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(Zg=ZA NErA 71UA-3) AAAl, oA SB-517955, SB-4195052, SB-216763, NN-57-05441  NN-57-05445;
RXR 27t=, oA GW-0791, AGN-194204; UYEF-9EA SF I FAIAEA JAA, A9 T-1095; 282
A ZaxFebA A AAA, oA BAY R3401; H]FolU =, XY HEXET; Lo-FFIZAITA AA, 9
A o}FF=H A GLP-1 (772 §AF g =-1), GLP-1 fAME4, oA AAwd-4 2 GLP-1 §-A4; DPPIV
(UFE D FAEgA V) JAA, oAz LAF237;

b) EFAAAS A, dAY -3 =EFA-3-wE-FFEFE Za4 A (ING-Cod) HEeRA AAA, o E°] Zn}
€9, dEputaE, AvtaEd, Zepatsele ) AlgRtaEtd |, wRaliEd, M2 2Ed, EFuksEE, gt
2etel | olE=unlaElel | ZanlaElel @ gulaetel; AFdd AekA JAA; FXR (2 iol= X &4
2 LXR (FF X F&A) grts; Fulzgaw; duygelE; YRk 9 ofAud;

c) FHIRHA], i e EAEE; B

d) FAHGA, oE 5o FZ olxAl, oAU oetadLt, FEAVE 9 EZAWE; M| A3 &
(ACE) JAA], oAd] WiuyA=Z, 72X o}z FA =Y gAY RA Iy gk
4, Av=ZY, guzd 9 EdEerd; Na-K-ATPase ¥ HXZ AAAl, oAdd] o3 wEZ A= E A
(NEP) JAIAl; ACE/NEP A, oiv) ewistE-tE, AgE-UGE 3l A EY; A QdlAl 11 A3A],
A7 ZHHALERE, o ZEALZE oj2HAtEw, 2ALEE, dujaiag 9 dxpaw 58] IabEeh gd o
AA, dAd g 71d, A7a, HEg7)d, dejx7]d, RO 66-1132 L RO 66-1168; B-ot=dlEdHAd &4
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HEE, 55104, d7add o541, =5E Ul ZF A AdA, d7d 4293, wzed, dE
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2 EA Ioyn 3ELS F3 [Patel Mona in Expert Opin Investig Drugs, 2003, 12(4), 623-33]¢ % 1
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gl whE sgtEe] 42 ] WY e Il e Wl os) Frkd 5 Qo

AFAY FFZ7)IA G4 3= GKRP (GK A1 A, 68,000 Dagl whd)e] B = EA ko] & whgo] 38t

H
Ao A4d = 3 ojelgt AN, FFAL-6-FEXLFHOE

Bo o3 %3 GSI-GKe 3= o

o] PALe E|QNADHY] dA ez AH AZHEAY. GST-GK= %%ﬂig} Mg-ATPS] WHg-& Zuldle] FF 26—
Exvo|Et ADPE AT, FFIAL6-EAHOE HF=RAUA (GEPDH) & E] LU s Elolu] = (E] 2NAD)
= E|QNADHE A1t} o] #2418 405 nMollA] NADHS HAS F A 3o},

71EA el K B4 ARe e 7o 25 mM HEPES (pH 7.1), 25 mM KCI, 2.5 mM MgCl,, 1 mM ATP (A]z1m}

(Sigma) A-5394), 1 mM DIT, 1 mM EJ2NAD (A 2w} T-7375), 80 ©¥)/mé G6PDH (A]Zv} G-5885), 10 mM 2F =
2 9 8.7 mg/ml GST-GK (110 nM). GKRPol ]38t GK JAI 9d& H7lsly] Hs8l, 20 uyM TEEXA-1-X A3
o]E (F-6-P) 2 A= GKRP (370 nM) 25 wg/mlE A7) B4 Ao HA71edct. GK/GKRP A ol4 1 pMe
F-1-PE iz o & AL&3ltt. F-1-PE GKRPe &3 GST-GK JAIS < AA I,

o] B2 AT 96-¥ T-uty FH|o|EolA Fdsiglon, % A4 B9 E 25 Witk S{HES 100% DMSO
satR o R FAslal, 100% DMSO Fo 3AA¥ 33FgE 0.5 e B4 ZolEo Hrlstdn., B4 Al

o
(24.5 w)& Aolnta (Zymark) ZHE2] ZHES o] &3] %i7}o}9§t+. HEPES, MgCl,, KCI, QNAD, G6PDH,
F-6-P, =312, GKRP % GST-GKE Ffote e (5 w)e Aolvta 6-AE & A& o8&l H7taal
t}. o]ojA, HEPES, MgCl,, KCl, DIT % ATP F-ole 959 19.5 s Aolupa AleF M7} 2E|o] /Al eF
A7} 5 (Zymark Reagent Addition Station/Reagent Addition Module)S o]-&3&te] H7Fgo 2x wh3-& 7iA|
ol ololA, ZHo|EE AolwtA XP ¢F (arm)S S EHlZEW 2 (Thermomax) EH#|0|E #A=57|= Hua}
o] RTolA 3%l ZA 405 nMelA dgxeoz @y, w9e He-¥3 EE/E (m0D/E)o=
e AT
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dE AAZNA ] FEaA A By et 2ol 53 5 9

olu] 7AE wke} o] (& [Berry et al., J. Cell Biol., Vol. 43, pp. 506-520 (1969)] =), WA} F2
Al 3 Sl 228 -54¢] (Harlen Sprague-Dawley) #E (9]=r =22 F|Egtoly Ze = (Raleigh) &A
o] Zx W WY ER]Z; Charles River Laboratories)? 7+S ZFEAIUA #FAZOZA HAXE a3}
Ak, AEE 747 5% & ®Hol A (FBS)S st 2F2a-73F Ewla WEE o2 miA] (Dulbecco's
Modified Eagle medium; DMEM, #I= (Gibco) BRL) 100 m{Z 33] A& 3 Fof FFm -5 DMEM/5% FBSol
deslsit. AEE F8d 'Y 24-9 ZolE (M E t]Zl<; Becton Dickinson)dl 5% FBSZ RHFH ¢

2~ #x] E (William's Medium E; Al72v}) 1 ml 5 3 x 10\7H Ax/de] sre Fel’gd $o, 5% €0./95

5
ke

FollA 37Tl RIstwol sl AlE7E FAE Foll (oF 4 A7), ¥ 5 mil SF52 510 o

& z

% 571
At Bk S Srelhs -5 DMEM (A avhE wAlstal, AEE F7FR 16 WA 20 AR et wj gt §

FRas ste e [2-HFFasRRE] ool BEd o) AYat. v DA

2
2 AAst, AZE 5 al 2532~ 2 FTFE (1, 10 Z 30 M) EE= DNSOE &gasle AHds d3-F3h&
DMEM 150 ¢ ZolA 3A1ZF B¢t 37ColA mlg] dfwo]Astdt. DMS0Y HE F5+E 0.2%0|tk.  o]ojA,

3

WA S AAs, 33E EE= DSOS 53} DMEM/5 mM 252 9} 1 puCi [2-H]IEF32~ (NEN)Q] AlAa
TEE 150 wE H7Fetgu. 253 Qitsle] A=l tisk A Ul OEH HNEZ DMSOE Tisle= g
-85 DMEM/5 mM 2532~ HlR] Fo A 3417 o vg] AF l ol & Fo| 0.5 mM TEE/DMSOE &3

=5
)
il
ull

= 2734 u)x (F-1-Pe] ATA|, BIHZY-E 2] obdalet(AnalaR)”) FolAl 1A1%F B9k elifuo] Aate
o BEE 22U FHOlE © sl de AW FF I HUkE A-Ee w200 w0 (150 @b i) E A
7} o] Z 50 wE =+ AASL IN HCl 10 wE FFshes 1.2 ml vlo]az 9AEY FB (Z2E

Costar)dll 2ol 43 A@akgicy. o] WIS w7 ‘HO W (LSS 457 9% 0-% APoz Agasd
2 %

Fas wAE H7HEE S, AEE A8 F2 ol 2k (rocker) AdolA 1A13E

W, owek W) 50 mE IN HCI 10 mE SHeaks mhola® dA%E Hrd S, Lo

= SAsAT. FHS 70l A AHR WAsh, A7hs "ol 1.5 mE sk 20 mt el AE
Hrol ek (9132 (Wheaton))ell QRIeh.  whole] F74& whads] gar, Az lsfH|olH A 29 <k 37TAA <
S

(
FujoldatArt (Whe BIFERAE L] L0 wloldk Fo B3 WS o2 ). [HILO (NEN)E ARE-aho]
B 348 a9 wEe dis] 2t sAFeR sIAAR A" Eo 59 50 W& 1N HCL 10 weoll
A7yetar, AZdd il 7] 71AE ukel o] wEiTt (SdHeR, = Sm%ﬂﬁm]%%‘) o]oJA],
Hlo|d 2 HE wlo]a2 A EE FRE ZAHA AASI vlo|dZHE AAHE= *s Hislsta, A
I ZHelY 18 m¢ (] Alo]= (Ready Safe), wl=wF ZE (Beckman Coulter))Z QQJBWhalﬁﬂ&ﬁq.

2 2 [-H2FEnszRE g5e RS 3w wd 15500 ABAF7] (Beckman Model LS500

scintillation counter)® Z4ata, 247k (0-A8< 7248 7)< H0° 350 tfa) BAsAt. 10742 Al

X 3 mmole/h® ¥ SFIF AAteta, 1 A3E DISO HEwRY b %= VERY I

ool o AlQl AAle] 1] BHeES A&7} GST-GKO] &dsts S48t Aldadl EAelA oF 251 nMe] ECs
S UER

7] AAldls B 3HS dAalstaa sk AY B, 2 S Adshs oR (FEAE g gy AdF
HA = 3, BE S AH2 A, vbEAskAE oF 50 maHg WA 100 mmHg H 9o ghE A el
HET ALE, TA 2 2 B4 x5 iAF w4 B, odF o MEEA, 84 (np.) 2 ¥ 54,
& 5o NS, IR 2 NVRell o]l &elatqict. ofol= FgAlel 341 A 2833t
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<550>

<551>

<552>

<553>

<554>

<555>
<556>

<557>

<558>

<559>

<560>

<561>

<562>

SS=50ol 10-0830007

Al /\] Oﬂ

3-AZZAEY-N-(5-HEA-E|o}Z 2 [5,4-b] ¥ gl 9-2-9)-2-[4-(4-H - H 2} -1-& D) -H d |- Z Z 3] 0}1]

/N

A. HdolA EAL ofE o 2HE

oflghE (150 ml) & H oA EA (50 g, 0.36 mol)e] §AE FHulgkel 34t (4 m) o2 Ay, wkhe &

FES 4 A B BFEY. O %, HgES {1%6}011 FEF5ATH. R{ES tddE d=HZE (300 me)o
=) =1 /g,

(e}
H =
Safstar, E3} FEMYEF 589 (2 x 50 m) 2 & (1 x 100 ml) & A F3FS ).
]

3 g
a1, ojtstar, zlgstel &53}e] Jﬂ‘éohﬂ Abel" o aEEE A e dRA F5E3I.

'H NMR (400 MHz, CDCl3) & 1.2 (t, J=7.2,
3H), 3.6 (s, 2H), 4.1 (q, J=7.2, 2H), 7.3 (M, 5H); MS 165 [M+1]".

B. -SRI d-Fd)-otHEA dE dxE=

W7ty ZR24Z2 (83.83 g, 48 ml, 0.71 mol)oll A A §} el Dol EAL oY o =2 (59 g, 0.35
mol)E AAste 1 Azkell AAA H7bedh. ws 255 RT (28T)2 & F, 70CE 7Fgsta, o5 o] &
oAl 1 AIRE st awRkelH A RS, ¥EES RTE %ﬂoh 23t ASPHEF 789 (200 me) ‘el
F& 5, DM (2 x 200 mO)E FE3At. f715S & (5 x 100 M) 2 A3 &, L3} AUEF F89 (1
x 150 m) o2 AHEAt. /F7158 FAUEF oA dx:A7Ia, ogHstar, Fslel wFste] £ 4-F=2
2Id-Hd)olNEA dE JAHEE FEEAUT. F7ME 100% S ARgste] Ags A (60 WA 120
W) delA A F2rtEaddsie &5 SFEREXd-dd)-olAEAL dd o ~HEE T 2 dRA
F53HT.

C. [4-(4-HE-THgz-1-=EXd)-Hd]-olHEA & o=

N-wl &= #H 2tz (9.23 g, 10.21 ml, 0.092 mol), DIEA (13 g, 17.4 ml, 0.10 mol) X DCM 80 mee] &L 0T
2 Yzstar, o)) DCM 50 m¢ % ¥A B &l (4—Jii%ié—ﬁﬂé)—ovﬂ g ozHE

0.083 mol)9] &NS 30 ol H7Mskstt. Hbg TFES 0TCoA 2 AIZF &9 wwtsla, v EdES E
(100 m0) & AF3 Z 01N G4k F=8A (1 x 200 ) 22 AHeTt. F715S FAUEF Ao

i, oFeta, FFgate] EEFste] 2 [4-(4-Wg-9HgR-1-2Fd)-H L ]-olHEA Y dAHEE £53
. olE ofAElo]ES Abgste] AEgt A (60 WA 120 wl4]) AelM AY ARvtEa v Ete] £43 [4-
(4-md-a 7 2 -1-s3xd)-Ad |-l EAF ol ozHEE WA A nA =AM F533T.

1

H
NMR (400 MHz, CDCls) § 1.3 (t, J=7.4, 3H), 2.3 (s, 3H), 2.5 (m, 4H), 3.0 (br s, 4H), 3.7 (s,
2H), 4.2 (q, J=7.4, 2H), 7.4 (d, J=8.3, 2H), 7.7 (d, J=7.3, 2H); MS 327 [M+1]".

D. 3-AZ=2zE-2-[4-(4-WE- g 2-1-2d)-Hd]-Z 23] 22} oE o AH=

THF (60 me) % DMIP (10 m¢)®] &3&E T %A C 3eh=<l [4-(4-vE-g | exl-1-sxd)-sd |-l EAL
g o 2~HZ (15 g, 0.046 mol)9] §MLS —78CE A3 Wzrelgdrt., dojxl M 78T A] 45 B FoF
HkELaL, o} 7)ol LDA (25.6 ml, 6.40 g, 0.059 mol, THF/&AF 5 25% &9)E H7Fe3ich. DMIP (12 me) 2
THF (20 me)e] £3E ZF Qo wwdr == (11.60 g, 0 055 mol)e] ®AE 15 Fo| AAX -78CoA H7

(

2

-

skar, Wk ERES -78TAA F7F 3 AL Hok b §, 25T 12 AlZE Fot wukebitt. 1 %, e
EHES X3} AdEE 58 (50 m)S Ao zAsta, st EFsnh. ARES E (50
n) & s|AskaL, oY oM HCE (3 x 100 m)2 FE3ATE. 7] §4S X3t A AFUEF (2 x 150
) o2 AHeta, SUGEF FolA :AxA7]aL, ofdstal, Fetel] wFsT. A4k F 50% old obAlH]
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<563>

<564>

<565>

<566>

<567>

<568>

<569>

<570>

<571>

<572>

<573>

SS=50ol 10-0830007

oJEE geloloma Algaiel Ael7t A (60 A 120 W) Aol A AmetEaYYse] 3-412
[4-(4-r B e 0-1-2 2 )~ ] - 23 o4t ol e o] e =g wa nARA F5ee.

il

23g-2-

"H NMR (400 MHz, CDCls) § 0.9-2.1 (m, 11H), 1.2 (t, J=7.1,
3H), 2.3 (s, 3H), 2.5 (brs, 4H), 3.0 (br s, 4H), 3.6 (m, 1H), 4.1 (g, J=7.1, 2H), 7.5 (d, J=8.3,
2H), 7.7 (d, J=8.3, 2H); MS 409 [M+1]".

E. 3-AZ&23dg-2-[4-(4-H -9 H &} H-1- 2 d)-Hd |-Z 23] &4}

WErS & (30 me:10 m) 2 FASIES (4.11 g, 0.10 mol) & IEA D FFIFEQ 3-AZF2AE-2-[4-(4-HE
-9 e R-1-e22d)-Ad]-2 29 &4 od o AEHZ (14 g, 0.034 mol)e] &ML G0TCoA 8 Azt Bk 94
Zo A wykelsitk, o §, WekES IFste] 45 WX 50TolA AASAT. JHFES EF (25 m)E 45}

én*m

3, oEE (1x 40 n)E FEFGATE. F4FS N Ga F8o) o8 pll 52 Agstaac. A9 nAE
A ool ol FHEI, B (20 n)E ARG F, olAZ2W 4F (20 n)E AHFAT. wAToE, T
A AolZE @2k 100 nez ARela, AEol TN 6 A7 5 AXAA 3-AF2AY-2-[4-(4-W P
Aehrl-1-4E D) - ]-Z 2] LA WA A 24 S5

"H NMR (400 MHz, CDCl5) & 1.1-2.0
(m, 11H), 2.4 (s, 3H), 2.7 (br's, 4H), 3.1 (br s, 4H), 3.6 (m, 1H), 7.5 (d, J=8.3, 2H), 7.6 (d,
J=8.3, 2H); MS 381 [M+1]".

e

o}u]

il

F. 5-W|EA]-E|o} =2 [5,4-b] 7] ] -2-
Zd

MM EA 10 M F 6-WEA-T g ¥-3-oll (5.0 g, 0.0403 mol)e] &NE ofAEAF 100 M F ZHF E| Ao}
HolE (20 g, 0.205 mol)Q] gde] 0ColA M3 H7lst &, ol EA 5 mt & 22 (2.5 ml, 0.0488 mol)
o] gdE& HIIsIY. WHEES 2 A Bt 0TAA] wHkst & RT2 7Fskglth. dojxl IAE oz 9
g FRekal, ofNEAISR AAHE -, o' ofAEHclE B ¥} 4 FRAMERC E8sdt. B84 &
A& Ao 93l AA AL, FUF5S TLATIL, AXRAA S-HEA-EHolER[5,4-b] I B H-2-Lol1 S Szt
A A ZA FEFA).

il

G. 3-AlZEAE-N-(5-v|EA-Elo}E 2 [5,4-b] 9] 2| -2-9 ) -2-[4-(4-HD-) FH| e -1-= 2 d)-F | -Z 2 9] 2o}

s=Ql 3-AlERAE-2-[4-(4-vd-vEtl-1-z 2 d)-dd -2 2 a9 23 (6 g,
Wzbsk T HOBt 4731 (2.66 g, 0.019 mol) ©]o]A EDCI sl=g2F2ee]= (6 g,
AsFe. we EFES 0TColA 5 A7 FoF wwka k. DM (60 me) = DMF (20 me)<]
F
)]

DCM (250 m) & XA
0.013 mol)e] &¥
0.031 mol)E =
TE T XA F g§EQ 5-WEA-EolEZ([5,4-b] T2 H-2-ol7 (2.36 g, 0.013 mol) % DIEA (8 me,
0.046 mol)2] &ME 30 &l AHA Arlstadrt. Wb X5 0TolA 3 AlZE B¢ A3 5, RT (28TC)elA
39 & FASNT. ¥EES & (60 n)E A, {UES wElstal, 3t FRRIVER &9 (2 x 50
m) o= MAg F & ( 50 m) & A|F3AL ol 23l ASIUHEF FE&H (1 x 150 m) o= A H 33Tt
Ao ' {U]5E SAER AolA dxA7IL, oeka, {% SEAHG. = AFES A F 40
% g olAHO|EE &E]RowA Agate] Azt A (60 WA 120 w+]) AdelA A7l AmmtEI ] ¢
& AABL 3-AF2AY-N-(5-HEA-Elo}Z 2 [5,4-b] 9] g H-2 _a) 2-[4-(4-v -7 23 -1-sxd)-Ad |-
ZrIZoluEE WA A 2N F5T

'H NMR (400 MHz, CDCly) &
0.9-2.1 (m, 11H), 2.2 (s, 3H), 2.5 (brs, 4H), 3.1 (br s, 4H), 3.7 (m, 1H), 4.0 (s, 3H), 6.8 (d,
J=8.8, 1H), 7.5 (d, J=8.3, 2H), 7.7 (d, J=8.3, 2H), 7.8 (d, J=8.8, 1H), 8.6 (s, 1H); MS 617
[M+1]".

H. 3-A1ZF2AY-N-(5-F|EA-Eo}Z 2[5 4-b] 7 gl H-2-2)-2-[4-(4-H D -7 A &} 7 -1-% 2 d)-H d | -Z 2 7] Lo}
v fezEzdge)=

A G 3gEQ -AFzRAd-2-U-Eda g dE 2 ) A Ld-N-(5-FEA-E|o}Z 2 [5,4-b] ¥ g d-2-Y) X
g &olu= (2.8 g, 0.0051 mol)E o|ATEWE (3.75 ml) & 10% AAre] Wzt®l Lo Hrlsrglth. Wl
EFES 0TAM 1 AL Tk wakgh & RTeIA] 2 AIRE 5ok wabskglet. nAE Resta, ojhrzds
m 2 AzpAgstar, A oJ3tel] g F=HEar, AR 50 mE AHEUT.  LAES 70Tl 48 A7 Ek
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=3

=

Foiet.
3taz, 10

d)-#

-z
29

o

ST
X

10-0830007
-1-%

]

d)-#d]

3L

d)-#d]

s==4

3L

-1-%
-

]

-2-[4-(4-v & -5 H 2}

A-N-(5- 5 A -E| o 2[5, 4-b] 9] 2] ¥-2- )-2-[4-(4-v B3] o 2}
2ol '

=
=

J

=2
N-(5-vl = A|-E]o}E 2[5, 4-b] ¥ 2] H-2-%)-2-[4-(4-v D-F] A 2R -1-&

=
€]
=

J

AF (10 g, 0.026 mol)S 714

b

i<

=

=

T

-
=
23]

=

=
-3z

o}u]
(R)-3-A
o}n]

7F A" (R)-(+H)-1-s ol 3.18 g (0.026 mol)o] =4H 1 ¢

1,4-01%4F (500 m¢) & AAld 19] 2hAlH]

FEANA 32

o
d]

<574>
<575>
<576>
<577>
<578>

S RT (27C)E Y7+

ol
F5 mE

o
- &

s

T
ol

1

W

N
e

o
Ho

s
<!

A,

Al

A
b R Y

3
=]
4
-
=
=

B

B

[<)

[<)

[<)

X
X
X

=
=
=
=
:‘éL

Al
Al
Al

o 3]

}‘\l_

KX

F 50 ml=

F 30 m=

F 30 m=

ik 20 mE Al

=i
=i

=3

B A
B A
B A

=

S 2S RT (27C)=E
=i

L 2S RT (27C)=R
L 2dS RT (27C)=E

hyA

)

al

B

o
4

stal, AxAA (R)-(-)-3-2

- ]-
m.p. 202.2 WA 203.4C.

1

3]

23RS 5 m

]2
g
3z
=]
]

, W 10 me, ol

x

S

2F 100 me= Al

SRR

=
=

€]
=
all

18 TEHIYER 1 o= 5 &
3

3]

Q

10 ml,
23 ee 5

— 50 —

[¢)

)

2~
T

—3L

ZAE-2-[4-(4-1
120 meol
sk, 4

S

=
=

=

SECICE IS

-2-[4-(4-v & -5 H 2}

d)-#d]

3FaL, 100ColA 1 AJzF

3FaL, 100ColA 1 A%+

sk, 100CelA 1 AlZE
3
3

1

1

3
af
3z

Q.

[

Q.

[

Q.

[

-1-%

]

L

A
71&7] =23 (AZF, ®/%B): 0/0, 20/0, 50/100, 55/0, 70/0;

(20 m¢, & 100 M2 s|AE g A4 1 m)o=

&
5}

ZAA (R)-(-)-3-A]

)]
=i

AF (100 me)ell

[e)
S =

°
&

=

=
-

F

E WS ol EYER (05:90:05 v/v/v);

E v EE oA EYER (10:80:10 v/v/v);
71&7] &85 AHE

A
7124 (Chiralcel) OD-R (250 x 20 mm) ¥Ee] tho]d(Diacel) A|Z;

305 nmell A UVell <]k,

1,4-¢]

© 6.0 m¢/min;

=

=

C
=

A AE 1,4-t52E (500 me)ol

4 BE 1,4-t5AF (290 ml)oll

d DE ¢

=
=

o3
&) B:

AP
S A
O 4>
T

4

<579>
<580>
<581>
<582>
<583>
<584>
<585>
<586>
<587>
<588>
<589>
<590>
<591>



SS=50ol 10-0830007

<592> (9)-3-A1ZFZHAE-N-(5-H EX|-E]o}Z 2[5 4-b] T & H-2-2)-2-[4-(4-HW -7 | g2 -1-exd)-Hd]-Z 29 &

olm| =

<593> -
<594> BA SES Ao 29 FARSEA A 23T
<595> Ao 4
<596> FAEFRAEY-2-(4- A E2 X2 T2 U-Hd)-N-(5-HFA|-E|o}ZFZ[5,4-b] T 2| d-2-Y)- L 25| 2o} =
Ne_s
A O\\ (o] m
N/s§3 \ 7 Q\
<597> H
<598> BA SES A 13 FAREA A 23T
MS e/z (ES) 499 (M-1, 100%);

m.p. 235-237°C; 'H NMR (CDCls) & 12.68 (s, 1H), 8.03 (d, J=8.8, 1H), 7.89 (d, J=2.4, 1H),

7.80 (d, J=8.4, 2H), 7.63 (d, J=8.4,2H), 6.91(d, J=8.8, 1H), 4.08 (t, J=7.2, 1H), 3.91 (s, 3H),

2.14-2.19 (m, 1H), 2.05-2.08 (M, 1H), 1.71-1.85 (m, 3H), 1.56-1.62 (m, 3 H), 1.42-1.45 (m,
<590 2H), 1.09-1.16 (m, 2H), 0.44-0.48 (m, 2H), 0.34-0.38 (m, 2H).
<600> 2A 4 5
<601> 3-AIZ R -2-[4-C2-HEA - 2 d) -3 |-N-(5-H FA-E|o}Z 2 [5,4-b] ¥ 2] ©-2-Y ) - L 2 3] Lo =

N s
Q 0 \I( =N
(0]
O~ /\S\\ N\ 7/
<602> H
<603> BA SFES A 13 FAREA A 23T
MS e/z (ES) 519 (M+1*, 100%);

m.p. 209-211°C; 'H NMR (CDCls) 6 12.66 (s, 1H), 8.03 (d, J=8.8, 1H), 7.78 (d, J=8.4, 2H),

7.69 (t, J=5.6, 1H),7.61 (d, J=8.4, 2H), 6.90 (d, J=8.8, 1H), 4.06 (t, J=7.6, 1H), 3.91 (s, 3H),

3.24-3.27 (m, 2H), 3.09 (s, 3H), 2.87-2.91 (m, 2H), 2.10-2.18 (m, 1H), 1.78-1.85 (m, 1H),

B85-1. , 1.56-1. , , 1.42-1. , 2H), 1.09-1, R .

<604> 1.65-1.75 (m, 2H), 1.56-1.61 (m, 3H), 1.42-1.45 (m ), 1.09-1.18 (m, 2H)
<605> A4 6
<606> A ZRAE-2-[4-3-HEA - A &) - d |-N-(5-H A -E]o} &£ 2 [5,4-b ]3| 2| ©1-2-Y) - L 2 ] Lol =

o) S
s A
<607>
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<608> A SRS AAd 19 FAA Az

MS ez (ES) 579 (M-1", 100%);
m.p. 179-181°C; 'H NMR (CDCl) § 12.67 (s, 1H), 8.15 (t, J=6.4,-1H), 8.04 (d, J=8.8, 1H),
7.72(d, J=8.0, 2H), 7.55 (d, J=8.4, 2 H), 7.08 (t, J=8.0, 1H), 6.91 (d, J=8.8,1H), 6.70-6.75
(m, 2H), 6.63-6.68 (m, 1H), 4.04 (t, J=7.6, 1H), 3.98 (d, J=6.0, 2H), 3.91 (s, 3H), 3.63 (s,
3H), 2.10-2.19 (m, 1H), 1.70-1.88 (m, 3H), 1.50-1.60 (m, 3H), 1.40-1.48 (m, 2H), 1.10-1.22

<609> (m. 2H).
<610> A A d 7
<611> A EF 2L -N-(5-H EA-Eo}Z£ 2 [5,4-b] 7 g H-2-U)-2-(4-Hd & rd-Hd)-T 23 Loln| =
H
N S
@ o, 1=
A\ —Q
N/s\\o \ / \
<612> H
<613> BA SES A 13 FAREA A 23T
MS efz (ES) 535 (M-17, 100%);
m.p. 223-226°C; 'H NMR (CDCly) & 12.65 (s, 1H), 10.30 (s, 1H), 8.02 (d, J=8.8, 1H), 7.75 (d,
J=8.4, 2H), 7.66 (d, J=8.4, 2 H), 7.15-7.24 (m, 2H), 7.05-7.09 (m, 2H), 6.95-7.04 (m, 1H),
6.90 (d, J=8.8, 1H), 4.06 (t, J=7.6, 1H), 3.90 (s, 3H), 2.07-2.15 (m, 1H), 1.85-1.76 (m, 3H),
614> 1.50-1.58 (m, 3H), 1.40-1.48 (m, 2H), 1.10-1.22 (m, 2H).
<615> AA] 4 8
<616> 2-[4-(2-7tEn R d-od4u ) -Hd ]-3-A S 2 A D -N-(5-W EA-El o} £ 2 [5,4-b]F F P-2-Y)-Z = 7] Lo}
H=
N s
NH, o) \W =N
)\/\ %% ° N Q
o NN \__7 \
<617> H O
<618> EA 3RS AAd 13} $AFeA AxE%TE. NS e/z (BS) 532.1 (M1, 100%);
H NMR (CDCl3) 6 12.69 (s, 1H), 8.03 (d, J=8.8, 1H), 7.78 (d, J=8.4, 2H), 7.62 (d, J=8.0,
2H), 7.23 (s,2H), 6.89 (d, J=8.8, 1H), 6.82 (s, 1H), 4.07 (t, J=7.6, 1H), 3.91 (s, 3H), 2.85—
2.94 (m, 2H), 2.21 (¢, J=7.2, 2H), 2.23-2.29 (m, 1H), 2.14-2.20 (m, 1H), 1.68-1.85 (M, 2H),
<619> 1.55-1.64 (m, 3H), 1.42-1.48 (m, 2H), 1.11-1.18 (m, 2H).
<620> 2AAld 9
<621> A ZF2HE-2-(4-to| A¥ 2 AL R A-Hd)-N-(5-F| EA|-E]o}Z 2[5 ,4-b] 3] 2] -2~ )-Z Z 5] o} 0| =
H
NYS
T =N
Q,
Y o} N Ts)
/B‘\/s\\o N\_7 "\
<622>
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SS=50ol 10-0830007

<623> A SRS AAd 19 FAA Az

MS e/z (ES) 545.5 (M+1", 100%);
m.p. 83-85°C; 'H NMR (CDCls) & 12.68 (s, 1H), 8.02 (d, J=8.8, 1H), 7.81 (d, J=8.4, 2H), 7.59
(d, J=8.4, 2H), 6.90 (d, J=8.8,1H), 4.05 (t, J=7.6, 1H), 3.90 (s, 24), 3.69 (m, 2H), 2.11-2.17
(m, 1H), 1.76-1.80 (m, 1H), 1.68-1.70 (m, 2H), 1.55-1.61 (m, 3-1), 1.40-1.44 (m, 2 H), 1.22-

<624> 1.24 (m, 1H), 1.15 (d, J=6.8,12H), 0.83-0.85 (m, 1H).
<625> 21Ald 10
<626> -AFERAY-2-{4-[(FTF-2-dHE)-&3 2L -39 }-N-(5-H| EA-Elo}Z 2[5, 4-b] ¥ & Y -2-U ) -Z 2 3] 2o} n]
Ne_s
A 0 \E/ =N
\
> N S\\ \ 7 O\
N4 " °
<627>
<628> BA SES A 13 FAREA A 23T
MS e/z (ES) 541 (M+1*, 100%});

m.p. 244-247°C; H NMR (CDCl3) 6 12.66 (s, 1H), 8.15 (m, 1H), 8.03 (d, J=8.8, 1H), 7.73 (d,

J=8.0, 2H), 7.56 (d, J=8.0, 2H), 7.37 (s, 1H), 6.92 (d, J=8.8,1H), 6.16 (s, 1H), 6.08 (s, 1H),

4.00 (m, 3H), 3.90 (s, 3H), 2.11-2.14 (m, 1H), 1.70-1.83 (m, 3H), 1.50-1.60 (m, 2H), 1.40-
<629> 1.45 (m, 2H), 1.10-1.16 (m, 3H).
<630> AAd 11
<631> A EZHE-N-(5-UFA-Ho}&EZ[5,4-b]F 2| T-2-d)-2-[4-(H -2 2 D& 1 Y )-Fd |-Z 21| 2o} =

N s
Ly =
A\ (o]
N/Q% \_7 "\
<632> ~
<633> FA FFES AAd 13} fAreA AlxE
MS e/z (ES) 579 (M+1*, 100%);

m.p. 83-85°C; H NMR (CDCl;) & 12.69 (s, 1H), 8.03 (d, J=8.8, 1H), 7.55-7.61 (m, 4H), 7.28-

7.35 (m, 2H), 7.03-7.05 (m, 2 H), 6.91 (d, J=8.8, 1H), 4.07 (, J=7.2, 1H), 3.91 (s, 3H), 3.48-

3.52 (t, J=6.8, 2H), 2.12-2,19 (m, 1H), 1.69-1.82 (m, 3H), 1.56-1.61 (m, 3 H), 1.43-1.46 (m,

2H), 1.27-1.33 {m, 3H), 1.12-1.14 (m, 2H ), 0.79-0.83 (t, J=7.2, 3H).
<634>
<635> AAE 12
<636> A FEAE-2-(4-tH e E G2 I3 d)-N-(5-H| FA|-E| o} F 2 [5,4-b] T 2] H-2-Y ) -Z 23] o}H| =

H
N S
o \E/ =
\Y Q
\N/\S\\ \_7" "\

<637> l
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<638>

<639>
<640>

<641>

<642>
<643>

<644>
<645>

<646>

<647>

<648>

<649>
<650>

<651>

<652>

s==4

A 3B AN 13} fAksl Axs.

MS e/z (ES) 487 (M-17, 100%);
m.p. 229-234°C; "H NMR (CDCl) 6 12.70 (s, 1H), 8.03 (d, J=8.8, 1H), 7.75 (d, J=8.4, 2H),
7.67 (d, J=8.4, 2H), 6.91 (d, J=8.8, 1H), 4.09 (t, J= 7.6 1H), 3.91 (s, 3H), 2.60 (s, 6H), 2.14-
2.21 (m, 1H), 1.68-1.83 (m, 3H), 1.50-1.65 (m, 3H), 1.40-1.48 (m, 2H), 1.08-1.18 (m, 2H).

AAldl 13

3-A 2 2 M G-2-(4-0) o A &5 A5 d)-N-(5-v B A|-E| o} £ 2[5, 4-b] 9] €] -2~ )- L 23] L opv] =

A SR AN 13} fAksl xS

MS e/z (ES) 515 (M-1, 100%);
m.p. 150-152°C; 'H NMR (CDCls) & 12.69 (s, 1H), 8.03 (d, J=8.8, 1H), 7.78 (d, J=8.0, 2H),
7.61(d, J=8.0, 2 H), 6.91 (d, J=8.8, 1H), 4.06 (t, J=7.6, 1H), 3.90 (s, 3H), 3.12 (q, J=7.2,
4H), 2.10-2.21 (m, 1H), 1.68-1.90 (m, 3H), 1.50-1.65 (m, 3H), 1.40-1.48 (m, 2H), 1.08-1.20
(m, 2H), 1.00-1.06 (m, 6H),

AAld 14

3-AFEANY-2-(4-F T2 B9 w =31 ) -N-(5-M| HA|-E| o} E 2[5, 4-b]5] 2] -2~ )- L 2 3] Lo}v]

A seEs AAldd 13} frArstAl AlxzE i

MS efz (ES) 545 (M+1°, 100%);
m.p. 64-66°C; 'H NMR (CDCls) 5 12.67 (s, 1H), 8.03 (d, J=8.8, 1H), 7.79 (d, J=8.4, 2H), 7.62
(d, J=8.4, 2H), 6.90 (d, J=8.8,1H), 4.07 {t, J=7.2,1H), 3.90 (s, 3H), 2.99 (t, J=7.2, 4H), 2.10-
2.20 (m, 1H), 1.68-1.84 (m, 3H), 1.54-1.62 (m, 3H), 1.35-1.51 (m, 6H), 1.08-1.16 (m, 2H),
0.74-0.81 (m, 6H).

AAld 15

10-0830007

=

3-Al 22 ML -N-(5-mFA|-ElokE = [5,4-b] ¥ 2] -2-)-2-{4-[(F 2 D-3-L &) - LA |- d }-Z 2 9] 2o}

H=
H
N___S
e
S o
N N2 N\ 7\
I H ©
-
N
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<653>

<654>

<655>

<656>

<657>

<658>

<659>
<660>

<661>

<662>
<663>

<664>

<665>

<666>

<667>

A 3B AN 13} fAksl Axs.

MS ez (ES) 550 (M-1,, 100%);
m.p. 227-229°C; "H NMR (CDCls) & 12.67 (s, 1H), 8.38 (s, 1H), 8.25-8.32 (m, 2H), B.04 (d,
J=8.4, 1H), 7.74 (d, J=8.0, 2H), 7.51-7.58 (m, 3H), 7.12-7.21 (m, 1H), 6.91 (d, J=8.8,1H),
4.02-4.06 (m, 3H), 3.91 (s, 3H), 2.10-2.18 (m, 1H), 1.70-1.83 (m, 3H), 1.60-1.80 (m, 3H),
1.40-1.50 (m, 2H), 1.10-1.22 (m, 2H).

A Al 16

o

10-0830007

2-(4-ANER2AAEFHRA-5D)-3-A FZAL-N-(5-H FA-E|o}Z 2 [5,4-b] 9] F D-2-)-Z 2 7] Lol =

FA steEs AAld 13} frAbstAl Alxzs i

MS e/z (ES) 541.6 (M-1°, 100%);
m.p. 228-23°C; "H NMR (CDCls) & 12.69 (s, 1H), 8.02 (d, J=8.8, 1H), 7.79 (d, J=8.4,2H),
7.59 (m, 3H), 6.91 (d; J=8.8, 1H), 4.05 (t, J=6.8,1H), 3.90 (s, 3H), 2.70-3.00 (m, 1H), 2.2-2.2
(m, 1H), 1.75-1.85 (m, 1H), 1.52-1.70 (m, 2H), 1.52-1.68 (m, 7H), 1.40-1.50 (m, 3H), 1.06-
1.20 (m, 7H).

AAle] 17

3-A F 2 MY-N-(5- 54 -E| o} & 2[5, 4-b] ) 2] 9-2-91)-2-[4- (3] 2] A-1- E )~ I |- 2 3] Lo}r] =

FA steEs AAld 13} FrArstAl AlxzE i

MS e/z (ES) 527 (M-, 100%);
m.p. 184-18°C; "H NMR (CDCls) & 12.71 (s, 1H), 8.03 (d, J=8.8, 1H), 7.64-7.74 (m, 4 H),
6.91 (d, J=8.8, 1H), 4.08 (t, J=7.2, 1H), 3.90 (s, 3H), 2.86 (m, 5H) 2.13-2.21 (m, 1H), 1.63-
1.76 (m, 3H), 1.45-1.60 (m, 8H), 1.39-1.43 (m, 2H), 1.07-1.21 (m, 2H).

A Al 18

3-ANFE2AY-N-(5-HEA]-Eo}Z &[5, 4-b] ¥ g g-2-Y)-2-[4-(REZH-4-&Fd)-Hd]-Z 21| Lo} =
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<668>

<669>
<670>

<671>

<672>

<673>

<674>

<675>

<676>

<677>
<678>

<679>
<680>

<681>

<682>

A 3B AN 13} fAksl Axs.

MS efz (ES) 529 (M-1", 100%);
m.p. 120-123°C; 'H NMR (CDCls) & 12.70 (s, 1H), 8.04- (d, J=8.4, 1H), 7.68-7.77 (m, 4 H),
6.91 (d, J=8.8, 1H), 4.1 (t, J=6.8, 1H), 3.91 (s, 3H), 3. 61 (m, 4H), 2.85 (m, 4H), 2.16-2.20
(m, 1H), 1.79-1.83 (m, 1H), 1.72-1.78 (m, 2H), 1.5-1.70 (m, 3H), 1.40-1.44 (m, 2H), 1.08-

10-0830007

1.20 (m, 2H).

A A 19

A EFZHEY-N-(5-UFA|-Ho}ZZ[5,4-b]F 2| T-2-d)-2-{4-[(F]| 2 3-2-d & )-&3} B d | -7 d }- L Z 1] 2o}
H=

Nes
Q o \\E/ =N
S R \_7 c\
N4 "

FA steEs AAld 13} FrAbstAl AlxzE i

MS e/z (ES) 555 (M-1, 100%);
m.p. 263-268°C; 'H NMR (CDCls) § 8.18 (s, 1H),7.70 (d, J=8.0 2H), 7.55-7.61 (m, 3H), 7.34
(d, J=3.6, 1H), 6.87 (m, 2H), 6.61 (d, J=8.4, 1H), 4.14 (s, 2H), 3.83 (s, 3H), 3.68 (t, 1H),
2.04-2.11 (m, 1H), 1.68-1.74 (m, 3H), 1.50-1.65 (m, 3H1), 1.37-1.45 (m, 2H), 1.10-1.20 (m,
2H).

AAldl 20

3-A 2 YN (5-1 5 A -E o} Z 2[5, 4-b] 31 2] W-2-91)-2- [ 4- (3] 2] W3- e 9h 2. Q1) -3 W ] - 23] o] =

H
N S
d | Q o) \E/ =N
N 0
N N/S\\ \ / \

A 3B AN 13} fAksl Axs.

MS ofz (ES) 536 (M-1", 100%);
m.p. 125-127°C; *H NMR (CDCls) 8 12.66 (s, 1H), 10.58 (s, 1H), 8.20-8. 28 (m, 2H), 8.02 (d
J=8.8, 1H), 7.7 (d, J=8.0, 2H), 7.58 (d, J=8.0, 2 H), 7.46-7.51 (m, 1H), 7.21-7.30 (m, 1H),
6.90 (d, J=8.8,1H), 4.01 (m, 1H), 3.90 (s, 3H), 2.08-2.18 (m, 1H), 1.60-1 .80 (m, 3H), 1.50-
1.68 (m, 3H), 1.40-1.48 (m, 2H), 1.10-1.22 (m, 2H).

3N ZEAY-2-[4-(2-FF 0 2- WA ETHED) - D |N-(5-W B A -l o} B 2[5, 4-b] 9] 2] B-2-9)-Z 23] Lol =
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SS=50ol 10-0830007

<683> A SRS AAd 19 FAA Az

MS efz (ES) 567 (M-17, 100%);
m.p. 238-240°C; 'H NMR (CDCls) & 12.67 (s, 1H), 8.19 (t, J=5.6, 1H), 8. 02 (d, J=8.8,1H),
7.73 (d, J=8.0, 2 H), 7.54 (d, J=8.0, 2H), 7.24 (f, J=6.4, 1H), 7.00-7.18 (rm, 1H), 6.96-7.09
(m, 2H), 6.91 (d, J=8.8, 1H), 4.04 (m, 3H) 3.91 (s, 3H), 2.08-2.18 (m, 1H), 1.60-1.90 (m, 3H),
1.50-1.68 (m, 3H), 1.40-1.48 (m, 2H), 1.10-1.22 (m, 2H).

<684>
<685> 2o 22
<686> A2 HE-2-[4-(4-H EA - A g 2 d)-Hd |-N-(5-HFA|-E|]o}ZF =2 [5,4-b]F 2] H-2-)-EZ 2 3] 2o} =
H
N S
RN 0 \h‘}/ =N o
S
s o
~
<687> °
<688> FA FFES AAd 13} FAkeA AlzE QA
MS e/z (ES) 565 (MI-17, 100%);
m.p. 170-172°C; "H NMR (CDCls) & 12.64 (s, 1H), 9.91 (s, 1H), 8.02 (d, J=8.8, 1H), 7.67 (d,
J=8.0, 2H), 7.54 (d, J=8.4, 2H), 6.91 (d, J=8.8, 2H), 6.63-6.78 (m, 3H), 3.95-4.04 (m, 1H),
3.91 (s, 3H), 3.63 (s, 3H), 2.10-2.18 (m, 1H), 1.70-1.83 (m, 3H), 1.60-1.80 (m, 3H), 1.40-
<689> 1.50 (m, 2H), 1.10-1.22 (m, 2H).
<690> 2 Al 23
<691> 2-(4-A A &3 d-9d)-3-A| S 2 HL-N-(5- FA|-Eo}ZFZ[5,4-b] T 2| d-2-)-Z 2 1| 2o}H| =
H
N.__S
QA 0 \E/ -
\ Q
@N/S\\ \ 7/ \
H O
<692>
<693> A SFES A 13 FAEA A8 T
MS e/z (ES) 549 (MI-1,, 100%);
m.p. 237-240°C; *H NMR (CDCls) & 12.68 (s, 1H), 8.16 (t, J=6.4, 1H), 8.02 (d, -J=8.8,1H),
7.74 (d, J=8.4, 2 H), 7.56 (d, J=8.4, 2H), 7.01-7.30 (i, 5H), 6.91 (d, J=8.8, 1H), 3.92-4.10 (m,
3H), 3.91 (s, 3H), 2.08-2.18 (m, 1H), 1.60-1.90 (m, 3H), 1.50-1.68 (m, 3H), 1.40-1.48 (m,
<694> 2H), 1.10-1.22 (m, 2H).
<695> 2o 24
<696> 2-[4-(NA-vE-&3 2 d)-dd ]-3-A| FZ2AME-N-(5-"| ZEA]-E]o} Z 2 [5,4-b] ¥ g H-2-Y )-Z 2 3] 2o}n| =
H
N S
Q ) \I( =N
% \ /X
e
<697>
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SS=50ol 10-0830007

<698> A SRS AAd 19 FAA Az

MS e/z (ES) 565 (M+1*,100%);
m.p. 206-208°C; "H NMR (CDCls) & 12.73 (s, 1H), 8.04 (d, J=8.8, 1H), 7.85 (d, J=8.0,
2H),7.67 (d, J=8.0, 2H), 7.26-7.32 (m, 5H), 6.91 (d, J=8.8, 1H), 4.08-4.13 (m, 3H), 3.90 (s,
3H), 2.54 (s, 3H), 2.14-2.21 (m, 1H), 1.71-1.82 (m, 3H), 1.50-1.65 (m, 3H), 1.40-1.49 (m,
2H), 1.10-1.25 (m, 2H).

<699>
<700> AN 25
<701> FAERAYE-2-(4-UFE s R d-Hd)-N-(5-HEA|-Elo}ZF 2 [5,4-b] F B H-2-Y ) -Z 23] Zo}n| =
H
N S
e
N (o]
<702>
<703> FA FFES AAd 13} FAkeA AlzE QA
MS e/z (ES) 573.4 (M+1°, 100%);
m.p. 65-67°C; 'H NMR (CDCls) 6 12.66 (s, 1H), 8.02 (d, J=8.8, 1H), 7.78 (d, J=8.4, 2H), 7.62
(d, J=8.4, 2H), 6.90 (d, J=8.8,1H), 4.06 (t, J=7.6, 1H), 3.90 (s, 3H), 3.04 (t, J=7.6, 4H), 2.10-
2.15 (m, 1H), 1.79-1.85 (m, 1H), 1.65-1.76 (m, 2H), 1.55-1.60 (m, 3 H), 1.32-1.44 (m, 6H),
<704> 1,13-1.30 (m, 6H), 0.78-0.82 (m, 6H).
<705> 2 Al 26
<706> A FERAY-2-[4-(4-d - H| & -1-=Fd)-H D ]-N-(5-H| EA-Elo}Z 2[5, 4-b] ¥ & Y -2-U )-Z 2 3] 2o} n]
p
Ne_s
% o} \ls}r =M
(\N/S\\o \ / 0\
N
<707> ~ \/‘
<708> ¥A 3RtES AAld 13 FAFSHAl Al Z=skd T
MS e/z (ES) 556 (M-1", 100%);
m.p. 106-10°C; 'H NMR (CDCls) & 12.71 (s, 1H), 8.03 (d, J=8.8, 1H), 7.66-7.75 (m, 4H),
6.91 (d, J=8.4, 1H), 4.09 (t, J=7.6, 1H), 3.91 (s, 3H), 2.85-2.88 (m, 4H), 2.34-2.38 (m, 4H),
2.23-2.29 (m, 2H), 2.14-2.21 (m, 1H), 1.70-1.83 (m, 3H), 1.55-1.61 (m, 3H), 1.42-1.45(m,
<709> 2H), 1.11-1.18 (m, 2H), 0.86-0.91 (m, 3H).
<710> A Ao 27
<711> 2-[4-(4-orA g - H| &} 7 -1-&F )-8 d | -3-A| FEHAE-N-(5-H| EA]-Elo} = 2[5, 4-b] ¥ g P -2-Y ) -Z Z 3] Lo}
H=
Ne_s
O\ (o] \NW -
Q
(\N/\S\\ \ / \
o
\H/N\)
<712> °
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<713>

<714>

<715>

<716>

<717>

o
J
Jm
Qﬂ

A 3B AN 13} fAksl Axs.

MS e/z (ES) 572 (M+1", 100%);
m.p. 215-217°C; 'H NMR (CDCls) 6 12.72 (s, 1H), 8.03 (d, J=8.8, 1H), 7.66-7.76 (m, 4H),
6.91 (d, J=8.4, 1H), 4.09 (m, 1H), 3.90 (s, 3H), 3.47-3.50 (m, 4H), 2.84-2.91 (m, 4H), 2.14-
2.20 (m, 1H), 1.91 (s, 3H), 1.70-1.81 (m, 2H), 1.50-1.59 (m, 3H), 1.40-1.49 (m, 2H), 1.08-
1.14 (m, 3H).

at7] shehes B3 Y Ad mEbd A= 4 Qv

Al 28
= T ETL T
3-A 2= HY-N-(5-1 EA-
o Hol==[5,4-b]¥U-2-9)
28-1 LN HNL_S, -2-[4-(FAERA-1-23d)- 530.68
X \NW T o [Hd]-ZEIH2em=E

JErgRIGgo|=

3-A 2 AY-N-(5-1 %A~
Yol &2 [5,4-b]9 2] U-2-9)

282 Ugj\(:r -2-[4-(4-9d-w a1~ | 60878

(J’\‘o I\ o |EER)-AA]-z e Lo

3-AZ=ZHE-2-{4-[4-
@-HEA-sd)- 7 23 -

283 ) ’ 1-&2d]-sd}-N- 636.81
S H =
ISANES (5-¥1% A1-Elo} & 2 [5,4-b]
Cr Yo |Hem 2-9)-z 2 g sopu=
~N

2-{4-[4-(3-FE2=-¥9)-
e gA-1-&xd]-dd}-

0
Q
28-4 (\«/\é(b\fjr‘ 3-AZF=2H9Y-N-(6-HEA - 641.23

Q/..\) g\, |EFERZ[5,4-b]FD-2-

A)-Z2FotH =
2
28-5 (:}«(léi%ifm

2-[4-(4-Hd-AHA -1~
£xd)-Hd]-3-A12298

-N-(5-H|EA]-Eo} £ 620.81
n_J o e [5.4-b]¥ 2 P-2-)-
6 7\ o TRy o=
) -
N

3-ANE=HE-2-[4-
(4-olAZ2Y-F -
1-£¥d)-#Hd]-N- 572.77
(5-H EA-Ee} &2 [5,4-b]
FHEd-2-Y)-Z 2y 2opn=

0
28-6 0\\%\%—
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<718>

A A e

353

MS; M+1"

28-7

3-AE2AY-N-(5-5A]-
B0} E 2 [5,4-b] 7 2] U -2-
d)-2-[4-4-0-EE-
AN -1-&E)-AL]-
zz3 o=

620.81

N-[2-(2-{4-[4-(2-2E=2-
) et~ 1-&Ed]-
Ad}-3-Ag2ad-
2230 dojv )-l o}
5-a]-chAEolm =2 AE

BB k=1

641.23

28-9

3-Ag=Hd-2-{4-[4-
(4-ZEFo2-59d)-9saz
-1-£¥d]-Hd}-N-(5-

A EA|-Elo}Z 2 [5,4-b]

v g-2-9)-T 2y oln =

624.77

28-10

3-A 22 HYE-N-(G-HEA]-
ElolE2[5,4-b]H e d-2-
Y)-2-[4-(4-¥2d-2-4-
s A-1-xd)-9H4d]-

Z23goln=

607.77

28-11

3-AZEZHE-2-{4-
[(2-3|=ZA]-dg)-Hd-
=32 Y]-Ad}-N-

(5-wl EAl-Elo}&E =2 [5,4-D]
g d-2-Y9)-T 23 oju| =

519.66

28-12

3-AZ=HE-N-(G-d A~
Elo}ZE 2 ([5,4-b] -2~
U)-2-[4-(4-HZd-4-4-
e GA-1-&Xd)-dd]-
Zey o=

607.77
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SS=50ol 10-0830007

A TE 283 MS; M+1"
o 3-NEEAY-N-G-7 8-
1 Blo}E = [5,4-b]7 2 W-2-
28-13 o ™ 9)-2-[4-2-A¥dd-1-4 | 57277
%o a -deded)-fd]-
C"J </~ |zZEFedn=E
o 3-AZ2HE-N-(5-H5A]-
| $ Eolz2[5,4-b)7 e d-2-
28-14 o, s a)-2-[4-(2-F & d-1- 558.74
o A d-dd etz d)-Ad]-
Dj e ELEEN
3-NgEddg-2-{4-[2-
o el dotr] e-od)-o g~
3 L 32 d]-d}-N-(5-
218 ° s 1% A -E10} 2 [5,4-b] 55076

vyl "@ Tl d-2-9)-x 25 Lopul =
A i scegsalo

3-Algzdd-2-[4-(2-
g Yo dolu] -dE &2 Y)-
28-16 o, A ]-N-(5-H EA]-

A Y ElolE = [5,4-b] 7 2 -2~ 5327
oo ¢ -T2y Lolnj=
0

BEEgRYoE

3-AlEF=dd-2-{4-[4-
(2-31 =2 A~ )- 9 21
28-17 ﬁ\ﬂ,s 1-&3¥d]-9d}-N- 574.74
" % (G-t EA-EolZ=2[5,4-b]
o/ = |9 e-9)-x e sojr =

3-AZ2AY-N-(5- 4]

° -golZ 2 [5,4-b]9 gl W-2-
A)-2-{4-[ME-(2-H B¢

218 o, : QoY) 2w

o 4 Ad}-zayeus
C“\J =/~ sleegaaos

3-AZ2HL-N-G-"5A
o -go}Zz[5,4-b]9 e d-2-
! D-2-{4-[AEB-C-AALL | gg5 49
P -1-g-oe)-&sud]-

Jozgrdgos

572.717

28-19

<719>
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<720>
<721>

<722>

<723>

<724>

<725>

<726>

SS=50ol 10-0830007

AA o TZ 33ty MS; M+1*
o 3-AZ2HE-N-(G-vEA -
\ ElolZE2[5,4-b]HEd-2-
28-20 oo e A)-2-{4-[HME-(2-E2EZA | 58877
- " -4-g-de)-&42d]-
C" = |Ag-z ey eotns

o 4-{4-[2-A2=99-1-
o (5w EA-Eo}E 2 [5,4-b]
28-21 b e d-2-g7t=n2d)- 616.78

S JU N>’: g - A% E D)5 A -

1-G)-otHEA oY d2¥=

o 3-ANERAY-2-(4-

N [(2-Fl 1 G o}r] -0l &)~

2822 N N AY-EHRUl-AE)N- | 57478
~% s (5~ A-Elo}& 2 [5,4-b]

P <o~ |Yeg-2-Q)-zev eone

3-Algzddg-2-[4-(2-
g B EFA-dEdesdEd)-
28-23 N HE]-N-(6-#&A]- 505.63

5% T ol [5,4-b]¥ e @-2-
oY o J\@\O -z 23 Lofrl=

. 2-[4-(4-FrEntzdHg-
e gA-1-£xd)-dd]-
28-24 o Ny 3-AZ2HE-N-(5-HEA]- 587.74
T

ElolE2[5,4-b]¥ 2 d-2-

5 )
3 Oy |o-z=gedu=

o 3-Ag=HY-N-(5-"5A-
ElolE2[5,4-b] ¥ d-2-
28-25 o N )-2-[4-( 2 H-1- 515.67

S
s q
ok @\K $EQ)-A4]-Z2 9 eojr =

o 3-A22HE-N-(6-HI5A|-
ElolZ2[5,4-b]¥ -2~
28-26 o, A)-2-[4-(HFP-2- 538.66

Ao A?':@ denE)-Ad]-
\ O~ Z 2y 2otH=

at7] set=ES W Bell kA AlxdT 5l

A, 3-AIZEAE-2-4-HEZ-HY)-Z 23] 4 oE o AH =

9:1 THF/DMPU 250 m¢E &fsle 1 L £°] T nfer Sgh=3ol -78TCollA AAsfo] F<= DIEA 11 m¢ (78.6
mol)E F7}star ool Ak F 2 5M n-BuLi 32 mlE wWEA H7levk. 10 ¥ F -78TolA 9:1 THF/DMPU
100 M = p-YUEZ-HdolAEAE, oE o AHZ 15.4 g (74 mmol)e] &NHS 30 Hol AZAA Hrietdet. A

2 Rl oS odgjom WS TIES -78ColA 30 B Hor mwwHek ¥ 9:1 THE/DMPU 50 m¢ 3 Al =3
‘?J HE Qortol= (17.6 g, 78 mmol)E FH7}slTt. HSES RT 252 Al dd3s] 7h=shdA
kAT, EEES IN HCL (agq) 1 Lo &1, vEd-t-FEd = (MBE)Z 23] F=33th. &3k MIBE F+&
ES daE AlFsta, 75 dhbntadle AdelA dxAvar, ofdstal FEA g FAAZIT 4:1 @it
/NTBEZ &&]ste] Au]7b AdellA F#iAl AZrtEdefuste] 3-AlZ2Md-2-(4-HER-#Hd)-Z 2324 o E
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<727>
<728>

<729>

<730>

<731>

<732>

<733>

<734>

<735>

<736>

<737>

<738>

SS=50ol 10-0830007

'H NMR (400 MHz,
CDCly) 5 1.0-1.1 (m, 2H), 1.2 (t, 3H, J=7.2), 1.4-1.8 (m, 5H), 1.8-1.9 (m, 2H), 2.1-2.25 (m,
2H), 3.74 (¢, 1H, J=7.8), 4.1 (m, 2H), 7.51 (d, 2H, J=8.8), 8.19 (d, 2H, J=8.8).

B. 3-AZFEdAY-2-(4-UEZ-HJ)-ZTZ 3] 4+

A A FIFEQ 3-AIFEAY-2-(4-HUEZ-HI)-Z2 22 e o (3.6 g, 12.3 mmol)E W&E 25

meoll €313k, =4 NaOH (& 4 m¢ % 0.70 g, 17.5 mmo ) x47}oh FSBS RTOA 2HA] mubaldck. W)

ges Z.%?..}%}Oﬂ A A3 ﬂ, AFES & 100 Mz g4, JHE=R T%ﬂﬁit} I %, $45S INHCI
1

=oklth. &S old opAlE

+ & =
2% ﬂi/\]zit}. z 29% I3
j

e 5 gaviale el
100 m¢/NHZ 10-15ml=Z 13}

pul

"HNMR (400 MHz, CDCl3) & 1.0-1.1 (m, 2H), 1.4-1.8 (m, 5H), 1.8-1.9 (m, 2H), 2.1-2.25
(m, 2H), 3.74 (t, 1H, J=7.8), 7.51 (d, 2H, J=8.8), 8.19 (d, 2H, J=8.8).
C. 3-AIZ2HE-N-(5-HIBEA|-Eo}Z 2 [5,4-b] T g T-2-Y)-2-(4HEZ-¥d)-Z 23| 20}n =
FA4 B 33EQ 3AZF2AEY-2-U-UEZ-HAD)-Z2I 22 (7.5 g, 28.5 mmol)S Eod F2Zgol= 25 ml
2 Aol DR &3sta, EFES RTAIA 5 WA 6 AIZF &9t wnkslitr.  H&e] glod FZgo|=E8 7
%‘6}011 AAsAG. T XH‘*% S DCMell =ola, FEd 25 mb F o :=E]o}E 5.2 g (28.5 mmol)<] &Y

of H7psliek. W EFES 5 AIRF B wwdk F S0 A HEds AAGY. ZFES oY opAE
°1E 2 A Rulstar, 011% ofAlHlOlER  FEdHTE. ¥} {15 S i} TEMIUEE, 95=
A#star, F el Aol AzA7Ia, e &, FEA-A A2 gAY 1§, ol& A
T ARAA FAFE2AD-N-(5-HFA-E]o} £ 2 [5,4-b] ¥ g d-2-U)-2-(4-HERZ-¥d)-L 23| Lolu| =5 ¥y

"H NMR (400 MHz, CDCl3) 5 1.0-1.1 (m,
_2H), 1.4-1.8 (m, 5H), 1.8-1.9 (m, 2H), 2.1-2.25 (m, 2H), 3.6 (t, 1H, J=7.8), 4.01 (s, 3H), 6.8
(d, 1H, J=8.8), 7.4 (d, 2H, J=8.6), 7.8 (d, 1H, J=8.8 Hz), 8.19 (d, 2H, J=8.6 Hz), 9.3 (s, 1H).

D. 2-(4-o}v| -7 d)-3-A| EZHL-N-(5-t| EA]-E]o}ZF =2 [5,4-b]F g d-2- )-Z 2 T 2o}r| =

A C 3gEQ 3-AZFZAE-N-(G-WSA-Eol£ 2 [5,4-b] T 2| d-2-Y)-2-(4-UEZ-¥Hd)-Z 23] Lolu| =
(12 g, 28.2 mmol)E e 160 m L oA EA 150 M= A, H & 8 g (325 =4, 0.14 mol)&

ek, ERES BF LR Adsgt. @R Agd £F

ks, & eEw B Adsl Wk 5, AL FA8
B, EFES AW YAHES . §nE Xi]ﬂoh ARES B 250 mw APstedvh. s Feah
EFE 22T A/kstel ERES ol 8 A 92 St EGES AW opAHIER FEsw, 95w
ARk, AEAI T, FRAA Ho 2T owww 94 2AE Ak, Dojzl LA o] ol
A8l 2-(4-0tvse-3'd)-3-A] 2 ZAD-N-(5-W A -El o} F 2[5, 4-b] 9 €] ©l-2-9)-Z 23] Lopr] 2§ 553}
ek

"H NMR (400 MHz, CDCl3) § 1.0-1.1 (m, 2H), 1.4-1.8 (m, 5H),
1.8-1.9 (m, 2H), 2.1-2.25 (m, 2H), 3.6 (t, 1H, J=7.8), 3.98 (s, 3H), 6.7 (d, 1H, J=8.8), 6.8 (d,
2H, J=8.6), 7.2 (d, 2H, J=8.6), 7.8 (d, 1H, J=8.8).

E. 4-[2-AE2H-1-(5-HFA-E|o}F 2 [5,4-b] I 2| H-2-L 7L 2R ) -o| & |-l A4l

A D 3IgEQ  2-(4-ov]-wd)-3-A| ZF ZHE-N-(5-1| EA|-E]o} & JA-b19 B H-2-)-Z 2 3] 2olu| =
(2.0 g, 5.1 mmol)Z oFAEAF 50 m¢ ¥ 23 HCl 20 meol &3f3}ar %%%%OCE.%ﬁﬂﬂﬂ.*%Smﬁ%
NaNO, 0.35 g (5.1 mmol)¢] &S ZHrtalar, EFES 30 B w¢F wuksiodct. 1§ dojx A gas
A gl (o]atslsl 7)A 74 g& WERAE 740 miol]l HEHI v & 35 X 40 mb 5 CuCl, 30 g= HUlgoe=
A A zZEAT. dold ZFES AFAAE FI APt FHg A fHE Ar).) 180 mee Hrbsta, £
FES RTAA WAl wtslglel (2719 HAA-54 SHo 24 A7F & W2 =4 oz Hy), Aoz
BAES I8 500 g Ao Fa, IAR BAE oo g3 FHEa, EEZ AHS T dE olMEH o Ed &



<739>

<740>

<741>

<742>

ssta, A5 ANetn, B¢ PAIUE G ARAA T, ofsata, FRAA FA WEAG F5HG
ool BAL 7:3 #2/0Y obHolER gelste]l Helst elA EehA AErhEaduste] 4-[2-AF2A
Y-1-(5-m B A-E o} E 2 [5,4-b] M A W-2-AA 2 ek me))-o D A& T FReolEE AF A PEAR

H NMR (400 MHz, CDCls) & 1.0-1.1 (m, 2H), 1.4-1.8 (m, 5H),1.8-1.9
(m, 2H), 2.1-2.25 (m, 2H), 3.7 (t, 1H, J=7.8), 4.01 (s, 3H), 6.8 (d, 1H, J=8.8), 7.5 (d, 2H,
J=8.6), 7.8 (d, 1H, J=8.8), 8.19 (d, 2H, J=8.6), 9.3 (s, 1H).

G. 3F3F4 ReNH-R;' o] offls} 4-[2-A| =AML -1-(5-MFA-Elo}E = [5,4-b] 9] 2 d-2- A7k =upn o) -o & |-l

Aerd SR AEY

A B SgEQ 4-[2-AF 215V 5 A obE 2[5, 4-b] v e d-2-drt et )" -l e 2 d 22
13 =

o= BiAel Wl eheldl el WA, AF Ho] BA C SHEEe) Azl o 244 1] A48
278 A1g3o] 58 RAVIR, B obla weAd F 2lv

AN TE Ak MS; M+1*
4-{4-[2-A2=299E-1-(5-
HEA]-Elo}E 2 [5,4-b]

29-1 X LN oo g s 644.83

” AdE]-dAzxdopr=}-

Y s \ o
o_N _ vHgd-1-7t2 54T
XTO/ L5

% tert-#g o2 2

4-(4-[2-A2=98-1-
o (6-wl FA|-Elo}F £ [5,4-b]
LY HFH-2-d7tE Rz d)-
29-2 - Mt X 658.86

s ol @]~ % Edoh] ) -
O) @ AQ)-3]5 2] Y- 1-7h2 B4

>‘/°Y \, | tert-FE dl2HE
/
3-NgEag-2-(4-[Q-
. qg-vEgu-2- A D)-
29-3 X LN 4 E2Y]-Ad}-N-(6- .
T %A -EloFE 2 [5,4-b] szt
] - S d-2-A)-L 23 Lojrl=
] 7
3-A220Y-N-(5-1 %A -
° ElolZ = [5,4-b]9 2 W-2-
294 P A)-2-[4-(AA L D-4- 544.71
% ¢ ) W}md)-Ad]-
WC( " ) zZz3 o=
3-AE2HP-N-(6-" %A -
° Elo}Z 2 [5,4-b] 9 2 P-2-
29-5 AN HN N A)-2-{4-[(H A D-4- 558.74
77 A QelE)-&stE 1A}
»«O/l = R
/)
(4-{4-[2-A2=Ad-1-
g (5-w = Al-Elo}E = [5,4-b]
29-6 o Y Hed-2-gsk2ur d)- 616.78
% e Y]~ AAEE ) - e
1A Py | -D-obAER dE daEe
o S ) ~

3-AZ2zHE-2-{4-
, [(3-3| =5 A]-5-
3, 3| =2 A Y- 2o Y-
207 e e d-4-Qu Q)23 Y]

ey N =) -} 612.74
s@ -5} -N-(5- o B A|-
N S EolE 2 [5,4-b19 -2~

% Q-mz 3 ojr=
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<743>

AAdl

Lk

MS; M+1*

29-8

3-{4-[2-A1E=HE-1-
(56— EA|-Eo}==[5,4-b]
e gd-2-47tEnzd)-
del-fAEEdotr=}-
oA EY-1-7t2 B4t
tert-54 o AH =

616.78

29-9

(1-{4-[2-ANE=9d-1-
(6-vEA|-E]o}& 2 [5,4-b]
Hd-2-47tEvtE )~
de]-AAEEd}-olAE d-
3-U)-7+= /AT tert—

g daHZ

616.78

29-10

3-({4-[2-A2=2Hd-1-
(G-wFA-Elo}E& =2 [5,4-b]
HHd-2-L7EHRY)-
deEl-dadexdoln=}-
dE)-otAEd-1-

FFE2EA tert-F-4 d2HZ

630.8

. 29-11

1-{4-[2-ANe=dd-1-
(56— EA-E]o}ZE 2 [5,4-b]
Hd-2-dst2nurg)-
dgl-AETd}-
Jeggd-2-7t2 544

559.68

29-12

2-[4-(}AE D -3~
ded=Yg)-Ad]-3-

A E2=HE-N-(6-HEA]-
EolZ=([5,4-b]¥ P H-2-
A)-Z2Y2or =

516.66

2913

WA

2-[4-(3-olr] =-olA E -
1-&¥d)-9d]-3-

A EZ2HE-N-(5-tEA]-

Elo}Z=[5,4-b]9Ed-2-
d)-z 2y golH=

516.66
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<744>

A A

LRk

MS; M+1*

20-14

o
N,
ﬂ‘{’/\
=\
N

sl A

2-{4-[(c}A 5D -3-LrE)-

&R d]-5d}-3-
A EZHD-N-(5-HEA -
EolE2[5,4-b]¥HH-2-
A)-Z 2y LojH|=

530.68

28-15

3-A22d9-N-(5-95A-
ElolZ2[5,4-b] ¥ H-2-
W)-2-(4-&}EY-7d)-

EERER

461.58

29-16

3-A 82 MY-N-(5- 54 -
¥jo}E2[5,4-b] 2 W-2-
D-2-{4-[(F ) d-4-
QD) -2 = A]-5d) -
=2y eoHs

552.69

29-17

3-AZZHE-N-(6-HFA]-
ElolE=[5,4-b]¥Ed-2-

D-2-{4-[(FH2Nd-2-L=E)

S R
EEE PR

552.69

29-18

4-{4-[2-N2=298-1-(5-
HEA-ElotE 2 [5,4-b]
2 d-2-9steu 2 y)-
g l-fAEE Dol =}~

LBt

581.69

29-19

3-AZE2HE-2-[4-(4-

Helgotr e-sd & s 2 d)-

Hd]-N-(5-HEA]-
Elo}ZE2(5,4-b] T H-2-
Y)-Z 2w oju =

580.75
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<745>

A

Lk

MS; M+1"

29-20

2-[4-(4-AE2= 4L~
e gA-1-xd)-9d]-
3-AZ=HY-N-(5-
HEA-E]o}E 2 [5,4-b]
HEd-2-d)-Z 2y 2olr=

626.86

29-21

3-AZ=2H"-N-6-"1F A~
Elo}Z=2[5,4-b]H e d-2-
4)-2-[4-(1,2,2,6,6-
e g-g o2 d-4-
A& Y)-Hd]-
ZzFeopn=

614.85

29-22

3-Ag=9d-2-[4-(1,1-

e g-2-22Zd-4-Y-
dEestmd)-dd]-N-
(5-HIEA-Ho}£ =2 [5,4-b]
2 g-2-U)-T 23 2oju| =

602.79

29-23

(S9)-3-{4-[2-A==Hd-
1-(6-HEA-EotE=
[5,4-bl¥8jd-2-
a7tERE g)-dqE]-

WA E ¥ dolr] i} -

e d-1-7t2 845
tert-5-g A2

644.83

29-24

2-[4-([1,4' 191 s ) d-
1'-£X4d)-#4d]-3-

AN E=d9-N-(6-"5A-
Ejo}Z 2 (5,4-b]HFH-
2-9)-zZ 2 olHE

612.83

29-25

3-AZzHE-2-[4-

-t gotn =-g A2 d-
1-&¥d)-#4d]-N-
(6-HEA-E]o}E£ 2 [5,4-b]
9 g-2-9)-

g goln=

600.82
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[}

10-0830007



<746>

AA

333

MS; M+1*

29-26

3-AEZAD-N-(5-7 %A~
HobE=[5,4-b] 2 W-2-
D)-2-[4-(4-H S G-1-
Q-3 P-1-¢Ed)-
Ad]-Z 2y o=

598.8

29-27

2

3-A22WY-N-(5-H 5 A -
Elo}Z2[5,4-b]¥ B H-2-
W)-2-[4-(SEF =2~

92 %E[1,2-a]9 3 -2-
&xg)-sd]-

T2y olnE

584.78

29-28

3-A22AY-N-(5-7 %A~
Bo}E = [5,4-b] % 2] 9-2-2)
-2-[4-(3) &) Q2-4-
etu)-Ad]-

zZaveoHs

538.66

29-29

3-AZEHY-N-(5-tEA]-
Elo}Z2[5,4-b]Hd-2-
8)-2-[4-((S)-H -
3-d&drd)-Hd]-

B ENE

544.71

29-30

N

3-Ag=dg-2-[4-(1-
og-9s 2 ¥-3-

A& HED)-d]-N-G6-
W5 A -Elo}E 2 [5,4-b]
el d-2-2)-

EE R

572,77

29-31

2-{4-[4-(2-Alo}=-o &)
g #GA-1-#2xd]-Ad}
-3-AEZ2HWY-N-(5-

o A -Elo}E 2 [5,4-b]
Hegd-2-9)-Z 23 2olu =

583.75
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<747>

AA e

Rk

fS; M+1"

29-32

3-AEEHE-N-(5-v5A|
-EolEZ[5,4-b1FED-2-
W)-2-[4-(4-F 2 d-1-
Y- d &tz Y)-5d]

-zzyeoln|s

634.84

29-33

3-ANZ2HL-N-(6-" A~
Elo}l£E([5,4-b]9 2 H-2-
d)-2-[4-(1-9d-2-
JEdd-1-d-dg&stnd)
-Hd]-Z2ygor=

634.84

2-[4-4-NEZEHH-

e agd-1-£Xxd)-dd]-
3-AlZF299-N-
(6-HEA-E]o}E2[5,4-b]
g g-2-9)-T 2y 2oju=

612.83

29-35

3-AlE=dE-2-[4-(2-
gegolr]i-2-gzd-3-
A-ddEnrY)-sfd]-
N-(5-H| A -Elo}&=2
[6,4-b]1¥Ejd-2-¢)-
ZEyLors

609.79

29-36

3-A g2 0°-N-(5-" %A
B0l 2 [5,4-b]9 2l T-2-
D)-2-{4-[AD-(1-A G-
A e-4-9)- & H2 |-
g} -2 2 golr =

572.77

29-37

4P

2-[4-(4-NE=2dY-
Hegt-1-xd)-#d]-
3-AZ=HE-N-(5-
HEA-EoI£2[5,4-b]
Had-2-g)-Z 2y 2oln =

640.89

_69_
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<748>

A A

23t

MS; M+1"

29-38

3-A2E2HWE-N-(5-HFA]-
Elo}EZ [5,4-b]¥Ejd-2-
¥)-2-[4-4-FAE-
HAHA-1-Xd)-Ad]-

zzy2olu=

634.84

29-39

R)-3-{4-[2-A1E=2dHE-1
~(5-HIEAI-Elo} &R [5,4-b]
92 d-2-YstEued)-
dd]-dAEE golr| =)~
Hsgg-1-sl2 844
tert-5-& JAH=Z

644.83

.29-40

3-AgEAE-2-{4-[4-
(2-oEA-ol D)-5 A 3~
1-¢Xd]-#d}-N-
(5-HAEA-EolER[5,4-b]
HEd-2-d)-Z2 ¥ 2otu =

602.79

29-41

3-AlgzHd-2-{4-[4-
@-tol o] - ")
e ga-1-exd]-Ad}-
N-(G-m S A -Eo}EE
[6,4-b1¥2d-2-9)-

Zzygole

629.86

29-42

0=5=0

3-AZ=2AY-N-(5-HEA -
Elo}Z2[5,4-b]H 2 d-2-
e)-2-[4-(R)-FHAH -
3-d&awd)-Ad]-
Ty oln=

544.71

29-43

(1-{4-[2-A1E2298-1-
(5-vlEAI-Elo}E 2 [5,4-b]
v d-2-gslEned)-
del-dA&sEd}-olAEd
—-3-YotH|x)-

M EAL dE d&HE

802.75
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<749>

A Al

LRk

MS; M+1*

29-44

[3-({4-[2-AE2HE-1-
(5-H| EA-Eo} &= [5,4-b]
JEd-2-gstantzg)-
de]-ddExdolr}-
HE)-otAEd-1-9]-
M EAL dE d2HE

616.78

29-45

3-AE=dd-2-[4-
(Al =2-9E2(1,2-a]
Hay-2-¥d)-5d]-
N-(5-H| EA|-Eo} &=
[56,4-b]F 2 d-2-9)-
Zz23Lolu=

570.75

29-46

4-{4-[2-A2=ddg-1-
(6-H| EA-Eo}E=[5,4-b]
¥ d-2- o2 ntE)-
de]-dA&Edolw i}~
HAZE-1-

FteBa o g o 2He

616.78

29-47

3-AF=AE-2-{4-
[NEezazg-(1-4g-
iz d-4-d)-&F=d]-
Hd}-N-(5-H| A -
EletZ=[5,4-b]H -2~
d)-Z 23 Lojr|=

598.8

29-48

Wt
&
~*

2-[4-(4-HA-4,7-T) o} R}~
29 2[2.5]&48-7-£Fd)-
Hd]-3-AZ22HdE-N-
(56-H| EA-E]e} &2 [5,4-b]
Hzd-2-9)-Z 23 2olr|=

646.85

29-49

Pl
4 \2§(§ :

3-A =AY -N-(5- %A -
¥o}E 2 [5,4-b] % 2l W -2-
Q)-2-{4-[4-(4-AE~

] 2h71- 1-2)-5) 9 2] ©-
1-&Ed]-99)-

EEEER T

627.85
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<750>

AA

k!

MS; M+1"

29-50

3-AE=9d-2-[4-(4-
Ag=ag-vsea-1-
£X9)-5d]-N-(G- %]
~EolE 2 [5,4-b]7 2 T-2-
-2 gofr =

598.8

29-51

3-AZ=dd-2-[4-
4,7-tolA-23 2 [2.5]
SE-7-¥d)-#Hd]-
N-(5-"IEA-Elo}E =2
[6,4-b1¥ 2l d-2-Y)-

=23 eoEs

556.72

29-52

3-({4-[2-AE229E-1-
(5-TIEA-Elo}Z =
[5,4-bl¥Ed-2-
g7tEntrngd)-dd]-
HAEXdolr}-
de)-gAd-1-

FE2 B4 tert-

5 dzEHz=

658.86

29-53

(S)-1-{4-[2-A1E=4H
-1-(5-T1 84 -Elo}E =
[6,4-bl1¥] 8 d-2-
sk )-o Y-
ALY} -5 g0~
2-7hE B AN

559.68

29-54

R)-1-{4-[2-A 2294~
1-(5- o1 5 A -Bl o} =
[5.4-b]3 2 @ -2-
UrhEkE )-o Y)-
WA EY)-H B U-
2-FtE AN

559.68

29-55

3-AZ=dd-2-{4-[4-
(2-tddelr -o}A ")
-yAgA-1-¢x4d]-
Hd}-N-(5-H EA]-
Elo}Z=2[5,4-b] 2 d-
2-9)-Z ey olu=

643.85
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SS=50ol 10-0830007

A Ao TE 338 MS; M+1*

3-AZ2HE-N-(5-H5A]-

° Eol&=[54-b]H e d-2-
29-56 D\\s "“\(/" d-2-{4- (A= d-3- 558.74
L L A E)-&H2A]-Ad)-
= Lt R
N \
o 2-(4-$E LR d-5Ad)
’ -3-Al22dd-N-G6-
2987 o T A S A-EolE 2 [5,4-b] 53167
o V.. [HEE-2-@)-z=secn=
2-[4-(4-Aoper g~ :
o B eal-1-£ ¥ d)-5d]
9 W -3-AF=WL-N-(6-
29-58 (\”/\S‘B "\f \ o A|~E] & 2 [5,4-b] 569.72
N - W g-2-%)-
||,/ » Ty o=
3-{4-[2-AE=HH-1-
. (5-HI= A -Elo}2 2 [5,4-b]
2950 i "% veld-2-gt=u e d)- 5617
° 'S AL ]- A& F dokr i)~
g Z23 e o dars
] N

3-A22H9-N-(5-H5A|
] -EolZE([5,4-b19d-2
29-60 3 M -9)-2-{4-TAE-(1-#18- | 56972

A SR O 1H-ol ] th&-2- 0 2)-
N - &R d]-Ad)-
(94 o, zayeotns
3-U-[2-NB2AY-1-
. (5-AEA-ElolE=
Y o, [5,4-b]¥ 2 d-2-
2061 S Ystered)-dgl- 533,64
a WA T olv] ) -
o =2y e
o o
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A A4 TZ LRk MS; M+t*

3-AIZ2HE-N-(6-H5A|

° -Elo}Z2[5,4-b]F EW-2-
N o)-2-{4-[3-(4-T G-
29-62 “>r ¥ eRl-1-9)-3-2 - 615.79
r @ TzgedEd]-Ad)-
e o L2y eor=
N

3-AE=dg-2-(4-[2
- (-3 =S4 -9 Q-1-
% -ddete]-Ad)-

29-63 LU w}\ N-(6-H| 5 A|-Elo}& = 588.77
. 0 [5,4-b]% 2 9-2-2)-
. g Tz gotns
¢ ~
2-[4-(4-NE2RY-
. WA -1-% )~
29-64 " et S 584.78
- e (G-A5A-ElolE= :
Sk (3 [5,4-b 5 2] 9-2-9)-
Ing )4 Zagetr=
, 2-[4-(4-2D-H A 2hal -
1-exd)-94d]-3-
29-65 o " A 22AL-N-(6-"5A- 570.75
% ) Hol& = [5,4-b]9 2 Q-
P S [ 2D-zEF2opE

, (A-{4-[2-AE2=ad-1-
o (5-H| & A]-E]o} &= [5,4-b]
o o2 Q-2-AstErtE )-
29-68 “ e ARl-AAEEd}- 574.69

Q obAEI B-3- ok 1)
S EE e

3-AIZZHE-N-(5-H5FA|
-Eo}Z=2[54-b]9 -
2-9)-2-[4-(2-HHAFd- 634.84
1-Yed-dd ez y)-
Hd]-ZTayjoln=

29-67
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29-68

3-Ag=ad-2-{4-[4-
@-tedotr =-d ")-
Aded2Zd]-dd}-N-

(56— EAl-Elo} &2 [5,4-b]
g g-2-9)-Z 2y olu =

608.8

29-69

3-AE=9E-N-(5-
HEA-Eo}E 2 [5,4-b]
Hzd-2-9)-2-(4-
zeVodentEd-9d)-
T3 LolH=

517.64

20-70

[3-({4-[2-AE=9d-1-
(6-HI & A|-Elo}&2[5,4-b]
g d-2-d7Enrd)-
dgl-dAsTdolr]}-
HE)-otAgd-1-41-
oA E A}

588.72

29-71

3-AEF=9d-N-(6-
HEA-Eo}E R [5,4-b]
HEd-2-d)-2-{4-[4-
(2,2,2-Eg]E202-

ol E)-HH#-1-¢Fd]
-Hd}-Z 2y olu =

626.69

29.72

3-AE=29d-2-[4-3-
olAZ 2ol -olAE H
-1-&xd)-#Hd]-N-

(56— B Al-Elo}&=[5,4-b]
2 g-2-9)-
T2yl

558.74

29-73

3-AlE=dd-2-[4-
(1-olAZ2H-olAEY-3-
A&7 2 d)-#d]-N-
(5-HEA-EolE=2
[6,4-b]H e d-2-9)-
TRy o=

558.74
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29-74

3-Ag2HY-2-{4-[(1-
oAz =d-olAHH-3-
Ard)-ev 2 Y]-Hd}-
N-(5-¥| B Al-Eo}Z=2
[6,4-b]¥ Fd-2-%)-

BN

572.77

29-75

3-AZ2AE-N-(G-15A
~EloFEE[5,4-b] W~
2-)-2- (4- [($A}E-2-
de)-&2d]-sHd)}-
TEyotr=

542.65

29-76

3-AZ2=HE-2-{4-[4-
@-vgzxd-dg)-
HgA-1-¢x4d]-
Hd}-N-(5-v FAl-
ElopER[5,4-b]H -
2-Y)-Z a3 Lolu=

636.83

29-77

»

2-{4-[4-(3-A o} x-Z 2 W)
g &gz-1-#xd]-#d}
-3-Alg=9d-N-(5-
HEA-E]o}E=E [5,4-b]
FEd-2-Y)-Z2 I olu=

597.78

29-78

3-AEZAY-N-(5-AHA-
B0} 22 [5,4-b] 7 2l W-2-
-2-[4-(lE 3 =2~
H@-4-Aet2Y)-Ad]-
zavgojn=

545.7

29-79

3-8 = AE-N-(5- 7% A]
-EjobE=[5,4-b]m 2 W~
2-9)-2-14-[1
(=SS =R -5 -4~
)-obA e 8-3-

%3z d]-99)-

B P

600.78
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29-80

o

4-{4-[2-ANE=Hd-1-
(6-vEA-Elo}&E 2 [5,4-b]
¥Ed-2-Y7t=ney)-
dE]-AA&Ed)-3-

B EFA Y- HR-1-
Fr2EAA tert—

g dqaz

660.83

29-81

(S)-2-tert-F-EAFLERY
opr) :e-4-{4-[2-
AZ2dE-1-(5-HEA -
ElolE = [5,4-b]H 2 d-2-
A7FEHEY)-dE]-
HAEE dolr )~

BE 24 tert-F 4 ol 2H 2

718.91

29-82

(8)-2-otm =-4-{4-[2-
AE2Ad-1-6-95A -
Elo}Z2([5,4-b]HFH-
2-gstEntR d)-dd]-
HAEEdopn =} -FE 24

562.68

29-83

3-AZ=dd-2-{4-[4-
(2-olHF&-1-4- ")~
A #HA-1-£xd]-Ad}-
N-(5-H EA-E £ 2
[5,4-b1¥ gl d-2-U)-

RN

624.8

29-84

29-85

3-AgEAY-2-[4-(2-
=S A Y- 2l -
1-229)-9d]-N-(5
- B A - B0} 22 [5,4-b]
%2 -2-9)-

=23 gojrs

560.71

(4-{4-[2-A2=d8-1-
(6-HFA-Elo}E2[5,4-b
19 Ed-2-gsanzy)-
g ]-wlA&xd)-v 2zl
-1-g)-otiER

588.72

_77_

ol

10-0830007



SS=50ol 10-0830007

A o 7z 351 MS; M1’

- 3-A2=ad-2- - [@-
i o %A -0 9)-(1-v G -
A2 B-4-)-2 2]~
519} -N-(5- 1 %A
o= ~Ejo}E 2 [5,4-b] 912 B-2-
SoA Q-2 ojr =
T

20-86 616.82

3-A2zdg-2-{4-[(2-

B E A - D)-T 2 W-2-

A -2 md]-Hd}-

29-87 Q ““\f" N N-(5-H| EA-Eo}&= 610.77
ST % ( [5,4-b]1¥ 2l @-2-)-

L 1\ " Tz Lol

P sm2gadges

l-\ A 3-AzEAg-2-{4-
v [(2-3 =& A -d&)-(1-
-3 52 g-4-d)-
2 232 Y]-Ad}-N-(5- 602.79

N o %A -E|o}E 2 [5,4-b]
wo Hgd-2-9)-T 23 ol =

2- [4-(4- 2 EALEZ-2-2-
© HAHA-1-&Xd)-Ad]-
29-89 A _— 3-AZ2HE-N-(5-HEA| 647.79
% Q/} “HjobEE [5,4-b]9HE-

-

j“\j/"\) L | 2-R)-ZEFeomE

uls\ A 3-Ng=ag-2-[4-(F-
2-4HE-vE-=32d)-

29-90 AL ]-N-(5-# EA]- '555.69
ElolZ2([5,4-b]H g d-2-

o=j=o |-z 2 Lotm| =

3-Ag=NY-2-[4-(3-
FEEA-4,7-TI =R
© SH-o| &AL E = [5,4-c]

N i e Q-6-2X9)-Ad]-
”@:\)’ ) T\ | NGaEA-mie=s
- [5,4-b]¥ &l 9-2-)-

5 Zzyeoln=

29-91 584.69
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29-92

2-[4-((8)-1-9AA-7#Hd
-3-4&7H2Y)-Ad]-3-
A EZZ2HE-N-6-HFA -
Elo}Z2(5,4-b] Y H-2-
A)-T 23 oju =

634.84

29-93

3-NZ2HL-N-(G-"5A -
BolZ2([54-b]92A-2-
A)-2-{4-[4-(2,2,2-
EgEFez-dd)-
gs#A-1-£xd]-9Ad}-

=23 gojn=

612.71

29-94

({4-[2-A2=299-1-(5-
HEA-Elol& =2 [5,4-b]
HEd-2-47202d)-
del-dAsEd}-vd-
2-gHE-otr )

M EAL dE d2HE
JErgRIgol=

638.78

29-95

3-A22H"-N-(5-H 5 A]-
ElolZE2[5,4-b]¥ A d-2-
d)-2-[4-(4-7 2 d-3-

A -S| HH3-1-£Xd)
-Hd]-Z 2y Lolu=
JErgrgos

621.8

29-96

1'-{4-[2-AZ=2HE-1-
(56— B Al-Ele} &= [5,4-b]
g g-2-d7EnzEd)-
E]-AAEEd}-[1,4']
v 2o d-4-F 2244
g dxel2
ﬁ]Ei%iE}O]E

684.9

2997

1'-{4-[2-ANZ=2HE-1-
(6-HEA]-Elo}Z& = [5,4-b]
g d-2-47282 )~
E]-\AExd}-[1,4']

H ¥ 2l td-4-7l 284t
JErgrgols

656.84
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29-98

3-AEE2HE-N-(6-"FA-
Elo}EZ[5,4-b]FH-2-
d)-2-{4-[2-(1-"1E-
HJegd-2-d)-
dees=d]-sd}-

zzv o=

572.77

29-99

(4-[2-Ag=0E-1-
(5- M EA|-Elo} & 2 [5,4-b]
Helg-2-grtauea)-

oe]-dAEEd}-5 -
2~ - o}v] s)-ob =4t

610.73

29-100

3-({4-[2-AE=2HY-1-
(6-HI B Al-Elo}&E=[5,4-b]
H2jd-2-47tEntzd)-
dgl-dAezd)-Fa-
2-drg-olm )~
T234 oY dadE

641.78

29-101

2-{4-[(2-Ao}=—o &)~
FE-2-dHg-&92Yd]-
Hd}-3-Ag2HE-N-
(56—l EA-Eo}Z£ =2 [5,4-b]
HEd-2-Y)-Z 2y oir=

594.73

29-102

3-AZEHE-2-{4-[(3-
A EA-Z22d)-(1-+4g-
s gd-4-9)-%2d]-
Hd}-N-(5-H FA]-
Elo}Z 2 [5,4-b]HE]d-2-
g)-Z2y o=

630.85

29-103

3-AZ=2HE-2-{4-[(2-
tjol Gote] -0l 8)-(1-

v g -5 2) 9-4-2)-
£9}2 A]-5'd)-N-(5-

o S A|-Elo} & 2 [5,4-b]

A @-2-Y)- T2 Lol =

657.92
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29-104

o=s3=0

3-AFEHE-2-{4-[(3-
Helldotr=-Z29)-(1
-H - d-4-)-
=32 d]-51d}-N-(5-
w5 A-E o} 2 (5,4-b]

HHd-2-d)-Z 23 2elr| =

671.94

29-105

o N\ /7

5-({4-[2- A E2HY-1-
(515 A|-Elo} 2 [5,4-b]
Helg-2-grtasea)-

g ]-MAEED)-F-2-
Lol -obv] )X 29 &4

613.73

29-106

3-A|ZZHE-N-(G-HEA -

B0} & 2 [5,4-b] 72l W -2-
-2-[4-G3-Ad-H A2}
-1~ EQ)-A]-

EE R

606.78

29-107

3-A|ZZHE-N-(G-HEA -

Elo}Z2[5,4-b]F g H-2-
a)-2-[4-(3,3,4-E v E-
A #GA-1-£¥d)
-Hd]-Z 29 2oH =

57277

29-108

3-Alg2Hg-2-[4-(3,3-
e g-gH#H-1-£Xd)
-Hd]-N-(5-vEA -
EolZ2[5,4-b]H A d-2-
d)-Z 2y Lolu=

558.74

29-1 09

4-(4-[2-N g AL-1-
(5~ % A -El o 2 [5,4-b]
2 9-2-Q 7= E )-

AE]-dA&Ed} -z

1,3-9 72544 1-
tert-5 g JAEHE

674.81

AAl el

LRk
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29-110

°

3-AZZHE-N-(5-H FA]-
Elo}Z=2[5,4-b]lHEd-2-

¥)-2-[4-(4-"1E8-3-5d-
A HA-1-eXd)-7d]-

Z2veojr=

620.81

29-111

3-AE=9d-2-[4-(2,5-
Hola-uAl 2= [2.2.118 8
-2-&X4d)-#d]-N-(6-
HEA-Eo}E2[5,4-b]

A -2-Q)-Z2 3 eojr|=

542.7
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