20050804243

CBIR(F}HH| :mol= 284 1) A3A| (S 59, 2|RUHEE | SR147778, SLV-319, AVE-1625, MK-0364 £+ o]

o] & &, odE EW, AEP 06563543, AWO 00/15609%., AIWO 2001/64632%., AIWO 2001/64633%, AIWO
2001/64634%., AWO 02/076949%., #IWO 2005080345%, AWO 2005080328%, AIWO 20050803433, AIWO
2005075450%., AWO 20050803573, AIWO 200170700%, AIWO 2003026647-48%, AWO 200302776%., AIWO
2003040107%., AIWO 2003007887%, #IWO 2003027069%., AUS 6,509,367, AWO 2001326633, AIWO
2003086288%, AWO 20030870375, AIWO 2004048317%, AWO 2004058145%, AIWO0 2003084930, AIWO
2003084943%, AWO 20040587445, AIWO 2004013120%, AWO 2004029204%, AWO 20040355665, AIWO
2004058249%., AWO 20040582555, AIWO 20040587273, AIWO 20040698383, A|US 200402148373, A|US
200402148555, A|US 200402148563, AIWO 2004096209%., AWO 20040967633, AIWO 2004096794%, AIWO
2005000809%, AIWO 20040991575, AUS 200402668455, AWO 2004110453%, AWO 2004108728%, AIWO
20040008173, AIWO 2005000820%, AUS 20050009870%, AWO 2005009743, AIWO 2004111033-34%., AIWO
200411038-39%, AWO 2005016286%, AIWO 2005007111%, AWO 2005007628%, AUS 20050054679%, AWO
2005027837%, AIWO 2005028456, AIWO 2005063761-62%, AWO 2005061509%,  A|WO 2005077897=., AIWO

2006047516%, AIW0 200606046135, A|WO 20060674285 = AWO 200606744329l 71AE AE);

MC4 ES5A(dE W, 1-oMx-1,2,3 4-HEgslo| =2z erdl-2-7H5 4 [2-(3a-Hl A -2-me-3-5 &-
2,3,3a,4,6,7-AALtol =2 Y| 2 E 2 [4,3-c] ¥ 2 H-5-D)-1-(4-F 22 ¥ d)-2-Z Lo & ] o}u] = (WO

01/91752%.)) == LB53280, LB53279, LB53278 H-:= THIQ, MB243, RY764, CHIR-785, PT-141 & AW0
2005060985%., AIWO 20050099503, AWO 20040871595, AIWO 20040787173, AWO 20040787163%., AIWO
2004024720%., AUS 20050124652%., AIWO 20050513913, AWO 20041127935, AIWO US200502220143F., AUS
2005017672835, AUS 200501649143, AUS 200501246363, AUS 200501309883, AIUS 200401672013, AIWO
20040053245, AWO 20040377973, AWO 20050425163, AIWO 20050401093, AWO 2005030797%., AUS
200402249015, AWO 2005019213, AWO 2005091843, AWO 2005000339%, AEP 1460069%.,  AIW0O
2005047253%., AWO 2005047251%., AEP15381593%., AIW0 20040720763 = AWO 200407207730 N1AE AE;

LA g4 ddA(dE B, 1-2-HENFAE-6-Y)-3-[1,5]FZE g d-4-L 2o} o=z FRefo|=
(SB-334867-A) HEE, <& EW, AW0 20019630235, AWO 2001856935, AWO 20040854035 W& AWO
2005075458%. 0] 71AH AL

S| 2Bl H3 &A1 E5A(dE EH, 3AMERIA-1-(4,4-1vE-1,4,6,7-E| Eg}slo] =2 o|n|thx[4,5-
clYEd-5-Y) T2 g-1-& LA A(AW0 00/63208%5) FE= AWO 2000648845 B AWO 20050828935 ¢ 7]
AE AE;

CRF AgA(AE =9, [2-vE-9-(2,4,6-EZHEHd)-91-1,3,9-Eg|o}AEF 2 -4~ [t Z 2 Do} (AWO
00/665853%.));

CRF BP A&A|(dfE EWH, $23=2H);
2F28 G5A;

B3 ASA(AE 1, 1-4-F22-3-wed T dyEdd)-2-[2-(2,3-tdE-1H-21 5-6-L2-A] ) ol D o}r] 1= ] o]
e Slol=2F 2 o] = (AN0 01/834513));

MSH(B e} iAol E-2S 3 24%) 54l

_27_



[0253]

[0254]

[0255]
[0256]
[0257]

[0258]

[0259]
[0260]
[0261]
[0262]

[0263]
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[0265]
[0266]

[0267]
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[0275]
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MCH(R et d-5% z=2%) #=84 A (S 53, NBI-845, A-761, A-665798, A-798, ATC-0175, T-226296,
T-71, GW-803430 &, o= =9, AW 2003/15769%, AW0 2005085200%, AWO 2005019240%, AWO
200401143835, AIW0 20040126483, AWO 20030157695, AIWO 200407202535, AWO 2005070898%, AIWO
20050709255, AIW0 20040397803, AWO 20030334763, AIWO 200200624535, AWO 2002002744%, AIWO
20030040273 W= AFR 286878050 711 3}3HE)

r‘

CCK-A msA(dE S, {(2-[4-(4-S22-2,5-Tr 59 d)-5-(2-Ato] 22 Ao &) ElopE-2-A 7wk |-
5, 7-tlMER1E-1-A e ELL EEF 2o EAL (AW0 99/15525%), SR-146131(AN0 0244150%) &=
SSR-125180) ;

A w2oluddA ISR (S 5, AW0 00/715493);
5-HT &4 g4, d& 4, 1-G-deEulzFa-7-4) a2 L4F A (AW0 01/091113);

5-HT2C +&A ATSA(dE EW, APD-356, BVI-933 = AWO 200077010&, #IWO 20077001-02%, AIWO
2005019180%, AIWO 200306442335, AIW0 200242304% H+= AWO 2005082859% ] 7| A€ RE

d& =W, AW0 200505885850 7]1AE whe} 7 5-HI6 484 A3A|;

Al F8A E5 A (BRS-3 E 5 Al

A TE2E(HE 9, A A T2 5 A0D-9604);

ﬂ%(s e 6-ul X‘Q/\]—l—(z—ﬂO]iEi%—O}U]iﬂ]%ﬂH}E%)—3,4—E]6}O]Ei—1H—0]i
Ax T2 BH|EAA S84 d3dA(ad8d 43dA), oS 5, A-778193 T AW0 20050307343 7] A H

TRH &5 A (= &9, AEP 0 462 8843 H*x);
AAZ= w2 (uncoupling protein) 2 & 3 ZAA;

AEl gFA[dE W, FZ: Lee, Daniel W.; Leinung, Matthew C.; Rozhavskaya-Arena, Marina; Grasso,
Patricia. Leptin agonists as a potential approach to the treatment of obesity. Drugs of the
Future(2001), 26(9), 873-881];

DA EEA(LERAYY &=
2| ghAl/obd kAl oA A (el &

dE S, AUS 2004/02249973, WO 20040946183, AIWO 2000584913, AWO 200504425035, AIWO 2005072740
3, AJP 20052064923 HE AIW0 200501390735 71AE wlel & tjold FEAE 0-oFd E ;A 24 (DGAT)
o] AAAl;

Pn
[

gal);

ﬂl‘ﬂ

= AIW0 00/4056935) ;

AL A E A4 (FAS) S AAA, dE &5, C75 T AW0 200400527750 7| AE HAE;

A4 E28 584 a5A, d8 59, KB-2115 T AW0 2005827935, AIWO 20017269235, WO 200194293
., AWO 200308491535, AWO 2004018421F X AWO 200509231650 7| AE AEY HEEZA FojHo),

<

Boag o] glube] <kEoA], Frte A AERS #|E[FX: "Perspectives in the therapeutic use of
leptin", Salvador, Javier; Gomez—Ambrosi, Javier; Fruhbeck, Gema, Expert Opinion on
Pharmacotherapy(2001), 2(10), 1615-1622]°]t}.

shubel elolA, F7be] B4 ARE SaE m oheEol,
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shite] FeEjol A, F7te &4 A AEFEN EE g FEnio|,

T 08 dEHdA, F71e G4 AR AFEfvlolt.

shube]l FEjol A, Frhe] &4 AR vixlE e g 2vlo)t,

shte]  FejolA, ek 19 EetEe WA, viEAsHAE B84 AAA, oA E¥, /R
(Carob/Caromax®)[%§I Zunft H J; et al., Carob pulp preparation for treatment of
hypercholesterolemia, ADVANCES IN THERAPY (2001 Sep-Oct), 18(5), 230-6]9 W&E=ZA T, 7t=

urs FE Y, FEHA A¥AEZ At Fo dagrdx A9 S (Nutrinova, Nutrition Specialties
& Food Ingredients GmbH, Industriepark Hochst, 65926 Frankfurt/Main)=Z%-E]9] J}&-3t+ #|Eoltt. 1=

w2 %ole] Mg o shte] AA Ei steby (o] BEE @ slmmae Rad Eolo] o 4 9luh. & o

®L 3L S ==y 3L T =
Aol Qold hmups’t 4% U, o 5W, WE AF £ §&Y v g Fold 5 ok

&
Gl 262570 O g]sg.%ﬂ E}-é

0
s
O 8 O
SN cl, ¢l
: WOH
o
GW-9578 cl
K-111
)
N, F
HO\P(O N—&o 0% oH 07 o
0
LY-674 KRP-101
0
SON S SRS s
S N le) ¢}
HO F
Q_Zf/aN ° <::§ ;I::]\S s7/l::]/yL
)
/jiN
LY-510929 GW-501516

F F
.
‘ \g—\(sp
5 N ‘{__,E’”/
Mo PN e SN

O‘O R-103757 bN\@\N\;ﬁNL

2T

BMS-201038
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<ﬁ<§i ﬂQYp

A-665798
ATC-0175
° N
I
N
SR
O T-226296
F
O NH, No_NH,
NH
v § Teuw 0 v 9 /{H
NP O ey © NH
B ST 0O

T
N N NH
N N
L \(\H o H
O 4 WO HO'
o N Ho N
s ~ \n/i HO HO S0
N 0 o
cl N Yoo
N HO AOD-9604

GW-803430

c

(@]
NH. NH °
JWZA/EO/ A-778193
N X
HZN)\N/ ° C75

[0285] H LU 2EE

Cl

Cl
O
*/@rm { ) g
HO Cl OH
Cl

[0286] KB-2115 AVE1625 F
[0287] g AAde 2 4ys AAlde 7AE AdE 2 JHE AgsiA] @ E dES 1o JAe] AEr] ¢
3 AFHTt.
1
A X
BT X
- I > < > w
D . Z~N
Y
R
[0288] é
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axq | R W IX (A B ID Y IM [4Age Ad859]
2 H | O |NH|CH|CH|CH |CH | CONHCH,CH,CH,-(51 2 g -3-); [B]
3 H | O |[NH|CH|CH|CH |CH | CONHCH,CH,CH,- ¥d ; [B]

4 H | O |[NH|CH|CH|CH |CH | CONHCH,CH,- 9|4 ; [B]

5 H | O |[NH|CH|CH|CH | CH | CONHCH,CH,CH(CH;); [B]

6 H | O |[NH|CH|CH|CH |CH | CONHCH,CH, nojgzx=%; [B]

7 H | O |[NH|CH|CH|CH |CH | CONHCH,-#elgz=z=4; [B]

8 H | O |[NH|CH|CH|CH |CH |CONHCH,-(5- 2==26od -2-9); [B]
9 H | O [NH|CH|CH |CH | CH | CONHCH,-( g o} -2-9); [B]

10 H | O |[NH|CH|CH |CH | CH | CONHCH,CH,CH,-O-CH,CH,CH,CHj; [B]
12 | 2Cl | O |NH|CH |CH |CH|CH | CONHCH,CH,- 94 ; [B]

13 | 2Cl | O |NH|CH |CH |CH | CH | CONHCH,CH,CH(CHs)y; [B]

14 | 2Cl | O |NH|CH|CH |CH | CH | CONHCH,CH,-nelgzx=z%; [B)

15 | 2-Cl | O |NH|CH | CH |CH | CH | CONHCH,-(5- 2228 oW -2-); [B]
16 | 2-Cl | O |NH|CH | CH | CH | CH | CONHCH,-(El}& -2-91); [B]

18 | 2-CF; | O |NH|CH | CH |CH | CH | CONHCH,-(5-22=€l2¥ -2-9); [D]
19 | 2-CF; |CO |NH | CH | CH | CH | CH | CONHCH,-(5]2.# -2-9); [B]

20 | 2-CF; |CO |NH | CH | CH | CH | CH | CONHCH,CH(CHs)y; [B]

22 | 2CF; | O | S |CH|CH|CH |CH | CONHCH,CH(CHy)y; [D]

23 | 2-CF; | O |NH|CH | CH |CH | CH | CONHCH,CH;-Atoj2==z4; [D]

24 | 2-CF; | O |[NH|CH|CH | CH [ CH | CONHCH,CH(CHj); [D]

25 | 2-CF, | O |NH|CH | CH [CH | CH | CONHCH,-(8]}& -2-); [D]

26 | 2-CF; | O |[NH | CH | CH | CH | CH | CONHCH,CH,CH,- #4d ; (D]

27 | 2-CF; |CO |NH |CH | CH | CH | CH | CONHCH,-(5- 2= =824 -2-9); [D]
28 | 2-CF; |CO |NH | CH | CH | CH | CH | CONHCH,~(g o} -2-9); [B]

w2 gk 1] shehee] dAE vlolARE asdt o] AA AnFoR ARSI

DEEstE . AAW Ak FEe (SO0l TS f=dte) =3 &Ek(Wistar) HES 7HE EH(Potter) X
2wV FEA7)A,  250mM AR 2 5mM HEPES(pH 7.0)E  @fsle Wy Fold 23
dAEGst. Adegd vlolazxd FE8E& 80T AGsdtt.  ZHoFEU-CoA tAFetAl E4& 1-
349 ZHol2AMS ARgsto] Wt AmvtEDy] HAFoR SAsoik. WAE vkel o] befebAl, &
o] Z4zbe] SIRHE(HFT % 1%[v/vIE DMSO FolA) S HE b mpola R 15ug 7178 ¥ 3 (6mM MgCly,
250mM 22, 150mM KCl, 40mM NaF, 100mM Na,HPO,(pH 7.4), 1.3mM ATP, 1.5mM #2¥ ZFEE]2, 60uM

o
=
|
o
|
[>
)
o
o
i
~
>,

CoA, 0.33mM YElopu|= 2 0,94mM NADH) 2000 FolA Ao 108 < viLstSd A
(55mCi/mmol) 0.5puCis 7FetaL, EFES 37TColA 1A7F FoF wigkslgth. 2 tbs, dAlsgAd Auilks
2.5M KOH/MeOH:H,0(4:1)Z 65TCNA] 4AXZF B9t 7FpBasta, 24 280 E FARFSA| 7], AAF 5004 % F
Z3IUTE. TLC ZECEE 10% AgNO; ol shEA17]a, AREHd E-EAsAHY. At A 150E S0 E
of i3, TLC ZE°EE HY(FREEXE WES oA EAN E[90:8:1:0.8])0lA HAMAIZ]aL, HARAHAT. =
ol ES iéiﬂﬂﬂ(Phospholmager)oﬂ/ﬂ 2lo] SCD1 EAL A=),

ol
>4

I e wasel tad nAolA AHelzA-Cod TAFA BH olAE ZHT & 3l
A AT whsh e B owwel EAQ BFEe G AN oul FEE A A5

R
494 o %
249 oA 2A AR SLe] AAEA B4S ek,
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X2

EEERLERIREL R 2

AXN | A E (%) (10 pM)
8 37
9 29
13 58
14 20
15 05
16 86
19 100
20 77
23 96
24 77
25 100
27 100
28 100

spsha] 19] 3}gE2 SOD1 A4S dAsta, wehA X A} Ao, vgk 2 dA} S5 X5l w9 A
St 2 Hulver et al. Cell Metabolism(2005), 2(4), 251-261 and Warensjoe et al.,
Diabetologia(2005), 48(10), 1999-2005].

SCh &4l AA=Z Aste], &4 19 e =3 {55, v sHA= Aol F71e] SCh-uizfe &

3w SO-ulAE el Aw wE oyl AT S 9,

¥ ool BgEe 53 0 An W/EE o] 4@k

w
oft
kr
ok
A
ol
2
[N}
oft
oft
kr
ok
o
o
)
'
it
o
=
o|N
o
2
o
tlo
Fd
oot
%
2

- A% B A nE

- Ew R AER Fohe] ey

4. o) BFAAEF 9 o9 F/F, dE EW, olHEFAATHNAsT, dLEH A 23, HIH o 5, 59
at7] QIAF T vt oS BEAHo® e AE(EHAT o] 2M AgtH A gt

-2 3 AT v, 22 A% 8% F4AY =

- 3o L FHAHE 5L

- w2 apoA AT A F=

- 2 LDl FH2HE -

|
£
=l

HE7F S LL FH2HE 4R
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) )

-Gk HEE ol AWPY) 7, B 5W, YW HFE, dlolday Ak, 8 BW, A9 953
<

-G dE B, VA AE 4, SAF EBe 9F TAZ 2L
- SastE F A FY, e 59, A9, w3 2

- =3

- uget

- X ST

|
ofot
=
oX,
ol
o
=
5
ﬁ.u‘
ol\
oX,
=i
=]
=
uj
il
ON
3%
£2
Ll
iyl
ra
=il
=]
=
uj
il
ash
i)
o2

YEe Al g FAH g
Az

2 odtgol glelka] 19 ggtES w3 [FZ: McClure, Kelly J.; Huang, Liming; Arienti, Kristen L.; Axe,
Frank U.; Brunmark, Anders; Blevitt, Jon; Guy Breitenbucher, J.; Bioorganic & Medicinal Chemistry
Letters(2006), 16(7), 1924-1928; Arienti, Kristen L.; Brunmark, Anders; Axe, Frank U.; McClure, Kelly;
Lee, Alice; Blevitt, Jon; Neff, Danielle K.; Huang, Liming; Crawford, Shelby; Pandit, Chennagiri R.;
Karlsson, Lars; Breitenbucher, J. Guy, Journal of Medicinal Chemistry(2005), 48(6), 1873-1885]cl == =}
Az delxl yHow Alxstar, st7] whg oAl we =58 5 glar, o7]A gz A7) A" onE

Zt=tt
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[0406]
[0407]

[0408]

[0409]
[0410]

[0411]

[0412]
[0413]

[0414]
[0415]

SIHE3D 10-2010-0052482
AN —XH Q I
. H)\\Qw@ S SO Wz )

an m M

il
=

S AFA ALY Ededl EAE e Axd 5 Ak 4-FHA-A
=9, 4719 EAtel AdstA AeE Hums 4-E5FeR- B 4-FREH=d )
A

ly

S,

WSAlA FES 4 JuH[FF: Pfefferkorn, Jeffrey A.; Greene, Meredith L.; Nugent, Richard A.;
Gross, Rebecca J.; Mitchell, Mark A.; Finzel, Barry C.; Harris, Melissa S.; Wells, Peter A.; Shel
John A.; Anstadt, Robert A.; Kilkuskie, Robert E.; Kopta, Laurice A.; Schwende, Francis J.; Bloorganlc
& Medicinal Chemistry Letters(2005), 15(10), 2481-2486].

i

e g, ol e B 4-BERwd RS s B b, Aedte fdsler A8

AlA Az 5 Sl

tolrvgd J1EAY JxvHEZE FEH[FFE: P. Chand et. al., Bioorganic & Medicinal Chemistry
Letters(2005), 13(17), 2665-2678]° uwte} AxT < Jrt.  A&¥E 4-w@AA=Ldus s [

Langle, Sandrine; Abarbri, Mohamed; Duchene, Alain, Tetrahedron Letters(2003), 44(52), 9255-9258]%} &
o3t A Az3 4 9

Wlzd-x3E W=zddys= AeeteE EFEES AFAA AxTE & U & WHe [
Kashiwagi, Yoshitomo; Ikezoe, Hiroshi; Ono, Tetsuya. Synlett(2006), (1), 69-72; Smith, Amos B., III;

Rucker, Paul V.; Brouard, Ignacio; Freeze, B. Scott; Xia, Shujun; Horwitz, Susan Band. Organic
Letters(2005), 7(23), 5199-5202] 7]1A=] )

"o O YO
I
ol W2 Zldl-T2} 2 = (Friedel-Crafts) obd3sl 2 F&2Q Fi) =243 2 7R3 E 21830

[#%: Nakatani, Kazuhiko; Dohno, Chikara; Saito, Isao. Journal of Organic Chemistry(1999), 64(18),
6901-6904] .

1. s0CI2
OH
e O w0
2. AICI3 Q R
NBS/AIBN  B' O
[

(o]

AcONa
o o

], d& &4, ¥
= Aol fralain,

pul

oF WHE ok Ate]l feju A, 97
& FHRHOIES Jlel SEE F7HY

= e A SrolA Art. 0T
Al AR Eule] B Aol SRl FaAsks Zlo] frelstthal dSHUY. AR Svlle] de v 2
Zo]=, THF, DNF, E7<l, o€ ofAElo]=, n-ge, t&it, deld ez i vjedelry. F4 213
of, MigAg &, olE =W, TF == DF FolM 7], dE 59, F23EE, o ER 2F 36

RRhgelolErh A 95,
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[0420]

[0421]
[0422]
[0423]

[0424]

[0425]

[0426]

[0427]
[0428]

[0429]

[0430]
[0431]

[0432]

[0433]

[0434]

ZIHS3d 10-2010-0052482

ss1a (o SABe NS ERBERE Restm o AAZ el Wy, oE SW, 2% A4S Ex a2
nhEe)E 2 A s,

gkl fa) AlTEAN B oIe ojmx AFdHA gevh. 3t

sh7] 2FAMSHAl AE AAde B odys Ay
9 AA(identity) = A% A7]|Z &1} T},

A 1:

ol 2-(4-] %A 3| )-3H-1l Z o] n] T} Z-5-7} 22 | o] E

Z(11.0g, 55.49mmol) &Ao ZHrisiict. Eed 2

N
M
o
>_l',
2
e
il
-3
0 r_Ql

T wakela, WA v Aekgith. AMES FYOR AqHsia, dEER Hlﬂoh AZAZT
aE S20A2 DIF 100m ol AEA7)aL, ole 3, 4-tjo}n| =il 2o o] E(10.0g, 55.49mmol)E 713 o}&
130COANA 4A7 Feb abelodnt. DIFE AEetel SHA7IT, WolEs B % og opAeo]Est Etaln,
7] s wEstal, B2 AFstaL, AxA7|aL, sFAZET. 5 2okd AFE(18.3g)S FUME WhEA
A=

A 2:

2-(4-9 5 A) 3 9 ) -3H-Hl Z o] m] T} Z-5-(3-3] g U -3-L T 2 4 ) 7} »oln| =

2a: 2-(4-F = A ¥ d)-3H-Hl = o] n| v} Z-5-7} B A AL

ﬂgz(4ﬂiﬂ14)%mzﬂmq+ﬂawﬂ11E@0g55mm1ETm1mmﬂ%ﬂMﬁﬂ 5 30ml
ZFo] FAsF 435 (1.64g, 39.08mmol)S H7FSH US, AL2oH F 22A17F F<F wRkslgith. THFS 7
A71aL, A S oldE ﬂﬂﬂ]Eiwéﬂ ﬂ.:lﬂ%,$@@%%NﬁﬁgiéWﬁNﬂL,@ﬁ%%
AES FYor onsta, 2 AFsta, AxRARY. 8 1.64g(89%), M+H+: 331.09.

2b: 2-(4-F = A3 d)-SH-Hl = 0] M| thE-5-(3-7] 2 D -3- U = 0 ) T} 2 ohw] =

Ego|do}w1(0.15m, 1.078mmol) = HATU(0.246mg, 0.647mmol)S DMF 10ml 2] 2-(4-¥5 A3 d)-3H-H=o]
" T} E-5-7} 521 2F(178mg, 0.53%9mmol) H 3-3] 2 W-3-UZ 2 Ho}wl(80.09mg, 0.594mmol)ol] 7}8taL, -2 6
AlZE Eob wuksigint. g EFES st wFHA7AL, AdES = B oY opAEo|Eet Eijtetal,
7] e wEstal, 22 AlFsta, dxAv)an, sFAAT. F5E xotg A4 ES Ax8 HPLC(RP18, ofAl
EUEY/E 0.1% TFAE AA A}, #%'mmg%m M+H+: 449.29.

A4 3:
2-(4-F A ) d)-3H-H = o) n| t}Z-5-(3-H|d Z 2 F ) 7} & ~ofn| =

2-(4-w 35 A ) -BH- il = el m| thE-5-7k 24k W 3-dldERdelnl S AAe] 2b9t FUHA WEEAIFTH
FE 97mg(40%), MHH+: 448.28.

Al 4
2-(4-A A # D) -3H- A = o] n| T E-5- A W F 7HE 2o m| =

2-(4-H =5 Ao d)-3i- M=ol E-5-7h5 44 51 suldotnls AAld 2bet Fd
70mg(30%), MH+: 434.26.

2L
X
=
olo
>,
b
i)
&
o

A 5:
2-(4-H 5 A H ) -3H- W = 0] 1| ThE-5-(3-H d F- & ) 7} 2ol =
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[0435]

[0436]
[0437]

[0438]

[0439]
[0440]

[0441]

[0442]
[0443]

[0444]

[0445]
[0446]

[0447]

[0448]
[0449]

[0450]

[0451]
[0452]

[0453]

[0454]
[0455]
[0456]

[0457]
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2-(4-F 5 A s ) -Si-l = 0] M| BhE-5-7H A4t Bl S-vR ol S AAle] 2bst TS WA, 8
58mg(27%), MHH+: 400.27.

Ao 6:
2-(4-¥ = A ol D) -3H- Wl = o W] T} E-5-(2-Alo]| SR Z R H o & ) 7} 20w =

2-(4-H =5 Ao D) -3i- =0l E-5-715 A5t Bl 2-Afe| SR Z 2oyl sfo|mRIRefol =g A ¢ 2bet
s A WHSA AT, 8 26mg(12%), M+H+: 398.16.

2-(4-9 35 A 3 ) -3H- Wl 2 o] n| T} F-5-Ato] S 2 X 2 A P 7HR ohw] =

2-(4=3 A1) -Si-il = e B E-5-7H Ak B CAelE Rz A dovl s Ao 2bek SAsHA Rk Al
oh. & 74mg(36%), MH+: 384.14.

A 8:
2-(4-3 =5 A3l ) -3H-l = o] M| -5 (5-2 2 2 H Q1 -2-d m[ e 75 2ofr] =
2-(4-3 =5 A3l ) -sH-l = o | oh5-5-7H5 A4k B C-(5-2 2 2E e dl-2-)mdopnl S AAlef 2bst FAEA W

SAAT. & 65mg(26%), M+H+: 460.06.

A 9:
2-(4-9 5 A1 3l ) -3H-wll = o] M| T} E-5- (] o} Z-2- A W & ) 7} 2~ ohm] =

2-(4-H 5 A D) -sH-H Zo|n T} Z-5-FHE A4 @ C-(ElolE-2-d)Wdolul S Al 2bhe}  FY
WX Z T, & 84mg(37%), M+H+: 427.09.

ol
2
X,

A Ao 10:

2-(4-A A o d )-3H-Hl Z o] H| T} ZH-5-(3- R EA| T2 ) F} & ~o}n| =

=

2-(4-H 5 A H ) -3M- Mz 0] v T E-5-7H5A A4 9 3-F-EA L2 dolqls HAA|d 2be} FAA HHSAFHT. &
S 111mg(46%), M+H+: 444.17.

A 11:

e 2-[4-(2-F 2 =35 A))Hd ]-3H-Hl 2 o] H|T}Z&-5-7} = A o] E

4-(2-FRRASANAN=SEE = 9 o 3 4-topu iz o|ES AAd 13 FASA WHSAAT. &
1.75g(100%), M+H+: 393.17,

A 12:

2-[4-(2-Z 2295 A A D |-3H- W Z o] 1| T} E-5-H v P 7} 2o =

12a: 2-[4-(2-2 2235 A)) 3| d |-3H- 1l = o] v t}E-5-7H5 A 4k

de 2-[4-(2-F R 25 A s d]-3H- il =0 thE-5-7 A e o] ES AAlel 2ast FUA AT FE

1.49g(100%), M+H+: 365.08.
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[0460]
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[0464]

[0465]

[0466]
[0467]

[0468]

[0469]
[0470]

[0471]

[0472]
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[0475]

[0476]

[0477]
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19b: 2-[4-(2-2 2293 A]) 5 Y | -3H-1 2 0] v] T} Z—-5- 5] 1| &) 7} 3 o} ] =
17 wkg A e

ol

2-[4-(2-Z 22 KA A D ]-3H-=o|n|thE-5-7} 5244 = Huldopn s A 2pet Y
8 65mg(34%), MHH+: 468.36.

AAld 13:
2-[4-(2-Z 22 A5 A # d |-3H-dl o] | thE-5-(3-H P -5 ) 7} 2 0bw] =

ol

-l4-2-2REd A I [-SH-Hl ol m thE-5-7H A 8l 3-wR e olnl S A A e 2ot T

2 HAl WE-A1Z)
oh. & 117mg(66%), MHH+: 434.35.

2-[4-(2-F R AD AL | -BH- A 2o v ThE-5-(2-Abe] F R Z 2 o | ) 75 Sofn| =

2-[4-(2-Z 2 2B A A |-SH- =0 M TE-5-7H5 A4 H 2-Afo]l SR Zedddoldl Slo]lmrERe|=E
Aol 2b9F SUBHAl WEEAIZITE. & 79ng(45%), MH+: 432.33.

AAld 15:
2-[4-(2-Z 225 A A d | -3H- M o] M T} E-5-(5-2 2 2 8] Q. 3 -2-d - &) 7H5 Zofr] =

2-[4-(2-2 R HAD A |-SH- el tE-5-7F A4t 9 C-(5-2R2E ed-2-d)mdotulS A« 2bst
FYeHA WEEAIZIT. S8 95mg(47%), MiH+: 494.28.

A 16:

2-[4-(2-2 2 232541 9 ] -3H- 4 0] V]t B-5-(E| o} -2~ v &) 74 2ol =

ol

2-[4-(2-2 223 52D s d |-3i-l = o] v T 5-5-7F5 A 4F gl C-(EobE-2-d)mdelil s Ao 2bot LA
bl

SRS AIATEH, & 99mg(52%), MHH+: 461.29.

Ao 17:
g 2-[4-(2-EgZF e 2Hg 9 A d ]-3H-Hl = o] n|t}ZH-5-7H = A glo]| E
17a: 4-(2-EgZF o 2vdd A=z 3=

4-Z2F Q2 2= UY|3] = (397mg, 3.2mmol), 2-FFO|EFAIMZE
(1.04g, 7.04mmol)S DMF 20m¢ ZFollAl 90°CollA 6A13F Fot a ) ar
FAAES & 9 oY opHelEe &3A7IaL, §F7] A& Bk, BE AFEI, dAXA7L, FFAZA.
F59 zok3t AAES Ax{ HPLC(RPIS, oMIEUEZ/E 0.1% TFA)E AASIT.  $8: 108mg(13%),
M+H+: 267.15.

17b: ol 2-[4-(2-E&F 2 g 5] 3 d |-3H-dl = o] v t5-5-7H5 A gl o] E

& 5me 9 UYEF welu|Adato] E(71.5mg, 0.376mmol)E o}EF 3lo] olehE 10ml 9 4-(2-EFZSFL Y
G52 el = o] 8] = (100mg, 0.376mmol) &ol #H7latict.  whs- S AR A AN Tt wkelar,
WAarel A gk AR, whe EFES A wFA7Ia, FJES D 15meol &8iA7|a, od
3,4-topn =wl Z o) o] E(67.8mg, 0.376mmol)S F7}3F tbg, 130Tl 6A1%F H<F awk3lity. DWFE

of THAZIA, FdES & 9 oY oAH o ESt Eftetar, f7] A4S FEEta, =2 AFsta, 1xA7a,
SEANAY. 5 293 AAES A& HPLC(RP1S, oMAEUEZ/E 0.1% TFAE AAEHS &
24mg(14%) , M+H+: 427.08.
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[0479]
[0480]

[0481]

[0482]

[0483]

[0484]

[0485]

[0486]

[0487]

[0488]
[0489]
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A Ao 18:
2-[4-C-EgEF 2 5A)) i d |-3H-fl 2 o] u| tE-5-(5-F 2 2 E]| Q. H-2-U W& ) -F}H 5 2~ofu| =

18a: 4-(2-Eg|ZF o 2udd| A HZ Al

FAFEZEE(5.06g, 90mmol)S 17/1 DMSO/H20 E3+HE 58meell &3iAIZATE. 4-HE X #H35(13.5g, 78mmol)< o]l
2y oz yhelal, E3ES 80COM 58 Eob wRkste] 7FdETt. I v, 1-EF e E-2-EgZ T o Ry
wHAl(10g, 6lmmol)S WREA A7bslar, E3HE-S 120TolA 2A13F S wyksgit. Aoz WAzl vy,
& 100mE Zhekglek. 4 S dold olel2= wis] 150m™ 33] FEtal, 7] S Feka, & 9 x3)
H AJUEF fdoz Az, Iieladlg Aol AxRAZIA, FFAHG. FE 13.4g(69%), MiHt+:
317.2.

18b: 4-(2-EgZF o 2w dd A=z s =

234 U178k, 4-(2-EfZF o2 dusA) L2 2lAl(1.0g, 3.15mmol)E ¥4 THF 20med] £3|A]7]3
-78CE YA AT witslHA, R E (I F2 2N) 6.31mE 147%}0%} 5% % DMF(18.9mmol)
= & AeoR JteHRE St dSUdRE 1

1.46m0E 7}ska, nNFehE ZoF g L] me 713 e, gEee
WEeto g FEsla, f7] A4S Fela, AHea, sabuladlg Aol AxA7|n %% 1A%, FoAdES =
2ulE g9 (A7t A, ol A #HE/dE olAHlE 90:10)2 AASAT.  F&: 340mg(15%), MtH+:

267.1.
18¢c: 2-[4-(2-EgZF o 2 g5 A])Hd |-30-Hl Z o] vt} Z-5-7} 52 Ak

3, 4-t]o}r =¥l 2410, 465g 3.06mmol) ¥ UEF dElE| Aol E(0.67g, 3.612mmol)E DNF 3m¢ 9 4-(2-E

o 2ugdHSA) =S8 =(0.74g, 2.78mmol) &Mol Z}stth. EFES 100TolA ulo] QH o)A
(Biotage') vlolZzelo]u wkS7]el A 55 SoF mulata, WZHA7]1, o] olMHo|E 20mE 3]AEt:, &
7] & i3 B 1ome® 53] AAsta, Fabvladlg Aol Az u, FEAHG. & 780mg(70%),
M+H+: 399.0.

18d: 2-[4-(2-E|&F o2 d g o5 A) #d |-3H-Hl = 0| W]t} &-5-(5-F 2 2 L.3-2-dH g ) 7HE ol =

1,3-gogd7tH ol n =(172.5mg, 0.9mmol), HOBT(172.5mg, 0.9mmol), Eg]oEolwl(0.25m) ¥ (5-FZZE S
-2-U W E)olnl(82.8mg, 0.45mmol)E OFAMEUEDL 2ml £¢] 2-[4-(2-EZF o 2 g =A])#d]-30-81=
oJH| T} E-5-715212H(0.1793g, 0.45mmol)ell 7F8lSitt. Wk EFES A2oA whA wnteta, vz 2w
20me et E3skal, & 10m=E AlFSAL, f7] A4S bl A dxA7a, sEAAY. JES A
2o (dest A, ols A Tl FE/oE ofdElo]lE 94:6 WA 40:60)= AAEATE. &
87mg(37%), M+H+: 528.0.

AAle 19:
2-[4-(2-EgEF o2z d) v d]-3H- sl Z o] v t}&-5-(E] 3 -2-d v & ) -7} 2~ opr| =
19a: 4-(2-Eg|EFo2vdulzd )= =

4N G2 & 443 U2/ E S Ab-2-d @ | g
(2.0g, 5.95mmol)el 7Fatal, EFFES A-elA 60413 S<t ﬂ*&ék‘ziﬂr. = {?OW EHA o,
FRFgoR F&Z31a, GV FS wE2A7 3, A A oA olE oA tIFRau|EkS ALsle] I
ZolE gy s, & 1.31g(79%), MHH+: 279.3.

(o
m?L
i
—
w
£
of
o
2
|
-
&
o
fo
>~
N
o
S
=
@
I
_r&
il
_{
fo
fru
h-y
i
S
&
o o

19bh: 3,4-TIUEZ-N-g] ¢ #Hl-2-d w &l Zojn| =

-25CelA 24" ZF2dto]=(2.27ml, 26.4mmol) 2L DMF 3+ &S wWEd 2
WZ2H(1.0g, 4.7lmol)ol 7}l th. WkS EFES Ao v wwtstn, AFsb FFAHAY. FAES
gZz2de 1ol &aiA7|a2, -5ColA Fd(Im) Z PZFE2Hek(10m) =9 Eegl-2-dw oty
(0.56g, 4.95mmol)& ZH7}etth. WS EFES A20A 4A7F B¢ wwreta, ko] ARG, xof
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[0497]

[0498]
[0499]

[0500]

[0501]
[0502]

[0503]

[0504]
[0505]

[0506]

[0507]
[0508]

[0509]

[0510]
[0511]

[0512]

[0513]
[0514]
[0515]
[0516]

[0517]

2SS 10-2010-0052482
FANRE o gowA Ized/ues 98128 Agde] Aust A oA Azvpeadusdn.
£ 0.996g(69%), M+H+: 308.0338.

19¢: 3,4-T]obn] 1e-N-E] © #-2-0] v & w = o}w] =

3, 4-tUEZ-N-F e H-2-dfdwl =0} =(0.41g, 1.33mmol)S o &-L/THF(1/1) 10m¢ Zol4 10% Pd/C 40mge]
Akl AZolA 2A17F B FASIAIZIAL, AdRtelEE Fa ofdstal, wHFAIATH. T 320mg(97%),
M+H+: 248.2.

19d: 2-[4-(2-EgZFo 2 gz ) d]-30-dl=o]m t}E-5-(F L. 3-2-d W g ) -7} 2 »oln| =

3,4-t]o}u) -N-E] e gl-2-dw &l Zo}u| = (100mg, 0.4mmol) 2 4-(2-EZFzdd-wlz=d)w
(110mg, 0.4mmol)Z T]ZAF 8ml Foll A tlobAdZA] & @ EHlAl (191mg, 0.59mmol) @k A A-20 A 24
ettt 2 ve, YolAEA Lo =wlAl(19Ing, 0.59mmol)S THA] FtEta, EFES A0 A
wRkskal, FHRAZAT. FolES ARntEIYY (A7 A, olF A olE ofAH o] E/ Aol E RN 1:6
AstFr. & 168mg(84%), M+H+: 506.2.

el ) 3 d | -3H-wl o] m| thE-5-o] A E 7hE o] =

~[4-(2-E ¥ EF- 0 2o &3 5A]) 9 |-3H- 1 0] v] 0} -5 (2- Ao F 2 L2 o ) -7p 2ol =

S o-AlolE2 2 Ho ol T HFSAIA A 1849 SUSA FESAT. & 14%, MHH+: 466.

2-[4-(2-E 2] Z70 2o &5 3 A]) 9 W |-3H-4 2 o] ] thE-5-(3-9] & -6 7 o] =

shete S 3-mE-dotrla} REgAIA Al 18det FASA 5T, FEr 25%, MiH+: 468.

Aol 25:
2-[4-(2- 2] H5- . 2 o] &3l 54]) 9 |31 2 0] v] 0} -5-(E] o} H-2- 2 W] &) 74 2 o v =

shRteS HolE-2-dudotnla} REgAIA Al 18d9t SAsA 5. & 40%, MHHt: 495.

Al 26:

~[4-(2-E ) BT 6 2| ") 35A]) o ] -3H- W Z o] 1] 05~ (3-3 d Z 2 7) 7} 2 o] =

3 ES 3-ddZ 2ol WA A A d 18de TUEA 5P, 8 22%, MH+: 516.
AN 27
2-[4-(2-Eg|EF =2V gz d) A d | -30-H =) thE-5-(5-E 2 2 3-2-¢ v d) -5 2ot =
2AAd 27a

(4-11,3195A-2-d e d)-(2-Eg| EF e =g o d) v e-2(10.0g, 29.7mmol)S& 80:20 oFHEL:= &= 50
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[0521]

[0522]

[0523]
[0524]
[0525]

[0526]

ZIHS3d 10-2010-0052482

T EFES d5oR Ye 23

ml FolA 65TelA 55417 FeF kit HA2og Wy , RF x
FTEAUER &do] F2 oS, toE oHEZ2 FE38t. §7] A4S B 92 3E 452 AFHstae, 4
AUl Aol A AxA7) I, AFSH sEAZAT. T ES ol Ao R 95:525E 50:507FA 2 F-Hl
He e gIRaues AMSste Y et gz JAsn. $E AAsIY 4-(C-EYEF R
gd-dflzd)N=2LH 3| = 6.51gS F53FATh

A Al 27b:

2-[4-(2-EgEF o 2v g zd) A d |-1H-H = o] vt} Z-5-F 52 Ak

3,4-T] ol =Wl 2 AH(1.8g, 11.86mmol) L Na,S,05(2.66g, 14.02mmol)E DMF 18ml F9] 4-(2-Eg|ZF o Zu|eql

ZA)M=LH 3 =(3.0g, 10.78mmol) W REE G 7[5}t WS EFES wlo|A R g o]H WkST]ol A 308
Fot 33 100CE 7143 v, A3, AHAES AFsd FFA7IL, FA4 FIES 99.2:0.8:0.082 5
B 92:8:0.87MA12 Tl E CHCl,:MeOH:ACOHE Al-g3lE ZojA] azvtEadggz2 AASAct. 3k 2-

[4-C-EgEFe=zdaulzd)dd -1z o|n|thE&-5-7F 525t 3.49¢S 533k, MtH+: 411,

A 27¢

ES 2-[4-(2-ErZF e zradzd)dd - 1H-H=o|u|t}E-5-7} 52 al3)} 5-F2 2| H-2-drdola S
HESAIA AAT o 18d9} EL3Al 538 Y. S8 41%, MHH+: 540.

2 Ao 28

2-[4-(2- 22 5 2o 2 Q) 9d |- -1 0] W] T -5 (B o} -2 v &) -7} o] =
SES ElotE-2-Ar ol WgAA AAld 27cst FAsA FEFAH

T 19%, M+ 507.
AAle 1, 11 3172 3k 1] she s AlEshed AFEE 5 Sl FAAl eI
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