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ETAEEAR, E5ETAEFERTE-AREALAFRRE,
Ph REAA5 ETAESAFNOFRAL, FFELREH G FH
Hupb ik (4o 1-wbgtoik. 2-wbet ke k) . bbbk (e 3-b%
gk ) . sk A (e 2-ckebtm A ) | skebok R (Jeskedahi) | b
i (4 1-vbek bk, 2-wbeR R ) | whodgi b (ool gk ) |
ek (devker F A, 2k ) . vk A (4o 1-vkBHE) . %R
£ (indolynyl) (4w 1-%kski) . FoAEEHFA (F-AR
Rt . ok (eBakK. 3-BukA) . #FHobEek (e 8H-HJF
[1,2-d]"kwk) . —H&EHFEek (o 4,5-=REF[1,2-d]%E) .
dihydrothiazabenzoazlene ( 4 5, 6-dihydro—4H-3-thia-l-aza-
benzo[elazulene) . ¥ Fubwh ket (4o 4H-3% FFubwhJf [4, 3-d] &
W) | A Eubwh e (4 AH-E S Rubwhof [4, 3-d]E) F.

KERBARE “EFEA” ARERX “FE” H_HEH. EF
AW EMATER. BEAY. FRAARGEHN L2-BXE. 1,3~
FEA 1,4-BFRAF, ik 1, 4-EFKK,

BEHRAMARSE “TLFA” 2R EX “2FE” H_HAH.
ERFAB ARy, k=K RR-EF, ZAEGRH
42, 5-Fwr—dk, 2,5-%wh K, 2,5- R AF.

XEEAHRE “EFAhAR_E iR “EFERLAEAR

10
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Mo AER. EXARFR_A TP ARBR_E RRE-E RE
—EF.

KPR RAMAE KRR R EE kA o EH.
R AW EH A=K RILZAF.

XEHEAGASE “RARAREL ARTFAREE. TREX
A ERAABA CHAAZA ETEREERE WTHRAEE,
EXEEEATF.

EARAE P, EREAREECRELSEAHAFE “BA
AREdRAA bE ARmkk RAEEPRATFREAER F
R Wy ApE. sASZHACHL Astk XPHREAF. K
wEik” o “F A" THNETHERRAERK.

HEE A RE RARRE ARFTARE CRE ERAAAL
rREAA. ETAA RTEA H#TAEA KRTARF. HRRATR
A, A, EREAL. FLURAAFET AL

REEREAE “KBRRE” RETRE LHEAF.

EARBE Y, Bamg ARG LERKEEASEMEHAE GRUK
Bk 2RE1E 84 bk b “ & R LR KRB,
AL 1 E54HEEREK, BK (KA RAGEAA=ZRATE =
Wik, —fok. ZRCE. —fCE ZRCAF. KBZAT
.

HEHAMAE “BAL WEAATHAE. ARAE X7
MEEF.

EAAAEE, LREAXSLEECRBESEMNGRE “HAR
KOEL GE#—ARBALE “RERL" . “FRE . “&
ik X BA” RAGRA ERBRARYREGEALRE. T
fA. —WRA. CHATRAA. —CARE. ATFTREA. L®mAK.
LORALS. HAA. FRAEA —FRA CTATARE =T
A LBAEF.

XEEAORE “BRRAOAEEL” AREERE FREAX
A, —PHRABRA, CATAEARA. —CAABREAY. KARKK
B, FRAZAP -FREARL.

“AF R WARA L RAERS IR E, KAEHE, KA

it
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alkyliden. B&. KAKAKL. #Ak. wemak. BE. AK,
A, BE. REREEER K (KR) R, gR (KA) %
AR RAREARAORL RAXARRGALEE. &L &R
A HARKGESTRERA FEA (WRER) . FRAL (B
FARA) . KakASsA. BE. BELA. FERAROBKE. =N-
0-(B&) %, KERAETETEMEEOEP—AREAEE L.

HHR. RAPRH “HRERAGKERE" GRAL, HBHKER
A KA ZERL. ethyliden X=N-0-COCH..

b R “ERBRAGKEREL" , RdHRAKRE. FHERRA
A BR AL A Y.

X EAE M AERBRAGEFA” . ¢ BHRERARGERXL . K
ARG TIERT | ¢ EHBKM 2,5-RR AT . HERRK
W2, 5wy — &7 | < AEHERRH 2,5k AT . RN
EEHEEF oA C HRRAGFAR-LA" . ¢« FRRKHTE .
“ ppmBAEy LT | ¢ ERBAHELE . ERRASE
A7 ¢ ERRAY S-LEFAT . HRERAGIRE . ¢
HERAG LRt | HRBRAKAEFASIFAA"  MEBRK
R ERT R BRI AR R B AR R AL SRR, KA R,
ok, ARA. KeRAE, FREL. #E Kaksk Af.
AE O REA. B4 Karpaizid AKX (K8 kA gK (K
B R A, RARARKGEA RAXKRKGREZA A,
AL, ERRKWTE. ERRAYRFE, ERRKREFEE
A HhBRAHEEL. Kaktststd. A, MEK. -N=N-
(LB GEL) ILARKOBES. TERRETETEME
FHEF—AREAMEEL.

W HHRBRAMEFR” . FHRBRRMERL . HEBR
RegERdh”  “ HRERAH 2, 5-RR A", “ERRNKY 2, 5-
Ewy A7 . ¢ fERIKR 2,5-kwa A" | “ERBARMIEFK
Agofr ¢ BRERAMFR-K . HRAK, ik A RAREH.
ikt RAEG RE, A KA. KERE KERAE.

#FF X, “BRRAGFLA P “ERRAGFREL GRKAE
WERFIKERE. BRKEEE. A KERAL. KARAL.

12
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mE. AA. fA. BA KEER (KL KA AR (KAL) K
A, EEAL. ARARBRAAL. ARKIBRARAERE. FE.
Ak EEALHA FEBL (FEBR) F. KBORKAN
Bk, BA. KEEAE. KAKRAEL, AF. AK (KAR) Kk
A OBA (K8 BRA. FRAEL. N=N-(FE) . EREACR
%,

T X, AERRAFRT BEAhERR 2-FEARE 3-F
AEA 4-FAZR 3,4 —PRER 4-TEAFE 4-RTEXE
A-ETESR s-Fo k¥ 4-wFRAXE 3,5-—HTH4-E
AZE. 4 ZRAXA. 4-FERE. 3,4 —fEK 3,5-ZREE,
- ER. A-ZRTEER, 4-FRARA 4-RETREXE. 4-
FREEL. 4-FAFE 2-BA EF_ARKRE (21, 3-XF R
K1) F.

s} F R AR, “HERBRAGEYE f “EHRARGEL B
KA BB, BAKRBR G BARRGKARE. KBRS
A Eh, BEA. KaREA. A, KoRAE BF. ALK
QAR KEARAEBA. BA (K80 RA. K (KR) KR
A OARARXRAOAL ARAKIMAKGRERE, sk, Fok,
SEE L. AHRAHEL. FRA (XA . SFHE (kX) | #F
LhlemA (whdkh, Ed) . FRA FEABRF. RARA
EE KEEAE. 5F. AL BE O KAKAREEE. AR (K
g A AR (K8 BAR. ARAIARKGAL. KRALR
ReGg AL FE FABRT.

HFRPR, “ERBRAEL GEAHER. -FHEFE 4-
AR, 4-RTAFLE, --ERRAFA -FREXA 4-FAE
R A-BAEE A-FRAEZEAEE 4L-CTREEAXE 47A
AEBA 4-FTREZE 4-BRTREARE 2-AFE. -RAXE,
A-RER. 2 4-—f KR, 2, 6-—AKK. 34— RAFEE 2,4,5-
ZREA. 2,3,4,5,6-RREA. 4-REKA 2,4-—REEL 3,4
—HEA. 3,5-—REL. 3-EA, 4R 4-BEE A~
A-TEAEE. 3-ZRFPAEEA. 4 ZRATHAEE 2-=ZRFRAEX
A A-ZEBAERE 4S-RABEAEE AN-FREEKERE, 4-NN-

13
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—PRABAE. 2-BAER. ¢-AARRE 4-FEFE 4-FABR
*EF.

KA R “ERBAFL . “ERRKEFE . HEERK
FRA o EHRBEALFRA RAL, KBKARE, FRA,
mEgm L. Kenk, B KakREE FRAE. #AA KL
ak, i, A KA. BEA KERAEZE. gK (KAL)
BA, BR (KE) RELA ARKIBRAKLE. ARKIRKAL
B mE AR BE BEREAF XBRALEBLT AKX
EAMEETREAILE F.,

TR, Hh “ERBKFAT, aRE,

T X, “EdBRALFE . ERRKRLFEARLE . 4
RS R LRAR” HRAL, RAMNT X, “HRRKS-TE
R GRAL, TRAALERKGKEARE, KELBE (b
=CH-CH,) . 1k e, & HKuekft. L KERKHER KE.
A, fA. BE KexAAZA. BRK (KR REA FK (K
B) BREE. BAIARKEL RAXARKEAERR, i (b
HEE. A RASHEZBRAMFAERLE) . AL FRRRA
BER TR HRABRKOEFE (2w, 3wk K. 4%
A, 3y A, 5-FAERR-2-4&. 3-Fdk KA. 5-RED-2-K, b
ekwy-9-R) . EFELFAR. Frk, =N-0-(BRA)F. KB4
BRI AREL, KAMHE KEREEABE FRRAHERE,
Je A =N-0-(BA)F.

SRBRTALRTH, REFTHRE ARFRK.

EABRB B, KiE “haikB” RHEEFLIBBETRIEFH
BEF PlohRRTAR IR E(CTEBHEIE. UAZE.
BHAEhE. THRAFTHFFEAE. EEARR WA NEERFH
Mg f AR Y R, AR BARERZOLERBE DR Y EF) .

B
B ZEAiAFATIHBIATHRARTLIHEEmE, FRGELL
A EERAEBEEN B ARG £,

B2 ZBRAFHEIAERLSHEANA TPO XHKHA TPONE @K
BIH, ¥ x-ALXEL RSP HEE, yv-BAmMEEEARFHNH

14
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B, GBAATPOME, EBA4LEH (B-17) AR,
B3 ZEAFAEIALZNLSHEAREA TPO SIKMHA TPOAE W
B, BV x-ARLXRLS MO RE, y-HAh MR ER TN
R, aBAA TPOME, EBAEY (B-17) AR,
B4 HBAFARSEAEBLSHEDLIAFHH TPO 24K AHH
TPOME Mgk, P x-#AXKPLSHARE, y-Ahme
WHEEENGEK. aBAIATPORE, ZBAEH (B-17) WA,
TRAL B RAEHF X
AEHALSH (1) TREH ik A-C AEMA T ERE K. #E
¥097/05135 & W097/39737 #& 6955 ik, LTHELEH.
(F#%A)

¥ %1 :
R*200C—27°—CHO ¥ R'?00c—2° o ¥ ®2
Iv) V)
Hooc—Z° —J/Eﬁi—b X*—NHCO—2Z°
o X —NH,
VD (VII) (I-A)

i A EXEN, ZPAERRAOESE, FHRRKGEEFTE,
HRABRAGESIELRAASFRARROFR K, XAHLEBRNRHY
TR HEARKOFLA FRRAGLFEIEERKHETK
A, RPAMKEIE.

(F%1)

BEHKBREABRAFREASARREGT FHRSH Z (K
&% (IV) ) AR RA.

Mt (V) Tl T % 1)-3)F5. DAAN_AEKRTE
REAEKBEEAB AP REEARREAGLES HORL, FIR
ABE. DERLBAP (wEMALMNNERRE) HFE LA KE
EEABEAfRLGLSE. ) FRAMLRE (do Svern 1 Y A
Dess-Martin &4 A & ¥ ) BALARAABAPBEBLEY
(IV).

15
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AR -AddRTESE 2. 4Kk xR BRI ETRITE
M F®, EENEE. FTET?, EAECRPRTARCHG T4
. FTHATHA 2, -k WA RS AV), FAKELS
#. (Knoevenagel R &)

EEMELSHTRP, BLFRERRM, o AT AF B g R
g, EEETRTFRAENE HH AT, THIE “Protective
Groups in Organic Synthesis” ( Theodora W. Green (John Wiley
& Sons)) EPHEMNFAATAARY, REFLEEIHNTRTR
.

(F%2)

XE— AR ABERAATED BT RBREITERO AR
B, CTREEAGKBALLT. i, LEBWMEFELR.
UBENERTEE, THIARBRITEY (4P (VD) .

(¥ %3)

G BER AL EREF R, BAS k. RABREFXF, HARAR
A (V1) B BAT A S (VID A SR st A S (- R R, &Y
EAEEMN PR, HEENbwEKH., %R, /PR, L
%, EMEEFETANER 1-BAXE, REARARER, =T
AFARTERRMAGEAG _ROEBL B 1-TE-3-(=
PEARARR)BU - EHREKEMES. RAFFALHSARL
EAERBE-L. ERANHEERLTRBAMET. RERES
FTHASEEBREEATRLE. ATRFTHETALRIRSRAM
HAT. wRELEWGE, ERETTHAR, W=THE. W%

AFIKBIEEAAFAPREFARKEGTTRALEGH L (LS
M (1V) ) 2 A AER % RH.

A (VID TATH, e TREd TEFEERA. DI XA
HABRKEE, HARKREFAFESERRRAAFERRTA
BE, A4 mAEEFRGESY (VID) TEE Suzuki REEF. 2)E X
HAE AR, A% (VIT ) TR T & 7 kg3

16



j\/n‘f ¥ %1 T m N’<

Ho S 1
R

(Vi) axy M vir) R

AP RPRILRT. FHRRAKAIE. KB AAERE, FHRR
REABASELERRELEF, Hal AF.
5 (F®1)
BV BRARLRE, cTARAIFRGGLALILT. Hld, 1
R ETAEPEMAEHGGRASENTERRFEMILAT.
(5% 2)
HE—AMRERFRG TR, flde, HEGERNID VLAY
10 THRFAZEH (WTE) THRAKRR KA.
(Fi#%B)

Hooc—za
(VD

¥ K1 ¥ %2

BocHN—ZQ —_—
X)

TR 3

H.N—Z ——— X*—CONH—Z
x3—COoCl o

1) (XII) (I-B)

Ed AL KR P EXEL, BocHARTREAEE.
15 (FH1)

GFBRAKBEABRTR Y Boc BRYPHAEGHLRE. i, A
ERASHTABIESLERTBFm (2=20K) T, TEMN (=
WA WEE., TE. OB, —8R) ¥, BB (V)5 KRS
& R A BB KA.

20 (FE2)
i% ¥ B4 Boc Btk 4, € TR IE Protective Groups in Organic

17



Synthesis, Theodora W Green (John Wiley & Sons) ¥ PMENT
FRAABAEY. Flae, ARZRARLBREELEST X)), TR ES
B4R 44 (XT).
(FH&3)

5 Y ETALHFEAFE I PRHEGMEFEHEAT,
(F#%C)

Haloc—Z° — ,H N2
Y

() S 0 o

AP A, X 2 Hal e EX R
10 HAFEBANFARRELAERSS (VD) HBR XIID, &ES5
Ek s (VII) B R, §3 & Aem (1-0).
b V' K2 -CONH-. -NHCO-%, —NHC (=S)NHC (=0)-#§ X, (1) 45
BT kil it bk 7k A-C # R e AR 7 kA K. NIRRT /LT

6 5 Ak AL BB AT
(5 %Y h-N(-BE)-Co-, Z'HHELRAELNE, HFEARSHTA
;l“k 21/"\ }?"k N
N N _—— N N Z
<77 W <7
s O S
RE RE

(AL Z'. R RAFEZ&w EXZTL, Aly AKL)

20 s ExEFX (D). (1) f (111) PAAEMGEN, MXFH
A XFHA- L EEEL Y. fide, I A FRAELR-FN,
MR XFHEET:
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0

X'—y'—7" /\'/( NIV Rl N S, o

NH
S\< 5 NH
o #

EP X, YA XL
KB “EMNLH GRS HAREN. KeBFHRGENH,
XEBRAHAE “AEPLY” GREATHEAERENLY.
L Ep e EHAeE (iE. A B#F). AEeE (8. 5F).
B, Kk, SA%. AR (RER. 488, B ART) X
EE (wod. HHE%. DR FL&%. X8R F7EHET)
HARME, XL THRIFROFTELER. EHARKESHH, EEK
&% AL K 5T BLAE,
HWHARAARBLFIBIARBIBEAANLSHYITE
B MEAKE, XHTHLAIENIBR BT E LTSN THL
SHETFRA, AREREAGHERGLSYS. 2BPHES ST
AT A B F k&K £ 4 Design of Prodrugs, Elsevier,
Amsterdam, 1985 . #ldw, BAXBRESHESAREAN, HHHX
FlABIRABRULSHEESOBRALMNEHRTEY, bk
ABBEESHERENEOBES LY. AWH, HARLHEA
AR, AL, FHEE. e ETHAS. FTAE. KT
AR, BHRKLABRANN— AL BRASF. TAAURLSD
AHREAW, WHGEHABLIHFARBEANSHEESHR AL
LHBHFRAANEGRARTAY, BT RARRLEMEELN
B R R A e B BT A Y. HAWNE, HANRBOBRAAITERA-
OCOC,H, . -0CO(t-Bu) . -0COC;Hs, . -0CO(m-COONa-Ph) . -~
COCH,CH,COONa. —OCOCH ( NH,) CH,. —OCOCHN(CH,). ¥. #ldm, H X
KPS mAARAN, WO ENABLIKEABALNESHEES
MBRERESHREFASRNEOREN LS. FAHATH, HANKLEN
&t Bz 7 ~NHCO (CH,) ..CH,. —NHCOCH (NH.) CH, .
ALRSBRRE TFHEMELH MK, CHEAATRATH

15
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A 5 A BCHE.

T XRIGEANRE, ALPLESHETHTRRGLEY
RESKRIERAER, TRAHHASY (wpigEmEda), AT
BHF A EE RS DR R, HE R A D AR S
£ KEPAL W E T el RAE KA o 58 da JoFF A AR HE A E# & f s
M £ EFH. S RIA A dn R e ) 3

HTHFEEER, SHALALARXARSHE, TRAEIRES
%, Wi, BEAN. AA. KEN. AMNERREHN, ERTE
BELE, wiEiN. BH. ATHAN. BANF. pRLR0E,
THAAEESOHBHEMN (REHN. £46H. BFAN. HMEN.
BANE) RSFALSHOARNE. EHEEHANTHRIHILS
MEELORE-RFIAHNE.

BENERATEEORA. BYBBE, FHAKLE. FTFRF
A, BOBRLHERAT, AFT—5K4E0.1 % 100mg/kg/XZH, Kik
1 £ 20mg/kg/ k.

TRELEPAZMER—FHEALA, RAZALRHALER.

R TCS R TV
Me: Wi
Et: %
iPr: &L
nBu: T#k
tBu: ® T
iBu: FTH
nPen: JiE& ¥
nHex: JET K
nOct: EFH#

Ph: %%

Bn: FA&

Bz: X ¥aik

Py: st i

Ac: TEEXR

Boc: MTAAZR

20



DMF: =¥ 3 ¥ 8L
DMSO: = & & 84,

5 764

L 1 FERESH (A-1)

) 1 o ) 2
o e
MeO,C MeO,C S‘\(S

1 2

o O
N TR’ 3 cl H Y
S NH : N‘YN . S,‘(
HO,C ) ct cl ! L

o]

S Cl
3 " A-1
T >—NH,
S

4
Ci

a. % ¥5 4 C
N
|<:>"NH2
W
4

0
5

(¥%1)
CIBLA S E R Bk TR (25g) AT (23.3g) 9 FRERT
A M E-FEE% (6.201) & IMLE-FEXE® (6.2ml), Fr
0 BRAOARBRIR, AT EAELRE FRLEH (2)
(34.6g) .

I NMR(DMSO-ds, 6 ppm) 13.18 (bs, 1H), 8.07 (d, 2H, J = 8.7 Hz), 7.73 (,

9H, J = 8.7 Hz), 7.68 (s, 1H), 3.88 (s, 1H).

(F%&2)

15 £ 120C TEAT= %% (160ml) . Z & (250ml) # 6N & &
(88m1) ¥ #4sH (2) (34.6g) HESFRS . GRERESY
fFaEAK (350ml) , AHEidEagEk, HFB40E4H (3) (30.0g).

21
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1H NMR (DMSO-ds, 6 ppm): 13.95 (bs, 1H), 13.24 (bs, 1H), 8.06 (d, 2H, J =
8.4 Hz), 7.72 (d, 2H, J = 8.4 Hz), 7.69 (s, 1H).

(F%3)

£ 100C FAedcE @ T = %5 (20nl) fLHABR (10ml) TH
A (3) (3g) wRdH. REAKERN, FHKA. AEFRL
Ak—F R BRI, AR (286ng) TR 4 & RFE
MAaAd (4) (368mg) & = & (50ml) #9&E & T mwA®S (162
u1), £ 100C TR EREM 2 L. AHFUEELENE,
GEGHPEME (2n1) , KETERFHE, @ DIF EE4, F
F) 220ml 459 (A-1) .

IH NMR (DMSO-ds, 6 ppm): 13.94 (bs, 1H), 12.98 (s, 1H), 8.23 (d, 2H, J = 8.5
Hz), 8.21 (d, 1H, J = 2.1 Hz), 7.91 - 7.97 (m, 1H), 7.93 (s, 1tH), 7.76 (d, 2H, J =

8.5 Hz), 7.73 (s, 1H), 7.70 (s, 1H).

(FH®4)

QB'A'izaiam(s)(5mg)%1w?§u%ﬁ£ﬁ¢
mAE(1.52m1), REAERTHRIREER, AERHAENK.
ERERERENG, RACHEMELE T, WmAHRK (2.288),
GARAH 2NN, EARKERXYBENZE, AREH TN
LBLE-K, REATIEKERTOLEK. AEHKEATRALR
LE- R EMER, YR LBRLBE, TRIFALR 3 3.38
54 (4) .

'H NMR (CDCls6 ppm): 7.89 (4, 1H, J = 2.2 Hz), 7.69 (dd, 1H, J = 8.5 Hz, 2.2

Hz), 7.43 (d, 1H, J = 8.2 Hz), 6.74 (s, 1H), 5.06 (bs, 1H).

B LA | M e kS A (A-2) E46H (A-T73) .
e REEEFTALE8T.

22
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BB <
A&Z 0 3
H7
e RN RS - IH-NMR (3) ppm
Ae| g (DMSO d-6)

13.90 (bs, 1H), 12.94 (5, 1HD, 8.25 (d,
2H,J=81Hz),7.96 @, 1H, J=6.9
H Hz), 7.77(d, 1H, J=8.1 Hz),7.73 (s,
1H), 7.71 (s, 1H), 746 (t, 2H, J=7.5
Hz), 7.35 (t, 2H, J =6.9 Hz)

13.95 (bs, 1HD, 12.92 (s, 1H), 8.24 (d,
2H, J=81Hz),7.97 - 8.02 (m, 2H), _
7.76 (d, 1H, J = 8.1 Hz),7.72 (s, 1H),
7.70 (s, 1H), 7.26 - 7.31 (m, 2H)
13.90 (bs, 1H), 12.95 (s, 1H), 8.24 (d,|
2H, J=84Hz),792(, 2H, J=87
Hz), 7.80 (s, 1H), 7.76 (d, 2H, J=8.4
Hz), 7.70 (s, 1H), 7.66 (d, 2H, J=8.7
Hz) :

13.90 (bs, 1H), 12.9% (s, 1H), 8.24 (d,
9H, J=7.8Hz), 7.98 (d, 2H, J=8.7
Hz), 7.79 (s, 1H), 7.76 (d, 2H, J=8.4
Hz), 7.71 (s, 1H), 752, 2H, J=7.8
Hz)

13.92 (bs, 1H), 12.89 (s, 1H), 8.25 (d,
9H J=82Hz),7.76 (4, 1H, J=8.2

¢ ?

N
-3
=
@

fu

on
-2
(4]
Q
e

6 | as el H Hz), 7.71(s 1H), 7.26(d, 2H, J =
8.5 Hz), 2.34 (s, 3H)
13.90 (bs, 1H), 12.95 (5, 111), 8.26 (4,
9H, J = 8.4 Hz),8.06 (4, 2, J=7.5
T AT | Ph @ ' H Hz), 7.92 - 8.12 (m, 8H), 7.47 - 7.52

(m, 2H), 7.36 - 7.41 (m, 2H)

13.90 (bs, 1H), 12.88 (s, 1H), 8.24 (d,
2H,J=84Hz),789(, 2H,J=78
Hz), 7.76 (d, 2H, J = 7.8 Hz), 7.70 (s,
1H), 7.55 (s, 1H), 7.01 (d, 2H, J = 8.4
Hz), 3.80 (s, 3H)

13.90 (bs, 1), 12.93 (5, 110), 8.21 (&
2H, J=8.1Hz), 794(d, 1H, J=7.5
Hz), 7.79 - 7.83 (m, 2H),7.75 (d, 2H,
J=8.1Hz), 770 (s, 1H), 7:61-7.66 |
(m, 1H), 759 (S, 1H) '
13.85 (bs, 1H), 12.30 (s, 1), 8.21 (d,
2H, J=38.1Hz), 7.73(d, 2H, J = 8.1
100} A0 t-Bu B iHg, 770 s 1H), 684 (S, 1H), 1.31
(s, 8H)

8 | A8 | MeO

@

w
e
&
Z
; O
)
o
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A5

bl b,

Re

R7

'H-NMR (3) ppm
(DMSO d-6)

i1

A-11

t-Bu-@—

13.92 (bs, 1H), 12.93 (s, 1H), 8.25 d,
2H,J=85Hz), 787, 2H, J=8.5
Hz), .75 (d, 2H, J = 8.5 H2),7.72 (s,
1H), 7.65 (s, 1H), 7.47(d, 2H, J= 8.5
Hz), 1.32 (s, 9H)

12

A-12

13.97 (bs, 1H), 13.00 (s, 1H), 8.25 (d,
2H, J=8.5Hz),8.08 (dd, 4H, J =
19.2 Hz, 8.5 Hz), 7.94 (s, 1H),7.76 (d,
9H, J=8.5 Hz),7.72 (s, 1H), 3.81 (s,
3H)

13

A-13

13.88 (bs, 1H), 12.91 (s, 1H), 8.24 @,
9H, J=85Hz), 7.86 @, 2H, J=81 | .
Hz), 7.76 (d, 2H, J = 8.5 Hz),7.72 (s,
1H), 7.64 (s, 1H), 7.27 (d, 2H, J= 8.1
Hz), 2.60 (t, 2H, J =7.8 Hz), 1.60 (g,
2H, J = 6.6 Hz), 1.27 - 1.36 (m, 2H),
0.87 (¢, 3H, J = 6.6 Hz)

14

A-14

13.90 (bs, 1H), 13.05 (s, 1H), 8.34 (d,
2H, J = 8.5 Hz), 8.24 (t, 4H, J=8.2
Hz), 810 (s, 1H), 7.77(d, 2H, J=8.5
Hz), 7.71 (s, 1H)

15

13.92 (bs, 1H), 12.99 (s, 1H), 8.23 (d,]
2H, J=8.56Hz2),7.75(d, 1H, J=8.5
Hz), 7.71 (s, 1H), 7.64 (s, 1H), 7.44
(d,1H,J=4.1Hz), 7.14(d, 1H,J =
4,1 Hz)

16

A-16

13.90 (bs, 1H), 12.93 (s, 1H), 8.24 (@,
2H, J = 8.5 Hz), 7.84 (bs, 1H), 7.76
(d, 2H, J = 8.5 Hz), 7.72 (s, 1H), 7.61
- 7.62 (m, 2H), 7.56 (s, 2H)

17

A-17

13.95 (bs, 1H), 13.00 (s, 1H), 8.65 -
8.67 (m, 1H), 8.26 (d, 2H, J =84
Hz),8.09 - 8.12 (m, 1H), 7.80 - 8.05
(m, 1H), 8.03 (s, 1H), 7.78 (d, 2H, J =
8.4 Hz), 7.70 (s, 1H), 7.55 (s, 1H),
773 (s, 1H), 7.43 - 7.47 (m, 3H)

18

A-18

13.01 (s, 1H), 9.22(d, 1H, J=2.1
Hz), 8.62 (dd, 1H, J=5.1Hz, 1.2
Hz), 8.45 (d, 1H, J = 8.4 H2),8.25 (d,
2H, J == 8.1 Hz), 7.98 (s, 1H), 7.77 (@,
2H, J = 8.1 Hz), 7.72 (S, 1H), 7.64
(d, 1H, J = 8.1 Hz, 5.1 Hz) -

19

A-19

13.15 (5, 1H),8.92 (d, 2H, J = 6.3 Hz),
8.56 (s, 1H), 8.40 (d, 2H, J = 6.3 H2),
8.25 (d, 2H, J = 8.5 Hz), 7.77 (d, 2H,

J =8.5Hz), 7.72(s, 1H)

24



%3

55

53640 LS4

R?

1H-NMR (8) ppm
(OMSO0 d-6)

20

.n
.
g

13.93 (bs, 1H), 12.93 (s, 1H),8.23 (d,
2H, J=8.4 Hz), 7.93 - 8.01 (m, 1H),
7.82 (s, 1H), 7.80 - 7.82 (m, 1H), 7.76
(d, 2H, J=8.4 Hz), 7.71(s, 1H)

21

A-21

@
=
L

13.97 (bs, TH), 13.00 (5, 1H1),8.23 (d,
2H,J=85Hz),7.75(d, 2H, J=8.5
Hz), 7.71 (s, 1H), 7.64 (s, 1H), 7.41
(d,1H,J=38Hz),724(, 1H, J=
38 Hz)

22

A-22

I
el
Z;O

13.94 (bs, 1H), 12.97 (s, 1H), 825 (d,
2H, J=8.6Hz),804(d 2H,J=87
Hz), 7.96 d, 2H, J= 8.7 Hz), 7.99
(bs, 2H), 7.88 (s, 1H), 7.77 (@, 2H, J =
8.5 Hz), 7.73 (s, 1H)

23

A-23

¢

MeHN

.113.94 (bs, 1H), 12.97 (s, 1H), 8.25 (d,

2H, J == 8.5 Hz), 804 (d, 2H,J=8.7
Hz), 7.96 @@, 2H, J = 8.7 Hz), 7.99
(bs, 2H), 7.88 (s, 1H), 7.77(d, 2H, J
8.5Hz), 7.73 (s, 1H), 2.81 (d, 3H, J
4.2 Hz)

AT

24

A-24

MesN

;

14.01 (bs, 1H), 12.94 (s, 1H), 8.25 (d,
2H, J=8.5Hz), 8.01(d, 2H, J=8.2
Hz), 7.82 (5, 1H), 7.77(, 2H, J=8.6
Hz), 772 (s, 1H), 749, 2H, J=8.2
Hz), 2.98.(s, 6H)

25

A-25

:

i-Pr-0

13.90 (bs, 1H), 13.01 (s, 1H), 8.25 (d,
2H, J=8.5 Hz), 8.01 - 8.12 (m, 4H),

7.93 (s, 1H), 7.76 (d, 2H, J = 8.5 Hz),
7.72 (s, 1H), 5.16 (quint, 1H, J=6.0
Hz),135( 6H J=6.0H2z)

26

A-26

:

nBuO

13.92 (bs, 1H), 13.01 (&, 1H), 8.25 (d,
9H, J = 8.4 Hz), 8.03 - 8.12 (m, 4H),
7.93 (s, 1H), 7.77 (d, 2H, J = 8.4 Hz),
7.72 (s, 11D), 4.30(t, 2H, J = 6.6 Ha),
1.67- 1.76 (m, 2H), 1.41 - 1.51 (2-m,.
2H), 0.95 (t, 3H, J = 7.2 H)

2

A-27

=
®
i
pd

13.05 (s, 1H), 9.16 (5, 1H), 8.80(d,
1H, J=7.8Hz), 824 (d, 2H, J=84
Hz), 7.16 (s, 1H), 7.90 (d, 1H, = 8.7
Hz), 7.77 (@, 2H, J =8.4 Hz), 7.72 (s,
1H), 2.74 d, 3H)

28

A-28

-CH:COOQE¢t

13.94 (bs, 1H), 12.82 (s, 1H), 8.21 (d,
2H,J=87Hz), 7.74(d, 2H, J = 8.7
Hz), 7.71 (s, 1H), 7.08 (s, 1H), 4.09

(@ 2H, J=6.9 Hz), 3.75 (s, 2H), 1.20

(t,3H, J =72 Hz)

25



4{4

% 34
ik}

a4,

R7

1H-NMR () ppm
(DMSO d-6)

29

A-29

Me

A

MeOOC

13.91 (bs, 1H), 12.86 (s, 1H), 8.22 (d,
2H, J=8.5Hz), 7.75(d, 2H, J=8.5
Hz), 7.71 (s, 1H), 7.22 (s, 1H), 7.09
(q, 1H, J=6.9 Hz), 3.68 (s, 3H), 1.89
(d, 3H, J=6.9 Hz)

30

A-30

AcO.

)=z

EtCOC

13.94 (bs, 1H), 13.23 (s; 1H), 8.24(d,
2H, J=8.1 H2), 7.98 (s, 1H), 7.75 (d,
2H, J:= 8.1 Hz), 7.71 (s, 1H), 4.486 (q,
1H, J=7.2Hz), 2.10 (s, 3H), 1.35 (¢,
3H, J =72 Hz)

31

A-31

13.90 (bs, 1H), 13.08 (s, 1H), 9.64 (d,
1H, J=2.1 Hz), 9.10 (s, 1H), 8.27 (d,
2H, J=85Hz),820(, 2H, J=8.1
Hz), 8.17 (s, 1H), 7.92 (1d, 1H, J =
8.7 Hz, 1.8 Hz), 7.76 - 7.81 (m, 3H),

17.72(s, 1H)

32

A-32

-COOKt

14.04 (bs, 1H), 13.30 (s, 1H), 8.25 (d,
2H, J=8.6 Hz), 7.73 - 7.76 (m, 4H),
7.70 (s, 1H), 7.44 - 7.46 (m, 3H), 4.22
(q,2H, J=6.9Hz), 1.23(, 3H,J =
6.9 Hz)

33

A-33

-COOMe

{13.97 (bs, 1H), 13.31 (s, 1H), 8.24 (d,

2H, J=84Hz), 876 d, 2H, J=84
Hz), 773 - 7.76 (m, 2H), 7.70 (s, 1H),
744 - 7.46 (m, 3H), 3.75 (s, 1)

34

A-34

-CH2COCMe

13.88 (bs, 1H), 12.89 (s, 1H), 8.24 (d,
2H, J=8.5Hz), 7.76 (d, 2H, J=8.5

Hz), 7.71 (s, 1H), 7.60 - 7.63 (m, 2H),
7.38 - 7.51 (d, 3H), 3.99 (s, 2H), 3.68

(s, 3H)

35

A-35

-(CH2)2CO2Me

13.93 (bs, 1H), 12.80 (s, 1H), 8.22 (4,
9H, J=85Hz), 7.75(d, 2H, J =85
Hz), 7.71 (s, 1H), 7.46 - 7.51 (m, 2H),
7.46 - 7.51 (m, 2H), 7.36 - 7.42 {m, -
1H), 3.6 (s, 3H), 3.17(t, 2H, J =74
Hz), 2.72 (t, 2H, J =7.4 Hz)

36

A-36

o [e]elele] 8

-(CH2)2CO:zEL

13.93 (bs, 1H), 12.80 (s, 1H), 8.22 (d,
2H, J=85Hz), 1.75(, 2H, J=85
Hz), 7.71 (s, 1H), 7.46 - 7.51 (m, 2H),
7.46 - 7.561 (m, 2H), 7.36 - 742 (m,
1H), 405 (y, 2H, J =7.1 H2), 3.17 (¢,
2H,J=74Hz2),2.72( 2H, J=74

Hz), 1.16 (t, 2H, J = 7.1 Hz)

26




A5

b
B

Rs

1H-NMR () ppm
(DMSO d-6)

37 -

A-37

Cl

¢

CHa

13.90 (bs, 1H), 12.80 (s, 1H),8.22 (4,
9H, J=85Hz), 7.74 (d, 2H, J=85
Hz), 7.72 d, 2H, J =8.2 Hz), 7.71 (s,
1H), 7.53 (d, 24, J = 8.2 Ha), 2.51 (s,

3H)

38

A-38

Et

13.87 (bs, 1H), 12.76 (s, 1H), 8.22 (d,
oM, J=8.5Hz), 775, 2H, J=85
Hz), 7.70 (s, 1H), 7.62 - 7.65 (m, 2H),
7.45 - 7.50 (m, 2H), 7.35 - 7.40 (m,
1H), 2.93 (q, 2H, J=7.7Hz), 1.29 (t,
3H, J=7.7Hz)

39

A-39

OzN—O_

13.93 (bs, 1H), 12.98 (s, 1H), 8.30 (d,
2H, J=9.0Hz), 823 (d, 2H, J=82

Hz), 7.79 (d, 2H, J = 9.0 Hz), 7.75 (4,
2H, J = 8.2 Hz), 7.70 (s, 1H), 2.50 (s,

1H)

40

A-40

&
=

13.92 (bs, 1HD), 12.76 (s, 1H),8.19 (d,
4H, J=88Hz), 7.72(d, 2H, J=8.2
Hz), 7.69 (s, 1H), 7.54 (d, 2H, J=8.2
Hz), 7.05 (s, 1H), 4.17 (s, 2H)

41

A-41

13.15 (s, 1H),8.92(d, 2H, J = 6.3 Hz),
8.56 (s, 1H), 8.40 (d, 2H, J =6.3 Ha),
8.25 (d, 2H, J = 8.5 Hz), 7.77 (d, 2H,
J = 8.5 Hz), 7.72(s, 11D

42

A-42

25

COOMe

13.90 (bs, LH), 13.31 (s, 1H), 8.24 (d,
2H, J = 8.7 Hz),7.80 - 7.84 (m, 2H),
7.75 (d, 1H, J = 8.7 Hz), 7.70 (s, 1H),
7.26 - 7.32 (m, 2H), 3.76 (s, 3H)

43

A43

1l

CH2CH:Cl

13.92 (bs, 11D, 12.86 (s, 1H), 8.22 (d,
9H J=85H2),7.75(d, 1H, J=85
Hz) 7.71 (s, 1H), 7.65 - 7.69 (m, 2H),
728 -7.34 (m, 2H), 3.91 (¢, 2H, J =
6.6 Hz), 3.33 (t, 2H, J = 6.6 Hz)

A-44

13.92 (bs, 1H), 12.81 (s, 1H), 8.22 (d,
9H, J=8.6 Hz), 7.74 (d, 2H, J =85
Hz), 7.70 (s, 1H), 7.52 - 7.63 (m, 2H),
7.98 - 7.34 (m, 2HD), 2.38 (s, 3H)

45

A-4D

CONMe):2

13.96 (bs, 1H), 13.15 (s, 1H), 8.25 (4,
2H, J=85Hz), 7.77(d, 2H, J=85

Hz), 7.23 (s, 1H), 7.65 - 7.69 (m, 2H),
7.37 - 7.51 (m, 3H), 2.97 (s, 3H), 2.67

(s, 3H)

46

A-46

uRdLIk:

CONHa

13.94 (bs, 1H), 13.10 (s, 1H), 8.25 (d,
2H, J = 8.5 Hz), 7.72 - 7.81 (m, 5H),

7.52 (bs, 2H), 7.41 - 7.49 (m, 3H)

27




% 6

R7

IH-NMR (8) ppm
(DMSO d-6)

CONHMe

13.90 (s, 1H), 13.11 (5, 1H), 8.25 (4,
9H, J=85Hz),8.18 (g 1H, J=4.7
Hz), 7.76 (d, 2H, J = 8.5 Hz), 7.71 -
7.74 (i, 3H), 7.37 - 7.48 (m, 3H),
271 (d, 31, J = 4.7 Hz) ‘

*-CHz- -

13.9-5 (bs, 1H), 13.00 (s, 1H), 8.25 (d,
2H, J=8.5Hz), 7.75(, 2H, J=8.5
Hz), 7.71 (s, 1H), 7.56 - 7.60 (m, 2H),
7.36 - 7.41 (m, 1H), 7.23 - 7.29 (m,
1H), 3.92 (s, 2H)

*-(CHz)z-

13.92 (bs, 1H), 12.85 (s, 1H), 8.24 (d,
2H, J = 8.5 Hz), 7.72 - 7.77 (m, 4H),
7.18 - 7.32 (m, 3H), 2.96 - 3.05 (m,

41D

#-(CHa)s

13.89 (bs, 1H), 12.76 (s, 1H), 8.23 (d,
9H, J=8.5Hz), 7.99d, 1H, J="7.1
Hz), 7.75 (d, 2H, J =8.1 Hz), 7.71 (s,
1H), 7.19 - 7.34 (m, 3H), 72.96 @,
9H, J =7.1 Hz), 2.78 - 2.81 (m, 2H),
2.07-2.15 (m, 2H)

CH:CH:C1

13.95 (bs, 1H), 12.90 (s, 1H), 8.22 (d,
2H, J=85Hz), 7.75 d, 2H, J = 8.5
Hz), 7.71 (s, 1H), 7.66 - 7.71 (m, 2H),
7.57 - 7.62 (m, 2H), 391 (t, 2H, J =
6.8 Hz), 3.33 (t, 2H, J = 6.8 Hz)

13.99 (bs, 1H), 12.92 (s, 1H), 10.03

“|(s, 1H), 8.24 (@, 2H, J = 8.5 Hz),7.88

d, 2H, J = 8.5 Hz), 7.75 (d, 2H, J =
8.5 Hz), 7.72 (s, 1H), 7.66 (d, 2H, J =
8.5 Hz), 7.59 (5, 1H), 2.07 (5, 3H)

13.98 (bs, 1H), 12.95 (5, 1H), 8.33 (s,
1H), 8.25 (d, 2H, J = 8.5 Hz), 8.23 -
8.27 (m, 1H), 7.98 (s, 1H), 7.77 d,
9H, J = 8.5 Hz), 7.69 - 7.72 (m, 3H)

13.90 (bs, 1H), 822 (d, 2H, J =85
Hz), 8.14 (s, 1H), 7.76 (d, 2H, J = 8.5
Hz), 775 (s, 1H), 7.62 - 7.70 (m, 2H)

-
O-

13.87 (bs, 1H), 12.86 (s, 1H), 8.23 (4,
2H, J = 8.5 Hz), 7.98 (s, 1H), 7.76 (d,
2H, J=85Hz), 7.71(s, 1H), 7.68-
7.52 (m, 2H), 7.42 - 7.47 (m, 2H),
7.30 - 7.35 (m, 1H)

AR 0o d
F5 | B%
47 A-47
48 A-48
49 | A-49
50 | A50
51 A5l
52 A-52
53 A-53
54 AD4
55 A-bb
b6 A-56

13.89 (bs, 1H), 12.95 (s, 11), 8.23 (d,
9H, J = 8.5 Hz), 7.75 , 2H, J = 8.5
Hz), 7.71 (s, 1H), 7.36 (s, 1HD, 7.11

(s, 1H), 2.40 (s, 3H)

28



%7

5 56 45]
i3

R?

IH-NMR (8) ppm
(DMSO d-6)

57

A-57

13.89 (bs, 1H), 12.77 (s, 1H), 8.23 (d,
2H J=85Hz), 776 d, 2H, J =85
Hz), 7.71 (s, 1H), 7.29 (s, 1H}), 7.07
d, 1H, J=1.1 Hz), 2.60 (s, 3H), 2.40
(s, 3H)

58

A-58

% -QOCHa-

14.08 (bs, 1H), 12.99 (s, 1H), 8.23 (d,
2H, J=82Hz), 715, 2H, J = 8.2
Hz), 769 (s, 1H), 7564 d, 1H, J=25
Hz), 7.24 (d¢, 1H, J = 85 Hz, 25
Hz), 6.97 (d, 1H, J = 8.5 Hz), 5.54 (5,
2H) :

59

A-BO

% -SCHoe-

13.84 (bs, 1H),12.95 (s, 1H), 8.34 (d,
2H, J = 8.5 Hz), 7.86 - 7.90 (m, 1H),
7.76 (@, 2H, J = 8.5 Hz), 7.72 (s, 1H),
7.34 - 7.37 (m, 1H), 7.19 - 7.30 (m,
2H), 4.32 (s, 2H)

A-60

13.93 (bs,1H), 12.93 (s, 1H),8.23 (d,
2H, J = 8.4 Hz), 7.93 - 8.01 (m, 1H),
7.8 (s, 1H), 7.80 - 7.82 (m, 1H), 776
(d, 2H, J = 84 Hz), 7.71(s, 1H)

61

A:-61

13.94 (bs, 1H), 13.01 (s, 1H),8.25 (d,
2H, J =82 Hz), 818 (d, 2H, J = 8.2
Hz), 7.96 (s, 1H), 7.82 d, 2H, J = 8.2
Hz), 776 @, 2H, J=82H2), 7.71 (s,

1H)

62

A-62

H

13.94 (bs, 1H), 12.91 (s, 1H), 8.24 (d,
9H, J = 8.5 Hz), 7.96 (s, 1H), 7.67 -
7.80 (m, 6H), 7.22 - 7.28 (m, 1H),
3.88 (s, 3H)

63

A-63

Mecsp- —
O

13.95 (bs, 1), 12.97 (s, 1H), 8.25 (d,
9H, J == 8.5 Hz), 8.00 - 8.02 (m, 1H),
7.94 - 7.96 (m, 6H), 777 @, 2H, J =
8.5 Hz), 7.73 (s, 1H), 7.60 (&, 1H, J =

7.8 Hz), 7.34 - 7.6 (m, 1H) »

- A-64

17.84 (m, 6H), 7.72 (5, 1H), 7.47 - 7.54

13.97 (bs, 1H), 12.97 (s, 1HD), 8.24 (4,
2H, J = 8.5 Hz), 7.87 (s, 1H), 7.26 -

(m, 1H), 7.15 - 7.21 (m, 1H)

65

A-65

COzMe

13.40 (s, 1H), 824 (d, 2H, J = 8.2
H2),7.97 (4, 2H, J = 8.5 Hz), 7.83 4,
2H, J = 8.0 Hz), 7.76 (3, 2H, J = 8.0
Hz), 7.70 (s, 1H), 3.77 (5, 3H)

66

A-66

8.24 (d, 2H, J = 8.5 Hz), 7.77 (d, 2H,
J = 8.5 Hz),7.73 (s, 1H), 7.72 (s, 1)

29



TABI| oM " H.NMR (2) ppm
5% | B (DMSOQ d-6)

13.96 (bs, 15D, 12.98 (5, 1H), 8.26
F oH, J = 8.2 Hz), 8.09 - 8.15 (m, 1H),
61 | A6 G_ H  [777(, 2H, J=85Hz2), 773G, 1H),

763 4, 1H, j = 2.5 Hz), 7.31 - 7.45
(m, 3H)
13.96 (bs, 1H), 12.96 (5, 1HD), 8.23 (4,
68 | A8 @_ H  [|2H J=82Hz), 786, 1H J="79

Hz), 7.62 - 7.78 (m, 6H), 7.35 (s, 1H)
F 13.93 (bs, 1H), 13.03 (s, 1H), 8.24 (@
oH, J = 8.2 Hz), 7.76 (d, 2H, J = 85
69 | A69 H o g, 772 s, 1H), 7.47 - 7.57 (m, 1H),
F 7,55 (s, 1H), 7.17 - 7.28 (m, 2H)

13.95 (bs, 1H), 12.97 (s, 1H), 8.25 (d,
F 2H, J = 8.2 Hz), 8.09 - 7.18 (m, 11),
F

0 | ATO | £ @ H 776 (d, 2H, J = 8.2 Hz), 7.72 (m,
F

o)
o)
@

1H), 7.60 (d, 1H, J = 2.7 Hz), 7.36 -
7.44 (m, 1H), 7.20 - 7.27 (m, 1)

13.96 (bs, 1H), 12.94 (s, 1H), 8.23 (d,
9H, J = 8.2 Hz), 7.97 - 8.06 (m, 1H),
‘Q- H - |775 @ 2H, J = 8.2 Ha), 7.67 - 7.72
(m, 1H), 7.69 (s, 1H), 7.67 (d, 1H, J

F =25 Hz)
13.99 (bs, 1H), 12.92 (s, 1H), 8.24 (d,

7H, J =85 Hz), 819 (t, 2H, J= 1.6
Q_ H Hz), 7.95 - 7.98 (m, 1H), 7.87 (s, 1H),
K 777 @, 2H, J = 8.5 Hz), 7.52 - 7.56
| ‘ (m, 1H), 7.42 (t, 1H, J=8.0Hz)

| ( ) 13.97 (bs, 1H), 12.95 (s, 1H), 8.24 (d,

71 ATY

72 AT2
B

73 | AT H o1, J = 8.5 Hz), 7.72 - 7.84 (m, 8H),

Wi Tas | EueFiEk, AR L4 ERR —REREFTT, &
Bt (B-1) F444% (B-25) . EMMHERKEFTHLIE 1L

5 ¥,

30
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534 | LA~

A

RS

R

IH-NMR () ppm
(DMSO d-6)

74

12,92 (s, 1H), 12.72 (bs, 1H), 8.24 (d,
2H, J=8.4 Hz),7.95 - 7.98 (m, ZH),

7.87 (s, 1H), 7.76 (d, 2H, J = 8.4 Hz),
7.73 (s, 1H), 7.43 - 7.48 (m, 2H), 7.32
-7.37 (m, 1H)

75

B-2

G| ¢

12.89 (s, 1H), 12.75 (bs, 1H), 8.24 (d,
2H, J=8.4Hz),7.97 - 8.02 (m, 2H),
7.87 (s, 1H), 7.76 (d, 2H, J = 8 4 Hz),
7.70 (s, 1H), 7.26 - 7.32 (m, 2H)

76

B-3

:

12.92 (s, 1H), 12.73 (bs, 1H), 8.24 (d,
2H,J=85Hz), 784 d,2H,d="71
Hz), 7.90 (s, 1H), 7.86 (s, 1H), 7.76
d,2H,J=85Hz), 765, 2H, J=
7.1 Hz)

77

B-4

z

12.91 (s, 1H), 12.72 (bs, 1H), 8.24 (d,
9H, J =85 Hz), 798 (d, 2H, J =85
Hz), 7.86 (s, 1H), 7.79 (s, 1H), 7.76
d, 2H, J=8.6Hz), 7.52(d, 2H, J =
8.5 Hz)

8

B-5

;

12.89 (s, 1H), 12.75 (bs, 1H), 8.24 d,
9H J=8.5Hz), 7.87 (s, 1H), 7.85 (d,
iH, J=81Hz2), 776 (4, 2H, J=85 |
Hz), 7.64 (s, 1H), 7.26 (d, 1H, J = 8.1
Hz), 2.34 (s, 3H)

79

B-6

3

12.94 (s, 1H), 12.74 (bs, 1H), 8.25 @,
2H, J=8.4 Hz),8.06 (d, 2H, J=8.1
Hz), 7.87 (s, 1H), 7.72 - 7.79 (m, TH),
749 (t, 2H, J =7.5 Hz), 7.38 (t, 2H, J|
=76Hz)

80

B-7

=
]
O;

12.89 (s, 1H), 12.76 (bs, 1H), 8.24 (d,
2H, J =84 Hz),7.99(, 2H, J=8.7
Hz), 7.86 (s, 1H), 7.76 (d, 2H, J = 8.4
Hz), 7.56 (s, 1H), 7.01(d, 2H, J =
8.7Hz), 3.80 (s, 3H)

81

B-8

;Z
O
»

12.85 (s, 1H), 12.73 (bs, 1H), 8.21 (d,
2H J=87Hz), 794 (dd, 1H,J="78
Hz, 1.2 Hz), 7.86 (5, 1H), 7.78 - 7.83
(m, 21), 7.74 (&, 2H, J = 8.7 Hz),

761 -7.67 (m, 1H), 7.59 (S, 1)
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% 34
A5

RS

R’T

‘lH-NMR (6) ppm
(DMSO d-6)

B2

t-Bu

12.70 (s, 1H), 8.20 (d, 2H, J = 8.7
Hz), 7.84 (5, 1H), 7.73 (d, 2H, I = 8.7
Hz), 6.84 (S, 1H), 1.31 (s, 9H)

83

B-10

s

12.90 (s, 1H), 12.73 (bs, 1H), 8.24 (d,
2H, J=85Hz), 788, 2H, J=8.5
Hz), 7.87 (s, 1H), 7.76 d, 2H, J =85
Hz), 7.64 (s, 1H), 747, 2H, J=8.5
Hz), 1.32 (s, 9H)

B-11

Meooc©—

_13H)

12.97 (s, 1H), 12.72 (bs, 1H), 8.25 (d,
9H, J = 8.5 Hz), 8.08 dd, 4H, J =

18.9 Hz, 8.8 Hz), 7.94 (s, 1H), 7.87 (5,
1H), 7.76 (d, 2H, J =85 Hz), 3.81 (s,

8

B-12

n-Pen-@—

12.89 (s, 1H), 12,72 (bs, 1H), 8.24 (d,
2H, J=8.7 Hz), 7.87 (s, 1H), 7.85 (4,
2H, J=84Hz), 775, 2H, J =84
Hz), 7.63 (s, 1H), 7.26 (@, 2H, J=8.7
Hz), 2.60 (t, 2H, J = 7.8 Hz), 1.55 -
165 (m, 2H), 1.27 - 1.36 (m, 2H),
0.87 (t, 3H, J=7.8 Hz)

B-13

13.03 (s, 1H), 12.73 (bs, 1H), 8.34 (d,
2H, J=8.5Hz), 8.24 (d, 2H, J=8.7
Hz), 8.22 (d, 2H, J =8.7 Hz), 8.09 (s,
1H), 7.86 (s, 1), 7.76 (d, 2H, J = 8.5
Hz)

87

B-14

12.89 (g, 1H), 12.73 (bs, 1H), 8.23 {,
9H, J =8.7Hz), 7.87 (s, 1H), 7.75 (d,
9H,J=8.7Hz), 7.64 (s, 1H), 7.44
@ 1H, J=89H2), 716, 1H,J =
3.9 Hz)

B-15

12.89 (s, 1H), 12.72 (bs, 1H), 824 (d,
9H, J = 8.5 Hz), 7.87 (5, 1H), 7.83 -
7.84 (m, 1H), 7.75 d, 2H, T =85
Hz), 7.62 - 7.63 (, 2H), 7.56 (s, 1FD)

89

B-16

12.92 (s, 1H), 12.73 (bs, 1H), 8.24 (d,
9H, J=8.7Hz), 822, 1H, J=24
Hz), 7.95 (dd, 1H, J =8.4 Hz, 24
Hz), 7.94 (s, 1H), 7.86 (s, 1H), 7.77
d,2H; J=87Hz), 773, 1H,J =
84 Hz)

S0

B-17

12.99(s, 1H), 12.75 (bs, 1H), 8.38 (m,
1H), 8.25 (m, 2H), 7.99 (m, 2H), 7.87
(s, 1H), 7.77 (d, 2H, J = 8.4 Hz), 7.55
(m, 41D, 7.73 (m, 1H),

91

B-18

12.91 (s, 1H,), 12.76 (bs, 1H), 8.86(s,
1H), 8.23 (4, 2H, J=8.7 Hz), 7.96 (m,

1H), 7.83 (m, 1H), 7.82 (s, 1H), 7.75

(d, 24, J=8.7 Hz), 7.52 (m, 1H)
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% 11

5 361
i

&
P
¥

Rs

R7

1H-NMR (3) ppm
(DMSO d-6) -

92

12.99(s, 1H), 12.75 (bs, 1H), 8.38
(1H, m), 8.26 (d,, 2H, J=8.7 Hz), 7.99
(m, 2H), 7.87(s, 1H), 7.77 (d, 2H,
J=8.7 Hz), 7.56 (m, 4H), 7.73 (m,
1H)

93

B-20

12.72 (bs, 2H), 8.22 (d, 2H, j=8.7
Hz), 7.86 (s, 1H), 7.58 (d, 1H, J=3.6
Hz), 7.756 @, 2H, J=8.7 Hz), 7.31 (d,
1H, J=3.6 Hz),

B-21

%k -(CHz)e-

12.84 (s, 1H), 12.73 (bs, 1H), 8.23 (d,
2H, J=8.5 Hz), 7.86 (s, 1), 7.75 (d,
2H, J=85Hz2),7.74(d, 1H, J=6.9
Hz), 7.18 - 7.32 (m, 3H), 2.96 - 3.05
(m, 4H) ‘

95

B-22

% -(CHz)s-

1275 (s, 2H), 8.23 (d, 2H, J =856
Haz), 8.00(d, 2H, J=7.4 Hz), 7.86 (s,
1H), 715 d, 2H, J=8.5 H2), 7.19 -
7.33 (m, 3H), 2.96 (t, 2H, J = 6.8 Hz),
2.78 - 2.82 (m, 2H), 2.06 - 2.15 (m,
2H)

B-23

CH:CH:C]

12.86 (s, 1H), 12.74 (bs, 1H), 822 (d,
2H, J = 8.5 Hz), 7.86 (s, 1H), 7.75 (d,
2H, J = 8.5 Hz), 7.65 - 7.69 (m, 2H),
7.29 - 7.35 (m, 2H), 3.91 (t, 2H, J =
6.8 Hz), 3.32 (t, 2H, J=6.8 Hz)

97

B-24

Q-
@
o

12.76 (s, 1HD, 12.70 (bs, 1H), 8.22 (d,
9H, J = 8.5 Hz), 7.85 (s, 1H), 7.74 (@,
9H, J =85 Hz), 7.72 (d, 2H, J=8.5

Hz), 7.53 (d, 2H, J = 8.5 Hz), 2.51 (s,

1H)

98

B-25

O

CH:Me

12.77 (s, 1H), 12.70 (bs, 1H), 8.22 (d,
2H, J = 8.5 Hz), 7.86 (s, 1H), 7.75 @4,
9H, J = 85 Hz), 7.62 - 7.65 (m, 2H),
745 - 7.50 (m, 2H), 7.35 - 7.40 (m,
1H), 2.93 (g, 2H, J = 7.4 Hz), 1.29

3H, J="7.4 Hz)

Mg ks 1 EMey ik, AA
BALSH (C-1) £44% (C-9) .

33
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52 364
F

24

Kl

b4

R7

IH-NMR (3) ppm
(OMSO d-6)

99

C-1

7

C

12.88 (s, 1H,), 12.54 (bs, 1H), 8.22 (s, 1H),
8.20 (d, 2H, J= 6.8 Hz), 7.91 - 7.97 (m,
4H), 7.72(d, 1H, J =8.5 Hz), 6.83 (s, 1H)

100

C-2

MeOOC

¢

12.96(s, 1FD), 12.54 (bs, 1H), 8.22 (d, 2H, J
=87 Hz), 8.04 - 8.13 (m, 1H), 7.94 (s, 1H),
7.93 @, 2H, J = 6.9 Hz), 6.84 (s, 1H), 3.88

(s, 3H)

101

C-3

é‘)ﬂ

12.89 (s, 1H.), 12.55 (bs, 1H), 8.21 (4, 2H,
= 8.5 Hz), 7.89 - 8.03 (m, 1H), 7.93 (d, 2H,
J =85 Hz), 7.89 - 7.86 (m, 1H), 7.82 (s,
1H), 7.48 - 7.57 (m, 1H), 6.83 (s, 1H)

102

C-4

o

-
Qﬂ
—

12.96(s, 1H), 12.55 (bs, 1H), 8.20(d, 2H, J
=85Hz), 792, 2H, J=85Hz), 7.34 (5,
1H), 742 (d, 1H, J=38Hz), 7.24 d, 2H, J
= 3.8 Hz), 6.83 (s, 1H)

103

C-5

*-(CHz)z-

12.81 (s, 1H), 12.54 (bs, 1), 8.21 (d, 2H, J
=85 Hz), 7.92 (d, 2H, J=8.5 Hz), 7.74 (4,
2H, J="7.4Hz), 7.18 - 7.32 (m, 3H), 6.83 (s,
1H), 2.95 - 3.05 (m, 4H)

104

C-6

% -(CHbz)s-

12.72 (s, 1FD), 12.56 (bs, 1H), 8.20 (d, 2H, J
=8.5Hz), 8.01 (d, 1H, J =7.4 Hz), 7.92(d,
2H, J= 8.5 Hz), 7.20 - 7.34 (m, 3H), 6.82 (s,
1H), 2.97 (t, 2H, J = 6.8 Hz), 2.79 - 2.81 (m,
oM, 2.09 - 2.13 (m, 2H)

105

C-7

CH2CH:Cl

12.83 (s, 1H), 12.55 (bs, 1H), 8.19(, 2H, J
=8.5 Hz), 7.92 d, 2H, J =8.5 Hz), 7.65 -
7.70 (m, 2H), 8.28 - 7.35 (mn, 2H), 6.83 (s,
1H), 3.91 (t, 2H, J=6.9 Hz), 3.34 (t, 2H, J
=6.9 Hz) :

106

C-8

Q

16.82 (s, 1H), 2.51 (s, 3H)

12.75-(s, 1H), 12.53 (bs, 1H), 8.19(, 2H, J
= 8.5 Hz), 7.91 (d, 2H, J = 8.5 Hz), 7.72 (d,
9H, J =85 Hz), 7.58 (d, 2H, J=85Hz), -

107

C9

SRFCANCRPeRpe

CHzMe

11274 (s, 1H), 12,55 (bs, 1H), 8.19(d, 2H, J

=8.5Hz), 7.92(d, 2H, J =8.5Hz), 762 -
7.65 (m, 2H), 7.45 - 7.50 (m,. 2H), 7.35 -
7.40 (m, 1H), 6.83 (s, 1H), 2.93 (g, 2H, J =

7.4 Hz), 1.30 (t, 3H, J =74 Hz)

34




HIEBEAS 1| EMEaFE, ARTHESRYR 3 TOLEH
(4), 2%45% (D-1) £444% (D-20) . EMNHHEREFT
%13 £ 15 9.
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HA
f H
,N

O

= 4]

-

RA

H.-NMR (&) ppm
(DMSO d-6)

i3

108

D-1

764 (2H,d, J=8.THz), 7.71 2H, d, J =
8.7Hz), 7.74 (2H, d, J =8.7 Hz),
7.86(1H, s), 8.06 (2H, d, J = 8.1 Hz),
12.70(1H, br.s)

109

- D-2

7.21 (2H, dd, J = 8.7 Hz, JHF 8.7 Hz),
7.75(2H, d, J=8.7 Hz), 7.80 (2H, m),
7.86 AH, 5), 8.06 2H, d, J=8.7 Hz),
10.42 (1H, ), 12.72 (1H, bs)

110

D-3

1.33(8H,t, J=69Hz),445(2H, q, J=
6.9 Hz), 7.20 (1H, dd, J = 8.1 Hz, 8.1
Hz), 7.46 (1H, dd, J = 8.1 Hz, 8.1 H2),
7.60 (2H, m), 7.75 (1H, m), 7.76 (2H, d,
J=87Hz), 7.88(1H, ), 815 (2H, d, J =
8.7 Hz), 8.58 (1H, 8),10.43 (1H, g), 12.72
(1H, bs)

111

D-4

1.16 3H, t, J = 7.2 Hz), 2.30 GH, s),
3.40 2H, g, J = 7.2 Hz), 3.56 (2H, t, 5.4
Hz), 3.68 2H, m), 6.44 (1H, bs), 6.58
(1H, d, J= 7.5 Hz), 6.63 (1H, s), 6.64
QH, d, §=7.5Hz), 7.14 (1H, dd, T = 7.5
Hz, 7.5 Hz), 7.52 (2H, d, J = 8.7 Hz),
777 (2H, 4, J = 8.7 Hz), 7.83 (15, s)

112

D-5

Ph

6.95 (1H, dd, J = 7.5 Hz, 7.6 Hz), 7.23
(8H, m), 7.38 (6H, m), 7.60 (2H, m),
7.69 (ZH, m), 7.77 (AH, 8), 9.02 (A, s),
9.25 (14, s), 12.66 (111, bs)

113

D-6

Me

347 (3H, 8), 7.41 (2H, d, J = 9.0 Hz),
7.47 (4H, m), 7.58 (3H, m), 7.78 (2H, d,
J=9.0Hz), 7.84 2H, m), 12.62 (1H, bs)

114

D-7

3.83(8H, s), 707 1H, dd, J= 24 Hz,
9.0Hz), 762 (1H, 4, = 2.4 Hz), 7.68
(1H, d, J=9.0 Hz), 7.76 (2H, d, J = 8.4
Hz), 7.87 (1H, s), 8.23 (2H, d, J =84
Hz), 12.75 (11, 5), 12.88 (1H, 5)

115

b-8

7.58 (3H, m), 7.77 (2H, d, J = 8.7 Hz),
7.88 (ZH, m), 7.95 (3H, m), 8.06 (2H,
m), 8.11 (2H, &, J = 8.7 Hz), 10.72 (1H,
5), 12.72 (1H, bs)

116

D-9

449 (2H, d, J=6.0 H»), 7.25(1H, m),
7.33 (4H, m), 769 (ZH, d, J = 8.1 Hz),
7.83 (1H, 5), 8.01 (2H, d, J =8.1 Hz),

917 (1H, t, J = 6.0 Hz), 12.69 (1H, bs)

36



£ 14

EHB 1L SH - 'H-NMR () ppm
FE | e (DMSO d-6)
947 (3H.5), 727 (9, d, J = 9.0 Ha),

X
n7 | Do | Mes={ Y= | H|774@H m), 785 1K, 9,806 2H, 4
J =9.0Hz), 12.60 (1H, bs)

12.45 (bs, 1F1), 10.29 (s, 1H), 8.07 (d,

9H, J=8.1 Hz), 7.87 (s, 1H), 7.74 (d,

g (2 J=8.1Hz), 7.67(d, 2H, 8.7 Ha),
7.18(d, 2H, J =8.7Hz), 2.56 (t, 2H, J =

7.5 Hz), 1.50 - 1.61 (m, 2H), 1.25 - 1.37

(m, 2H), 0.91 &, 3H, J = 7.5 Hz)

13.94 (bs, 1H), 12.25 (s, 1H), 817(d,

, ~ 2H, J = 8.4 Hz), 7.88 - 7.92 (m, 2H),
us | D12 w H |7 77@, 2H, J=8.4Hz), 772 (s, 1H),
7.52 - 7.53 (m, 3H), 6.96 (s, 3H)

3.893 (3H, s), 7.026 (1H, &), 7.756 (2H,
O’“@_‘(Y 4 |4 J=8.4 Ha), 7851 (1H, ), 8.028-8.100
120 | D-13 0 (4H, m), 8.156 (2H, d, J=8.4 Hz), 12.277
(1H, s), 12.714 (1H, br)
7.556 (1H, dd, J=2.1, 8.4 Hz), 7.730-
, 7.769 (4H, m), 7.865 (1H, ¢), 7.943 (1H,
121 | D14 g \N ‘S( 13, 7=8.4 Hz), 8.236 (2H, d, J=8.4 Hz),
12.732 0H, 8), 12.963 (1H, br)
7.019 (1H, br), 7.332-7.381(1H, m),
w y [7:467 @H, t, J=1.7 Ha), 7.711-7.785(4H,
122 | D15 N-NH m), 7.862 (1H, §), 8.147 (2H, d, J=8.7
H2z)11.024 (1H, s), 12.5 (1H, br)
3.879 (3H, s), 7.107 (1H, 5), 7.732 (2H,
d, J=8.4 Hz), 7.861 (1H, s), 7.933 (2H, d,
J=8.7 Hz), 8.036 (2H, d, J=8.7 Hz),
8.152 (2H, d, J=8.4 Hz), 11.124 (1H, 9),
12.711 (1H, br)
7.31.7.37 (2H, m), 7.735 (2H, d, J=9.0
— Hz), 7.86-7.83(2H, m), 7.871 (1H, s),
124 | D17 F% H [8.149-8.178 (3H, m), 8.298 (2H, d, J=8.7
N Hz), 8.73 (1H, 8), 11.058 (1H, s), 12.707
(1H, br)
1.352 (3H, t, J=7.2 Hz), 4.350 (2H, q,
J=7.2 Hz), 7.728 (2H, d, J=8.4 Ha),
0.3 O ' O— g |7:862(1H, 8), 7.919 (2H, d, J=8.4 Ha),
R Ve WY 8.062 (2H, d, J=8.4 Hz), 8.164 (2H, d,
J=8.7Hz), 11.119 (1H, ), 12.716 (1H,
br)

118 D-11 n-Bu

123 D-16

o)
z%
> /
T
e

MeO

37




O
H Y
N
% B 1644 X 1H.NMR (8) ppm
B% | % (OMSO d-6)

13.98(bs, 1H), 11.82(s, 1H), 8.15(d, 2H,
A J=82Hz), 7.80(d, 2H, J = 8.2 Ha),
126 | D-19 D 7.72(s, 1H), 7.65(d, 2H, J = 8.0 Ha),
7.43(t, 2H, J = 8.0 Hz), 7.39(s, 1H),
7.30¢t, 1H, J = 8.0 Hz), 7.30(s, 1H).
12.1(bs,2H),11.9(bs, 1H),8.19 (d, 2H,J =

 No” |8.5Hz),7.79(d, 2H,J =8.5Hz), 7.74 (4,
127 [ D-20 C"@‘ﬁ\j@ 9H, J=85Hz), 7.71 (s, 1H), 7.46 (5,

' 1HD), 7.40(8, 2H, J=8.5Hz)

B EAaS | XMy E, AR -THRA-2BRRTE. 5—
B - E R RTEA A-FRA-ARTESRMBRTE-TRYT
B AR (E-1) 2449 (C-5) . EMGHBEREFT £ 16
7t

38



# 16

r%zf\ligw

R | A 'H-NMR (&) ppm

7.23 (1H, d, J = 3.9 Hz), 7.65 (1H,
| N
128 | E-1 C,_@_‘\'q/
S
7.69-7.73 (2H, m), 7.90-7.94 (2H,

Y 9771 (1, 4, J=84 ), 7.88-

e

e :

' N A jm), 805 (1H, s), 8.19(1H, d, =
129 | E-2 on—@—(\j/ A~ 2.1 Hz), 8.33 (1H, d, J = 4.2 Ha),

B

S‘

7/ \

N
7\
=N

sy | A% X z (DMSO0 d-6)
7.94 (3H, m), 8.19 AH, d, J = 2.4
Hz), 12.6 (1H, br), 12.92 (1H, g)
12.7 (1H, br), 13.06 (1H, )
387 (3H, s), 7.72 (1H, d, J=4.2
Q Ny” Hz), 791 (1H, ), 8.02-8.10 (5H,
180 | B3 g D Ls m), 8.34 (1H, d, J = 4.2 Hz), 12.7
(1H, br), 13.11 (OH, s)

¥
, , " 113.75 (bs, 1H), 13.08 (s, 1H), 9.37
: ‘ (, 1, J=2.1 Hz), 856 (dd, 1H, J
_ cl , : =82Hz, 2.4 Hz), 821 d, 1H, J=
131 | B4 | _@_C{ —C\r- 1.8 Hz), 8.05 (d, 1H, J = 7.9 Hz),
\ 795 (s, 1H), 7.94 (24, 1H, J=9.1
Hz), 2.1 Hz), 7.75 (s, 1H), 7.33 (d,
1H, J = 8.5 Ha)
_ 13.77 (s, 1H), 13.15 (s, 1H), 9.48
(d, 1H, J=2.7 Hz), 8.57(dd, 1H, J
132 | ES o)\—@—\\'}jfs/ —<__3—— =84 Hz, 2.4 Hz), 8.02- 812 (m,
- , 4H), 7.96 (s, 1H), 7.92 - 8.02 (m,
1H), 7.75.(s, 1H), 3.88 (s, 3H)

WIETAS | EMAFE, A4 FTHRA-XRETLRTE. 4-F
SE-ABRETEERKBRTE-_FTRTE, daitésd (F-1) 24
s A (F-4) . ENGHEREFTE 1T .



iﬁ{ﬁ {’b'g'% . Y . IH_M (6) ppm
Ay | A% R (DMSO d-6)
450(2H, s), 716 2H, d, J=8.7
Cl ,?\,a\ Hz), 7.68 (2H, d, 8.7 Hz), 7.76 (1H,
133 | F-1 c @ “N s), 7.88-7.918 (2H, m), 8.15 (1H, d,
‘ . - H J=1.8 Hz), 12.52 (1H, br), 12.60

(1H, s)
3.87(3H, 8), 5.00 2H, ), 7.16 (2H, |

j)\,o\ d, J=8.7Hz), 7.59 (2H, d, J= 8.7
o)

Hz), 7.76 (1H, s), 7.88 (1H, s), 8.01-
8.08 (4H, m), 12.50 (1H, br), 12.65

Q
34 | P2 )—< >— N
! MeO |'}|'
(1H, s)
387@3H,s), 701 (1H,d, J=162

0
135 | F3 »—@— WA [Hz), 7.66-7.88 (7H, m), 8.01-8.10
H
0

(4H, m), 12.64 (1H, s)
6.99 1H, d, J = 15.9 Ha), 7.65-7.79

' o
(7H, m), 7.86 (1H, s), 7.89 (1H. dd,
136 | F-4 cn-@—— \g”k/\ J=21Hz 87Hz),813(H d, J=
2.1 Hz), 12.58 (1H. 8) '

L4 137

, H
Jay EL IS S L TSGR gol
HO,C S+ HO,C Sy vs O
o o
G

-1

3 6

(F 1)
T 98 (300ml) PHEAEE 1 FR2HARFHGLEH (3)

(1.10g) WM& FR PN 10%48-3% (0.55g) , EALAATHHA
ERBASY. @didkyBe-%, BERLTH 1.05gk4H(6).
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1H NMR (DMSO-ds, 6 ppm): 12.46 (bs, 1H), 7.99 (d, 2H, J = 8.4 Hz), 7.37 (d,

9H, J = 8.4 Hz), 4.95 (dd, 1H, J =9.0 Hz, 4.5 Hz), 3.45 (dd, 1H, J = 14.4 Hz, 4.5

Hz), 3.22 (dd, 1H, J =14.4 Hz, 9.0 Hz)

(FH®&2)
£ 100C Tt F =74 (20ml) fo B AEE (10ml) FHiLé

s #H(6) (1.0g) BARSHFER. REEXEA, HABA. i
SE L —F R E W AREAAL., GBA (286ng) Ao 2-RE-4-C
Cog —ZREA) R (212g) 8 7Bk (50ml) E9E T RARRE
(121p 1), &£ 100C FmEkBEFREH 20, ARERLENE,
BIAKGERL(TRE-LHRLE 2:DERES, FILH(6-1).

10
'H NMR (DMSO-ds, & ppm): 12.75 (s, 1H), 12.11 (bs, 1H), 8.08 (4, 2H, J =8.2

Hz), 7.93 - 8.01 (m, 1H), 7.80 - 7.84 (m, 1H), 7.80 (s, 1H), 7.48 - 7.59 (m, 1H),
7.44 (d, 2H, J = 8.2 Hz), 5.01 (dd, 1H, J = 8.8 Hz, 4.7 Hz), 3.48 (dd, 1H, J=14.0

Hz, 4.7 Hz), 3.26 (dd, 1H, J = 14.0 Hz, 8.8 Hz)

g 364 138

H

o]

3 6 G-2

15 W LA 137 EMe Ak, AR 2-REA-5-(57 -RE) R
& o-RA-4-(3 4 —ZRER)ERS, SRem (6-2) .
tH NMR (DMSO0-ds, § ppm): 12.81 (s, 1H), 12.10 (bs, 1H), 8.08 (d, 2H, J=8.2
Hz), 7.61 (s, 1H), 7.43 (d, 2H, J = 8.2 Hz), 7.40 (4, 1H, J =4.1 Hz), 7.24 (4, 1H,

J = 4.1 Hz), 5.01 (dd, 1H, J = 8.8 Hz, 4.4 Hz), 3.58 (dd, 1H, J = 14.0 Hz, 4.4 Hz),

3.25 (dd, 1H, J = 14.0 Hz, 8.8 Hz)
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L4 139

CHO ‘
S Y@’ 0
o
4 o 7 8
5 EtOPO ol Cl 0
B 2 eoA FH3 H X
N ——  yy NM——— \NYN HN
0 C 8 S O
9 10 H-1

(F%E 1)

5 fTFE&4(30ml) A EABA(6ml) P FPERAXTR(3. 0g)
Bk PMmA—i# DIF, QARELGY. EARXRSWERIE, BAE
REER, 59 3.0g i (7). Er#pfA—F L FH4T,
¥t (7) TR B, RS Fatsdim (4) (2.52g) 8
DMF Z#& P A/ (0.45ng) . EERTHRHFRRLZRESH 30 5

10 4, mAl1.36g4s® (7). BRBEI0O54, AATERAFR
SmA, AR IN AEBt. ARLRLEFER, AXEAMN, B
fFELR, 33 1.06g45% (8) .

1H NMR(DMSO-ds, & ppm) 13.04 (bs, 1H), 10.13 (s, 1H), 8.30 (d, 2H, J = 8.4
Hz), 8.22 (d, 1H, J = 2.1 Hz), 8.07 (d, 2H, J = 8.4 Hz), 7.95 (dd, 1H, J = 8.4 Hz,

2.1 Hz), 7.95 (s, 1H), 7.73 (d, 1H, J = 8.4 Hz).

15 (FHE2)
£ 8CT, ACRABNK (2.0g) LE&EEZRTMAR (1.3ml) .
£ 85CTFHRERLRAMH 0 54, REAHZE 0T, ARFER 10
FASCEBATAHAERTMALER=CE (4.8n1) . EEETHH
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RRBSH 90 44r 5, MAGE, RELERRGHK, 75 1. 1g
a9,

1H NMR(DMSO-ds, 6 ppm) 10.91 (s, 1H), 8.41 (s, 1H), 4.76 (dd, 1H, J = 14.7

Hz, 1.2 Hz), 4.04 - 4.13 (m, 4H), 1.25 (1, 6H, J = 7.2 Hz).

5 (F%E3) |
AEETHBETLH (Inl) F654 (10mg) wA5W. AR
MG, mASH (10) (108mg) , EERTHHERE RS 10
S4b. mAeSd (10) (159mg) , AZBRTHRIRLRESH. &
EEAEAN, WPHEELLACYH, B4 H(H-1). &% (H-1)
10 WERH#ERZIFHKRGRESBH KT,
E 5+ #4k:

'H NMR (DMSO-ds, 6 ppm): 12.81 (bs, LH), 10.76 (bs, 1H), 10.46 (s, 1), 8.22
(d, 1H, J = 2.4 Hz), 8.15 (d, 2H, J = 8.7 Hz), 7.96 (dd, 1H, J = 8.7 Hz, 2.4 Hz),

7.91 (s, 1H), 7.78 (¢, 2H, J = 8.7 Hz2), 7.73 (d, 1H, J = 8.7 Hz), 6.48 (s, 1H).

YA L
15
\Fl NMR (DMSO-ds, 6 ppm): 11.35 (bs, 1H), 11.26 (bs, 1H), 10.13 (s, 1H), 8.22

(d, 1H, J = 2.4 Hz), 8.16 (d, 2H, § = 9.0 Hz), 8.05 (d, 2H, J = 9.0 Hz), 7.95 (dd,

1H, J = 8.7 Hz, 2.4 Hz), 7.91 (s, 1H), 7.73 (d, 1H, J = 8.7 Hz), 6.38 (s, 1H).

M P&k EMG T ESANLSS (H-2) 244649 (H-5) .
CAmEEEFT A 18,
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%18

0]
cl H \?
N. N M
S
\s o T

e
B

M

1H-NMR (5) ppm
(OMSO0 d-6)

140

H-2

NH

12.85 (bs, 1H), 12.47 (bs, 1H), 12.33
(bs, 1H), 8.22 (d, 1H, J = 1.8 Hz),
8.16 (d, 2H, J=8.2Hz), 791 - 7.97
(mn, 4H), 7.73 (d, 1H, J=8.5 Hz),
6.54 (s, 1H)

141

H-3

CH:

12.88 (s, 1H), 11.51 (s, 1H), 8.21 (@,
1H, J=2.1Hz), 820, 24, J=9.3
Hz), 7.95 (dd, 1H, J=8.1Hz, 2.1
Hz), 7.92(s, 1H), 7.80 (d, 2H, J = 9.3
Hz), 7.72 (4, 1H, J = 8.1 Hz), 7.46 (¢,
1H, J=21Hz),8.74(d, 1H,J=21
Hz) : ‘

142

H-4

NMe

9.48 (bs, 1H), 8.21 (s, 110, 8.19 (dd,
4H,J=13.2Hz 78 Hz), 794 (d, 1H,
J=6.6Hz), 7.89 (s, 1H), 772 (d, 1H,
J =8.1Hz), 6.47 (5, 1H), 271 d, 3H,
J=48Hz)

143

H-5

12.91 (s, 1H), 8.21 - 8.24 (m, 3H),
7.93-8.01 (m, 4H), 772, 1H, J =
8.2H2), 6.57 (s, 1ID
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S 144, 145

m . CHO
cl )(@/
cl CHO
j@\ﬁquv’@ IR
%

8 w@\ p°“°
Cl
cl y 0

e ~

N NH
o

TR 2 I-1
Cl
(o]
)¢N S

W S

1-2

(H%&L1)
5 kb, tRdEEAs 139 PR 1 HANEH (8) (0.2g)
8 DMF & P A 844 (32mg) ., RERGHAETRT R 304
B, GERPmATES (0.201) , REHFRLRESD | I H.
FMAKBEREBRABES, ANLBRLEFR., EREELEN
B, MAEGESL (TLR-LBLE; 4:1) Z¥H, 73 100mg &
10 44 (11) # 33g4LéeH (12) .
w54 (11)

1H NMR(DMSO-ds, 6 ppm) 10.12 (s, 1H), 8.22 (d. 1H, J = 2.1 Hz), 8.07(d, 2H,
J = 8.1 Hz), 8.03 (s, 1H), 7.97 (dd, 1H, J = 8.1 Hz 2.1 Hz), 7.89(d, 2H, J=8.4

Hz), 7.72 (d, 1H, J = 8.4 Hz), 3.63 (s, 3H).
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e (12)

1H NMR(CDCls, 6 ppm) 10.16 (s, 1H), 8.49 (d, 2H, J = 8.0 Hz), 7.97 (d, 2H, J

= 8.0 Ha), 7.61 (d, 1H, J = 8.2 Hz2), 7.55 (d, 1H, J = 2.2 Hz), 7.27 (dd, 1H, J = 8.2

Hz, 2.2 Hz), 6.67 (s, 1H), 3.78 (s, 3H).

(F%®2) :
5 Gt (11) (84mg) A 2T (32mg) HFXK (4ml) E R

A IMRR-FPAEX (2001) # 1M LE-YE (20u0l1), BB
HAR B BRSW 1 N, AdE, SRRELK F3 TTng .44
(I-1) .

1H NMR(DMSO-ds, 6 ppm) 13.85 (bs, 1H), 8.21(d, 1H, J = 1.8 Hz), 8.003 (s,
1H), 7.97 (dd, 1H, J =8.7 Hz, 2.1 Hz), 7.83 (d, 2H, J = 8.1 Hz), 7.76 (d, 2H, J =

8.1 Hz), 7.72 (s, 1H), 7.71 (d, 1H, J = 8.7 Hz), 3.65 (s, 3H).

10
Giesdh (12) (42mg) AT (16mg) WFE (2ml) R
dmn IMYRPE-F XE®R (10p1) F IM LE®-FX (1opl), AR
AR B RS 2 M. A¥FE, SEREHE, F3 36mg LW
(1-2) .
15

1 NMR(DMSO-ds, 6 ppm) 13.90 (bs, 1H), 8.36 (d, 2H, J = 8.5 Hz), 7.93 (4,

H, J = 1.9 Hz), 7.83 (d, 1H, J = 8.2 Hz), 7.72 (d, 2H, J = 8.5 H2), 7.70 (s, 1H),

7.62 (dd, 1H, J = 8.2 Hz, 1.9 Ha), 3.75 (s, 3H).
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T4 146, 147, 148

0 o)
H.CO,C H T ONH ——ﬂ—i- HO,C H STNH
\ s O S . \ s O S

A-12 J-1 ,

0 0

H = H =
NaOsz NmNH NaOZC‘(j\/ N, NMNNa
\ g/ 0 S K\—; 0 S
J-2 J-3

BB AR | 95 EHE0e8w (A-12) (120ng) HFRE

s —vEp (5pl) A= IN RAMNA (5ml) +, REBREHETERTHHF

30 4. KEA A IN &8 (5ml) BARSHIFREZKL. FIRKHE
HKmGW, WOMF-FREELE, A3 720g (J-1) .

1H NMR (DMSO-ds, ¢ ppm): 8.20 (d, 2H, J = 8.5 Hz), 7.98 (s, 4H), 7.74 (s, 1H),

7.64 (d, 2H, J = 8.5 Hz), 7.22 (s, 1H).

10 MRl TLARATRLSS (1-1), 558 (J-2).

iH NMR (DMSO-ds, 6 ppm): 13.92 (bs, 1H), 12.98 (s, 1H), 8.25 (d, 2H, J = 8.4

Hz), 8.01 - 8.10 (m, 4H), 7.92 (s, 1H), 7.77 (3, 2H, J = 8.4 Hz), 7.71 (s, 1H).

A2 LETEENTHALEH (J-1), 75 (1-3).

1 NMR (DMSO-ds, § ppm): 8.20 (d, 2H, J =8.1 Hz), 7.93 (dd, 4H, J =11.4 Hz,
8 4 Hz), 7.71 (s, 1H), 7.61 (d, 2H, J = 8.1 Hz), 7.21 (s, 1H).

15
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10

15

20

% 4 149

o)
S TR 2
S NH NH ——————
HO,C wé) ™ BocHN
3
o 0
X ﬁﬁ 3 'e) XX
NH ——— | 5. NH
H,N S+ \JVKTH e
2 5 H o
14 K-1

(FZ®1)

QAN 1 FE25REH WS H(3) 10g)8ET H(200ml)
%;ﬂ%(%m)%%ﬁ*mA;L@45&ﬂ)%;xgﬁﬁ£%
iw%(&mm),@ﬁiﬁ£ﬁ2¢w.ﬁﬁiiﬁﬁﬁ ] A
B Ak, HRLELEFR, AEAXEMN, AL ELH (LR
LE) kg, 155 4.41g44% (13) .

1H NMR(DMSOQ-ds, 6 ppm) 12.50 (bs, 1H), 9.78 (s, 1H), 7.69 (s, 1H), 7.61 (d,

oH, J = 9.0 Hz), 7.51 (d, 2H, J = 9.0 Hz), 1.49 (s, 9H).

(F%2)

B (13) (3.15g) BME=ZRTK (15ml) ¥, HRE
TR TH¥ 15 4. AERALXEMNZE, oG mABFLELAY
Y, 3% 2.10g (14) .

1H NMR(DMSO-ds, § ppm) 12.29 (bs, 1H), 7.60 (s, 1H), 7.29 (d, 2H, J = 8.7

Hz), 6.67 (4, 2H, J = 8.7 Hz).

(F%3)

Al dH (14) (220mg) # =85 (50ml ) HF&R P )R (121
nl) A 4-ETHAETEE (187pl) , AEEREERTHHA 3D
B, RERANE, GEBH P RATE (6nl) Fk (201), RE

48



ERabk, WPEETLR, F5 2320geW (K-1) .

1H NMR(DMSO-ds, 6 ppm) 12.56 (bs, 1H), 10.47 (s, 1H), 7.75 (s, 1H), 7.78 (,
o, J = 8.7 Hz), 7.63 (4, 2H, J = 8.7 Hz), 2.67 (t, 2H, J = 7.5 H2), 1.59 (quant,

9H, J = 7.5 Hz), 1.32 (sexth, 2H, J = 7.2 Hz), 0.91 (t, 3H, J = 7.5 Hz)

B4 bk F kR ME A kSRS (K-2) 24469 (K-29) .
eI Y R EIE T T & 19-22,
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o)
/@lT«NH
\(
T
1IH-NMR (3) ppm
(DMSO d-6)

12.56 (bs, 1H), 10.73 (s, 1H), 861 (s,
1H), 8.01 - 8.12 (m, 6H), 7.78 (s, 1H),
7.63 - 7.69 (m, 4H)

10.35 (s, 1H), 7.95 (d, 2H, J = 8.8 Hz),
776 (s, 1H), 8.52 —7.75 (m, 4H), 7.08 (d,
1H, J =82 Hz), 6.15 (5, 2H)

12.55 (bs, 1H), 10.39 (s, 1HD), 7.98 (d,
9H, J=89Hz), 7.96 (d, 2H, J =8.9 Hz),
7.75 (s, 1H), 7.59 (@, 2H, J = 8.9 Hz),
7.32 - 7.50 (m, 5H), 7.16 (d, 2H, J = 8.9
Hz), 8.22 (s, 21T

12.56 (bs, 1H), 10.59 (s, 1), 8.08 (4,
9H, J = 8.5 Hz), 7.86 (d, 2H, J =8.2 Hz),
776 - 7.79 (m, 2H), 7.76 (s, 1H), 7.62 (d,
2H, J = 8.8 Hz), 7.50 - 7.55 (m, 2H),
741 - 7.46 (m, 1H)

<

n-Hex

12.56 (bs, 1H), 10.47 (s, 1H), 7.97 (d,}
2H, J=9.0Hz), 7.89 (d, 2H, J =8.1 Hy),
7.76 (s, 11D, 7.63 (d, 2H, J = 9.0 Ha),
7.35 (3, 2H, J=8.1Hz), 2.66 (t, 2H, J =
7.2 Hz), 1.60 (quant, 2H, J = 7.2 Hz),
1.29 (bs, 6H), 0.84 - 0.88 (m, 3H)

Y

EtO

- {12.55 (bs, 1H), 10.38 (s, 1H), 7.96 (d,

4H, J = 9.0 Hz), 7.75 (s, 1H), 7.69 (d,
2H, J=9.0Hz), 7.06 (d, 2H, J = 3.0 Hz),
4.12(q, 2H, J=69Hz), 1.36 (t, 3H, J =
6.9 Hz)

n-Oxt

12.56 (bs, 1H), 10.46 (s, 1H), 7.97 (d,
2H, J=8.7Hz), 7.89 (d, 2H, J =84 Hz),
715 (5, 1H), 760 (d, 2H, J = 8.4 Hz),|
7.36 (d,, 2H, J=8.7Hz), 2.66 (t, 2H, J
= 7.2 Hz), 1.58 - 1.62 (m, 2H), 1.24 -
1.27 (m, 8H), 0.83 -0.88 (m, 3H)

|9

M
- Me

3

12.55 (bs, 1H), 1042 (s, 1H), 7.97 (d,
9H, J = 87 Hz), .70 - 7.76 (m, 3H),
760(d, 2H, J=8.7Hz), 7.30(d, 2H, J =
8.1 Hz), 2.92 (s, 1H), 2.31 (s, 1H)

A A5t
B | A%
150 K-2
161 K-3
152 | K4
163 K-5
154 K-6
155 K-7
156 | K8
157 | K-9

158 | K-10

"'ﬂ
@
O:

12.55 (bs, 1H), 10.75 (s, 1H), 8.17 (d,
2H, J=8.0Hz), 7.97 (d, 2H, J = 8.8 Hz),
793 (t, 1H, J = 8.0 Hz), 7.76 (s, 1H),

7.63 (d, 2H, J = 8.8 Hz)
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£ 20

EH | A

1H-NMR (8) ppm
(ODMSO0 d-6)

169

K-11

g
@
c
: )

12.56 (bs, 1H), 1047 (s, 1H), 7.97 (,
2H, J=9.0Hz2), 7.90 {d, 2H, J=8.4 Hz),
7.76 (s, 1H), 7.60 d, 2H, J = 9.0 Hz),
7.57(d, 2H, J =8.4 Hz), 1.33 (s, SH)

160

K-12

9]

oy

0

12.57 (bs, 1H), 10.69 (s, 1H), 7.99 (@,
9H, J = 2.1 Hz), 7.94 (d, 2H, J =9.0 Hz),
7.89 @, 14, J = 1.8 Hz), 7.76 (5, 1H),
763 (d, 2, J= 9.0 Hz)

161

K-13

m

12.55 (bs, 1H), 10.46 (s, 1H), 7.97 (d,
2H, J=8.8Hz), 7.90 (d, 2H, J=8.1Hz),
7.76 (s, 1), 7.50 (d, 2H, J = 8.8 Hz),
7.38(d, 2H, J=8.1 Hz), 269 (g, 2H, J =
7.7 Hz), 1.22 (t, 3H, J="7.7 Hz2)

162

K-14

|9

12.59 (bs, 1H), 10.67 (s, 1H), 8.23 (d,
1H, J=2.1Hz),7.95(d, 1H, J =84 Hz),
794, 2H, J=84Hz),784(d, 2H, J=
8.4 Hz), 7.76 (s, 1H), 7.62 (d, 1H, J =90
Hz)

163

K-156

=
®

12.55 (bs, 1H), 10.45 (s, 1H), 7.97 (d,
9H, J=8.7 Hz), 7.89 (d, 2H, J = 8.4 Hz),
7.75(s, 1H), 7.60 (d, 2H, J = 8.7 Hz),
7.35 (d, 1H, J = 8.4 Hz), 2.37 (5, 3H)

164

K-16

=

o

1379 (bs, 1H), 10.53 (s, 1H), 7.98 (d,
9H, J = 8.8 Hz), 7.74 - 7.78 (m, 2H),

1762 d, 2H, J = 8.8 Hz), 7.61 (s, 1H),|

7.24 - 744 (m, 2H), 2.41 (s, 3H)

165

K-17

o
c

:

t

d
ny)
=

1379 (bs, 1H), 10.36 (s, 1H), 7.93 (@,
9H, J = 8.7 Hz), 7.68 (s, 1H), 7.60 (4,
9H, J = 8.7 Hz), 7.59 (4, 1H, J = 6.9 Hz),
5.75 (s, 1K), 1.44 (s, 11D

166

K-18

1-Bu

.

1050 (s, 11), 7.98 @, 2H, J = 8.7 Ha),
790, 2H J=87Hz), 761 d, 2H, J=
8.7 Hz), 7.59 (d, 2H, J = 8.5 Hz), 7.55 (s,
1H), 1.33 (5, 9H)

167

K-19

13.79 (bs, 1H), 10.62 (s, 1H), 8.09 (4,
oH, J = 8.5 Hz), 7.86 (4, 2H, J = 8.5 Hz),
7.77(d, 2H, J=8.5Hz), 7.63 (d, 2H, J =
85 Hz), 762 (s, 1H), 7.50 - 7.55 (m,
9H), 7.41 - 7.46 (m, 1H)

168

K-20

i

1381 (bs, 1H), 10.77 (s, 1H), 861 (s,
1H), 8.02 - 8.13 (m, 6H), 7.63 - 7.68 (m,

5H)
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* 21

4] | A

'H-NMR (3) ppm
(DMSO d-6)

169

K-21

oo

13.79 (bs, 1H), 10.39 (s, 1H), 7.97 @@,
2H, J = 8.8 Hz), 7.61 (s, 1H), 7.60 (d,
9H, J=8.8Hz), 7.59 (d, 1H, J =9.9 Hz),
7.563(d, 1H, J=1.8Hz), 7.07(d, 1H, J 5
8.2 Hz), 6.15 (s, 2H)

170

K-22

9

Et

13.79 (s, 1H), 10.49 (s, 1H), 7.99 (d, 2H,
J =88 Hz), 791 @, 2H, J = 8.2 Hz),
761 @, 2H, J = 8.8 Hz), 761 (s, 1H),
738(d, 2H, J =8.2 Hz), 270 (¢, 2H, J =|
74Hz), 1.22 t, 3H, J = 74 Hz) .

171

K-23

n-Bu

?

1379 (bs, 1H), 10.49 (s, 1H), 7.99 (d,
9H, J=8.8Hz), 7.89 (d, 2H, J =8.2 Hz),
761 (d, 2H, J = 8.8 Hz), 761 (5, 1H),
7.37(d, , 2H, J = 8.2 Hz), 2.37 (¢, 2H, J|
= 7.4 Hz), 1.57 - 1.64 (m, 2H), 1.26 -
1.38 (m, 2H), 0.91 (t, 3H, J=7.1 Hz)

172

K-24

>

FsC

|2H, J=8.4 Hz), 7.99 (d, 2H, J =87 Hz),

13.80 (bs, 1H), 10.79 (s, 1H), 8.17 (d,

7.94 (d, 2H, J=8.4Hz), 7.64(@d, 1H, J =
8.7 Hz), 7.65 (s, 1H)

173

K-25

O

o

13.80 (bs, 1H), 10.71 (s, 1H), 7.99 (d,
9H J=16Hz), 7.95 [, 2H, J =85 Hz),
789 1H, J=19Hz), 763, 2H, J =
8.5 Hz), 7.61 (s, 1H),

174

K-26

S

Me

'17.36 (4, 2H, J=8.1 Hz), 240 (s, IH)

13.78 (bs, 1H), 10.48 (s, 1H), 7.98 (d,
2H, J=9.0Hz), 7.89 (d, 2H, J = 8.1 H2),
761 (d, 2H, J = 9.0 Hz), 7.61 (5, 1H),
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R OMSO d-6)
12.57 (bs, 1H), 10.88 (s, 1H), 8.53 (s,
- 1H), 8.15 - 8.19 (m, 2H), 8.07 @, 2H, J
176 | K27 ) 0 |=88Hz), 7.78 (s, 1H), 7.65 (d, 2H, J =
8.8 Hz), 7.50 - 7.55 (m, 2H), 7.40 - 7.45

(m, 1H)

176 AK-28 e

12.58 (bs, 1H), 10.91 (s, 1H), 8.69 (s,
1H), 8.43 (d, 1H, J = 1.9 Hz), 8.15 (dd,
1H, J = 8.8 Hz, 1.9 Hz), 8.04 (d, 2H, J!
=88Hz), 7.78(, 1H, J= 8.8 Hz), 7.76
(s, 1H), 764 (d, 1H, J=88 Hz)

1717 K29 al

{1H, J=85Hz, 1.9 Hz), 808 d, 2H, J

13.82 (bs, 1H), 10.95 (s, 1H), 8.72 (s,
1H), 8.50 (d, 1H, J = 1.9 Hz), 8.16 (dd,

=88 Hz), 7.80(d, 1H, J=85Hz), 7.67

@, 1H, J=8.8Hz), 7.63 (s, 1H)

L) 178
o)
@/\X H 1
NH
BocHN S‘Y(()

13
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10

15

20

(H%&1)
GEES 149 F B 1 ARBEGLAY (13) (1.7g) 88K
(200m1) kP A 10%4e-5% (0.7g) , RARSHAELLAAT
RE. dile-BitaEALER, 2 1.39g4kE4 (15) .

1H NMR (CDCls, & ppm): 8.38 (s, 1H), 7.32 (d, 2H, J = 8.4 Hz), 7.26 (s, 1H),
7.15 (d, 2H, J = 8.4 Hz), 6.54 (s, 1H), 4.50 (dd, 1H, J = 9.3 Hz, 3.9 Hz), 3.46 (dd,

1H, J = 14.4 Hz, 3.9 Hz), 3.22 (dd, 1H, J = 14.4 Hz, 9.3 Hz), 1.52 (s, 9H).

(% 2)
LEEBTHELSY (15) (4.23¢) H_FFh (20nl) o=

f.0% (10ul) MER 156 24, BEXLKEN, RGP B _Fai
MELES, 159 3.8gL4M (16) .

1H NMR(DMSO-ds, 6 ppm) 7.25 (d, 2H, J = 8.4 Hz), 7.09 (d, 2H, J = 8.4 Hz),

4.90 (dd, 1H, J = 8.7 Hz, 4.5 Hz), 4.35 (dd, 1H, J = 14.4 Hz, 4.5 Hz), 3.12 (dd, 1H,

J =14.4 Hz, 8.7 Hz).

(% 3)
fii4 (16) (220mg) & =% (50ml) H&R F ek (121

pl) A+ 3, 5-—RAEXFEA (180p1) , AGAZETHHANEER
3B, RERAXENG, ARAEEHNL (LR-TLRTLE; 2:1)
AEM, 53 103mg s (L-1) .

1 NMR(DMSO-ds, & ppm) 12.02 (bs, 1H), 10.41 (s, 1H), 7.97 (d, 2H, J = 1.9
Hz), 7.87 (t, 1H, J = 1.9 Hz), 7.69 (d, 2H, J = 8.5 Hz), 7.24 (d, 2H, J = 8.5 Hz),

4.91 (dd, 1H, J= 8.8 Hz, 4.4 Hz), 3.36 (dd, 1H, J = 14.3 Hz, 4.4 Hz), 3.12 (dd, 1H,

J =14.3 Hz, 8.8 H2)

iR EMOY S XK, SRS (L-2) 2468 (L-3) . ©
fi1 6 4 B 4 487 T & 23.
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%23

0
2 Y
NH
xS
H T
FabH b X T 'H-NMR (&) ppm
5 - - (DMSO d-6)

A5 | FF

12.04 (bs, 1H), 1047 (s, 1H), 8.14 (d,
9H, J = 8.2 Hz), 7.92 (@, 2H, J = 8.2
Hz), 7.72 @, 26, J = 85 Hz), 7.25 @,
9 | L2 | FC{ p— 0 |20 J = 8.5 Hz), 492 (4, 1H, J = 8.9
He, 4.4 Hz), 3.36 (dd, 1H, J = 144 Hz,
4.4 Hz), 312 @d, 1H, J = 144 Hz, 8.9
Hz)
12.05 (bs, 1H), 10.56 (s, 1H), 7.86 (@,
9H J =84 Hz), 7.71 d, 2H, J = 87
Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.22 (,
oH, § = 8.4 Hz), 491 (@d, 1H, J = 9.0
180 | L-3 nau~<:>- O IHe 4.5M1z), 3.34 (d, 1H, J = 13.8 Hz,
) 4.5 Hz), 3.10(dd, 1H, J = 138 Hz, 9.0
Hz), 2.66 (, 2H, J = 7.5 Hz), 1.58
(quant, 2H, J = 8.1 Hz), 1.26 - 1.37 (m,
9HD), 0.91 (t, 3H, J = 7.5 Ha)

%4 181
o o
S5 | HH{CTN4
“LONH . NN T NH
Hom Ezgo {
3 M-1
5
(H 3%, 1)

Je# T = 88 (20ml) A EABE (10ml) TeyEEH 1 3K 2
MBS (3) (3g) R4, £ 100CTHEM, REALEMN,
BE . MERAL#d—F A BN RiEfrsik, AHFskA (143mg)

10 FRAREE (42ng) H="%K (25ml) ZREZETHEH 16 785,
A YA 3 4-— 8 XK. REEREERTHRAEL I AE%&

35



5

10

15

wH., QRGP RMATE (6nl) K (2nl), TERIKGHEK. &
DMF #4# &, &3 104g et (M-1) .

IH NMR (DMSO-ds, 6 ppm): 13.91 (bs, 1H), 12.49 (s, 1H), 11.83 (s, 1H), 8.07

- 8,12 (m, 3H), 7.63 - 7.76 (m, 5H).

HELEEMG T E, SRTIHAES.

O

H STUNH

o O
‘3\—8 o} T

1 0T X ek,

Me: Wi, Et: &, nPr: £/, iPr: F &K, nBuw TXA, iBuw:
BTHA, tBu: ®TXA, Pen: EXKE, Ph: %%, Bnr ¥4, Bz ¥
wak, Ac: LEE, diFr 4, diCl: =&, diBr: =%, dil:
— 8k, diMe: — ¥, thiophene: %%, thienyl: ey, Py:
we i, pyridine: ®wt"%, pyridinium: Wk¥€3, Quinoline: sk,
Benzodioxole: % —*%¥, pyrazinyl: #wt% &, pyrrolyl: #w%
#*, pyrrole: #tw, oxide: a4t4, indole: ¥|=k, imidazolyl:
skwk % morpholino: "#k4X, piperazinyl: "k, furyl: k"
X, furan: "k, thiazolyl: vk £ benzodioxin: benzodioxin,
vL % benzo[b]furan: 3 [bl=kvh
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(o5 RECRMT) = (N-1: Ph, Me, S, 9), (N-3: 4-Br-Ph, Me, S, 9),
(N-4: 4-Me-Ph, Me, S, 8), (N-5: 4-Ph-Ph, Me, 8, 8), (N-6: 4-OMe-Ph, Me, §, S},
(N-7: 4-tBu-Ph, Me, S, 8), (N-8: 4-COOMe-Ph, Me, 5, S), (N-9: 4-Pen-Ph, Me, S,
S), (N-10: 4-NO2-Ph, Me, S, S), (N-11: 5-Cl-thiophene-2-yl, Me, S, S), (N-12:
3.Thienyl Me, 8, S), (N-13: 2-Py, Me, S, S),(N-14: 3-Py, Me, S, S), (N-15: 4-Py,
Me, S, S), (N-16: 3,4-diF-Ph, Me, S, S), (N-17: 5-Br-thiophene-2-yl, Me, S, 8),
(N-18: 4-CONH3-Ph, Me, S, S), (N-19: 4-CON(Me)H-Ph, Me, §, 5), (N-20: 4-
CON(Me)2-Ph, Me, S, 8), (N-21: 4-iPrOC(=0)-Ph, Me, S, S), (N-22: 4-
nBuOC(=0)-Ph, Me, 8, S), (N-23: 6-Me-pyridine-3-yl, Me, S, S), (N-24:
Quinoline-3-yl, Me, S, S), (N-26: 4-NHz-Ph, Me, S, 5), (N-26: 4-N(Ac)H-Ph, Me,
S 8), (N-27: 4-OH-Ph, Me, S, S), (N-28: 3,4-di(OH)z-Ph, Me, S, 8), (N-29: 3,4-
di(NHz)-Ph, Me, S, 8), (N-30: 3:4-[N(Ac)H]2-Ph, Me, S, S), (N-31: 4.SH-Ph, Me,
S, 8), (N-32: 4-SMe-Ph, Me, S, S), (N-33: 3,4-diBr-Ph, Me, §, 5), (N-34: 4-
N(Me)H-Ph, Me, S, S), (N-35: 4-N(Me)z-Ph, Me, S, S), (N-36: 4-N(Me)s*-Ph, Me,
S, 8), (N-37: 4-Et-Ph, Me, S, 8), (N-38: 4-iPr-Ph, Me, S, S), (N-39: 4-nPr-Ph,

Me, S, S), (N-40: 4-nBu-Ph, Me, S, S), (N-41: 4-iBu-Ph, Me, S, S), (N-42: 3,4-
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diMe-Ph, Me, S, S), (N-43: 1,3-Benzodioxole-5-yl, Me, S, S), (N-44: N-Me-
pyridinium-4-yl, Me, S, S), (N-45: N-Me-pyridintum-3-yl, Me, S, S), (N-46: 5-
Me-Pyridine-2-yl, Me, S, 8), (N-47: 2-Pyrazinyl, Me, 5, S), (N-48: 3-Pyrrolyl,
Me, S, S), (N-49: 1-Me-pyrrole-3-yl, Me, S, ), (N-SO: Pyridine N-.oxide-4-yl,
Me, S, S), (N-51: Pyridine N-oxide-3-yl, Me, S, S}, (N-52: 6-0H-pyridine-3-y1,
Me, S, S), (N-53: 6-SH-pyridine-3-yl, Me, S, S), (N-54: 1-Ac-pyrrole-3-yl, Me, S,
S), (N-55: 4-CFa-Ph, Me, S, 8), (N-56: 4-CN-Ph, Me, 8, 5), (N-57: 4-CHO-Ph,
Me, S, 8), (N-58: 3-C1-Ph, Me, S, S), (N-59: 3-Br-Ph, Me, S, S), (N-60: 3-F-Ph,
Me, S, S), (N-61: 3-1-Ph, Me, 8, S), (N-62: 4-1-Ph, Me, S, S}, (N-63: 4-OCFa-Ph,
Me, S, 8), (N-64: 3,4-dil-Ph, Me, S, S), (N-65: Indole-6-yl, Me, S, S), (N-66: 1-
Ac-indole-6-yl, Me, S, S), (N-67: 1-Me-indole-6-yl, Me, S, S), (N-68: 4-(1-
Imidazolyl)-Ph, Me, S, S), (N-69: 4.Morphorino-Ph, Me, S, S), (N-70: 4-(1-
Piperazinyl)-Ph, Me, S, S), (N-7L: 2:5-diMe—thiophene-3-yl, Me, S, S), (N-72:
2-Furyl, Me, S, S), (N-73: 5-Me-furan-2-yl, Me, S, S), (N-74: 5-Me-furan-2-yl,
Me, S, S), (N-75: 2-Thiazolyl, Me, S, S), (N-76: 1:4-Benzodioxin-6-yl, Me, S, S),
(N-77: Benzo[b]furan-2-yl, Me, 5, 5), (N-78: 4-NH:CHz-Ph, Me, S, 85), (N-79:
4-N(Me)HCHz-Ph, Me, S, S), (N-80: 4-N(Me)2:CHz-Ph, Me, S, S5), (N-81: 8-Cl-
pyridine-3-yl, Me, S, S), (N-82: 5,6-diCl-pyridine-3-yl, Me, S, S), (N-83: 5-Cl-
pyridine-2-yl, Me, S, S), (N-84: 4:5.diCl-pyridine-2-yl, Me, S, S), (N-85: 4-
CICHz-Bn, Me, S, S), (N-86: Bn, Me, S, S), (N-87: 4-C1-Bn, Me, S, S), (N-88:
4-Br-Bn, Me, S, S), (N-89: 4-F-Bn, Me, S, S), (N-90; 3,4-diC.l-Bn, Me, S, S),
(N-91: 3.4-diBr-Bn, Me, S, 8), (N-92: 3,4-diF-Bn, Me, 8, 8), (N-93: 4-Cl-Bz, Me,
S, S), (N.94: 3,4.diCl-Bz, Me, S, S), (N-95: 4.Br.Bz, Me, S, S), (N-96: 3.4-
diBr-Bz, Me, S, S), (N-97: 4-F-Bz, Me, S, S), (N-9¢: 3,4-diF-Bz, Me, S, S), (N-
99: 4-NO2z-Bn, Me, S, S), (N-100: 4-CN-Bn, Me, S, 8), (N-101: Ph, Et, S, §),
(N-102: 4-F-Ph, Et, S, §), (N-103: 4.Br-Ph, Et, S, S). (N-104: 4-Me-Ph, Et, 5, §),

(N-105: 4-Ph-Ph, Et, S, §), (N-106: 4-OMe-Ph, Et, S, S), (N-107: 4-tBu-Ph, Et,
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S, S), (N-108; 4-COOMe-Ph, Et, S, S), (N-109: 4-Pen-Ph, Et, S, S), (N-110: 4-
NQ:-Ph, Et, S, S), (N-111: 5-Cl-thiophene-2-yl, Et, §, S), (N-112: 3-Thienyl, Et,
S, S), (N-113: 2-Py, Et, S, S), (N-114: 38-Py, Et, 8, S), (N-115: 4-Py, Et, 5, §),
(N-116: 3,4-diF-Ph, Et, S, S), (N-117: 5-Br-thiophene-2-yl, Et, S, S), (N-118:
4-CONH:-Ph, Et, S, 8), (N-119: 4.-CON(Me)H-Ph, Et, S, S), (N-120: 4-
CON(Me)z-Ph, Et, S, S), (N-121: 4-iPrOC(=0)-Ph, Et, S, 8), (N-122: 4-
nBuOC(=0)-Ph, Et, S, 8), (N-123: 6-Me-pyridine-3-yl, Et, 5, S), (N-124;
Quinoline-3-yl, Et, S, S), (N-125: 4-NHz-Ph, Et, S, S), (N-126: 4-N(Ac)H-Ph, Et,
S, S), (N-127: 4-0H-Ph, Et, S, S), (N-128: 3,4-di(OH)2-Ph, E¢, S, S), (N-129:
3,4-di(NH3)-Ph, Et, S, ), (N-130: 3:4-[N(Ac)H]z-Ph, Et, S, S), (N-131: 4-SH-Ph,
Et, S, S), (N-132: 4-SMe-Ph, Et, S, S), (N-133: 3,4-diBr-Ph, Et, S, ), (N-134:
4-N(Me)H-Ph, Et, S, 8), (N-135: 4-N(Me)z-Ph, Et, S, 5), (N-136: 4-N(Me)s*-Ph,
Et, S, S), (N-137: 4-Et-Ph, Et, S, S), (N-138: 4-iPr-Ph, Et, S, S), (N-139: 4-
nPr-Ph, Et, S, S), (N-140: 4-nBu-Ph, Et, §, S), (N-141: 4-.iBu-Ph, Et, S, 5),
(N-142: 3,4-diMe-Ph, Et, S, S), (N-143: 1,3-Benzodioxole-5-yl, Et, S, S), (N-
144: N-Me-pyridinium-4-y}, Et, S, S), (N-145: N-Me-pyridinium-3-yl, Et, S, S),
(N-146: 5-Me-Pyridine-2-yl, Et, S, 8), (N-147: 2-Pyrazinyl, Et, 5, ), (N-148:
3-Pyrrolyl, Et, S, 8), (N-149: 1-Me-pyrrole-3-yl, E¢, S, 5), (N-150: Pyridine N.
oxide-4-yl, Et, S, S), (N-151: Pyridine N-oxide-3-yl, Et, S, S), (N-152: 6-OH-
pyridine-3-yl, Et, S, S), (N-153: 6-SH-pyridine-3-yl, Et, 5, 5), (N-154: 1-Ac-
pyrrole-3-yl, Et, 8, S), (N-1565: 4-CFs-Ph, Et, S, S), (N-166: 4-CN-Ph, Et, S, S),
(N-157: 4-CHO-Ph, Et, S, S), (N-158: 3-C1-Ph, E4, S, 5), (N-159: 3-Br-Ph, Et, §,
S), (N-160: 3-F-Ph, Et, §, 8), (N-161: 3-1-Ph, Et, S, 8), (N-162: 4-1-Ph, Et, S, S),
(N-163: 4-OCF3-Ph, Et, S, S), (N-164: 3,4-dil-Ph, Et, S, S), (N-165: Indole-6-yl,
Et, S, 8), (N-166: 1-Ac-indole-6-yl, Et, S, 8), (N-167: 1-Me-indole-6-yl, Et, S, 5),
(N-168: 4-(1-Imidazolyl)-Ph, Et; S, §), (N-169: 4-Morphorino-Ph, Et, S, S),

(N-170: 4-(1-Piperazinyl)-Ph, Et, 5, S), (N-171: 2:5-diMe-thiophene-3-yl, Et, S,
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S), (N-172; 2-Furyl, Et, S, 5), (N-173: 5-Me-furan-2-yl, Et, S, S5), (N-174: 5-
Me-furan-2-yl, Bt, S, 8), (N-175: 2-Thiazolyl, Et, S, S), (N-176: 1:4-
Benzodioxin-6-yl, Et, S, 8), (N-177: Benzo[blfuran-2-yl, Et, S, 5), (N-178: 4-
NH:CHs-Ph, Et, S, S), (N-179: 4-N(Me)HCH:z-Ph, Et, S, S), (N-180: 4-
N{(Me)2CHz-Ph, Et, S, S), (N-181: 6-Cl-pyridine-3-yl, Et, S, S), (N-182: 5,6-
diCl-pyridine-8-yl, Et, S, 8), (N-183: 6-Cl-pyridine-2-yl, Et, S, S), (N-184:
4:5-diCl-pyridine-2-yl, Bt, S, §), (N-185: 4-CICHz-Bn, Et, S, S), (N-186: Bn, Et,
S, 8), (N-187: 4-CI-Bn, Et, S, S), (N-188; 4—Br-Bn‘, Bt, S, S), (N-189: 4-F-Bn, Et,
S, S), (N-190: 3,4-diCl-Bn, Et, S, S), (N-191: 3,4-diBr-Bn; Et, S, S), (N-192:
3,4-diF-Bn, Et, S, 8), (N-193: 4-C1-Bz, Et, S, S), (N-194: 3,4-d1Cl-Bz, Et, S, S),
(N-195; 4-Br-Bz, Et, S, 8), (N-196; 3,4-diBr-Bz, Et, S, S), (N-197: 4-F-Bz, Et, S,
S), (N-198: 3,4.diF-Bz, Et, S, 8), (N-199: 4-NO2-Bn, Et, 5, 5), (N-200: 4-CN-Bn,
Et, S, S), (N-201: Ph, COOMe, S, S), (N-203: 4-Br-Ph, COOMe, S, S), (N-204:
4-Me-Ph, COOMe, S, S), (N-205: 4-Ph-Ph, COOMe, S, §), (N-206: 4-OMe-Ph,
COOMe, 8, S), (N-207: 4-tBu-Ph, COOMe, S, S), (N-208: 4-COOMe-Ph, COOMe,
S, 8), (N-209: 4-Pen-Ph, COOMe, S, S5), (N-210: 4-NO2-Ph, COOMe, S, S), (N-
211: 5-Cl-thiophene-2-yl, COOMe, S, S), (N-212: 3-Thienyl, COOMe, S, S),
(N-213: 2-Py, COOMe, S, S), (N-214: 3-Py, COOMe, S, S), (N-215: 4-Py,
COOMe, S, 8), (N-216: 3,4-diF-Ph, COOMe, S, S), (N-217: 5-Br-thiophene-2-yl,
COOMe, S, S), (N-218: 4-CONHz-Ph, COOMe, S, 8), (N-219: 4-CON(Me)H-Ph,
COOMe, S, S), (N-220: 4-CON(Me)z-Ph, COOMe, S, S), (N-221I: 4.iPrOC(=0)-
Ph, COOMe, S, S), (N-222: 4-nBuOC(=0)-Ph, COOMe, 5, S), (N-223: 6-Me-
pyridine-3-yl, COOMe, S, S), (N-224: Quinoline-2-yl, COOMe, S, S), (N-225:
4-NHz-Ph, COOMe, S, S), (N-226: 4-N(Ac)H-Ph, COOMe, S, S), (N-227: 4-OH-
Ph, COOMe, S, S), (N-228: 3,4-di(OH)z2-Ph, COOMe, S, S), (N-229: 3.4-
di(NHz)-Ph, COOMe, S, $), (N-230: 3:4-[N(Ac)H]z-Ph, COOMe, S, 5), (N-231:

4-SH-Ph, COOMe, S, S), (N-232; 4-SMe-Ph, COOMe, S, S), (N-233: 3,4-diBr-Ph,
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COOMe, S, S), (N-234: 4-N(Me)HI-Ph, COOMe, S, 8), (N-235: 4-N(Me)2-Ph,
COOMe, 8, S), (N-236: 4-N(Me)s*-Ph, COOMe, S, S), (N-237: 4-Et-Ph, COOMe,
S, S), (N-238: 4-iPr-Ph, COOMe, S, S), (N-239: 4-nPr-Ph, COOMe, 8, 8, (N-
240: 4-nBu-Ph, COOMe, S, S), (N-241: 4-iBu-Ph, COOMe, S, S), (N-242: 3,4-
diMe-Ph, COOMe, S, S), (N-243: 1,3-Benzodioxole-5-yl, COOMe, S, S), (N-244:
N-Me-pyridinium-4-yl, COOMe, S, S), (N-245: N-Me-pyridinium-3-yl, COOMe,
8, S), (N-246: 5-Me-Pyridine-2-yl, COOMe, 8, S), (N-247: 2-Pyrazinyl, COOMe,
S, 8), (N-248: 3-Pyrrolyl, COOMe, S, S), (N-249: 1-Me-pyrrole-3-yl, COOMe, S,
S), (N-250; Pyridine N-oxide-4-yl, COOMe, S, S), (N-251: Pyridine N-oxide-3-
yl, COOMe, S, S), (N-252: 6-OH-pyridine-3-yl, COOMe, S, S), (N-253: 6-SH-
pyridine-3-yl, COOMe, S, S), (N-254: 1-Ac-pyrrole-3-yl, COOMe, S, 8), (N-255:
4-CFs-Ph, COOMe, S, S), (N-256: 4-CN-Ph, COOMe, S, 8), (N-257: 4-CHO-Ph,
COOMe, S, 8), (N-258: 3-CI1-Ph, COOMe, S, S), (N-259: 3-Br-Ph, COOMe, §, S),
(N-260: 3-F-Ph, COOMe, S, 8), (N-261: 3-I-Ph, COOMe, S, S), (N-262: 4-I-Ph,
COOMe, S, 8), (N-263: 4.0CF3-Ph, COOMe, S, S), (N-264: 3,4-dil-Ph, COOMe,
S, 8), (N-265: Indole-6-yl, COOMe, S, S), (N-266: 1-Ac-indole-6-yl, COOMe, S,
S), (N-267. 1-Me-indole-6-yl, COOMe, S, §), (N-268: 4-(1-Imidazolyl)-Ph,
COOMe, S, S), (N-263: 4-Morphorino-Ph, COOMe, S, S), (N-270: 4-(1-
Piperazinyl)-Ph, COOMe, S 8), (N-271: 2:5-diMe-thiophene-3-yl, COOMe, S,
9), (N-272: 2-Furyl, COOMe, S, S), (N-273: 5-Me-furan-2-yl, COOMe, 8, S),
(N-274: 5-Me-furan-2-yl, COOMe, 8, 8), (N-275: 2-Thiazolyl, COOMe, 8, ),
(N-276: 1:4-Benzodioxin-6-yl, COOMe, 8, 8), (N-277:. Benzo[b}furan-2-yl,
COOMe, S, S), (N-278: 4-NH2CH2-Ph, COOMe, S, S), (N-279: 4-N(Me)HCHa-Ph,
COOMe, S, S), (N-280: 4-N(Me);CH:-Ph, COOMe, S, S), (N-281: 6-Cl-
pyridine-3-yl, COOMe, S, S), (N-282: 5,6-diCl-pyridine-3-yl, COOMe, S, 5),
(N-283: 5-Cl-pyridine-2-yl, COOMe, S, 8), (N-284: 4:5-diCl-pyridine-2-yl,

COOMe, S, S), (N-285: 4-C1CHz-Bn, COOMe, S, S), (N-286: Bn, COOMe, S, ),
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(N-287; 4-C1-Bn, COOMe, S, S), (N-288; 4-Br-Bn, COOMe, S, S5), (N-283: 4-F-
Bn, COOMe, S, S), (N-290: 3,4-diC1-Bn, COOMe, S, S), (N-291: 3,4-diBr-Bn,
COOMe, S, S), (N-292: 3,4-diF-Bn, COOMe, S, S), (N-293: 4-C1-Bz, COOMe, S,
S), (N-294: 3,4-diCl-Bz, COOMe, S, 8), (N-295: 4-Br-Bz, COOMe, S, 5), (N-296:
3,4-diBr-Bz, COOMe, S, S), (N-297: 4-F-Bz, COOMe, S, S), (N-298: 3,4-diF-Bz,
COOMe, S, ), (N-299: 4-NO2-Bn, COOMe, S, ), (N-300: 4-CN-Bn, COOMe, S,
S), (N-302: H, 4-F-Ph, S, S), (N-303: H, 4-Br-Ph, §, 8), (N-304: H, 4-Me-Ph, 5,
S), (N-305: H, 4-Ph-Ph, S, 8), (N-306: H, 4-OMe-Ph, S, 5), (N-307: H, 4-tBu-Ph,
S. 8), (N-308: H, 4.COOMe-Ph, S, S), (N-309: H, 4-Pen-Ph, S, S), (N-310: H,
4-NO2-Ph, S, 8), (N-311: H, 5-Cl-thiophene-2-yl, 8, S), (N-312: H, 3-Thienyl, 5,
), (N-313: H, 2-Py, S, S), (N-314: H, 3-Py, §, S), (N-315: H, 4-Py, S, §), (N-316:
H, 3,4-diF-Ph, S, S), (N-317: H, 5-Br-thiophene-2-yl, S, S), (N-318: H, 4-
CONH3-Ph, S, 8), (N-319: H, 4-CON(Me)H-Ph, 8, 8), (N-320: H, 4-CON(Me):-
Ph, S, S), (N-321: H, 4.iPrOC(=0)-Ph, S, §), (N-322: H, 4-nBuOC(=0)-Ph, S, 9),
(N-323: H, 6-Me-pyridine-3-yl, S, 8), (N-324: H, Quinoline-3-yl, S, S), (N-325:
H, 4-NH,-Fh, S, S), (N-326: H, 4-N(Ac)H-Ph, S, S), (N-327: H, 4-OH-Ph, §, S),
(N-328: H, 3,4-di(OH)z-Ph, S, S), (N-329: H, 3,4-di(NHz)-Ph, S, S), (N-330: H,
3:4-[N(Ac)H]2-Ph, S, 8), (N-331: H, 4-SH-Ph, 5, S), (N-332: H, 4-SMe-Ph, 5, S),
(N-333: H, 3,4-diBr-Ph, S, S), (N-334: H, 4-N(Me)H-Ph, S, S), (N-335: H, 4-
N(Me)2-Ph, S, S), (N-336: H, 4-N(Me)s*-Ph, S, ), (N-337: H, 4-Et-Ph, S, §),
(N-338: H, 4-iPr-Ph, S, §), (N-339: H, 4-nPr-Ph, S, S), (N-340: H, 4-nBu-Ph, §,
S), (N-341: H, 4-iBu-Ph, S, S), (N-342: H, 3,4-diMe-Ph, S, S), (N-343: H, 1,3-
Benzodioxole-5-yl, S, S), (N-344: H, N-Me-pyridinium-4-yl, S, S), (N-345: H,
N-Me-pyridinium-3-yl, S, 8), (N-346: H, 5-Me-Pyridine-2-y1, S, S), (N-347: H,
2-Pyrazinyl, S, 8), (N-348: H, 3-Pyrrolyl, S, 8), (N-349: H, 1-Me-pyrrole-3-yi, S,
), (N-350: H, Pyridine N-oxide-4-yl, S, S), (N-351: H, Pyridine N-oxide-3-yl, S,

), (N-352: H, 6-OH-pyridine-3-yl, S 8), (N-353: H, 6-SH.pyridine-3-yl, S, S),
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(N-354: H, 1-Ac-pyrrole-3-yl, S, 8), (N-355: H, 4-CFs-Ph, S, S), (N-356: H, 4-
CN-Ph, S, S), (N-357: H, 4-CHO-Ph, S, S), (N-358: H, 3-Cl-Ph, S, S), (N-353: H,
3-Br-Ph, 8, S), (N-360: H, 3-F-Ph, S, S), (N-361; H, 3-I-Ph, S, S), (N-362: H,
4.1-Ph, 8, S), (N-363: H, 4-OCF3-Ph, S, 8), (N-364: H, 3,4-dil-Ph, S, S), (N-365:
H, Indole-6-yl, S, S), (N-366: H, 1-Ac-indole-6-y1, S, S), (N-367: H, 1-Me-
indole-6-yl, S, S), (N-368: H, 4-(1-Imidazolyl)-Ph, S, S5), (N-369: H, 4-
Morphorino-Ph, 8, S), (N-370: H, 4-(1-Piperazinyl)-Ph, S, S), (N-371: H, 2:5-
diMe-thiophene-3-yl, S, S), (N-372: H, 2-Furyl, S, §), (N-373: H, S-Me-furan-
2-yl, 8, 8), (N-374: H, 5‘Me-furap-2-yl, S, S), (N-375: H, 2-Thiazelyl, S, S),
(N-376: H, 1:4-Benzodioxin-6-yl, S, S), (N-377: H, Benzo[b]furan-2-yl, S, S),
(N-378: H, 4-NH:CH2-Ph, S, S), (N-379: H, 4-N(Me)HCH2-Ph, 5, S), (N-380: H,
4-N{Me)2CH:-Ph, S, S), (N-381: H, §-Cl-pyridine-3-yl, S, S), (N-382: H, 5,6-
diCl-pyridine-3-yl, S, S), (N-383: H, 5-Cl-pyridine-2-yl, S, S), (N-384: H, 4:5-
diCl-pyridine-2-yl, S, S), (N-385: H, 4-CICH:-Bn, 8, S), (N-386: H, Bn, S, 5),
(N-387: H, 4-Cl1-Bn, S, S), (N-388: H, 4-Br-Bn, S, 8), (N-389; H, 4-F-Bn, 5, §),
(N-390: H, 3,4-diCl-Bn, S, S), (N-391L: H, 3,4-diBr-Bn, S, §), (N-392: H, 3.4-
diF-Bn, S, 8), (N-393: H, 4-Cl-Bz, S, §), (N-394: H, 3,4-diCl-Bz, S, S), (N-395:
H, 4-Br-Bz, 8, S), (N-396: H, 3,4-diBr-Bz, S, S), (N-397: H, 4-F-Bz, S, S), (N-
398: H 3 4-diF-Bz, S, 8), (N-399: H, 4-NO2-Bn, §, S), (N-400: H, 4-CN-Bn, S, 5),
(N-401: Me, Ph, S, S), (N-402: Me, 4-F-Ph, S, S), (N-403: Me, 4-Br-Ph, S, S),
(N-404: Me, 4-Me-Ph, S, S), (N-405: Me, 4-Ph-Ph, S, S), (N-406: Me, 4-OMe-Ph,
S. S), (N-407: Me, 4-tBu-Ph, S, S), (N-408: Me, 4-COOMe-Ph, S, S), (N-409: Me,
4.Pen-Ph, S, S), (N-410: Me, 4-NOz-Ph, S, S), (N-411: Me, 5-Cl-thiophene-2-yl,
S, 8), (N-412: Me, 3-Thienyl, S, 5), (N-413: Me, 2-Py, S, S), (N-414: Me, 3-Py, S,
S), (N-415: Me, 4-Py, S, S), (N-416: Me, 3,4-diF-Ph, S, S), (N-417: Me, 5-Br-
thiophene-2-yl, S, S), (N-418: Me, 4-CONH:-Ph, S, S), (N-41%: Me, 4-

CON(Me)H-Ph, S, S), (N-420: Me, 4-CON(Me)2-Ph, S, S), (N-421: Me, 4-
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iPrOC(=0)-Ph, S, S), (N-422: Me, 4-nBuOC(=0)-Ph, §, 5), (N-423: Me, 6-Me-
pyridine-3-yl, 8, 8), (N-424: Me, Quinoline-3-yl, S, 5), (N-425: Me, 4-NHs-Ph, S,
S), (N-426: Me, 4-N(Ac)H-Ph, S, S), (N-427: Me, 4-OH-Ph, S, ), (N-428: Me,
3.4-di(OH)z-Ph, S, S), (N-429: Me, 3,4-di(NH2)-Ph, S, S), (N-430: Me, 3:4-
[N(Ac)H]2-Ph, S, S), (N-431: Me, 4-SH-Ph, S, S}, (N-432: Me, 4-SMe-Ph, S, S),
(N-433: Me, 3,4-diBr-Ph, S, S), (N-434: Me, 4-N(Me)H-Ph, §, S), (N-435: Me,
4-N(Me)z-Ph, S, S), (N-436: Me, 4-N(Me)s+-Ph, S, S), (N-437: Me, 4-Et-Ph, 5, 5),
(N-438: Me, 4-iPr-Ph, S, S), (N-439: Me, 4-nPr-Ph, S, S), (N-440: Me, 4-nBu-Ph,
S, 8), (N-441: Me, 4-iBu-Ph, S, S), (N-442: Me, 3,4-diMe-Ph, S, S), (N-443: Me,
1,3-Benzodioxole-5-yl, S, S), (N-444: Me, N-Me-pyridinium-4-yl, S, S), (N-445:
Me, N-Me-pyridinium-3-yl, S, S), (N-446: Me, 5-Me-Pyridine-2-yl, S, S), (N-
447: Me, 2.Pyrazinyl, S, S), (N-448: Me, 3-FPyrrolyl, S, S), (N-449: Me, 1-Me-
pyrrole-3-y1, S, S), (N-450: Me, Pyridine N-oxide-4-yl, S, S), (N-451: Me,
Pyridine N-oxide-3-yl, S, 8), (N-462: Me, 6-OH-pyridine-3-yl, S, S), (N-453: Me,
6-SH-pyridine-3-yl, S, S), (N-454: Me, 1-Ac-pyrrole-3-yl, S, S), (N-456: Me, 4-
CFa-Ph, S, S), (N-456: Me, 4-CN-Ph, S, 8), (N-457: Me, 4-CHO-Ph, S, S), (N-
458: Me, 3-CL.Ph, S, S), (N-459: Me, 3-Br-Ph, S, 8}, (N-460: Me, 3-F-Ph, S, S),
(N-461: Me, 3-1-Ph, S, S), (N-462: Me, 4-1-Ph, S, S), (N-463: Me, 4-OCFs-Ph, §,
S), (N-464: Me, 3,4-dil-Ph, 8, S), (N-465: Me, Indole-6-yl, S, S), (N-466: Me,
1-Ac-indole-6-yl, S, S), (N-467: Me, 1-Me-indole-6-yl, S, S), (N-468: Me, 4-(1-
Imidazolyl)-Ph, S, S), (N-469: Me, 4.Morphorino-Ph, S, S), (N-470: Me, 4-(1-
Piperazinyl)-Ph, S, S), (N-471: Me, 2:5-diMe-thiophene-3-yl, S, S), (N-472: Me,
2.Furyl, S, 8), (N-473: Me, 5-Me-furan-2-yl, S5, S), (N-474: Me, 5-Me-furan-2-
yl, S, 8), (N-475: Me, 2-Thiazolyl, S, S), (N-476: Me, 1:4-Benzodioxin-6-y}, S, S),
(N-477: Me, Benzo[b]furan-2-yl, S, S), (N-478: Me, 4-NH:CH:-Ph, S, S), (N-
479: Me, 4-N(Me)HCH:z-Ph, S, S), (N-480: Me, 4-N(Me):CHz-Ph, S, §5), (N-481:

Me, 6-Cl-pyridine-3-yl, S, S), (N-482: Me, 5,6-diCl-pyridine-3-yl, S, S), (N-483:
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Me, 5-Cl-pyridine-2-yl, S, S), (N-484: Me, 4:5-diCl-pyridine-2-yl, S, 5), (N-485:
Me, 4-C1CH3:-Bn, 8, S), (N-486: Me, Bn, §, S), (N-487: Me, 4-Cl1-Bn, S, S), (N-
488: Me, 4-Br-Bn, S, S), (N-489: Me, 4-F-Bn, S, S), (N-490: Me, 3,4-diCl-Bn, S,
S), (N-491: Me, 3,4-diBr-Bn, S, S), (N-492: Me, 3.4-diF-Bn, S, 8), (N-493: Me,
4.Cl-Bz, S, ), (N-494: Me, 3,4-diCl-Bz, S, S), (N-495: Me, 4-Br-Bz, S, 5), (N-
496: Me, 3,4-diBr-Bz, S, S), (N-497: Me, 4-F-Bz, S, S5), (N-498: Me, 3,4-diF-Bz,
S. S), (N-499: Me, 4-NO2-Bn, S, 8), (N-500: Me, 4-CN-Bu, S, S), (N-501: Et, Ph,
S, S), (N-502: Et, 4-F-Ph, S, 8), (N-503: Et, 4-Br-Ph, S, 5), (N-504‘: Et, 4-Me-Ph,
S, S), (N-505: Et, 4-Ph-Ph, S, 8), (N-506: Et, 4-OMe-Ph, S, S), (N-507: Et, 4-
tBu-Ph, S, S), (N-508: Et.’ 4-COOMe-Ph, S, S), (N-509: Et, 4-Pen-Ph, S, S),
(N-510: Br, 4-NOz-Ph, 8, 8), (N-511: Et, 5-Cl-thiophene-2-yl, S, S), (N-512: Et,
3-Thienyl, S, S), (N-513: Et, 2-Py, S, 5}, (N-514: Et, 3-Py, S, S), (N-515: Et, 4-
Py, S, S), (N-516: Et, 3,4.diF-Ph, S, S), (N-517: Et, 5-Br-thiophene-2-yl, S, S),
(N-518: Et, 4-CONH»-Ph, S, S), (N-519: Et, 4-CON(Me)H-Ph, S, S}, (N-520: Et,
4-CON(Me)z-Ph, S, S), (N-521: Et, 4-iPrOC(=0)-Ph, 5, §5), (N-522: Et, 4-
aBuOCE=0)-Ph, S, 8), (N-523: Et, 6-Me-pyridine-3-yl, S, S), (N-524: Et,
Quinoline-3-yl, S, 8), (N-525: Et, 4-NH3-Ph, S, S), (N-526: Et, 4-N(Ac)H-Ph, S,
S) (N-527: Et, 4-OH-Ph, S, S), (N-528: Et, 3,4-di(OH)s-Ph, S, S), (N-529: Et,
3 4-di(NHz)-Ph, S, §), (N-530: Et, 3:4-[N(Ac)H]2-Ph, S, S), (N-531: Et, 4-SH-Ph,
S. S), (N-532: Bt, 4-SMe-Ph, S, ), (N-533: Et, 3,4-diBr-Ph, §, 5), (N-534: Et,
4-N(Me)H-Ph, S, S), (N-535: Bt, 4-N(Me)2-Ph, S, S), (N-536: Et, 4-N(Me)s*-Ph,
S S) (N-537: Et, 4.Et-Ph, S, 8), (N-538: Et, 4-iPr-Ph, S, S), (N-539: Et, 4.
nPr-Ph, S, S), (N-540: Et, 4-nBu-Ph, 8, S), (N-541: Et, 4-iBu-Ph, S, §), (N-542:
Et, 3.4-diMe-Ph, S, 8), (N-543: Et, 1,3-Benzodioxole-5-yl, S, S), (N-544: Et,
N-Me-pyridinium-4-yl, 8, 5), (N-545: Et, N-Me-pyridinium-3-yl, S, S), (N-546:
Et, 5-Me-Pyridine-2-yl, S, S), (N-547: Et, 2-Pyrazinyl, S, S), (N-548: BEt, 3-

Pyrrolyl, S, 8), (N-549: Et, 1-Me-p‘yrrole-3-y1, S, S), (N-550: Et, Pyridine N-
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oxide-4-yl, S, S), (N-5651: Et, Pyridine N-oxide-3-yl, S, S), (N-552: E¢, 6-OH-
pyridine-3-yl, 8, S), (N-553: Et, 6-SH-pyridine-3-yl, 5, 5), (N-5664; Bt, 1-Ac-
pyrrole-3-yl, S, 8). (N-555: Et, 4-CFs-Ph, S, S), (N-556: Et, 4.CN-Ph, S, §),
(N-557: Et, 4-CHO-Ph, S, S), (N-558: Et, 3-Cl1-Ph, S, S), (N-569: Bt, 3-Br-Ph, 5,
S), (N-560: Et, 3-F-Ph, S, S), (N-561: Et, 3-1-Ph, §, S), (N-562: Et, 4-1-Ph, 5, 5),
(N-563: BEt, 4-OCFs-Ph, S, 5), (N-564: Et, 3,4-dil-Ph, S, S), (N-565: Et, Indole-
6-yl, S, S). (N-566: Et, 1-Ac-indole-6-yl, S, S), (N-567: Et, 1.Me-indole-8-yl, S,
S), (N-568; Et, 4-(1-Imidazolyl)-Ph, S, 8), (N-569: Et, 4-Morphorino-Ph, S, S),
(N-570: Et, 4-(1-Piperazinyl)-Ph, §, 8), (N-571: Et, 2:5-diMe-thiophene-3-yl, S5,
8), (N-572: Et, 2-Furyl, S, 8), (N-573: Et, §-Me-furan-2-yl, §, ), (N-574: Eg,
5-Me-furan-2-yl, S, 8), (N-475: Et, 2-Thiazolyl, S, S8), (N-576: Et, 1:4-
Benzodioxin-6-yl, S, S), (N-577: Et, Benzo[b}furan-2-yl, S, S), (N-578: Et, 4-
NH:CH:-Ph, S, S), (N-579: Et, 4-N(Me)HCH:z-Ph, S, S), (N-580: Et, 4-
N{(Me):CHz-Ph, S, S), (N-581: Et, 6-Cl-pyridine-3-yl, S, S), (N-582: Et, 5,6-
diCl-pyridine-3-yl, S, S), (N-583: Et, 5-Cl-pyridine-2-yl, S, S), (N-584: Et,
4:5-diCl-pyridine-2-yl, S, S), (N-585: Et, 4.CICH:-Bn, 8, S), (N-586: Et, Bn, S,
S), (N-587: Et, 4-C1-Bn, S, S), (N-588: Et, 4-Br-Bn, S, S), (N-589: Et, 4-F-Bn, §,
S), (N-590: Et, 3,4-diC1-Bn, S, S), (N-591: Et, 3,4-diBr-Bn, S, S), (N-592: Et,
3 4-diF-Bn, S, S), (N-593: Et, 4-Cl-Bz, 8, S), (N-594: Et, 3,4-diCl-Bz, 5, 5),
(N-595: Et, 4-Br-Bz, S, 8), (N-596: Et, 3,4-diBr-Bz, S, S), (N-597: Et, 4-F-Bz, §,
3), (N-598: Et, 3,4-diF-Bz, S, §), (N-599: Et, 4-NO2-Bn, S, 5), (N-600: Et, 4-
CN-Bn, S, 8), (N-601: COOMe, Ph, S, 8), (N-602: COOMe, 4-F-Ph, 5, §), (N-
603: COOMe, 4-Br-Ph, S, S), (N-6064: COOMe, 4-Me-Ph, S, S), (N-605: COOMe,
4-Ph-Ph, S, S), (N-606: COOMe, 4-OMe-Ph, S, S), (N-607: COOMe, 4-tBu-Ph, S,
S), (N-608: COOMe, 4-COOMe-Ph, S, S), (N-609: COOMe, 4-Pen-Fh, S, §), (N-
510- COOMe, 4-NOz-Ph, S, 8), (N-611: COOMe, 5-Cl-thiophene-2-yl, S, 5),
(N-612: COOMe, 3-Thienyl, S, 8), (N-513: COOMe, 2-Py, S, 5), (N-614: COOMe,
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3-Py, S, S), (N-615: COOMe, 4-Py, S, 5), (N-616: COOMe, 3,4-diF-Ph, S, S),
(N-617: COOMe, 5-Br-thiophene-2-yl, S, §), (N-618: COOMe, 4-CONH;-Ph, S,
S), (N-619: COOMe, 4-CON(Me)H-Ph, S, 8), (N-620: COOMe, 4-CON(Me)z-Ph,
S, 8), (N-621: COOMe, 4-iPrOC(=0)-Ph, S, 8), (N-622: COOMe, 4-
pBuOC=0)-Ph, S, S), (N-623;: COOMe, 6-Me-pyridine-3-yl, S, S), (N-624:
COOMe, Quinoline-3-y!, S, 8), (N-625: COOMe, 4-NHz-Ph, S, S), (N-626:
COOMe, 4-N(Ac)H-Ph, 8, 8), (N-627: COOMe, 4-OH-Ph, S, S), (N-628: COOMe,
3 4.di(OH)z-Ph, S, §), (N-629: COOMe, 3,4-di(NHg)-Ph, S, S), (N-630: COOMe,
3:4-[N(Ac)H]s-Ph, 8, S), (N-631: COOMe, 4-SH-Ph, S, S), (N-632: COOMe, 4-
SMe-Ph, S, S), (N-633: COOMe, 3,4-diBr-Ph, S, S), (N-634: COOMe, 4-
N(Me)H-Ph, S, 8), (N-635: COOMe, 4-N(Me)2-Ph, S, S), (N-636: COOMe, 4-
N(Me)a*-Ph, S, S), (N-637: COOMe, 4-Et-Ph, S, 5), (N-638: COOMe, 4-iPr-Ph, S,
S), (N-639: COOMe, 4-nPr-Ph, S, S), (N-640: COOMe, 4-nBu-Ph, S, S), (N-641:
COOMe, 4-iBu-Ph, S, S), (N-642: COOMe, 3,4-diMe-Ph., S, S), (N-643: COOMe,
1,3-Benzodioxole-5-yl, S8, S), (N-644: COOMe, N-Me-pyridinium-4-yl, S, S),
(N-645: COOMe, N-Me-pyridinium-3-yl, S, S), (N-646: COOMe, 5-Me-
Pyridine-2-yl, S, 8), (N-64T: COOMe, 2-Pyrazinyl, S, S), (N-648: COOMe, 3-
Pyrrolyl, S, S), (N-649: COOMe, 1-Me-pyrrole-3-yl, S, S), (N-650: COOMe,
Pyridine N-oxide-4-yl, S, S), (N-651: COOMe, Pyridine N-oxide-3-yl, S, S),
(N-652: COOMe, 6-OH-pyridine-3-yl, S, S), (N-653: COOMe, 6-SH-pyridine-3-
vl, S, S), (N-654: COOMe, 1-Ac-pyrrole-3-yl, S, 8), (N-655: COOMe, 4-CFs-Ph,
S, S), (N-666: COOMe, 4-CN-Ph, S, S), (N-657: COOMe, 4-CHO-Ph, §, S), (N-
658: COOMe, 3-C1-Ph, S, 5), (N-659: COOMé, 3-Br-Ph, S, S), (N-660: COOMe,
3.F-Ph, S, S), (N-661: COOMe, 3-I-Ph, S, §), (N-662: COOMe, 4-1-Ph, S, S),
(N-663: COOMe, 4-OCFs-Ph, S, §), (N-664: COOMe, 3,4-dil-Ph, S, S), (N-665:
COOMe, Indole-6-y1, S, S), (N-666: COOMe, 1-Ac-indole-6.yl, S, S), (N-667:

COOMe, 1-Me-indole-6-yl, S, S), (N-668: COOMe, 4-(1-Imidazolyl)-Ph, S, S),
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(N-669: COOMe, 4-Morphorino-Ph, S, S), (N-670: COOMe, 4-(1-Piperazinyl)-
Ph, S, S), (N-671: COOMe, 2:5-diMe-thiophene-3-yl, S, S), (N-672: COOMe, 2-
Furyl, S, S), (N-673: COOMe, 5-Me-furan-2-yl, S, §), (N-674; COOMe, 5-Me-
furan-2-yl, S, S), (N-675; COOMe, 2-Thiazolyl, S, S), (N-676: COOMe, 1:4-
Benzodioxin-6-yl, 8, 8), (N-577: COOMe, Benzo[b]furan-2.yl, S, S), (N-678:
COOMe, 4-NH:CH3z-Ph, S, S), (N-679: COOMe, 4-N(Me)HCH:z-Ph, S, 5), (N-
680: COOMe, 4-N(Me)2CH2-Ph, S, S), (N-681: COOMe, 6-Cl-pyridine-3-yl, S, S),
(N-682: COOMe, 5,6-diCl-pyridine-3-yl, S, S), (N-683: COOMe, 5-Cl-pyridine-
2-yl, 8, 8), (N-684: COOMe, 4:5-diCl-pyridine-2-yl, S, S), (N-685: COOMe, 4-
CICH:-Bn, S, 8), (N-686: COOMe, Bn, 8, S), (N-687: COOMe, 4-Cl-Bn, §, §),
(N-688: COOMe, 4-Br-Bn, S, S), (N-68%9: COOMe, 4-F-Bn, S, §5), (N-690:
COOMe, 3,4-diC1-Bn, S, S}, (N-691: COOMe, 3,4-diBr-Bn, S, S), (N-692:
COOMe, 8,4-diF-Bn, S, S), (N-693: COOMe, 4-Cl-Bz, S, S), (N-694: COOMe,
3 4-diCl-Bz, S, 8), (N-695; COOMe, 4-Br-Bz, S, S), (N-696: COOMe, 3,4-diBr-
Bz, S, S), (N-697: COOMe, 4-F-Bz, S, S), (N-698: COOMe, 3,4-diF-Bz, S, S),
(N-699: COOMe, 4-NO3-Bn, §, 8), (N-700: COOMe, 4-CN-Bn, S, S), (N-701: Ph,
H, 0, S), (N-702: 4-F-Ph, H, 0, S), (N-703: 4-Br-Ph, H, O, 8), (N-704: 4-Me-Ph,
H 0, 8), (N-705: 4-Ph-Ph, H, O, 8), (N-706: 4-OMe-Ph, H, O, §), (N-707: 4-
tBu-Ph, H. 0, S), (N-708: 4-COOMe-Ph, H, O, S), (N-703: 4.Pen-Ph, H, O, §),
(N-710: 4-NO:z-Ph, H, O, S), (N-711: 5.Cl-thiophene-2-yl, H, O, §), (N-712: 3-
Thienyl, H, 0, 8), (N-713: 2-Py, H, O, S), (N-714: 3-Py, H, O, 5), (N-715: 4-Py,
H, O, S), (N-716; 3,4-aiF-Ph, H, O, 8), (N-717; 5-Br-thiophene-2-yl, H, O, 5),
(N-718: 4-CONHa-Ph, H, 0, 8), (N-719: 4-CON(Me)H-Ph, H, O, §), (N-720: 4-
CON(Me)2-Ph, H, O, §), (N-721: 4.iPrOC(=0)-Ph, H, O, S), (N-722: 4-
pBuQC(=0)-Ph, H, O, S), (N-723: 6-Me-pyridine-3-yl, H, O, S), (N-724:
Quinoline-3-y], H, O, S), (N-725: 4-NHz-Ph, H, 0, S), (N-726: 4-N(Ac)H-Ph, H,

0, 8), (N-727: 4-OH.Ph, H, O, S), (N-728: 3,4-di(OH)z-Ph, H, O, 5), (N-725:
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3,4-di(NHz)-Ph, H, O, 8), (N-730: 3:4-[N(Ac)H]2-Ph, H, O, S), (N-731: 4-SH.Ph,
H O, 8), (N-732: 4-SMe-Ph, H, O, S), (N-733: 3,4-diBr-Ph, H, O, S), (N-734:
4-N(Me)H-Ph, H, O, S), (N-735: 4-N(Me)z-Ph, H, O, S), (N-736: 4-N(Me)s*-Ph,
H 0, 8), (N-737: 4-Et-Ph, H, O, S), (N-738: 4-iPr-Ph, H, O, S), (N-739: 4.nPr-
Ph, H, 0, 8), (N-740: 4-nBu-Ph, H, 0, §), (N-741: 4-iBu-Ph, H, O, §), (N-742;
3,4-diMe-Ph, H, O, S), (N-743: 1,3-Benzodioxole-8-yl, H, O, S), (N-744: N-Me-
pyridinium-4-yl, H, O, 8), (N-745: N-Me-pyridinium-3-yl, H, O, §), (N-746: 5-
Me-Pyridine-2-yl, H, O, 8), (N-747: 2-Pyrazinyl, H, O, S), (N-748: 3.Pyrrolyl, H,
0, 8), (N-749: 1-Me-pyrrole-3-yl, H, O, S), (N-750: Pyridine N-oxide-4-yl, H, O,
8), (N-751: Pyridine N-oxide-3-yl, H, O, S), (N-752: 6-OH-pyridirne-3-yl, H, O,
S), (N-753: 6-SH-pyridine-3-yl, H, O, §), (N-754: 1-Ac-pyrrole-3-yl, H, O, S),
(N-755: 4-CFs-Ph, H, O, §), (N-756: 4-CN-Ph, H, O, S), (N-757: 4-CHO-Ph, H, O,
S), (N-758: 3-Cl-Ph, H, O, S), (N-759: 3-Br-Ph, H, O, S), (N-760: 3-F-Ph, H, O,
S). (N-761: 3-I.Ph, H, 0, 8), (N-762: 4-1-Ph, H, O, 8), (N-763: 4-OCFs-Ph, H, O,
S) (N-764: 3,4-dil-Ph, H, O, S), (N-765: Indole-6-yl, H, O, S), (N-766: 1-Ac-
indole-6-yl, H, O, S), (N-76T: 1-Me-indole-6-yl, H, O, S), (N-768: 4-(1-
Imidazolyl)-Ph, H, O, 8), (N-769: 4-Morphorino-Ph, H, 0, S), (N-770: 4-(1-
Piperazinyl)-Ph, H, O, 8), (N-771: 2:5-diMe-thiophene-3-yl, H, O, S), (N-772:
2.Furyl, H, O, 8), (N-773: 5.-Me-furan-2-yl, H, O, S), (N-774: 5-Me-furan-2-yl,
H, 0, 8), (N-775: 2-Thiazolyl, H, O, 5), (N-776: 1:4-Benzodioxin-6-yl, H, O, S),
(N-777: Benzo[b]furan-2-yl, H, 0, S), (N-778: 4-NH.CH:-Ph, H, O, S), (N-779:
4-N(Me)HCHs-Ph, H, 0, 8), (N-780: 4-N(Me)2CHs-Ph, H, O, 5), (N-781: 6-Cl-
pyridine-3.yl, H, O, S), (N-782: 5 6-diCl-pyridine-3-yl, H, O, S), (N-783: 5-Cl-
pyridine-2-yl, H, O, S), (N-784: 4:5-diCl-pyridine-2-yl, H, O, S), (N-785: 4.
CICH;-Bun, H, 0, S), (N-786: Bn, H, O, 8), (N-787: 4-C1-Bn, H, O, 5), (N-788:
4-Br-Bn, H, 0, 8), (N-789; 4-F-Bn, H, 0, 8), (N-790: 3,4-diCl-Bn, H, O, S), (N-

791: 3,4-diBr-Bn, H, O, S), (N-792: 3,4-diF-Bn, H, 0, S), (N-793: 4-C1-Bz, H, O,
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8), (N-794: 3,4-diCl-Bz, H, O, S), (N-795: 4-Br-Bz, H, O, §), (N-796: 3,4-diBr-
Bz, H, 0, 8), (N-797; 4-F-Bz, H, O, S), (N-798: 3,4-diF-Bz, H, O, S), (N-799: 4-
NO:-Bn, H, O, S), (N-800: 4-CN-Bn, H, O, 8), (N-801: Ph, Me, O, S), (N-802:
4.F-Ph, Me, O, S), (N-803: 4-Br-Ph, Me, O, S), (N-804: 4-Me-Ph, Me, O, S),
(N-805: 4-Ph-Ph, Me, O, S), (N-806: 4-.OMe-Ph, Me, O, S), (N-807: 4-tBu-Ph,
Me, O, S), (N-808: 4-COOMe-Ph, Me, O, S), (N-809: 4-Pen-Ph, Me, O, 5), (N-
810: 4-NO3z-Ph, Me, O, S), (N-811: 5-Cl-thiophene-2-yl, Me, O, S), (N-812: 3-
Thienyl, Me, O, S), (N-813: 2-Py, Me, O, S), (N-814: 3-Py, Me, O, S), (N-815:
4.Py, Me, O, S), (N-816: 3,4-diF-Ph, Me, O, S), (N-817: 5-Br-thiophene-2-yi, Me,
O, 8), (N-818: 4-CONH:-Ph, Me, O, 8), (N-819: 4-CON(Me)H-Ph, Me, O, S),
(N-820: 4-CON(Me)2-Ph, Me, O, S), (N-821: 4-iPrOC(=0)-Ph, Me, O, S), (N-822:
4-nBu0OC(=0)-Ph, Me, O, S), (N-823: 6-Me-pyridine-3-yl, Me, O, S), (N-824:
Quinoline-3-yl, Me, O, S), (N-825: 4-NHs-Ph, Me, O, S), (N-826: 4-N(Ac)H-Ph,
Me, O, S), (N-827: 4-0H-Ph, Me, O, S), (N-828: 3,4-di(OH)2-Ph, Me, O, S5), (N-
829: 3,4-di(NH2)-Ph, Me, O, S), (N-830: 8:4-[N(Ac)H]z-Ph, Me, O, S), (N-831:
4.8H-Ph, Me, O, S), (N-832: 4-SMe-Ph, Me, O, S), (N-833: 3,4-diBr-Ph, Me, O,
8), (N-834: 4-N(Me)H-Ph, Me, O, S), (N-835: 4-N(Me)2-Ph, Me, O, S), (N-836:
4-N{Me)s*-Ph, Me, O, 8), (N-837: 4-Et-Ph, Me, O, S), (N-838: 4-iPr-Ph, Me, O,
S), (N-839; 4-nPr-Ph, Me, O, S}, (N-840: 4-uBu-Ph, Me, O, S), (N-841: 4-iBu-Ph,
Me, O, 8), (N-842: 3,4-diMe-Ph, Me, O, 5), (N-843: 1,3-Benzodioxole-5-yl, Me,
0. S), (N-844; N-Me-pyridinium-4-y}, Me, O, 5), (N-845: N-Me-pyridinium-3-yl,
Me, O, S), (N-846: 5-Me-Pyridine-2-yl, Me, O, S), (N-847: 2-Pyrazinyl, Me, O,
Q). (N-848: 3-Pyrrolyl, Me, O, ), (N-849: 1-Me-pyrrole-3-yl, Me, O, 5), (N-850:
Pyridine N-oxide-4-yl, Me, O, S), (N-851: Pyridine N-oxide-3-yl, Me, O, ),
(N-852: 6-OH-pyridine-3-yl, Me, O, S), (N-853: 6-SH-pyridine-3-yl, Me, O, S),
(N-854: 1-Ac-pyrrole-3-yl, Me, O, 3), (N-855: 4-CF3-Ph, Me, O, 5), (N-856: 4-

CN-Ph, Me, O, S), (N-857: 4-CHO-Ph, Me, O, 8), (N-858: 3-Cl-Ph, Me, O, 5),
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(N-859: 3-Br-Ph, Me, O, S), (N-860: 3-F-Ph, Me, O, ), (N-861: 3-1-Ph, Me, O, 5),
(N-862: 4-1-Ph, Me, O, 8), (N-863: 4-OCFs-Ph, Me, O, S), (N-864: 3,4-dil-Ph,
Me, O, 8), (N-865: Indole-6-yl, Me, O, S), (N-866: 1-Ac-indole-6-yl, Me, O, S),
(N-867: 1-Me-indole-6-yl, Me, O, S), (N-868: 4-(1-Imidazolyl)-Ph, Me, O, §),
(N-869: 4-Morphorino-Ph, Me, 0, 8), (N-870: 4-(1-Piperazinyl)-Ph, Me, O, S),
(N-871: 2:5-diMe-thiophene-3-yl, Me, O, 8), (N-872: 2-Furyl, Me, O, S), (N-873:
5-Me-furan-2-yl, Me, O, S), (N-874: 5-Me-furan-2-yl, Me, 0, S), (N-875: 2.
Thiazolyl, Me, O, S), (N-876: 1:4-Benzodioxin-6-yl, Me, O, S§), (N-877:
Benzo[b]furan-2-yl, Me, O, S), (N-878: 4-NH:CH3z-Ph, Me, O, S), (N-879: 4-
N(Me)HCH:z-Ph, Me, O, S), (N-880: 4-N(Me)2CH2-Ph, Me, O, 8), (N-881: 6-Cl-
pyridine-3-yl, Me, O, S), (N-882: 5,6-diCl-pyridine-3-yl, Me, O, S), (N-883: 5-
Cl-pyridine-2-yl, Me, O, S), (N-884: 4:5.diCl-pyridine-2-yl, Me, O, 8), (N-885:
4.CICHs2-Bn, Me, O, S), (N-886: Bn, Me, O, S), (N-887: 4-Cl-Bn, Me, O, 5), (N-
888: 4-Br-Bn, Me, O, S), (N-889: 4-F-Bn, Me, O, S}, (N-890: 3,4-diC1-Bn, Me, O,
S), (N-891: 3,4-diBr-Bn, Me, O, S), (N-892: 3,4-diF-Bn, Me, O, S), (N-893: 4-
C1-Bz, Me, O, S), (N-894: 3,4-diCi-Bz, Me, O, S), (N-895: 4-Br-Bz, Me, O, S),
(N-896: 3,4-diBr-Bz, Me, O, S), (N-807: 4-F-Bz, Me, O, 8), (N-898: 3,4-diF-Bz,
Me, O, S), (N-899: 4-NOz-Bn, Me, O, §), (N-300: 4-CN-Bn, Me, O, S), (N-901;
Ph, Bt, O, S), (N-902: 4-F-Ph, Et, O, S), (N-903: 4-Br-Ph, Et, O, ), (N-904: 4-
Me-Ph, Et, 0, 8), (N-905: 4-Ph-Ph, Et, O, 5), (N-906: 4-OMe-Ph, Et, O, S), (N-
307: 4-tBu-Ph, Et, 0, 8), (N-908: 4-COOMe-Ph, Et, O, S), (N-909: 4-Pen-Ph, Et,
0, ), (N-910: 4-NOs-Ph, Et, 0, §), (N-911: 5-Cl-thiophene-2-yl, Et, O, §), (N-
912: 3-Thienyl, Et, O, S), (N-913: 2-Py, Et, O, S), (N-914: 3-Py, Et, O, §), (N-
915: 4-Py, Et, 0, S), (N-916: 3,4-diF-Ph, Et, 0, 8), (N-917: 5-Br-thiophene-2-yl,
Et, O, 8), (N-918: 4-CONH2-Ph, Et, O, ), (N-9189: 4-CON(Me)H-Ph, Et, O, S),
(N-920: 4.CON(Me)z-Ph, Et, O, 5), (N-921: 4-1iPrOC(=0)-Ph, Et, O, S), (N-922:

4-nBuOC(=0)-Ph, Et, O, S), (N-923: 6-Me-pyridine-3-yl, Et, O, S), (N-924:
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Quinoline-3-yl, BEt, 0, S), (N-925: 4-NH3-Ph, Et, O, S), (N-926: 4-N(Ac)H-Ph,
Et, 0, S), (N-927: 4-OH-Ph, Et, O, §), (N-928: 3,4-ai(OH)2-Ph, Et, O, S), (N-
929: 3,4-di(NH2)-Ph, Et, O, S), (N-930: 3:4-[N(Ac)H]z-Ph, Et, O, S), (N-931: 4.
SH-Ph, Et, O, S), (N-932: 4-SMe-Ph, Et, O, S), (N-933: 3,4-diBr-Ph, Et, G, S),
(N.934: 4-N(Me)H-Ph, Et, O, S), (N-935: 4-N(Me):-Ph, Et, O, 5), (N-936: 4-
N(Me)s*-Ph, Et, O, S), (N-937: 4-Et-Ph, Et, O, S), (N-938: 4-iPr-Ph, Et, O, S},
(N-939: 4-nPr-Ph, Et, O, S), (N-940: 4-nBu-Ph, Et, O, 8), (N-941: 4-iBu-Ph, Et,
0, 8), (N-942: 3,4-diMe-Ph, Et, O, S), (N-943: 1,3-Benzodioxole-5-yl, Et, O, S},
(N-944; N-Me-pyridinium-4.yl, Et, O, S), (N-945: N-Me-pyridinium-3-yl, Et, O,
S), (N-946: 5-Me-Pyridine.2.yl, Et, O, S), (N-947: 2-Pyrazinyl, Et, O, S), (N-
948: 3-Pyrrolyl, Et, O, S), (N-949: 1-Me-pyrrole-3-yl, Et, O, S), (N-950:
Pyridine N-oxide-4-yl, Et, O, S), (N-951: Pyridine N-oxide-3-yl, Et, O, S), (N-
952: 6-OH-pyridine-3-yl, Et, O, S), (N-953: 6-SH-pyridine-3-yl, Et, O, S), (N-
954: 1-Ac-pyrrole-3-y1, Et, O, S), (N-955: 4-CF3a-Ph, Et, O, S), (N-956: 4-CN-Ph,
Et, O, 8), (N-957: 4.CHO-Ph, Et, O, S), (N-958: 3-Cl-Ph, Et, O, S), (N-959: 3-
Br-Ph, Et, O, 8), (N-960: 3-F-Ph, Et, O, S}, (N-961: 3-1-Ph, Et, O, S), (N-962:
4-1.Ph, Et, O, 8), (N-968: 4-OCFs-Ph, Et, O, 8), (N-964: 3,4-dil-Ph, Et, O, 8),
(N-965: Indole-6-yl, Et, O, 5), (N-966: 1-Ac-indole-6-yl, Et, O, S), (N-967: 1-
Me-indole-6-y1, Et, O, S), (N-968: 4-(1-Imidazolyl)-Ph, Et, O, 8), (N-969: 4-
Morphorino-Ph, Et, O, S), (N-970: 4-(1-Piperazinyl}-Ph, Et, O, S), (N-971:
2:5.diMe-thiophene-3-yl, Et, O, S), (N-972: 2-Furyl, Et, O, S), (N-873: 5-Me-
furan-2-yl, Et, O, S), (N-874: 5-Me-furan-2-yl, Bt, O, 8), (N-975: 2-Thiazolyl,
Bt O, S), (N-976: 1:4-Benzodioxin-6-yl, Et, O, 8), (N-377: Benzo[b}furan-2-yl,
Et, O, S), (N-978: 4-NH,CH:-Ph, Et, O, 8), (N-979: 4-N(Me)HCH.-Ph, Et, O, S),
(N-980: 4-N(Me)2CHz-Ph, Et, O, 8), (N-981: 6-Cl-pyridine-3-yl, Et, O, S), (N-
982: 5,6-diCl-pyridine-3-yl, Et, O, 8), (N-383: 5-Cl-pyridine-2-yl, Et, O, 5),

(N-984: 4:5-diCl-pyridine-2-yl, Et, 0, S), (N-985: 4-C1CH2-Bn, Et, O, S), (N-
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986: Bn, Bt, 0, S), (N-987: 4-Cl-Bn, Et, O, S), (N-988: 4-Br-Bn, Et, O, 5), (N-
989: 4-F-Bn, Et, 0, 8), (N-990: 3,4-diCl-Bn, Et, O, 5), (N-991: 3,4-diBr-Bn, Et,
0, S), (N-992: 3,4-diF-Bn, Et, O, 8), (N-993: 4-Ci-Bz, Et, 0, S), (N-994: 3,4-
4iCl-Bz, Et, 0, S), (N-995: 4-Br-Bz, Et, O, §), (N-996: 3,4-diBr-Bz, Et, O, 5),
(N-997: 4-F-Bz, Et, O, S), (N-998: 8,4-diF-Bz, Et, O, 3), (N-999: 4-NO2-Bn, Et,
0, 8), (N-1000: 4-CN-Bn, Et, O, 8), (N-1001: Ph, COOMe, O, S), (N-1002: 4-F-
Ph, COOMe, O, S), (N-1003: 4-Br-Ph, COOMe, O, S), (N-1004: 4-Me-Ph,
COOMe, O, S), (N-1005: 4-Ph-Ph, COOMe, O, S), (N-1006; 4-OMe-Ph, COOMe,
0, S), (N-1007: 4-tBu-Ph, COOMe, O, S), (N-1008: 4-COOMe-Ph, COOMe, O, S),
(N-1009: 4-Pen-Ph, COOMe, O, S), (N-1010: 4-NO2-Ph, COOMe, O, S), (N-1011:
5-Cl-thiophene-2-yl, COOMe, O, S), (N-1012: 3-Thienyl, COOMe, O, S), (N-
1013: 2-Py, COOMe, O, 8), (N-1014: 3-Py, COOMe, O, S), (N-1015: 4-Py,
COOMe, 0, S), (N-1016: 3,4-diF-Ph, COOMe, O, S), (N-1017: 5-Br-thiophene-
2.y, COOMe, O, S), (N-1018: 4-CONH:z-Ph, COOMe, O, S), (N-1019: 4
CON(Me)H-Ph, COOMe, O, S), (N-1020: 4-CON(Me)z-Ph, COOMe, O, 5}, (N-
1021: 4-iPrOC(=0)-Ph, COOMe, 0, 8), (N-1022: 4-nBuOC(=0)-Ph, COOMe, O,
S), (N-1023: 6-Me-pyridine-3-yl, COOMe, 0, S), (N-1024: Quinoline-3-yl,
COOMe, 0, S), (N-1025: 4-NH2.Ph, COOMe, O, S), (N-1026: 4-N(Ac)H-Ph,
COOMe, O, S), (N-1027: 4-OH-Ph, COOMe, O, §), (N-1028: 3,4-di(OH)z:-Ph,
COOMe, O, S), (N-1029; 8,4-di(NH2)-Ph, COOMe, O, S5), (N-1030: 3:4-
[N(Ac)H]z-Ph, COOMe, O, S), (N-1031: 4-SH-Ph, COOMe, 0, S), (N-1032: 4-
SMe-Ph, COOMe, O, S), (N-1033: 3,4-diBr-Ph, COOMe, O, S), (N-1034: 4-
N(Me)H-Ph, COOMe, O, S), (N-1035: 4-N(Me)2-Ph, COOMe, O, S), (N-1036: 4-
N(Me)s*-Ph, COOMe, O, 8), (N-1037: 4-Et-Ph, COOMe, O, S), (N-1038: 4-iPx-
Ph, COOMe, O, S), (N-1039: 4-.nPr-Ph, COOMe, O, S), (N-1040: 4-nBu-Ph,
COOMe, O, S), (N-1041: 4-iBu-Ph, COOMe, 0, S), (N-1042: 3,4-diMe-Ph,

COOMe, O, S), (N-1043: 1,3-Benzodioxole-5-yl, COOMe, 0O, S), (N-1044: N-
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Me-pyridinium-4-yl, COOMe, O, S), (N-1045: N-Me-pyridinium-3-yl, COOMe,
0, S), (N-1046: 5-Me-Pyridine-2-yl, COOMe, 0, 8), (N-1047: 2-Pyrazinyl,
COOMe, O, S), (N-1048: 3-Pyrrolyl, COOMe, O, S), (N-1049: 1-Me-pyrrole-3-yl,
COOMe, O, S), (N-1050: Pyridine N-oxide-4-yl, COOMe, 0, S), (N-1051:
Pyridine N-oxide-3-yl, COOMe, O, S), (N-1052: 6-OH-pyridine-3-yl, COOMe, O,
S), (N-1053: 6-SH-pyridine-3-yl, COOMe, O, S), (N-10564: 1-Ac-pyrrole-3-yl,
COOMe, O, S), (N-1055: 4-CF3-Ph, COOMe, O, S), (N-1056: 4-CN-Ph, COOMe,
0, S), (N-1057: 4-.CHO-Ph, COOMe, O, S), (N-1058: 3-C1-Ph, COOMe, O, 9),
(N-1059: 3-Br-Ph, COOMe, O, 8), (N-1060: 3-F-Ph, COOMe, O, S), (N-1061: 3-
I.Ph, COOMe, O, S), (N-1062: 4-I-Ph, COOMo, O, S), (N-1063: 4-OCFs-Ph,
COOMe, O, S), (N-1064: 3,4-dil-Ph, COOMe, O, S), (N-1065: Indole-6-yl,
COOMe, O, S), (N-1066: 1-Ac-indole-6-yl, COOMe, O, S), (N-1067; 1-Me-
indole-6-yl, COOMe, O, S), (N-1068: 4-(1-Imidazolyl)-Ph, COOMe, O, S), (N-
1069: 4-Morphorino-Ph, COOMe, O, 8), (N-1070: 4-(1-Piperazinyl)-Ph, COOMe,
0, S), (N-1071: 2:5-diMe-thiophene-3-yl, COOMe, O, S), (N-1072: 2-Furyl,
COOMe, O, S), (N-1073: 5-Me-furan-2-yl, COOMe, O, S), (N-1074: 5-Me-
furan-2-yl, COOMe, O, 8), (N-1075: 2-Thiazolyl, COOMe, O, 8), (N-1076: 1:4-
Benzodioxin-6-yl, COOMe, O, S), (N-1077: Benzo[blfuran-2-yl, COOMe, 0, 9),
(N-1078: 4-NH2CHa-Ph, COOMe, O, S), (N-1079: 4.-N(Me)HCH:-Fh, COOMe, O,
S), (N-1080: 4-N(Me)2CH2-Ph, COOMe, O, S), (N-1081: 6-Cl-pyridine-3-yl,
COOMe, O, 8), (N-1082: 5,6-diCl-pyridine-3-yl, COOMe, O, S), (N-1083: 5-Cl-
pyridine-2-yl, COOMe, O, 8), (N-1084: 4:5-diCl-pyridine-2-yl, COOMe, O, S),
(N-1085: 4.CICH2-Bn, COOMe, O, S), (N-1086: Bn, COOMe, O, S), (N-1087: 4-
C1-Bn, COOMe, O, S), (N-1088: 4-Br-Bn, COOMe, O, S), (N-1089: 4-F-Bn,
COOMe, O, S), (N-1090: 3,4-diCl-Bn, COOMe, O, S), (N-1091: 3,4-diBr-Bun,
COOMe, O, 8), (N-1092: 3,4-diF-Bn, COOMe, O, S), (N-1093: 4-Cl1-Bz, COOMe,

0. S), (N-1094: 3,4-diC1-Bz, COOMe, O, 8), (N-1095: 4-Br-Bz, COOMe, O, §),
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(N-1096: 3,4-diBr-Bz, COOMe, O, S), (N-1097: 4-F-Bz, COOMe, O, S), (N-1098:
3,4-diF-Bz, COOMe, O, S), (N-1099: 4-NO2-Bn, COOMe, O, ), (N-1100: 4-CN-
Bn, COOMe, O, 8), (N-1101: H, Ph, O, §), (N-1102: H, 4-F-Ph, O, S), (N-1103: H,
4-Br-Ph, O, S), (N-1104: H, 4-Me-Ph, O, S), (N-1106: H, 4-Ph-Ph, O, 5), (N-
1106: H, 4-OMe-Ph, O, S), (N-1107: H, 4-tBu-Ph, O, S), (N-1108: H, 4-
COOMe-Ph, O, 8), (N-1109: H, 4-Pen-Ph, O, S), (N-1110: H, 4-NO3-Ph, O, S),
(N-1111: H, 5-Cl-thiophene-2-yl, O, 8), (N-1112: H, 3-Thienyl, 0, S), (N-1113:
H 2.Py, O, S), (N-1114: H, 3-Py, O, §), (N-1115: H, 4-Py, O, 8), (N-1116: H,
3,4-diF-Ph, O, S), (N-1117: H, 5-Br-thiophene-2-yl, O, S), (N-1118: H, 4-
CONH3z-Ph, O, 8), (N-1119; H, 4-CON(Me)H-Ph, O, S), (N-1120: H, 4-
CON(Me)2-Ph, O, S), (N-1121: H, 4-iPrOC(=0)-Ph, O, S5), (N-1122: H, 4-
nBuOC(=0)-Ph, O, S), (N-1123: H, 6-Me-pyridine-3-yl, O, S), (N-1124: H,
Quinoline-3-yl, O, 8), (N-1125: H, 4-NH3z-Ph, O, §), (N-1126: H, 4-N(Ac¢)H-Ph,
0, 8), (N-1127: H, 4-OH-Ph, O, S), (N-1128: H, 3,4-di(OH):-Ph, O, §), (N-1129:
H, 3,4-di(NH3)-Ph, O, 8), (N-1130: H, 3:4-[N(Ac)H]z-Ph, O, ), (N-1131: H, 4-
SH-Ph, O, S), (N-1132: H, 4-SMe-Ph, O, 8), (N-1133: H, 3,4-diBr-Ph, O, 5),
(N-1134: H, 4-N(Me)H-Ph, O, S), (N-1135: H, 4-N(Me)2-Ph, O, §), (N-1136: H,
4-N(Me)s*-Ph, O, 8), (N-1137: H, 4-Et-Ph, O, 8), (N-1138: H, 4-iPr-Ph, O, 8),
(N-1139: H, 4-nPr-Ph, O, §), (N-1140: H, 4-nBu-Ph, O, S), (N-1141: H, 4-iBu-
Ph, O, S), (N-1142: H, 3,4-diMe-Ph, O, S), (N-143: H, 1,3-Benzedioxole-5-yl, O,
8), (N-1144;: H, N-Me-pyridinium-4-yl, 0, 8), {(N-1145: H, N-Me-pyridinium-3-
yl, 0, 8), (N-1146: H, 5-Me-Pyridine-2-yl, O, S), (N-1147: H, 2-Pyrazinyl, O, S),
(N-1148: H, 3-Pyrrolyl, O, 8), (N-1149: H, 1-Me-pyr:rolé-3-yl, 0, 8), (N-1160: H,
Pyridine N-oxide-4-yl, O, S), (N-1151: H, Pyridine N-oxide-3-yl, O, S), (N-
1152: H, 6-OH-pyridine-3-yl, O, S), (N-1153: H, 6-SH-pyridine-3-yl, O, S), (N-
1154 H, 1-Ac-pyrrole-3-yl, O, 8), (N-1155: H, 4-CF3-Ph, O, S), (N-1156: H, 4-

CN-Ph, O, S), (N-1157: H, 4-CHO-Ph, O, S), (N-1158: H, 3-Cl-Ph, O, S), (N-
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1159: H, 3-Br-Ph, O, S), (N-1160: H, 3-F-Ph, O, §), (N-1161: H, 3-1-Ph, O, S),
(N-1162; H, 4-1-Ph, O, S), (N-1163: H, 4-OCF3-Ph, O, 8), (N-1164: H, 3,4-dil-Ph,
0, S), (N-1165: H, Indole-6-yl, O, S), (N-1166: H, 1-Ac-indole-6-yl, 0, S), (N-
1167: H, 1-Me-indole-6-y!, O, 8), (N-1168: H, 4-(1-Imidazolyl)-Ph, O, 5), (N-
1169: H, 4-Morphorino-Ph, 0, 8), (N-1170: H, 4-(1-Piperazinyl)-Ph, O, S), (N-
1171 H, 2:5-diMe-thiophene-3-yl, O, S), (N-1172: H, 2-Furyl, O, S), (N-1173: H,
5.-Me-furan-2-yl, 0, S), (N-1174: H, 5-Me-furan-2-yl, O, §), (N-1175: H, 2-
Thiazolyl, O, 8), (N-1176; H, 1:4-Benzodioxin-6-yl, O, S), (N-1177: H,
Benzo[b]furan-2-yl, O, 8), (N-1178: H, 4-NH:CH:-Ph, O, S), (N-1179: H, 4-
N(Me)HCH:-Ph, O, S), (N-1180: H, 4-N(Me)2CHz-Ph, O, 5), (N-1181: H, 6-Cl-
pyridine-3-yl, O, S), (N-1182: H, 5,6-diCl-pyridine-3-yl, O, S), (N-1183: H, 5-
Cl-pyridine-2-yl, O, S), (N-1184: H, 4:5-diCl-pyridine-2-yl, O, S), (N-1185: H,
4.C1CHs-Bn, O, 8), (N-1186: H, Bn, O, S), (N-1187: H, 4-Cl-Bn, O, S), (N-1188:
H 4-Br-Bn, O, §), (N-1189: H, 4.F-Bn, O, §), (N-1190: H, 3,4-diCl-Bn, O, 5),
(N-1191: H, 3,4-diBr-Bn, O, S), (N-1192: H, 3,4-diF-Bn, O, 5), (N-1193: H, 4-
Cl-Bz, 0, 8), (N-1194: H, 3,4-diCl-Bz, O, S), (N-1195: H, 4-Br-Bz, O, 5), (N-
1196: H, 3,4-diBr-Bz, O, 8), (N-1197: H, 4-F-Bg, 0, 8), (N-1198: H, 3,4-diF-Bz,
0, 8), (N-1199: H, 4-NO2-Bn, O, 5), (N-1200: H, 4-CN-Bn, 0, S), (N-1201: Me,
Ph, O, S), (N-1202: Me, 4-F-Ph, O, S}, (N-1203: Me, 4-Br-Ph, O, S), (N-1204: Me,
4-Me-Ph, O, 8), (N-1205: Me, 4-Ph-Ph, O, 8), (N-1206: Me, 4-OMe-Ph, O, 5),
(N.1207: Me, 4-tBu-Ph, O, S), (N-1208: Me, 4-COOMe-Ph, O, S), (N-1209: Me,
4-Pen-Ph, O, S), (N-1210: Me, 4-NO2-Ph, O, S), (N-1211: Me, 5-Cl-thiophene-
2-yl, 0, ), (N-1212: Me, 3-Thienyl, O, 8), (N-1213: Me, 2-Py, O, S), (N-1214;
Me, 3-Py, 0, 8), (N-1215: Me, 4-Py, 0, S), (N-1216: Me, 3,4-diF-Ph, O, 8), (N-
1217: Me, 5-Br-thiophene-2-yl, O, S), (N-1218; Me, 4-CONH2-Ph, O, S), (N-
1219: Me, 4-CON(Me)H-Ph, O, $), (N-1220: Me, 4-CON(Me)2-Ph, O, 5), (N-

1221: Me, 4-iPrOC(=0)-Ph, O, S), (N-1222: Me, 4-nBu0OC(=0)-Ph, O, S), (N-
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1223: Me, 6-Me-pyridine-3-yl, O, S), (N-1224: Me, Quinoline-3-yl, O, S), (N-
1225: Me, 4-NH2-Ph, O, S), (N-1226: Me, 4-N(Ac)H-Ph, O, S), (N-1227: Me, 4-
OH-Ph, O, 9), (N-1228: Me, 3,4-di(OH)z2-Ph, O, S), (N-1229: Me, 3,4-di(NHz)-Ph,
0, S), (N-1230: Me, 3:4-[N(Ac)H]z-Ph, O, S), (N-1231: Me, 4-SH-Ph, O, S), (N-
1232: Me, 4-SMe-Ph, O, S), (N-1233: Me, 3,4-diBr-Ph, O, S), (N-1234; Me, 4-
N(Me)H-Ph, O, S), (N-1235: Me, 4-N(Me)2-Ph, O, S), (N-1236: Me, 4-N(Me)a*-
Ph, O, 8), (N-1237: Me, 4-Et-Ph, O, S), (N-1238: Me, 4-iPr-Ph, O, 5), (N-1239:
Me, 4-nPr-Ph, O, S), (N-1240: Me, 4-nBu-Ph, O, S), (N-1241: Me, 4-iBu-Ph, O,
S), (N-1242: Me, 3,4-diMe-Ph, O, S), (N-1243: Me, 1,3-Benzodioxole-5-yl, O, S),
(N-1244: Me, N-Me-pyridinium-4-yl, O, S), (N-1245: Me, N-Me-pyridinivm-3-
yl, 0, 8), (N-1246: Me, 5-Me-Pyridine-2-yl, O, S), (N-1247: Me, 2-Pyrazinyl, O,
S), (N-1248: Me, 3-Pyrrolyl, O, S), (N-1249: Me, 1-Me-pyrrole-3-yl, O, S), (N-
1250: Me, Pyridine N-oxide-4-yl, O, S), (N-1251: Me, Pyridine N-oxide-3-yl, O,
S), (N-1252: Me, 6-OH-pyridine-3-yl, O, S), (N-1253: Me, 6-SH-pyridine-3-yl, O,
S), (N-1254: Me, i-Ac-pyrrole-3-yl, O, §), (N-1255: Me, 4.CF3-Ph, O, S), (N-
1256: Me, 4-CN-Ph, O, S), (N-1257: Me, 4-CHO-Ph, O, S), (N-1258: Me, 3-Cl-Ph,
0, 8), (N-1259: Me, 3-Br-Ph, O, 8), (N-1260: Me, 3-F-Ph, O, S), (N-1261: Me,
3.1.Ph, O, S), (N-1262: Me, 4-1.Ph, O, S), (N-1263: Me, 4-OCFs-Ph, O, S), (N-
1264: Me, 3,4-dil-Ph, O, 8), (N-1265: Me, Indole-6-yl, O, S), (N-1266: Me, 1-
Ac-indole-8-yl, O, S), (N-1267: Me, 1-Me-indole-6-yl, O, S), (N-1268: Me, 4-(1-
Imidazolyl)-Ph, O, S), (N-1269: Me, 4-Morphorino-Ph, O, S), (N-1270: Me, 4-
(1-Piperazinyl)-Ph, O, S), (N-1271: Me, 2:5-diMe-thiophene-3-yl, O, S), (N-
1272: Me, 2-Furyl, O, S), (N-1273: Me, 5-Me-furan-2-yl, O, §), (N-1274: Me,
5-Me-furan-2-yl, O, 8), (N-1275: Me, 2-Thiazolyl, O, S), (N-1276: Me, 1:4-
Benzodioxin-6-yl, O, S), (N-1277: Me, Benzo[b}furan-2-yl, O, S), (N-1278: Me,
4.NH3;CHz-Ph, O, S), (N-1279: Me, 4-N(Me)HCHz-Ph, O, S), (N-1280: Me, 4-

N(Me):CHz-Ph, O, S), (N-1281: Me, 6-Cl-pyridine-3-yl, 0, S), (N-1282: Me,
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5.6-diCl-pyridine-3-yl, O, S}, (N-1283: Me, 5-Cl-pyridine-2-yl, O, S), (N-1284;
Me, 4:5-diCl-pyridine-2-yl, O, S), (N-1285: Me, 4-CICH:2-Bn, 0O, S), (N-1286: Me,
Bn, O, S), (N-1287; Me, 4-C1-Bn, O, 5), (N-1288: Me, 4-Br-Bn, O, S), (N-1289:
Me, 4-F-Ba, O, S), (N-1290: Me, 3,4-diCl-Bn, O, S), (N-1291: Me, 3,4-diBr-Bn,
0. S), (N-1292: Me, 3,4-diF-Bn, O, S), (N-1293: Me, 4-C1-Bz, 0, ), (N-1294; Me,
3 4-diCl-Bz, 0, S), (N-1295: Me, 4-Br-Bz, O, S), (N-1296: Me, 3,4-diBr-Bz, O, S),
(N-1297: Me, 4-F-Bz, O, 5), (N-1298: Me, 3,4-diF-Bz, O, S), (N-1299: Me, 4-
NO:z-Bn, O, S), (N-1300: Me, 4-CN-Bn, O, 8), (N-1301: Et, Ph, O, S), (N-1302:
B¢, 4-F-Ph, O, §), (N-1303: Et, 4-Br-Ph, O, S), (N-1304: Et, 4-Me-Ph, O, S),
(N-1305: Et, 4-Ph-Ph, O, S), (N-1306; Et, 4-OMe-Ph, O, S), (N-1307: Et, 4-
tBu-Ph, 0, 8), (N-1308: BEt, 4-COOMe-Ph, O, S), (N-1309: Et, 4-Pen-Ph, O, S),
(N-1310: Et, 4-NO2-Ph, O, S), (N-1311: Et, 5-Cl-thiophene-2-yl, O, S), (N-1312:
Et 3-Thienyl, O, S), (N-1313: Et, 2-Py, O, S), (N-1314: Et, 3-Py, O, 8), (N-1315:
Et, 4-Py, O, 8), (N-1316: Et, 3,4-diF-Ph, O, 8), (N-1317: Et, 5-Br-thiophene-2-
yl, 0, S), (N-1318: Et, 4-CONH:-Ph, O, 8), (N-1319: Et, 4-CON(Me)H-Ph, O, 5),
(N-1320: Et, 4-CON(Me)2-Ph, O, S), (N-1321: Et, 4-iPrOC(=0)-Ph, O, 85), (N-
1322: BEt, 4-nBuQOC(=0)-Ph, O, §), (N-1323: Et, 6-Me-pyridine-3-yl, O, S), (N-
1324: Bt, Quinoline-3-yl, O, 8), (N-1325: Et, 4-NH:-Ph, O, S), (N-1326: Et, 4-
N(A)H.Ph, O, §), (N-1327: Et, 4-0H-Ph, 0, §), (N-1328: Et, 3,4-di(0H)2-Ph, O,
S), (N-1329: Et, 3,4-di(NH»)-Ph, O, S), (N-1330: Et, 3:4-[N(Ac)H}z-Ph, O, 8),
(N-1331: Et, 4-SH-Ph, O, 5), (N-1332: Et, 4-SMe-Ph, O, S), (N-1333: Et, 3,4-
diBr-Ph, O, 8), (N-1334: Et, 4-N(Me)H-Ph, O, S), (N-1335: Et, 4-N(Me):-Ph, O,
§), (N.1336: Et, 4-N(Me)s*-Ph, O, 8), (N-1337: Et, 4-Et-Ph, O, S), (N-1338: Et,
4-iPr-Ph, 0, 8), (N-1339: Et, 4-nPr-Ph, 0, S), (N-1340: Et, 4-nBu-Ph, O, §),
(N-1341: Et, 4-iBu-Ph, O, 5), (N-1342: Bt, 3,4-diMe-Ph, O, S), (N-1343: Et,
1,3-Benzodioxole-5-y1, O, S), (N-1344: Et, N-Me-pyridinium-4-yl, O, S), (N-

1345: Et, N-Me-pyridinium-3-yl, O, 8), (N-1346: Et, 5-Me-Pyridine-2-yl, O, S),
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(N-1347: Et, 2-Pyrazinyl, O, S), (N-1348: Et, 3-Pyrrolyl, O, S), (N-1349: E¢, 1-
Me-pyrrole-3-yl1, O, S), (N-1350: Et, Pyridine N-oxide-4-yl, O, S), (N-1361: Et,
Pyridine N-oxide-3-yl, O, §), (N-1352: Et, 6-OH-pyridine-3-yl, O, §), (N-1353:
Et, 6-SH-pyridine-3-yl, O, 8), (N-1354: Et, 1-Ac-pyrrole-3-yl, O, 8), (N-1355:
Et, 4-CF3-Ph, O, S), (N-1356: Et, 4-CN-Ph, O, S), (N-1357: Et, 4-CHO-Ph, O, S),
(N-1358: Et, 3-C1-Ph, O, S), (N-1359: Et, 3-Br-Ph, O, S), (N-1360: Et, 3-F-Ph, O,
9), (N-1361: Et, 3-I-Ph, O, S), (N-1362: Et, 4-I-Ph, O, S5), (N-1363: Et, 4-
OCFs-Ph, 0, S), (N-1364: Et, 3,4-dil-Ph, O, S), (N-1365: Et, Indole-6-yl, O, S),
(N-1366: Et, 1-Ac-indole-6-yl, O, S), (N-1367: Et, 1-Me-indole-6-yl, O, S), (N-
1368: Et, 4-(1-Imidazolyl)-Ph, O, S), (N-1369: Et, 4-Morphorino-Ph, O, S), (N-
1370: Et, 4-(1-Piperazinyl)-Ph, O, S), (N-1371: Et, 2:5-diMe-thiophene-3-yl, O,
S), (N-1372: Et, 2-Furyl, O, S), (N-1373: Et, 5-Me-furan-2-yl, O, S), (N-1374.
Et, 5-Me-furan-2-yl, O, S), (N-1375: Et, 2-Thiazolyl, O, S), (N-1376: Et, 1:4-
Benzodioxin-6-yl, O, 8), (N-1377: Et, Benzo[b)furan-2-yl, O, S), (N-1378: Et,
4.NH2CH:-Ph, O, S), (N-1379: Et, 4-N(Me)HCH3z-Ph, O, S), (N-1380: Et, 4-
N(Me)2CH:-Ph, O, S), (N-1381: Et, 6-Cl-pyridine-3-yl, 0, S), (N-1382: Et, 5,6-
diCl-pyridine-3-yl, O, S), (N-1383: Et, 5-Cl-pyridine-2-yl, O, S), (N-1384: Et,
4:5-diCl-pyridine-2-yl, O, S), (N-1385: Et, 4-CICH:-Bn, O, S), (N-1386: Et, Bn,
0, S), (N-1387: Et, 4-C1-Bn, O, S), (N-1388: Et, 4-Br-Bn, O, S), (N-1389: Et,
4.F.Bn, 0, 8), (N-1390: Et, 3,4-diCl-Bn, O, S), (N-1391: Et, 3,4-diBr-Bn, O, 8),
(N-1392: Et, 3,4-diF-Bn, O, S), (N-1393: Et, 4-Cl-Bz, O, S), (N-1394: Et, 3,4-
diCl-Bz, O, 8), (N-1395: Et, 4-Br-Bz, 0, §), (N-1396: Et, 3,4-diBr-Bz, O, S),
(N-1397: Et, 4-F-Bz, O, S), (N-1398: Et, 3,4-diF-Bz, 0, S), (N-1399: Et, 4-NOs-
Bn, O, S), (N-1400: Et, 4-CN-Bn, O, S), (N-1401: COOMe, Ph, O, S), (N-1402:
COOMe, 4-F-Ph, O, 8), (N-1403: COOMe, 4-Br-Ph, O, 8), (N-1404: COOMe, 4-
Me-Ph, O, 8), (N-1405: COOMe, 4-Ph-FPh, O, 5), (N-1406: COOMe, 4-OMe-Fh, O,

S), (N-1407: COOMe, 4-tBu-Ph, 0, §), (N-1408: COOMe, 4.COOMe-Ph, 0O, S),
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(N-1409: COOMe, 4-Pen-Ph, O, S), (N-1410: COOMe, 4-NOs-Ph, O, S), (N-1411:
COOMe, 5-Cl-thiophene-2-yl, O, S), (N-1412: COOMe, 3-Thieny!, O, S), (N-
1413: COOMe, 2-Py, O, 8), (N-1414: COOMe, 3-Py, O, S), (N-1415: COOMe, 4-
Py, 0, S), (N-1416: COOMe, 3,4-diF-Ph, O, S), (N-1417: COOMe, 5-Br-
thiophene-2-y}, O, 8), (N-1418: COOMe, 4-CONH:-Ph, O, S), (N-1419: COOMe,
4-CON(Me)H-Ph, O, S), (N-1420: COOMe, 4-CON(Me)2-Ph, O, 5), (N-1421:
COOMe, 4-iPrOC(=0)-Ph, O, S), (N-1422: COOMe, 4-nBuOC(=0)-Ph, O, S),
(N.1423: COOMe, 6-Me-pyridine-3-yl, O, 5), (N-1424: COOMe, Quinoline-3-yl,
0. 8), (N-1425: COOMe, 4-NHz-Ph, O, S), (N-1426: COOMe, 4-N(Ac)H-Ph, O, §),
(N-1427: COOMe, 4-OH-Ph, O, S), (N-1428: COOMe, 3,4-di(OH)2-Fh, O, S),
(N-1429: COOMe, 3,4-di(NHz)-Ph, O, S), (N-1430: COOMe, 3:4-[N(Ac)H]}2-Ph,
0, 8), (N-1431: COOMe, 4-SH-Ph, O, S), (N-1432: COOMe, 4-SMe-Ph, O, 5),
(N-1433: COOMe, 3,4-diBr-Ph, O, S), (N-1434; COOMe, 4-N(Me)H-Ph, 0, 9),
(N-1435: COOMe, 4-N(Me)z-Ph, O, S), (N-1436: COOMe, 4-N(Me)s+-Ph, O, S5),
(N-1437: COOMe, 4-Et-Ph, O, S), (N-1438: COOMe, 4-iPr-Ph, 0, S), (N-1439:
COOMe, 4-nPr-Ph, O, S), (N-1440: COOMe, 4-nBu-Ph, O, S), (N-1441;: COOMe,
4.iBu-Ph, O, 8), (N-1442: COOMe, 3,4-diMe-Ph, O, S), (N-1443: COOMe, 1,3-
Benzodioxole-5-yl, O, S), (N-1444: COOMe, N-Me-pyridinium-4-yl, O, S), (N-
1445. COOMe, N-Me-pyridinium-3-yl, O, 8), (N-1446: COOMe, 5-Me-
Pyridine-2-yl, O, 8), (N-1447: COOMe, 2-Pyrazinyl, O, S), (N-1448: COOMe,
3.Pyrrolyi, O, S), (N-1449: COOMe, 1-Me-pyrrole-3-yl, O, 8), (N-1450: COOMe,
Pyridine N-oxide-4-yl, O, S), (N-1451: COOMe, Pyridine N-oxide-3-yl, 0, 9,
(N-1452: COOMeo, 6-OH-pyridine-3-yl, O, §), (N-1453: COOMe, 6-SH-
pyridine-3-yl, O, 8), (N-1454: COOMe, 1-Ac-pyrrole-3-yl, O, S), (N-1455:
COOMe, 4-CFs-Ph, O, S), (N-1456: COOMe, 4-CN-Ph, O, §), (N-145T: COOMe,
4-CHO-Ph, O, 8), (N-1458: COOMe, 3-Cl-Ph, O, 5), (N-1459: COOMe, 3-Br-Ph,

0, 8), (N-1460: COOMe, 3-F-Ph, O, S), (N-1461. COOMe, 3-I-Ph, O, S), (N-
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1462: COOMe, 4-1-Ph, O, S), (N-1463: COOMe, 4-OCFs-Ph, O, S), (N-1464:
COOMe, 3,4-dil-Ph, O, S), (N-1465: COOMe, Indole-6-yl, O, S), (N-1466:
COOMe, 1-Ac-indole-6-yl, O, 8), (N-1467: COOMe, 1-Me-indole-6-yl, O, S),
(N-1468: COOMe, 4-(1-Imidazolyl)-Ph, O, 8), (N-1469: COOMe, 4-
Morphorino-Ph, O, S), (N-1470: COOMe, 4-(1-Piperazinyl)-Ph, O, §), (N-1471:
COOMe, 2:5-diMe-thiophene-3-yl, O, S), (N-1472: COOMe, 2-Furyl, O, 8), (N-
1473: COOMe, 5-Me-furan-2-yl, O, S), (N-1474; COOMe, 5-Me-furan-2-yl, O, S),
(N-1475: COOMe, 2-Thiazolyl, O, S), (N-1476: COOMe, 1:4-Benzodioxin-6-y1,
0, S), (N-1477: COOMe, Benzo[b]furan-2.yl, O, S), (N-1478: COOMe, 4-
NH,CHz-Ph, O, S), (N-1479: COOMe, 4-N(Me)HCH;-Ph, O, 8), (N-1480:
COOMe, 4-N(Me):CH3:-Ph, O, S), (N-1481: COOMe, 6-Cl-pyridine-3-yl, O, S),
(N-1482; COOMe, 5,6-diCl-pyridine-3-yl, O, S), (N-1483: COOMe, 5-Cl-
pyridine-2-yl, O, S), (N-1484: COOMe, 4:5-diCl-pyridine-2-yl, O, 5), (N-1485:
COOMe, 4-CICH2-Bn, O, S), (N-1486: COOMe, Bn, O, S), (N-1487: COOMe, 4-
Cl-Bn, O, 8), (N-1488: COOMe, 4-Br-Bn, O, S), (N-1489: COOMe, 4-F-Bn, O, 8),
(N-1490: COOMe, 3,4-diCl-Bn, O, S), (N-1491: COOMe, 3,4-diBr-Bn, O,_ S,
(N.1492: COOMe, 3,4-diF-Bn, O, 8), (N-1493: COOMe, 4-C1-Bz, O, S), (N-1494:
COOMe, 3,4-diC1-Bz, O, S), (N-1495: COOMe, 4-Br-Bz, O, S), (N-1496: COOMe,
3,4-diBr-Bz, O, S), (N-1497: COOMe, 4-F-Bz, O, S), (N-1498: COOMe, 3,4-diF-
Bz, O, 8), (N-1499: COOMe, 4-NOz-Bn, 0, S), (N-1500: COOMe, 4-CN-Bn, O, 5),
(N-1501: Ph, Me, S, O), (N-1502: 4-F-Ph, Me, §, 0), (N-1508: 4-Br-Ph, Me, §, 0),
(N-1504: 4-Me-Ph, Me, S, 0), (N-1505: 4.Ph-Ph, Me, S, 0), (N-1506: 4-OMe-Ph,
Me, S, 0), (N-1507: 4-tBu-Ph, Me, S, 0), (N-1508: 4-COOMe-Ph, Me, S, 0),
(N-1509: 4-Pen-Ph, Me, S, O), (N-1510: 4-NOz-Ph, Me, S, 0), (N-1511: 5-Cl-
thiophene-2-yl, Me, S, 0), (N-1512: 3-Thienyl, Me, 8, 0), (N-15613: 2-Py, Me, S,
0), (N-1514: 3-Py, Me, S, 0), (N-1515: 4-Py, Me, S, 0), (N-1516: 3,4-d1F-FPh, Me,

S, 0), (N-1517: 5-Br-thiophene-2-yl, Me, S, 0), (N-1518: 4-CONHz-Ph, Me, S,
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0), (N-1519: 4-CON(Me)H-Ph, Me, S, 0), (N-1520: 4-CON(Me)z-Ph, Me, S, 0O),
(N-1521: 4-iPrOC(=0)-Ph, Me, S, 0), (N-1522: 4-nBuOC(=0)-Ph, Me, 5, 0),
(N-1523; 6-Me-pyridine-3-yl, Me, S, 0), (N-1524: Quinoline-3-y}, Me, S, O),
(N-1525: 4-NHq-Ph, Me, S, 0), (N-1526: 4-N(Ac)H-Ph, Me, S, 0), (N-1527: 4-
OH-Ph, Me, S, 0), (N-1528: 3,4-d1(OH)2-Ph, Me, S, O), (N-15629: 3,4-di(NH3z)-Ph,
Me, S, 0), (N-1530: 3:4-[N(Ac)H]z-Ph, Me, S, O), (N-1531: 4-SH-Ph, Me, S, O),
(N-1532: 4-SMe-Ph, Me, S, 0), (N-1533: 3,4-diBr-Ph, Me, S, O), (N-1534: 4-
N(Me)H-Ph, Me, S, 0), (N-1535: 4-N(Me)z-Ph, Me, S, O), -(N'1536: 4-N(Me)a+-
Ph, Me, S8, 0), (N-1537: 4-Et-Ph, Me, S, O), (N-1538: 4-iPr-Ph, Me, §, O), (N-
1539: 4-nPr-Ph, Me, S, 0), (N-1540: 4-nBu-Ph, Me, S, 0), (N-1541: 4-iBu-Ph,
Me, S, 0), (N-1542: 3,4-diMe-Ph, Me, S, O), (N-1543: 1,3-Benzodioxole-5-yl, Me,
S, 0), (N-1544: N-Me-pyridinium-4-yl, Me, 5, O), (N-1545: N-Me-pyridinium-
3-yl, Me, S, 0), (N-1546: 5-Me-Pyridine-2-yl, Me, 8, 0), (N-1547; 2-Pyrazinyl,
Me, S, 0), (N-1548: 3-Pyrrolyl, Me, S, 0), (N-1549: 1-Me-pyrrole-3-yl, Me, S,
0), (N-1550: Pyridine N-oxide-4-yl, Me, S, 0), (N-1551: Pyridine N-oxide-3-yl,
Me, S, 0), (N-1552: 6-OH-pyridine-3-yl, Me, S, O}, (N-1553: 6-SH-pyridine-3-
yl, Me, S, 0), (N-1554; 1-Ac-pyrrole-3-yl, Me, S, 0), (N-1555: 4-CF3-Ph, Me, S,
0), (N-1556: 4-CN-Ph, Me, S, 0), (N-1557; 4-CHO-Ph, Me, S, 0), (N-1558: 3-
Cl-Ph, Me, S, 0), (N-1559: 3-Br-Ph, Me, S, 0), (N-1560: 3-F-Ph, Me, S, 0),
(N-1561: 3-1-Ph, Me, S, O), (N-15662: 4.1-Ph, Me, S, 0), (N-1563: 4-OCFs-Ph, Me,
S 0), (N-1564: 3,4-dil-Ph, Me, S, O), (N-1565: Indole-6-yl, Me, §, 0), (N-1566:
1-Ac-indole-6-yl, Me, S, 0), (N-1567: 1-Me-indole-6-yl, Me, S, O), (N-1568: 4-
(1-Imidazolyl)-Ph, Me, S, 0), (N-1569: 4-Morphorino-Ph, Me, S, 0), (N-1570:
4-(1-Piperazinyl)-Ph, Me, S, O), (N-1571: 2:5-diMe-thiophene-3-yl, Me, S, O),
(N-1572: 2-Furyl, Me, S, O), (N-1573: 5.-Me-furan-2-yl, Me, S, O), (N-1574: 5-
Me-furan-2-yl, Me, S, 0), (N-1575: 2-Thiazolyl, Me, S, 0), (N-1576: 1:4-

Benzodioxin-6-yl, Me, S, 0), (N-1677: Benzo[b)furan-2-yl, Me, S, O0), (N-1578:
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4-NH.CH:-Ph, Me, S, 0), (N-1579: 4-N(Me)HCH2-Ph, Me, S, 0), (N-1580: 4-
N(Me):CHz-Ph, Me, S, 0), (N-1581: 6-Cl-pyridine-3-yl, Me, S, O), (N-1582;
5,6-diCl-pyridine-3-yl, Me, S, 0), (N-1583: 5-Cl-pyridine-2-yl, Me, S, O), (N-
1584; 4:5-diCl-pyridine-2-yl, Me, S, 0), (N-1585: 4-C1CH3-Bn, Me, S, 0), (N-
1586: Bn, Me, S, 0), (N-1587: 4-Cl1-Bn, Me, S, 0), (N-1588: 4-Br-Bn, Me, S, 0),
(N-1589: 4-F-Bn, Me, S, 0), (N-1590: 3,4-diC}-Bn, Me, S, O), (N-1591: 3,4-
diBr-Bn, Me, S, 0), (N-1592: 3,4-diF-Bn, Me, S, 0), (N-1593: 4-C1-Bz, Me, S, 0),
(N-1594: 3,4-diCl-Bz, Me, S, O), (N-1595: 4-Br-Bz, Me, S, 0), (N-15696: 3,4-
diBr-Bz, Me, S, 0), (N-1597; 4-F-Bz, Me, S, 0), (N-1598: 3,4-diF-Bz, Me, S, 0),
(N-1599: 4-NO2-Bn, Me, S, O), (N-1600: 4-CN-Bn, Me, S, O), (N-1602: 4-F-Ph,
Et, S, 0), (N-1603: 4-Br-Ph, Et, S, 0), (N-1604: 4-Me-Ph, Et, S, 0), (N-1605:
4-Ph-Ph, Et, S, 0), (N-1606: 4-OMe-Ph, Et, S, 0), (N-1607: 4-tBu-Ph, Et, S, 0),
(N-1608: 4-COOMe-Ph, Et, S, O0), (N-1609: 4-Pen-Ph, Et, S, O), (N-1610: 4-
NQO:-Ph, Et, S, 0), (N-1611: 5-Cl-thiophene-2-yl, Et, S, O), (N-1612: 3-Thieny],
Et, S, 0), (N-1613: 2-Py, Et, S, 0), (N-1614: 3-Py, Et, S, 0), (N-1615: 4-Py, Et,
S, 0), (N-1616: 3,4-diF-Ph, Et, S, O), (N-1617: 5-Br-thiophene-2-yl, Et, S, 0),
(N-1618: 4-CONH:-Ph, Et, S, O), (N-1619: 4-CON(Me)H-FPh, Et, S, 0), (N-1620:
4-CON(Me)z-Ph, Et, S, 0), (N-1621: 4-iPrOC(=0)-Ph, Et, S, O), (N-1622: 4-
nBu0OC(=0)-Ph, Et, S, 0), (N-1623: 6-Me-pyridine-3-yl, Et, S, 0), (N-1624:
Quinoline-3-yl, Et, S, 0), (N-1625: 4-NHz-Ph, Et, S, 0), (N-1626: 4-N(Ac)H-Ph,
Et, S, 0), (N-1627: 4-OH-Ph, Et, S, 0), (N-1628: 3,4-di(OH)2-Ph, Et, S, O), (N-
1629: 3,4-di(NH2)-Ph, Et, S, 0), (N-1630: 3:4-[N(Ac)H]z-Ph, Et, S, O0), (N-1631:
4.SH-Ph, Et, S, 0), (N-1632: 4-SMe-Ph, Et, S, 0), (N-1633: 3,4-diBr-Ph, Et, S,
0), (N-1634: 4-N(Me)H-Ph, Et, S, O), (N-1635: 4-N(Me)z-Ph, Et, 5, O0), (N-1636:
4-N(Me)s*-Ph, Et, S, O), (N-1637: 4-Et-Ph, Et, 5, O0), (N-1638: 4-iPr-Ph, Et, S,
0), (N-1639: 4-nPr-Ph, Et, S, 0), (N-1640: 4.nBu-Ph, Et, S, O), (N-1641: 4-

iBu-Ph, Et, S, 0), (N-1642: 3,4-diMe-Ph, Et, 5, 0), (N-1643: 1,3-Benzedioxole-
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5-yl, Et, S, 0), (N-1644: N-Me-pyridinium-4-yl, Et, S, O), (N-1645: N-Me-
pyridinium-3-yl, Et, S, 0), (N-1646: 5-Me-Pyridine-2-yl, Et, S, 0), (N-1647; 2-
Pyrazinyl, Bt, 8, 0), (N-1648: 3-Pyrrolyl, E¢, 5, O), (N-1649: 1-Me-pyrrole-3-yl,
Et, S, 0), (N-1650: Pyridine N-oxide-4.yl, Et, §, 0), (N-16561: Pyridine N-
oxide-3-yl, Et, S, 0), (N-1652: 6-OH-pyridine-3-yl, Et, §, O), (N-1653: 6-SH-
pyridine-3-yl, Bt, S, 0), (N-1654: 1-Ac-pyrrole-3-yl, Et, S, 0), (N-1656: 4-CFa-
Ph, Et, S, 0), (N-1656: 4.CN-Ph, Et, S, 0), (N-1657: 4-CHO-Ph, Et, S, O), (N-
1658: 3-C1-Ph, Et, S, 0), (N-165%: 3-Br-Ph, Et, S, O), (N-1660: 3-F-Ph, Et, S, O),
(N-1661: 3-1-Ph, Et, S, 0), (N-1662: 4-1-Ph, Et, S, O), (N-1663: 4-OCFs-Ph, Et,
S, 0), (N-1664: 3,4-dil-Ph, Et, S, 0), (N-1665: Indole-6-yl, Et, S, 0), (N-1666:
1-Ac-indole-6-y1, Et, 8, O0), (N-1667: 1-Me-indole-6-yl, Et, S, ), (N-1668: 4-
(1-Imidazolyl)-Ph, Et, S, 0), (N-1669: 4-Morphorino-Ph, Et, S, O0), (N-1670: 4-
(1-Piperazinyl)-Ph, Et, S, O), (N-1671: 2:5-diMe-thiophene-3-yl, Et, S, 0), (N-
1672: 2-Furyl, Et, S, 0), (N-1673: 5-Me-furan-2-yl, Et, S, O0), (N-1674: 5-Me-
furan-2-yl, Et, 8, 0), (N-1675: 2.Thiazolyl, Et, S, 0), (N-1676: 1:4-
Benzodioxin-6-yl, Et, S, 0), (N-1677: Benzo[b]furan-2-yl, Et, S, 0), (N-1678:
4.NH:CH2-Ph, Et, S, 0), (N-1679: 4-N(Me)HCH2-Ph, Et, S, 0), (N-1680: 4-
N{(Me)2CH:-Ph, Et, S, 0), (N-1681: 6-Cl-pyridine-3-yl, Et, S, O), (N-1682: 5,6-
diCl-pyridine-3-yl, Et, S, 0), (N-1683: 5.-Cl-pyridine-2-yl, Et, S, 0), (N-1684:
4:5-diCl-pyridine-2-yl, Et, S, 0), (N-1685: 4.CICH2-Brn, Et, 5, 0), (N-1686: Bn,
Et, S, O), (N-1687: 4-C)-Bn, Et, S, 0), (N-1688: 4-Br-Bn, Et, 5, 0), (N-1685:
4.F-Bn, Et, S, 0), (N-1690: 3,4-diC1-Bn, Et, S, 0), (N-1691: 3,4-diBr-Bn, Et, S,
0), (N-1692: 3,4-diF-Bn, Et, .S, 0), (N-1693: 4-Cl-Bz, Et, S, 0), (N-1694: 3,4-
diCl-Bz, Et, 8, 0), (N-1695: 4-Br-Bz, Et, S, 0), (N-1696: 3,4-diBr-Bz, Et, §, O),
(N-1697: 4-F-Bz, Et, 8, 0), (N-1698: 8,4-diF-Bz, Et, 8, 0), (N-1699: 4-NO3z-Bn,
Et, S, 0), (N-1700: 4-CN-Bn, Et, S, 0), (N-1701: Ph, COOMe, S, O), (N-1702:

4.F-Ph, COOMe, 8, 0), (N-1703: 4-Br-Ph, COOMe, S, Q), (N-1704: 4-Me-Ph,

84



COOMe, S, 0), (N-1705: 4-Ph-Ph, COOMe, S, 0), (N-1706: 4-OMe-Ph, COOMe,
S, 0), (N-1707: 4-tBu-Ph, COOMe, S, 0), (N-1708: 4-COOMe-Ph, COOMe, S, 0),
(N-1709: 4-Pen-Ph, COOMe, S, 0), (N-1710: 4-NOz-Ph, COOMe, 8, O), (N-1711:
5-Cl-thiophene-2-yl, COOMe, S, 0), (N-1712: 3-Thienyl, COOMe, S, O), (N-
1713: 2-Py, COOMe, S, 0), (N-1714: 3-Py, COOMe, S, O), (N-1715: 4-Py,
COOMe, S, 0), (N-1716: 3,4-diF-Ph, COOMe, S, 0), (N-1717: 5-Br-thiophene-
2-yl, COOMe, S, 0), (N-1718: 4.CONH2-Ph, COOMe, S, 0), (N-1719: 4-
CON(Me)H-Ph, COOMe, S, 0), (N-1720: 4-CON(Me)2-Ph, COOMe, S, 0), (N-
1721; 4-iPrOC(=0)-Ph, COOMe, S, 0), (N-1722: 4-nBuOC(=0)-Ph, COOMe, S,
0), (N-1723; 6-Me-pyridine-3-yl, COOMe, S, 0), (N-1724: Quinoline-3-yl,
COOMe, S, 0), (N-1725: 4-NHz-Ph, COOMe, S, 0), (N-1726: 4-N(Ac)H-Ph,
COOMe, S, 0), (N-1727: 4-OH-Ph, COOMe, S, 0), (N-1728: 3,4-di(OH)2-Ph,
COOMe, S, 0), (N-1729: 3,4-di(NHz)-Ph, COOMe, S, 0O), (N-1730: 3:4-
[N(Ac)H]z-Ph, COOMe, S, 0), (N-1731: 4-SH-Ph, COOMe, S, 0), (N-1732: 4-
SMe-Ph, COOMe, S, O), (N-1733: 3,4-diBr-Ph, COOMe, S, O), (N-1734: 4.
N(Me)H-Ph, COOMe, S, 0), (N-1735: 4-N(Me)2-Ph, COOMe, S, O), (N-1736: 4-
N(Me)s*+-Ph, COOMe, S, 0), (N-1737: 4.Et-Ph, COOMe, S, O), (N-1738: 4-1Pr-
Ph, COOMe, S, 0), (N-1739: 4-nPr-Ph, COOMe, §, O), (N-1740: 4-nBu-Ph,
COOMe, S5, 0), (N-1741: 4-iBu-Ph, COOMe, S, 0), (N-1742: 3,4-diMe-Ph,
COOMe, S, 0), (N-1743: 1,3-Benzodioxole-5-yl, COOMe, S, O), (N-1744: N-
Me-pyridinium-4-yl, COOMe, S, O), (N-1745: N-Me-pyridinium-3-yl, COOMe,
S, 0), (N-1746: 5-Me-Pyridine-2-yl, COOMe, S, O), (N-1747: 2-Pyrazinyl,
COOMe, S, 0), (N-1748; 3-Pyrrolyl, COOMe, S, O), (N-1749: 1-Me-pyrrole-3-yl,
COOMe, S, 0), (N-1750: Pyridine N-oxide-4-yl, COOMe, S, 0), (N-1761:
Pyridine N-oxide-3-yl, COOMe, S, O), (N-1752: 6-OH-pyridine-3-yl, COOMe, S,
0), (N-1753: 6-SH-pyridine-3-yl, COOMe, S, 0), (N-1754: 1-Ac-pyrrole-3-y],

COOMe, S, 0), (N-1755: 4-CFa-Ph, COOMe, S, 0), (N-1756: 4-CN-Ph, COOMe,
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S, 0), (N-1757: 4-CHO-Ph, COOMe, S, 0), (N-1758: 3-Cl-Ph, COOMe, S, 0),
(N-1759: 3-Bx-Ph, COOMe, S, 0}, (N-1760: 3-F-Ph, COOMe, S, 0), (N-1761: 3.
I-Ph, COOMe, S, 0), (N-1762: 4-1-Ph, COOMe, S, 0O), (N-1763: 4-OCFs-Ph,
COOMe, S, 0), (N-1764: 3,4-dil-Ph, COOMe, S, 0), (N-1765: Indole-8-yl,
COOMe, S, 0), (N-1766: 1-Ac-indole-6-yl, COOMe, S, O), (N-1767: 1-Me.
indole-6-yl, COOMe, S, 0), (N-1768: 4-(1-Imidazolyl)-Ph, COOMe, S, O), (N-
1769: 4-Morphorino-Ph, COOMe, 8, O0), (N-1770: 4-(1-Piperazinyl)-Ph, COOMe,
S, 0), (N-1771: 2:5-diMe-thiophene-3-yl, COOMe, S, 0), (N-1772: 2-Furyl,
COOMe, 8, 0), (N-1773: b-Me-furan-2-yl, COOMe, S, 0), (N-1774: 5-Me-
furan-2-yl, COOMe, S, O), (N-1775: 2-Thiazolyl, COOMe, S, 0), (N-1776: 1:4-
Benzodioxin-6-yl, COOMe, S, O), (N-1777: Benzo[b}furan-2-yl, COOMe, S, 0),
(N-1778: 45NH2CH2-Ph, COOMe, S, 0), (N-1779: 4-N(Me)HCH3z-Ph, COOMe, S,
0), (N-1780: 4-N(Me)2CH3-Ph, COOMe, S, 0), (N-1781: 6-Cl-pyridine-3-yl,
COOMe, S, 0), (N-1782: 5,6-diCl-pyridine-3-yl, COOMe, S, 0), (N-1783: 5-Cl-
pyridine-2-yl, COOMe, S, O), (N-1784: 4:5-diCl-pyridine-2-yl, COOMe, S, 0),
(N-1785: 4-CICHz-Bn, COOMe, S, O), (N-1786: Bn, COOMe, S, 0), (N-1787: 4-
Cl-Ban, COOMe, S, 0), (N-1788: 4-Br-Bn, COOMe, S, 0), (N-1789: 4-F-Bn,
COOMe, S, 0), (N-1790: 3,4-diCl-Bn, COOMe, S, 0), (N-1791: 3,4-diBr-Bn,
COOMe, S, 0), (N-1792: 3,4-diF-Bn, COOMe, S, O), (N-1793: 4-Cl-Bz, COOMe,
S, 0), (N-1794: 3,4-diCl-Bz, COOMe, S, 0), (N-1795: 4-Br-Bz, COOMe, S, 0),
(N-1796: 3,4-diBr-Bz, COOMe, S, 0), (N-1797: 4-F-Bz, COOMe, S, 0), (N-1798:
3,4-diF-Bz, COOMe, S, 0), (N-1799: 4-NO:-Bn, COOMe, S, 0), (N-1800: 4-CN-
Br, COOMe, S, 0), (N-1801: H, Ph, S, O), (N-1802: H, 4-F-Ph, S,l 0), (N-1803: H,
4-Br-Ph, S, 0), (N-1804: H, 4-Me-Ph, S, O), (N-1805: H, 4-Ph-Ph, S, 0), (N-
1806: H, 4-OMe-Ph, S, 0), (N-1807: H, 4-tBu-Ph, S, 0), (N-1808: H, 4-
COOMe-Ph, S, 0), (N-1809: H, 4-Pen-Ph, S, O), (N-1810: H, 4-NO2-Ph, S, 0),

(N-1811: H, 5-Cl-thiophene-2-yl, S, 0), (N-1812: H, 3-Thienyl, S, O}, (N-1813:
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H, 2-Py, S, 0), (N-1814: H, 3-Py, S, O), (N-1815: H, 4-Py, S, 0), (N-1816: H,
3 4.diF-Ph, S, 0), (N-1817: H, 5-Br-thiophene-2-yl, 8, 0), (N-1818: H, 4.
CONH:-Ph, S, 0), (N-1819: H, 4-CON(Me)H-PL, S, O), (N-1820: H, 4-
CON(Me)z-Ph, S, 0), (N-1821: H, 4-iPrOC(=0)-Ph, S, 0), (N-1822: H, 4.
nBuOC(=0)-Ph, S, 0), (N-1823: H, 6-Me-pyridine-3-yl, S, 0), (N-1824: H,
Quinoline-3-yl, S, 0), (N-1825: H, 4-NH:-Ph, §, 0), (N-1826: H, 4-N(Ac)H-Ph,
S, 0), (N-1827: H, 4-OH-Ph, S, 0), (N-1828: H, 3,4-di(OH)2-Ph, 5, 0), (N-1829:
H, 3,4-di(NHz2)-Ph, S, 0), (N-1830: H, 3:4-[N(Ac)H]2-Ph, S, 0), (N-1831: H, 4-
SH-Ph, S, 0), (N-1832: H, 4-SMe-Ph, S, 0), (N-1833: H, 3,4-diBr-Ph, S, 0),
(N-1834: H, 4-N(Me)H-Ph, S, O), (N-1835: H, 4-N(Me)z-Ph, S, O), (N-1836: H,
4-N(Me)s*-Ph, S, 0), (N-1837: H, 4-Et-Ph, S, 0), (N-1838: H, 4-iPr-Ph, S, 0),
(N-1839: H, 4-nPr-Ph, S, 0), (N-1840: H, 4-nBu-Ph, S, 0), (N-1841: H, 4-iBu-
Ph, 8, O), (N-1842: H, 3,4-diMe-Ph, S, 0), (N-1843: H, 1,3-Benzodioxole-5-y1, S,
0), (N-1844: H, N-Me-pyridinium-4-yl, S, 0), (N-1845: H, N-Me-pyridinium-
3.yl S, 0), (N-1846: H, 5-Me-Pyridine-2-yl, §, 0), (N-1847: H, 2-Pyrazinyl, S,
0), (N-1848: H, 3-Pyrrolyl, S, 0), (N-1849: H, 1-Me-pyrrole-3-yl, S, 0), (N-
1850: I, Pyridine N-oxide-4-yl, S, 0), (N-1851: H, Pyridine N-oxide-3-yl, S, O),
(N-1852: H, 6-OH-pyridine-3-yl, S, 0), (N-1853: H, 6-SH-pyridine-3-yl, S, O),
(N-1854: H, 1-Ac-pyrrole-3-yl, §, O), (N-1855: H, 4-CFs-Ph, S, O0), (N-1856: H,
4.CN-Ph, 8, 0), (N-1857: H, 4-CHO-PhL, S, 0), (N-1858: H, 3-Cl-Ph, S, 0), (N-
1859: H, 3-Br-Ph, S, 0), (N-1860: H, 3-F-Ph, S, 0), (N-1861: H, 3-I-Ph, S, 0),
(N-1862; H, 4-1-Ph, S, O}, (N-1863: H, 4-OCFs-Ph, 8, 0), (N-1864: H, 3,4-diI-Ph,
S, 0), (N-1865: H, Indole-6-yl, S, 0), (N-1866: H, 1-Ac-indole-6-yl, S, O), (N-
1867: H, 1-Me-indote-6-yl, S, 0), (N-1868: H, 4-(1-Imidazolyl)-Ph, S, O), (N-
1869: H, 4-Morphorino-Ph, S, 0), (N-1870: H, 4-(1-Piperazinyl)-Ph, S, O}, (N-
1871: H, 2:5-diMe-thiophene-3-yl, S, O), (N-1872: H, 2-Furyl, S, O), (N-1873: H,

5-Me-furan-2-y1, S, 0), (N-1874: H, 5-Me-furan-2-yl, S, 0), (N-1875: H, 2-
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Thiazolyl, S, 0), (N-1876: H, 1:4-Benzodioxin-6-yl, S, O), (N-1877: H,
Benzo[b]furan-2-yl, S, 0), (N-1878: H, 4-NHz:CH:-Ph, S, O}, (N-1879: H, 4-
N(Me)HCHz-Ph, S, 0), (N-1880: H, 4-N(Me)2CHs-Ph, S, 0), (N-1881: H, 6-Cl-
pyridine-3-yl, S, 0), (N-1882: H, 5,6-diCl-pyridine-3-yl, 5, 0), (N-1883: H, 5-
Cl-pyridine-2-yl, S, 0), (N-1884: H, 4:6-diCl-pyridine-2-yl, S, O0), (N-1885: H,
4-CICH2-Bn, 8, 0), (N-1886: H, Bn, S, 0), (N-1887: H, 4.C1-Bn, S, O), (N-1888:
H, 4-Br-Bn, S, 0), (N-1889: H, 4-F-Bn, S, 0), (N-1890: H, 3,4-diCl-Bn, S, 0),
(N-1891: H, 3,4-diBr-Bn, S, 0), (N-1892: H, 3,4-diF-Bn, S, 0), (N-1893: H, 4-
Cl-Bz, S, 0), (N-1894: H, 3,4-diCl-Bz, S, 0), (N-1895: H, 4-Br-Bz, S, 0), (N-
1896 H, 3,4.diBr-Bz, S, 0), (N-1897: H, 4.F-Bz, S, 0), (N-1898: H, 3,4.diF-Bz,
S, 0), (N-1899: H, 4-NO2-Bn, S, 0), (N-1900: H, 4-CN-Bn, §, 0), (N-1901: Et,
Ph, S, 0), (N-19802: Et, 4-F-Ph, S, 0), (N-1903: Et, 4-Br-Ph, S, 0), (N-1904: Et,
4.Me-Ph, S, 0), (N-1905: Bt, 4-Ph-Ph, S, ), (N-1906: Et, 4.-OMe-Ph, S,. 0),
(N-1907: Et, 4-tBu-Ph, S, 0), (N-1908: Ft, 4-COOMe-FPh, S, 0), (N-1909: Et,
4.Pen-Ph, S, Q), (N-1910: Et, 4-NO:-Ph, §, O), (N-1911: Et, 5-Cl-thiophene-2-
yl, 8, 0), (N-1912:; Et, 3-Thienyl, S, 0), (N-1913: Et, 2-Py, S, 0), (N-1914: Et,
3.Py, S, 0), (N-1915: Et, 4-Py, S, 0), (N-1916: Et, 3,4-diF-Ph, S, 0), (N-1917:
Et, 5-Br-thiophene-2-yl, §, O), (N-1918: Et, 4.CONH2-Ph, S, 0), (N-1919: Et,
4-CON(Me)H-Ph, S, 0), (N-1920: Et, 4-CON(Me)z-Ph, S, 0O), (N-1921: Et, 4-
iPrOC(=0)-Ph, S, 0), (N-1922: Bt, 4-nBu0C(=0)-Ph, S, 0), (N-1923: Et, 6-
Me-pyridine-3-yl, S, 0), (N-1924: Et, Quinoline-3-yl, S, 0), (N-1925: Et, 4-
NH:-Ph, S, 0), (N-1926: Et, 4-N(Ac)H-Ph, S, 0), (N-1927: Et, 4-OH-Ph, S, 0),
(N-1928: Et, 3,4-di(OH)z-Ph, S, 0), (N-1929: Et, 3,4-di(NH3z)-Ph, S, 0), (N-
1930: Et, 3:4-[N(Ac)H)s-Ph, S, 0), (N-1931: Et, 4-SH-Ph, S, 0), (N-1932: Et,
4.SMe-Ph, S, O), (N-1933: Et, 3,4-diBr-Ph, §, 0), (N-1934: Et, 4-N(Me)H-Ph, S,
0), (N-1935: Et, 4-N(Me)z-Ph, S, 0), (N-1936: Et, 4-N(Me)st-Ph, S, O), (N-1937:

Et, 4-Et-Ph, S, 0), (N-1938: Et, 4-iPr-Ph, S, 0), (N-1939: Et, 4-nPr-Ph, S, 0),
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(N-1940: Et, 4-nBu-Ph, S, 0), (N-1941: Et, 4-iBu-Ph, §, 0), (N-1942: Et, 3,4-
diMe-Ph, S, 0), (N-1943: Et, 1,3-Benzodioxole-5-yl, S, O), (N-1944: Et, N-Me-
pyridinium-4-yl, S, O), (N-1945: Et, N-Me-pyridinium-3-yl, S, 0), (N-1946: Et,
5-Me-Pyridine-2-yl, 8, 0), (N-1347: Et, 2-Pyrazinyl, S, O), (N-1948: Et, 3-
Pyrrolyl, 8, 0), (N-1949: Et, 1-Me-pyrrole-3-yl, 8, 0), (N-1950: Et, Pyridine
N-oxide-4-yl, S, 0), (N-1951; Et, Pyridine N-oxide-3-yl, 5, O), (N-1952: Et, 6-
OH-pyridine-3-yl, S, 0), (N-1953: Et, 6-SH-pyridine-3-yl, S, 0), (N-19564: Et,
1-Ac-pyrrole-3-yl, S, 0), (N-1955: Et, 4-CFs.Fh, §, O), (N-1956: Et, 4-CN-Ph, 8,
0), (N-1957: Et, 4-CHO-Ph, S, O), (N-1958: Et, 3-C1-Ph, S, 0), (N-1959: Et, 3-
Br-Ph, S, 0), (N-1960: Et, 3-F-Ph, 8, 0), (N-1961: Et, 3-I-Ph, S, 0), (N-1062: Et,
4-1-Ph, 8, 0), (N-1963: Et, 4-OCFs-Ph, S, 0), (N-1964; Et, 3,4-dil-Ph, S, 0),
(N-1965: Et, Indole-6-yl, S, O), (N-1966: Et, 1-Ac-indole-6-yl, S, O), (N-1967:
Et 1-Me-indole-6-y1, 8, 0), (N-1968: Et, 4-(1-Imidazolyl)-Ph, S, 0), (N-1969:
Et, 4-Morphorino-Ph, S, O), (N-1370: Et, 4-(1-Piperazinyl)-Ph, S, 0), (N-1971:
Et, 2:5-diMe-thiophene-3-yl, S, 0), (N-1872: Et, 2-Furyl, §, 0), (N-1973: Et,
5-Me-furan-2-yl, S, 0), (N-1974: Et, 5-Me-furan-2-yl, S, O), (N-1975: E¢t, 2-
Thiazolyl, S, 0), (N-1976:. Et, 1:4-Benzodioxin-6-yl, S, 0), (N-1977: Et,
Benzo[b}furan-2-yl, S, 0), (N-1978: Et, 4.NH.CHz-Ph, S, 0), (N-1979: Et, 4-
N(Me)HCH3-Ph, S, 0), (N-1980: Et, 4-N(Me):CH:-Ph, S, 0), (N-1381: Et, 6-
Cl-pyridine-3-yl, S, 0), (N-1982: Et, 5,6-diCl-pyridine-3-y1, S, O), (N-1383: Et,
5-Cl-pyridine-2-yl, S, O), (N-1984: Et, 4:5-diCl-pyridine-2-yl, S, O), (N-1985:
Et, 4-CICHz-Bun, S, 0), (N-1986: Et, Bn, S, 0), (N-1987: Et, 4-Cl-Bn, §, 0),
(N-1988: Et, 4-Br-Bn, S, 0), (N-‘1989: Et, 4-F-Bn, S, 0), (N-1990: Et, 3,4-diCl-
Bn, S, 0), (N-1991: Et, 3,4-diBr-Bn, S, 0), (N-1992: Et, 3,4-diF-Bn, §, 0), (N-
1993: Et, 4-Cl-Bz, S, 0), (N-1994: Et, 3,4-diCl1-Bz, S, 0), (N-1995: Et, 4-Br-Bz,
S, 0), (N-1996: Et, 3,4-diBr-Bz, S, 0), (N-1997: Et, 4-F-Bz, S, 0), (N-1998: Et,

3,4-diF-Bz, S, 0), (N-1999: Et, 4-NO2-Bn, S, 0), (N-2000: Et, 4-CN-Bn, S, 0),
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(N-2001: COOMe, Ph, S, 0), (N-2002: COOMe, 4-F-Ph, S, O), (N-2003: COOMe,
4-Br-Ph, S, 0), (N-2004: COOMe, 4-Me-Ph, S, 0), (N-2005: COOMe, 4-Ph-Ph, S,
0), (N-2006: COOMe, 4-OMe-Ph, S, 0), (N-2007: COOMe, 4-tBu-Ph, S, 0), (N-
2008; COOMe, 4-COOMe-Ph, S, 0), (N-2009: COOMe, 4-Pen-Ph, S, 0), (N-
2010: COOMe, 4-NO2-Ph, S, 0), (N-2011; COOMe, 5-Cl-thiophene-2-yl, S, 0),
(N-2012: COOMe, 3-Thienyl, S, O0), (N-2013: COOMe, 2-Py, S, 0), (N-2014:
COOMe, 3-Py, S, 0), (N-2015: COOMe, 4-Py, S, O), (N-2016: COOMe, 3,4-diF-
Ph, S, 0), (N-2017: COOMe, 5-Br-thiophene-2-yl, S, 0), (N-2018: COOMe, 4-
CONH32-Ph, 8§, 0), (N-2019: COOMe, 4-CON(Me)H-Ph, S, 0), (N-2020: COOMe,
4-CON(Me)z-Ph, S, 0), (N-2021: COOMe, 4-iPrOC(=0)-Ph, S, 0O), (N-2022:
COOMe, 4-nBuOC(=0)-Ph, S, 0), (N-2023: COOMe, 6-Me-pyridine-3-yl, S, O),
(N-2024: COOMe, Quinoline-3-yl, S, 0), (N-2025: COOMe, 4-NH2-Ph, S, 0),
(N-2026: COOMe, 4-N(Ac)H-Ph, S, 0), (N-2027: COOMe, 4-OH-Ph, S, 0), (N-
2028: COOMe, 3,4-di(OH)2-Ph, S, 0), (N-2029: COOMe, 3,4-di(NH32)-Ph, S, 0),
(N-2030: COOMe, 3:4-[N(Ac)H]2-Ph, S, 0), (N-2031;: COOMe, 4-SH-Ph, S, 0),
(N-2032: COOMe, 4-SMe-Ph, S, O), (N-2033: COOMe, 3,4-diBr-Ph, S, 0), (N-
2034; COOMe, 4-N(Me)H-Ph, S, 0), (N-2035: COOMe, 4-N(Me)z-Ph, S, 0), (N-
2036: COOMe, 4-N(Me)s*-Ph, S, O), (N-2037: COOMe, 4-Et-Ph, S, O), (N-2038:
COOMe, 4-iPr-Ph, S, 0), (N-203%: COOMe, 4-nPr-Ph, S, O), (N-2040: COOMe,
4.nBu-Ph, S, 0), (N-2041: COOMe, 4-iBu-Ph, S, 0), (N-2042: COOMe, 3,4-
diMe-Ph, S, 0), (N-2043: COOMe, 1,3-Benzodioxole-5-yl, S, 0O), (N-2044:
COOMe, N-Me-pyridinium-4-y}, S, O), (N-2045: COOMe, N-Me-pyridinium-3-
yl. 8, 0), (N-2046: COOMe, 5-Me-Pyridine-2-yl, S, O), (N-2047: COOMe, 2-
Pyrazinyl, S, 0), (N-2048: COOMe, 3-Pyrrolyl, S, ), (N-2049: COOMe, 1-Me-
pyrrole-3-yl, S, 0), (N-2050: COOMe, Pyridine N-oxide-4-yl, S, 0), (N-2051:
COOMe, Pyridine N-oxide-3-yl, S, 0), (N-2052: COOMe, 6-OH-pyridine-3-yl, §,

0), (N-2053: COOMe, 6-SH-pyridine-3-yl, S, 0), (N-2054; COOMe, 1-Ac-

90



pyrrole-3-yl, S, O), (N-2055: COOMe, 4-CFa-Ph, 5, O), (N-2056: COOMe, 4-
CN-Ph, S, 0), (N-2057: COOMe, 4-CHO-Ph, §, 0), (N-2058: COOMe, 3-CI1-Ph, S,
0), (N-20589: COOMe, 3-Br-Ph, S, O), (N-2060: COOMe, 3-F-Ph, S, O), (N-2061:
COOMe, 3-1-Ph, S, 0), (N-2062: COOMe, 4-1-Ph, S, 0), (N-2063: COOMe, 4-
OCFs-Ph, §, 0), (N-2064: COOMe, 8,4-dil-Ph, S, O), (N-2065: COOMe, Indole-
6-yl, S, 0), (N-2066: COOMe, 1-Ac-indole-6-yl, S, O), (N-2067: COOMe, 1-Me-
indole-6-yl, 8, 0), (N-2068: COOMe, 4-(1-Imidazolyl)-Ph, S, 0), (N-2069:
COOMe, 4-Morphorino-Ph, S, 0), (N-2070: COOMe, 4-(1-Piperazinyl)-Ph, S, 0),
(N-2071: COOMe, 2:5-diMe-thiophene-3-yl, S, 0), (N-2072: COOMe, 2-Furyl, S,
0), (N-2073: COOMe, 5-Me-furan-2-yl, 8, O), (N-2074: COOMe, 5-Me-furan-2-
yl, §, 0), (N-20756: COOMe, 2-Thiazolyl, S, 0), (N-2076: COOMe, 1:4-
Benzodioxin-6-yl, S, 0), (N-2077; COOMe, Benzo[b]furan-2-yl, S, 0), (N-2078:
COOMe, 4-NH2CH2-Ph, S, 0), (N-2079: COOMe, 4-N(Me)HCH3-Ph, S,‘ 0), (N-
2080: COOMe, 4-N(Me)2CH2-Ph, S, 0), (N-2081: COOMe, 6-Cl-pyridine-3-yl, S,
0), (N-2082: COOMe, 5,6-diCl-pyridine-3-yl, S, 0), (N-2083: COOMe, 5-ClI-
pyridine-2-yl, S, 0), (N-2084: COOMe, 4:5-diCl-pyridine-2-yl, S, O), (N-2085:
COOMe, 4-C1CHz-Br, S, 0), (N-2086: COOMe, Bn, S, 0), (N-2087: COOMe, 4-
Cl-Bn, S, 0), (N-2088: COOMe, 4-Br-Bn, S, O0), (N-2089: COOMe, 4-F-Bn, S, 0),
(N-2090: COOMe, 3,4-diCl-Bn, S, 0), (N-2091: COOMe, 3,4-diBr-Bn, S, 0),
(N-2092: COOMe, 3,4-diF-Bn, S, 0), (N-2083: COOMe, 4-Cl-Bz, §, 0), (N-2094:
COOMe, 3,4-diCl-Bz, S, 0), (N-2095: COOMe, 4-Br-Bz, S, 0), (N-2096: COOMe,
3,4-diBr-Bz, S, 0), (N-2097: COOMe, 4-F-Bz, §, 0), (N-2098: COOMe, 3,4-diF-
Bz, S, 0), (N-2099: COOMe, 4-NOz-Bn, S, 0), (N-2100: COOMe, 4-CN-Bn, §, 0),
(N-2101: Ph, Me, O, 0), (N-2102: 4-F-Ph, Me, O, 0), (N-2103; 4-Br-Ph, Me, O,
0), (N-2104: 4-Me-Ph, Me, O, 0), (N-2105: 4-Ph-Ph, Me, O, 0), (N-2106: 4-
OMe-Ph, Me, O, O), (N-2107: 4-tBu-Ph, Me, 0, O), (N-2108: 4.COOMe-Ph, Me,

0, 0), (N-2109: 4-Pen-Ph, Me, O, 0), (N-2110: 4-NO3z-Ph, Me, O, O), (N-2111:
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5-Cl-thiophene-2-yl, Me, O, O0), (N-2112: 3-Thienyl, Me, O, 0), (N-2113: 2-Py,
Me, O, 0), (N-2114: 3-Py, Me, O, 0), (N-2115: 4-Py, Me, O, 0), (N-2116: 3,4-
diF-Ph, Me, O, 0), (N-2117: 5-Br-thiophene-2-yl, Me, O, O), (N-2118: 4-
CONH3-Ph, Me, 0, 0), (N-2119: 4-CON(Me)H-Ph, Me, O, 0), (N-2120: 4-
CON(Me)2-Ph, Me, O, 0), (N-2121: 4-iPrOC(=0)-Ph, Me, O, 0), (N-2122: 4-
nBuOC(=0)-Ph, Me, O, 0), (N-2123: 6-Me-pyridine-3-yl, Me, 0, 0), (N-2124:
Quinoline-3-yl, Me, O, 0), (N-2125: 4-NHz-Ph, Me, O, 0), (N-2126: 4-N(Ac)H-
Ph, Me, O, 0), (N-2127: 4-OH-Ph, Me, O, 0), (N-2128: 3,4-di(OH)2-Ph, Me, O,
0), (N-2129: 3,4-di(NHz)-Ph, Me, O, O), (N-2130: 3:4-[N(Ac)H])2-Ph, Me, O, 0),
(N-2131: 4-SH-Ph, Me, O, 0), (N-2132: 4-SMe-Ph, Me, O, O), (N-2133: 3,4-
diBr-Ph, Me, O, 0), (N-2134: 4-N(Me)H-Ph, Me, O, 0), (N-2135: 4-N(Me)2-Ph,
Me, O, 0). (N-2136: 4-N(Me)s*-Ph, Me, O, O), (N-2137: 4-Et-Ph, Me, O, 0),
(N-2138: 4-iPr-Ph, Me, O, 0), (N-2139: 4-nPr-Ph, Me, O, 0), (N-2140: 4-nBu-Ph,
Me, O, 0), (N-2141: 4-iBu-Ph, Me, O, 0), (N-2142: 3,4-diMe-Ph, Me, O, 0O),
(N-2143: 1,3-Benzodioxole-5-yl, Me, O, 0), (N-2144: N-Me-pyridinium-4-yl, Me,
0, 0), (N-2145: N-Me-pyridinium-3-yl, Me, O, 0), (N-2146: 5-Me-Pyridine-2-yl,
Me, O, 0), (N-2147: 2-Pyrazinyl, Me, 0, 0), (N-2148: 3-Pyrrolyl, Me, O, O),
(N-2149: 1-Me-pyrrole-3-yl, Me, O, O), (N-2150: Pyridine N-oxide-4-yl, Me, O,
0), (N-2151: Pyridine N-oxide-3-yl, Me, 0, 0), (N-2152: 6-OH-pyridine-3-y],
Me, O, 0), (N-2153: 6-SH-pyridine-3-yl, Me, O, 0), (N-2154: 1-Ac-pyrrole-3-yt,
Me, O, 0), (N-2155: 4-CFa-Ph, Me, O, 0), (N-2156: 4-CN-Ph, Me, O, 0), (N-
91567: 4-CHO-Ph, Me, O, 0), (N-2158: 3-C1-Ph, Me, O, 0), (N-2159: 3-Br-Ph, Me,
0, 0, (N-2160: 3-F-Ph, Me, 0, 0), (N-2161: 3-1-Ph, Me, 0, 0), (N-2162: 4-1-Ph,
Me, O, 0), (N-2163: 4-OCF3-Ph, Me, O, O0), (N-2164: 3,4-dil-Ph, Me, O, O), (N-
2165: Indole-6-yl, Me, O, O), (N-2166: 1-Ac-indole-6-yl, Me, O, O), (N-2167: 1-
Me-indole-6-yl, Me, O, 0), (N-2168: 4-(1-Imidazolyl)-Ph, Me, O, O), (N-2169:

4-Morphorino-Ph, Me, O, 0), (N-2170: 4-(1-Piperazinyl)-Ph, Me, O, O), (N-
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2171: 2:5.diMe-thiophene-3-yl, Me, O, 0), (N-2172: 2-Furyl, Me, O, O), (N-
2173: 5-Me-furan-2-yl, Me, O, 0), (N-2174: 5-Me-furan-2-yl, Me, O, 0), (N-
2175: 2-Thiazolyl, Me, O, 0), (N-2176: 1:4-Benzodioxin-6-y}, Me, O, O), (N-
2177: Benzo[b]furan-2-yl, Me, O, O), (N-2178: 4-NH:CH2-Ph, Me, O, O}, (N-
2179: 4-N(Me)HCH2-Ph, Me, O, O), (N-2180: 4-N(Me)2CH3z-Ph, Me, O, O), (N-
2181: 6-Cl-pyridine-3-yl, Me, O, 0), (N-2182: 5,6-diCl-pyridine-3-yl, Me, O, 0),
(N-2183: 5-Cl-pyridine-2-yl, Me, O, O), (N-2184: 4:5-diCl-pyridine-2-yl, Me, O,
0), (N-2185: 4-C1CHz-Bn, Me, O, O), (N-2186: Bn, Me, 0, @, (N-2187: 4-Cl-Bn,
Me, O, 0), (N-2188: 4-Br-Bn, Me, O, 0), (N-2189: 4-F-Bn, Me, O, O), (N-2190:
3 4.diC1-Bn, Me, O, 0), (N-2191: 3,4-diBr-Bn, Me, O, O), (N-2192: 3,4-diF-Bn,
Me, O, 0), (N-2193: 4-Cl-Bz, Me, O, 0), (N-2194: 3,4-diCl-Bz, Me, O, 0), (N-
2195: 4-Br-Bz, Me, O, 0), (N-2196: 3,4-diBr-Bz, Me, O, 0), (N-2197: 4-F-Bz, Me,
0, 0), (N-2198: 3,4-diF-Bz, Me, O, 0), (N-2199: 4-NO2-Bn, Me, O, 0), (N-2200:
4-CN-Bn, Me, O, 0), (N-2201: Ph, Et, 0, 0), (N-2202: 4-F-Ph, Et, O, 0), (N-
2203: 4-Br-Ph, Et, 0, 0), (N-2204: 4-Me-Ph, Et, O, 0), (N-2205: 4-Ph-Ph, Et, O,
0), (N-2206: 4-OMe-Ph, Et, O, O), (N-2207: 4-tBu-Ph, Et, O, 0), (N-2208: 4-
COOMe-Ph, Et, 0, 0), (N-2209: 4-Pen-Ph, Et, O, 0), (N-2210: 4-NO2-Ph, Et, O,
0), (N-2211: 5-Cl-thiophene-2-yl, Et, O, 0), (N-2212: 3-Thienyl, Et, 0, 0), (N-
2213: 2-Py, Et, 0, 0), (N-2214: 3-Py, Et, 0, 0), (N-2215: 4-Py, Et, 0, 0), (N-
2216: 3,4-diF-Ph, Et, O, 0), (N-2217: 5-Br-thiophene-2-yl, Et, O, O), (N-2218:
4.CONH:z-Ph, Et, O, 0), (N-2219: 4-CON(Me)H-FPh, Et, O, O), (N-2220: 4-
CON(Me)z-Ph, Et, O, 0), (N-2221: 4-iPrOC(=0)-Ph, Et, 0, 0), (N-2222: 4-
nBuOC(=0)-Ph, Et, O, 0), (N-2223: 6-Me-pyridine-3-yl, Et, O, O), (N-2224:
Quinocline-3-yl, Et, 0, 0), (N-2225: 4-NH.-Ph, Et, 0, 0), (N-2226: 4-N(Ac)H-Ph,
Et, O, 0), (N-2227: 4-OH-Ph, Et, O, 0), (N-2228: 3,4-di(OH)2-Ph, Bt, O, O),
(N-2229: 8,4-di(NHz)-Ph, Et, O, 0), (N-2230: 3:4-[N(Ac)H])2-Ph, Et, O, 0), (N-

2931: 4-SH-Ph, Et, O, 0), (N-2232: 4-SMe-Ph, Et, O, O), (N-2233: 3,4-diBr-Ph,
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Et, 0, 0), (N-2234: 4-N(Me)H-Ph, Et, O, 0), (N-2235: 4-N(Me)sz-Ph, Et, O, 0),
(N.2236: 4-N(Me)s*-Ph, Et, O, 0), (N-2237: 4-Et-Ph, Et, O, 0), (N-2238: 4-iPr-
Ph, Et, O, 0), (N-2239: 4-nPr-Ph, Et, 0, 0), (N-2240; 4-nBu-Ph, Et, O, 0), (N-
2241: 4-iBu-Ph, Et, O, 0), (N-2242: 3,4-diMe-Ph, Et, O, 0), (N-2243: 1,3-
Benzodioxnle-5.-yl, BEt, O, 0), (N-2244: N-Me-pyridinium-4.-yl, Et, O, 0), (N-
9245: N-Me-pyridinium-3-yl, Et, 0, 0), (N-2246: 5-Me-Pyridine-2-yl, Et, O, 0),
(N-2247: 2-Pyrazinyl, Et, O, 0), (N-2248: 3-Pyrrolyl, Et, O, O), (N-2249: 1-
Me-pyrrole-3-yl, Bt, O, 0), (N-2250: Pyridine N-oxide-4-yl, Et, O, 0), (N-2251:
Pyridine N-oxide-3-yl, Et, O, 0), (N-2252: 6-OH-pyridine.3-yl, Et, O, 0), (N-
2253: 6-SH.pyridine-3-yl, Et, O, 0), (N-2254: 1-Ac-pyrrole-3-yl, Et, O, 0), (N-
2255: 4-CFs-Ph, Et, O, 0), (N-2256: 4-CN-Ph, Et, O, 0), (N-2257: 4-CHO-Ph, Ey,
0. 0), (N-2258: 3-CL-Ph, Et, O, 0), (N-2259: 3-Br-Ph, Et, O, 0), (N-2260: 3-F-
Ph, Et, O, O), (N-2261: 3-1.Ph, Et, O, 0), (N-2262: 4-I.Ph, Et, O, 0), (N-2263:
4-OCFs-Ph, Et, O, O), (N-2264: 3,4-dil-Ph, Et, O, O), (N-2265: Indole-6-yl, Et,
0, 0), (N-2266: 1-Ac-indole-6-y}, Et, O, 0), (N-2267: 1-Me-indole-6-y], Et, O,
0), (N-2268; 4-(1-Imidazolyl)-Ph, Et, O, 0), (N-2269: 4-Morphorino-Ph, Et, O,
0), (N-2270: 4-(1-Piperazinyl)-Ph, Et, O, 0), (N-2271: 2:5.diMe-thiophene-3-yl,
Et, O, 0), (N-2272: 2-Furyl, Et, O, O), (N-2273: 5-Me-furan-2-yl, Et, O, 0),
(N-227.4: 5-Me-furan-2-yl, Et, O, O), (N-2275: 2-Thiazolyl, Et, O, O), (N-2276:
1:4-Benzodioxin-6-yl, Et, O, 0), (N-2277: Benzo[b]furan-2-yl, Et, O, 0), (N-
2278: 4-NH.CHz-Ph, Et, 0, 0), (N-2279: 4-N(Me)HCH:-Ph, Et, O, O0), (N-2280:
4-N(Me)2CHz-Ph, Et, O, O0), (N-2281: 6-Cl-pyridine-3-yl, Et, O, 0), (N-2282:
5 6-diCl-pyridine-3-yl, Et, O, O), (N-2283: 5-Cl-pyridine-2-yl, Et, O, O), (N-
2984: 4:5-diCl-pyridine-2-yl, Et, O, 0), (N-2285: 4-CICHz-Bn, Et, 0, 0), (N-
9986: Bn, Bt, 0, 0), (N-2287: 4-C1-Bn, Et, O, 0), (N-2288: 4.Br-Bn, Et, 0, O,
(N-2289: 4-F-Bn, Et, O, 0), (N-2230: 3,4-diCl-Bn, Et, O, O), (N-2291: 3,4-

diBr-Bn, Et, 0, 0), (N-2292: 3,4-diF-Bn, Et, 0, 0), (N-2293: 4-Cl1-Bz, Et, O, 0),
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(N.2294: 3,4-diCl-Bz, Et, O, 0), (N-2295: 4-Br-Bz, Et, 0, 0), (N-2296: 3,4-
diBr-Bz, Et, 0, 0), (N-2297: 4-F-Bz, Et, O, 0), (N-2208: 3,4-diF-Bz, Et, O, 0),
(N-2299: 4-NOz-Bn, Et, O, O), (N-2300: 4-CN-Bn, Et, O, 0), (N-2301: Ph,
COOMe, O, 0), (N-2302: 4-F-Ph, COOMe, O, O), (N-2303: 4-Br-Ph, COOMe, O,
0), (N-2304: 4-Me-Ph, COOMe, O, 0), (N-2305: 4-Ph-Ph, COOMe, O, 0), (N-
9306: 4-OMe-Ph, COOMe, O, 0), (N-2307: 4-tBu-Ph, COOMe, O, 0), (N-2308:
4-COOMe-Ph, COOMe, O, 0), (N-2309: 4-Pen-Ph, COOMe, O, O), (N-2310: 4-
NQz-Ph, COOMe, O, 0), (N-2311: 5-Cl-thiophene-2-yl, COOMe, O, 0), (N-2312:
3-Thienyl, COOMe, O, 0), (N-2313: 2-Py, COOMe, Oi, 0), (N-2314: 3-Py,
COOMe, O, 0), (N-2315: 4-Py, COOMe, O, 0), (N-2316: 3,4-diF-Ph, COOMe, O,
0), (N-2317: 5-Br-thiophene-2-yl, COOMe, 0O, 0), (N-2318: 4-CONH32-Ph,
COOMe, O, 0), (N-2319: 4.CON(Me)H-Ph, COOMe, O, 0O), (N-2320: 4-
CON(Me)s-Ph, COOMe, 0, 0), (N-2321: 4-iPrOC(=0)-Ph, COOMe, 0, 0), (N-
2322: 4-nBuOC(=0)-Ph, COOMe, O, 0), (N-2323: 6-Me-pyridine-3-yl, COOMe,
0, 0), (N-2324: Quinoline-3-yl, COOMe, O, O), (N-2325: 4-NH2-Ph, COOMe, O,
0), (N-2326: 4-N(Ac)H-Ph, COOMe, O, 0), (N-2327: 4-OH-Ph, COOMe, O, 0),
(N-2328: 3,4-di(OH)2-Ph, COOMe, 0, 0), (N-2329: 3,4-di(NHz)-Ph, COOMe, O,
0), (N-2330: 3:4.[N(Ac)H]2-Ph, COOMe, 0, 0), (N-2331: 4-SH-Pk, COOMe, O,
0), (N-2332: 4-SMe-Ph, COOMe, O, 0), (N-2333: 3,4-diBr-Ph, COOMe, O, O),
(N-2334: 4-N(Me)H-Ph, COOMe, O, 0), (N-2335: 4-N(Me)z2-Ph, COOMe, O, 0),
(N-2336: 4-N(Me)a*-Ph, COOMe, O, 0), (N-2337: 4-Et-Ph, COOMe, O, O), (N-
2338: 4;iPr~Ph, COOMe, O, 0), (N-2339: 4.nPr-Ph, COOMe, O, 0), (N-2340: 4-
nBu-Ph, COOMe, O, 0), (N-2341: 4-iBu-Ph, COOMe, O, 0), (N-2342: 3 4-
diMe-Ph, COOMe, O, O), (N-2343: 1,3-Benzodioxole-5-yl, COOMe, O, O}, (N-
2344: N-Me-pyridinium-4-yl, COOMe, O, 0), (N-2345: N-Me-pyridinium-3-yl,
COOMe, O, 0), (N-2346: 5-Me-Pyridine-2-yl, COOMe, O, 0), (N-2347: 2-

Pyrazinyl, COOMe, 0, 0), (N-2348: 3-Pyrrolyl, COOMe, 0, 0), (N-2349: 1-
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Me-pyrrole-3-yl, COOMe, O, 0), (N-2350: Pyridine N-oxide-4-yl, COOMe, O,
0), (N-2351: Pyridine N-oxide-3-yl, COOMe, O, 0), (N-2352: 6-OH-pyridine-3-
yl, COOMe, O, 0), (N-2353: 6-SH-pyridine-3-yl, COOMe, O, O), (N-2354: 1-
Ac-pyrrole-3-yl, COOMe, O, 0), (N-2355: 4-CF3-Ph, COOMe, O, 0), (N-2356:
4-CN-Ph, COOMe, O, 0), (N-2357: 4-CHO-Ph, COOMe, O, O), (N-2358: 3-Cl-Ph,
COOMe, O, 0), (N-2359: 3-Br-Ph, COOMe, O, O0), (N-2360: 3-F-Ph, COOMe, O,
0), (N-2361: 3-1-Ph, COOMe, O, 0), (N-2362: 4-I-Ph, COOMe, O, O), (N-2363:
4-0OCF3-Ph, COOMe, O, 0), (N-2364: 3,4-dil-Ph, COOMe, O, O), (N-2365:
Indole-6-yl, COOMe, O, 0}, (N-2366: 1-Ac-indole-6-yl, COOMe, O, 0), (N-2367:
1-Me-indole-6-yl, COOMe, O, 0), (N-2368: 4-(1-Imidazolyl)-Ph, COOMe, O, 0),
(N-2369: 4-Morphorino-Ph, COOMe, O, O), (N-2370. 4-(1-Piperazinyl)-Ph,
COOMe, 0O, 0), (N-2371: 2:5-diMe-thiophene-3-yl, COOMe, O, O), (N-2372: 2-
Furyl, COOMe, O, O), (N-2373: 5-Me-furan-2-yl, COOMe, O, O), (N-2374; &-
Me-furan-2-yl, COOMe, O, 0), (N-2375: 2-Thiazolyl, COOMe, O, O), (N-2376:
1:4-Benzodioxin-6-yl, COOMe, O, O0), (N-2377: Benzo[b]Jfuran-2-yl, COOMe, O,
0), (N-2378: 4-NH2CH:2-Ph, COOMe, O, 0), (N-2379: 4-N(Me)HCH:2-Ph,
COOMe, O, 0), (N-2380: 4-N(Me):CHz-Ph, COOMe, O, 0O), (N-2381: 6-Cl-
pyridine-3-yl, COOMe, O, 0), (N-2382: 5,6-diCl-pyridine-3-yl, COOMe, O, 0),
(N-2383: 5-Cl-pyridine-2-yl, COOMe, O, O), (N-2384: 4:5-diCl-pyridine-2-yl,
COOMe, O, 0), (N-2385: 4-CICH2-Bn, COOMe, O, 0), (N-2386: Bn, COOMe, O,
0), (N-2387: 4-C1-Bn, COOMe, O, 0), (N-2388: 4-Br-Bn, COOMe, O, 0), (N-
2389: 4.F-Bn, COOMe, O, 0), (N-2390: 3,4-diCl-Bn, COOMe, 0, O), (N-2391;
3,4-diBr-Bn, COOMe, O, 0), (N-2392: 3,4-diF-Bn, COOMe, O, 0), (N-2393: 4-
Cl.Bz, COOMe, O, 0), (N-2394: 3,4-diCl-Bz, COOMe, O, O), (N-2395: 4-Br-Bz,
COOMe, O, 0), (N-2396: 3,4-diBx-Bz, COOMe, O, O), (N-2397: 4-F-Bz, COOMe,
0, 0), (N-2398: 3,4-diF-Bz, COOMe, O, 0), (N-2399: 4-NO2-Bn, COOMe, O, 0),

(N-2400: 4-CN-Bn, COOMe, O, 0}, (N-2401: H, Ph, O, 0), (N-2402: H, 4-F-Ph,
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0, 0), (N-2403; H, 4-Br-Ph, O, 0), (N-2404: H, 4-Me-Ph, O, O), (N-2405: H, 4-
Ph-Ph, O, 0), (N-2406: H, 4-OMe-Ph, O, 0), (N-2407: H, 4-tBu-Ph, O, 0), (N-
2408: H, 4-COOMe-Ph, O, O), (N-2409: H, 4-Pen-Ph, O, O), (N-2410: H, 4-
NO3-Ph, O, 0), (N-2411: H, 5-Cl-thiophene-2-yl, O, 0), (N-2412: H, 3-Thienyl,
0, 0), (N-2413: H, 2-Py, O, 0), (N-2414: H, 3-Py, O, 0), (N-2415: H, 4-Py, O, 0),
(N-2416: H, 3,4-diF-Ph, O, O), (N-2417: H, 5-Br-thiophene-2-yl, O, O), (N-2418:
H, 4-CONH:-Ph, O, 0), (N-2419: H, 4-CON(Me)H-Ph, O, 0), (N-2420: H, 4-
CON(Me)2-Ph, O, O), (N-2421: H, 4-iPrOC(=0)-Ph, O, 0), (N-2422: H, 4-
pBuOC(=0)-Ph, O, 0), (N-2423: H, 6-Me-pyridine-3-yl, O, 0), (N-2424: H,
Quinoline-3-yl, O, 0), (N-2425: H, 4-NH:-Ph, O, 0), (N-2426: H, 4-N(Ac)H-Ph,
0, 0), (N-2427: H, 4-OH-Ph, O, 0), (N-2428: H, 3,4-di(OH)2-Ph, O, 0), (N-2429:
H, 3,4-di(NHz)-Ph, O, 0), (N-2430: H, 3:4-[N(Ac)H]J2-Ph, O, O), (N-2431: H, 4-
SH.Ph, O, O) (N-2432: H, 4-SMe-Ph, O, O), (N-2433: H, 3,4-diBr-Ph, O, 0),
(N-2434; H, 4-N(Me)H-Ph, O, 0), (N-2435: H, 4-N(Me)z-Ph, O, O0), (N-2436: H,
4-N(Me)s*-Ph, 0, 0), (N-2437: H, 4-Et-Ph, O, 0), (N-2438: H, 4-iPr-Ph, O, 0},
(N-2439: H, 4-nPr-Ph, O, O), (N-2440: H, 4-nBu-Ph, O, 0), (N-2441: H, 4-iBu-
Ph, O, O), (N-2442: H, 3,4-diMe-Ph, O, 0), (N-2443: H, 1,3-Benzodioxole-5-yl,
0, 0), (N-2444: H, N-Me-pyridinium-4-yl, O, 0O), (N-2445: H, N-Me-
pyridinium-3-yl, O, O), (N-2446: H, 5-Me-Pyridine-2-yl, O, O), (N-2447. H, 2-
Pyrazinyl, O, O), (N-2448: H, 3-Pyrrolyl, 0, 0), (N-2449: H, 1-Me-pyrrole-3-yl,
0O, 0), (N-2450: H, Pyridine N-oxide-4-yl, O, O), (N-2451L: H, Pyridine N-
oxide-3-yl, O, 0), (N-2452: H, 6-OH-pyridine-3-yl, O, 0), (N-2453: H, 6-SH-
pyridine-3-yl, O, 0), (N-2454: H, 1-Ac-pyrrole-3-yi, O, 0), (N-2455: H, 4-CFs-
Ph, O, 0), (N-2456: H, 4-CN-Ph, O, 0), (N-2457: H, 4-CHO-Ph, O, 0), (N-2458:
H, 3-C}-Ph, O, 0), (N-2459: H, 3-Br-Ph, O, 0), (N-2460: H, 3-F-Ph, O, 0), (N-
2461: H, 3-1-Ph, O, 0), (N-2462: H, 4-1-Ph, 0, 0), (N-2463: H, 4-0CFs-Ph, 0, 0),

(N-2464: H, 3,4-dil-Ph, O, 0), (N-2465: H, Indole-6-y1, O, 0), (N-2466: H, 1-
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Ac-indole-6-yI, O, 0), (N-2467: H, 1-Me-indole-6-yl, O, 0), (N-2468: H, 4.(1-
Imidazolyl)-Ph, O, 0), (N-2469: H, 4-Morphorino-Ph, O, 0), (N-2470: H, 4-(1-
Piperazinyl)-Ph, O, 0), (N-2471; H, 2;5-diMe-thiophene-3-yl, O, O0), (N-2472: H,
2-Furyl, O, 0), (N-2473: H, 5-Me-furan-2-yl, O, 0), (N-2474: H, 5-Me-furan-2.
yl, O, 0), (N-2475: H, 2-Thiazolyl, O, 0), (N-2476: H, 1:4-Benzodioxin-6-yl, O,
0), (N-2477: H, Benzo[b]furan-2-yl, O, 0), (N-2478: H, 4-NH:CH:-Ph, O, O),
(N-2479: H, 4-N(Me)HCH:2-Ph, O, 0), (N-2480: H; 4-N(Me)2CHz-Ph, O, O}, (N-
2481: H, 6-Cl-pyridine-3-yl, O, 0), (N-2482: H, 5,6-diCl-pyridine-3-yl, O, O},
(N-2483: H, 5-Cl-pyridine-2-yl, O, 0), (N-2484: H, 4:5-diCl-pyridine-2-yl, O, 0),
(N-2485: H, 4-CICH:-Bn, O, 0), (N-2486: H, Bn, 0, 0), (N-2487: H, 4-Cl-Bn, O,
0), (N.2488: H, 4-Br-Bn, O, 0), (N-2489: H, 4-F-Bn, O, O), (N-2490: H, 3,4-
diCl-Bn, 0, 0), (N-2491: H, 3,4-diBr-Bn, O, 0), (N-2492: H, 3,4-diF-Bn, O, 0),
(N-2493: H, 4-C1-Bz, O, 0), (N-2494: H, 3,4-diCl-Bz, O, 0), (N-2495: H, 4-Br-
Bz, 0, 0), (N-2496: H, 3,4-diBr-Bz, O, 0), (N-2497: H, 4-F-Bz, 0, 0), (N-2498:
H, 3,4-diF-Bz, O, 0), (N-2499: H, 4-NO2-Bn, O, 0), (N-2500: H, 4-CN-Bn, 0, 0),
(N-2501: Me, Ph, O, O), (N-2502: Me, 4-F-Ph, O, O), (N-2503: Me, 4-Br-Ph, O,
0), (N-2504: Me, 4-Me-Ph, O, 0), (N-2505: Me, 4-Ph-Ph, O, 0), (N-2506: Me,
4-OMe-Ph, O, 0), (N-2507: Me, 4-tBu-Ph, 0, 0), (N-2508: Me, 4-COOMe-Ph, O,
0), (N-2509: Me, 4-Pen-Ph, O, 0), (N-2510: Me, 4-NQO2-Ph, O, O), (N-2511: Me,
5.Cl-thiophene-2-yl, O, 0), (N-2512: Me, 3-Thienyl, O, O), (N-2513: Me, 2-Py,
0, 0), (N-2514: Me, 3-Py, 0, 0), (N-2515: Me, 4-Py, O, 0), (N-2516: Me, 3,4-
diF-Ph, O, 0), (N-2517: Me, 5-Br-thiophene-2-yl, O, 0), (N-2518: Me, 4-
CONH:-Ph, O, 0), (N-2519: Me, 4-CON(Me)H-Ph, O, O), (N-2520: Me, 4.
CON(Me)z-Ph, O, 0), (N-2521; Me, 4-iPrOC(=0)-Ph, O, 0), (N-2522: Me, 4-
nBuOC(=0)-Ph, 0, 0), (N-2523: Me, 6-Me-pyridine-3-yl, O, O), (N-2524: Me,
Quinocline-3-yl, O, 0), (N-2525: Me, 4-NHg-Ph, Q, O), (N-2526: Me, 4-N(Ac)H-

Ph, O, 0), (N-2527: Me, 4-OH-Ph, O, 0), (N-2528: Me, 3,4-di(OH)2-Ph, O, 0O),

98



(N-2529: Me, 3,4-di(NHz)-Ph, O, 0), (N-2530: Me, 3:4-[N(Ac)H]z-Ph, O, O),
(N-2531: Me, 4-SH-Ph, O, 0), (N-2532: Me, 4-SMe-Ph, O, 0), (N-2533: Me,
3,4-diBr-Ph, O, 0), (N-2534: Me, 4-N(Me)H-Ph, O, O), (N-2535: Me, 4-N(Me):z-
Ph, 0, 0), (N-2536: Me, 4-N(Me)s*-Ph, O, 0), (N-2637: Me, 4-Et-Ph, O, 0), (N-
9538: Me, 4-iPr-Ph, O, 0), (N-2539: Me, 4-nPr-Ph, O, 0), (N-2540: Me, 4-nBu-
Ph, 0, 0), (N-2641; Me, 4-iBu-Ph, O, 0), (N-2542: Me, 3,4-diMe-Ph, O, O), (N-
9543 Me, 1,3-Benzodioxole-5-yl, 0, 0), (N-2544: Me, N-Me-pyridinium-4-yl, O,
0), (N-2545: Me, N-Me-pyridinium-3-yl, O, O), (N-2546: Me, 5-Me-Pyridine-2-
yl, O, 0), (N-2547: Me, 2-Pyraziny], 0, 0), (N-2548: Me, 3-Pyrrolyl, O, O), (N-
2549; Me, 1-Me-pyrrole-3-yl, O, 0), (N-25650: Me, Pyridine N-oxide-4-yl, O, O),
(N-2551: Me, Pyridine N-oxide-3-yl, O, 0), (N-2552: Me, 6-OH-pyridine-3-yl, O,
0), (N-2553: Me, 6-SH-pyridine-3-yl, O, 0), (N-2554: Me, 1-Ac-pyrrole-3-yi, O,
0), (N-2555: Me, 4-CFa-Ph, O, O), (N-2556: Me, 4-CN-Ph, O, O), (N-2557: Me,
4-CHO-Ph, O, 0), (N-2558: Me, 3-C1-Ph, O, 0), (N-2559: Me, 3-Br-Ph, O, O),
(N-2560: Me, 3-F-Ph, O, O), (N-2561: Me, 3-1-Ph, O, 0), (N-2562: Me, 4-1-Ph, O,
0), (N-2563: Me, 4-OCF3-Ph, O, 0), (N-2564: Me, 3,4-dil-Ph, O, O}, (N-2565:
Me, Indole-6-yl, O, O), (N-2566: Me, 1-Ac-indole-6-yl, O, O), (N-2567: Me, 1
Me-indole-6-yl, O, 0), (N-2568: Me, 4-(1-Imidazolyl)-Ph, 0, 0), (N-2569: Me,
4-Morphorino-Ph, O, 0), (N-2670: Me, 4-(1-Piperazinyl)-Ph, O, 0), (N-2571:
Me, 2:5-diMe-thiophene-3-yl, O, O), (N-2572: Me, 2-Furyl, 0, 0), (N-2573: Me,
5-Me-furan-2-yl, O, 0), (N-2574: Me, 5-Me-furan-2-yl, O, 0), (N-2575: Me, 2-
Thiazolyl, O, 0), (N-2576: Me, 1:4-Benzodioxin-6-yl, O, O), (N-2577: Me,
Benzo{b]furan-2-yl, O, 0), (N-2578: Me, 4-NH;CH:2-Ph, O, 0), (N-25679; Me, 4-
N(Me)HCHz-Ph, O, Q), (N-2580: Me, 4-N(Me)2CH2-Ph, O, 0), (N-2581: Me, 6-
Cl-pyridine-3-yl, O, O), (N-2582: Me, 5,6-diCl-pyridine-3-yl, O, 0), (N-2583:
Me, 5-Cl-pyridine-2-yl, O, 0), (N-2584; Me, 4:5-diCl-pyridine-2-yl, O, O), (N-

2585: Me, 4-C1CH2-Bn, O, 0), (N-2586: Me, Bn, O, O), (N-2587: Me, 4-C1-Bn, O,
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0), (N-2588: Me, 4-Br-Bn, O, 0), (N-2589: Me, 4-F-Bn, O, 0), (N-2590: Me,
3,4-diCl-Bn, O, 0), (N-2591: Me, 3,4-diBr-Bn, O, O), (N-2592: Me, 3,4-diF-Bn,
0, O), (N-2593: Me, 4-C1-Bz, O, 0), (N-2594: Me, 3,4-diCl-Bz, O, O), (N-2595:
Me, 4-Br-Bz, O, 0), (N-2596: Me, 3,4-diBr-Bz, O, O), (N-2597: Me, 4-F-Bz, O,
0), (N-2598: Me, 3,4-diF-Bz, O, 0), (N-2599: Me, 4-NO2-Bn, O, 0), (N-2600: Me,
4-CN-Bn, 0, 0), (N-2601: Et, Ph, O, 0), (N-2602: Et, 4-F-Ph, O, O), (N-2603: BEt,
4.Br-Ph, O, 0), (N-2604: Et, 4-Me-Ph, O, 0), (N-2605: Et, 4-Ph-Ph, O, O), (N-
2606: Et, 4-OMe-Ph, O, 0), (N-2607: Et, 4-tBu-Ph, O, 0), (N-2608: Et, 4-
COOMe-Ph, O, 0), (N-2609: Et, 4-Pen-Ph, 0, O0), (N-2610: Et, 4-NOz-Ph, O, 0),
(N-2611: Bt, 5-Cl-thiophene-2-yl, O, 0), (N-2612: Et, 3-Thienyl, O, 0), (N-
2613: Et, 2-Py, 0, 0), (N-2614: Et, 3-Py, O, O0), (N-2615: Et, 4-Py, O, 0), (N-
2616: Bt, 3,4-diF-Ph, O, 0), (N-2617: Et, 5-Br-thiophene-2-yl, O, O), (N-2618:
Et, 4-CONHz-Ph, O, 0), (N-2619: Et, 4-CON(Me)H-Ph, O, 0), (N-2620: Et, 4-
CON(Me)z-Ph, O, 0), (N-2621: Et, 4-iPrOC(=0)-Ph, O, 0), (N-2622: Et, 4-
nBu0C(=0)-Ph, O, 0), (N-2623: Et, 6-Me-pyridine-3-yl, O, 0), (N-2624: Et,
Quinoline-3-yl, O, 0), (N-2625: Et, 4-NHs-Ph, 0, 0), (N-2626: Et, 4-N(Ac)H-Ph,
O, 0), (N-2627: Et, 4-OH-Ph, O, 0), (N-2628: Et, 3,4-di(OH)2-Ph, O, O), (N-
2629: Et, 3,4-di(NH2)-Ph, O, 0), (N-2630: Et, 3:4-[N(Ac)H]z-Ph, O, O), (N-2631:
Et, 4-SH-Ph, O, 0), (N-2632: Et, 4-SMe-Ph, O, 0), (N-2633: Et, 3,4-diBr-Ph, O,
0), (N-2634: Et, 4-N(Me)H-Ph, O, 0), (N-2635: Et, 4-N(Me)z-Ph, 0O, 0), (N-
2636: Et, 4-N(Me)s*-Ph, O, 0), (N-2637: Et, 4-Et-Ph, O, 0), (N-2638: Et, 4-
iPr-Ph, O, 0), (N-2639: Et, 4-nPr-Ph, O, 0), (N-2640: Et, 4-nBu-Ph, O, 0), (N-
2641: Et, 4-iBu-Ph, O, 0), (N-2642: Et, 3,4-diMe-Ph, O, O), (N-2643: Et, 1,3-
Benzodioxole-5-yl, O, 0), (N-2644: Et, N-Me-pyridinium-4-yl, O, 0), (N-2645:
Et, N-Me-pyridinium-3-yl, O, 0), (N-2646: Et, 5-Me-Pyridine-2-yl, O, O), (N-
2647: Et, 2-Pyrazinyl, O, 0), (N-2648: Et, 3-Pyrrolyl, O, 0), (N-2649: Et, 1-

Me-pyrrole-3-yl, O, 0), (N-2650: Et, Pyridine N-oxide-4-yl, O, 0), (N-2651: Et,
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Pyridine N-oxide-3-yl, O, 0), (N-2652: Et, 6-OH-pyridine-3-yl, O, 0), (N-2653:
Et, 6-SH.pyridine-3-yl, O, 0), (N-2654: Et, 1-Ac-pyrrole-3-yl, O, O), (N-2655:
Et, 4-CFs-Ph, O, 0), (N-2656: Et, 4-CN-Ph, O, 0), (N-26567: Et, 4-CHO-Ph, O,
0), (N-2658: Et, 3-C1-Ph, O, 0), (N-2659: Et, 3-Br-Ph, O, 0), (N-2660: Et, 3-F-
Ph, O, 0), (N-2661: Et, 3-1-Ph, O, 0), (N-2662: Et, 4-1-Ph, O, O), (N-2663: Et,
4-0CFs-Ph, O, 0), (N-2664: Et, 3,4-dil-Ph, O, 0), (N-2665: Et, Indole-6-yl, O,
0), (N-2666: Et, 1-Ac-indole-6-yl, O, 0), (N-2667: Et, 1-Me-indole-6-yl, O, 0O),
(N-2668: Et, 4-(1-ImidazolyD)-Ph, O, 0), (N-2669: Et, 4-Morphorino-Ph, O, 0),
(N-2670: Et, 4-(1-Piperazinyl)-Ph, O, O), (N-2671: Et, 2:5-diMe-thiophene-3-yl,
0, 0), (N-2672: Et, 2-Furyl, O, O), (N-2673: Et, 5-Me-fui‘an-2-yl, 0, 0), (N-
2674: Et, 5-Me-furan-2-yl, O, Q), (N-2675: Et, 2-Thiazolyl, O, 0), (N-2676: Et,
1:4-Benzodioxin-6-yl, O, O), (N-2677: Et, Benzo[b]furan-2-yl, O, O), (N-2678:
BEt, 4-NH;CHz-Ph, O, 0), (N-2679: Et, 4-N(Me)HCHz-Ph, O, O), (N-2680: Et,
4-N(Me)2:CHz-Ph, O, 0), (N-2681: Et, 6-Cl-pyridine-3-yl, O, 0), (N-2682: Et,
5.6-diCl-pyridine-3-yl, O, 0), (N-2683: Et, 5-Cl-pyridine-2-yl, O, 0), (N-2684:
Et, 4:5-diCl-pyridine-2-yl, O, O), (N-2685: Et, 4-C1CH2-Bn, O, O), (N-2686: Et,
Bn, 0, 0), (N-2687: Et, 4-C1-Bn, O, O), (N-2688: Et, 4-Br-Bn, O, O0), (N-2689: Et,
4-F-Bn, 0, 0), (N-2690: Et, 3,4-diC1-Bn, O, 0), (N-2691: Et, 3,4-diBr-Bn, O, O),
(N-2692: Et, 3,4-diF-Bn, O, 0), (N-2693: Et, 4-C1-Bz, O, 0), (N-2694: Et, 3,4-
diC1-Bz, O, O), (N-2695: Et, 4.Br-Bz, O, 0), (N-2696: Et, 3,4-diBr-Bz, O, 0),
(N-2697: Et, 4-F-Bz, O, 0), (N-2698: Et, 3,4-diF-Bz, O, O), (N-2699: Et, 4-
NQ:z-Bn, 0, 0), (N-2700: Et, 4-CN-Bn, 0, 0), (N-2701: COOMe, Ph, O, 0), (N-
2702: COOMe, 4-F-Ph, O, 0), (N.2703: COOMe, 4-Br-Ph, 0, 0), (N-2704:
COOMe, 4-Me-Ph, O, 0), (N-2705: COOMe, 4-Ph-Ph, O, 0), (N-2706: COOMe,
4-OMe-Ph, O, 0), (N-2707: COOMe, 4-tBu-Ph, O, 0), (N-2708: COOMe, 4-
COOMe-Ph, O, 0), (N-2709: COOMe, 4-Pen-Ph, O, O), (N-2710: COOMe, 4-

NO:-Ph, O, 0), (N-2711: COOMe, 5-Cl-thiophene-2-yl, O, 0), (N-2712: COOMe,
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3-Thienyl, O, 0), (N-2713: COOMe, 2-Py, O, 0), (N-2714: COOMe, 3-Py, O, 0),
(N-2715: COOMe, 4-Py, O, 0), (N-2716: COOMe, 3,4-diF-Ph, O, 0), (N-2717;
COOMe, 5-Br-thiophene-2-yl, O, O), (N-2718: COOMe, 4-CONHz-Ph, O, 0),
(N-2719: COOMé, 4-CON(Me)H-Ph, O, 0), (N-2720: COOMe, 4-CON(Me)2-Ph,
0, 0), (N-2721: COOMe, 4-iPrOC(=0)-Ph, 0O, 0), (N-2722: COOMe, 4-
nBuOC(=0)-Ph, O, 0), (N-2723: COOMe, 6-Me-pyridine-3-yi, O, 0), (N-2724:
COOMe, Quinoline-3-yl, 0, 0), (N-2725: COOMe, 4-NHz-Ph, O, 0), (N-2726:
COOMe, 4-N(Ac)H-Ph, O, 0), (N-2727: COOMe, 4-OH-Ph, O, 0), (N-2728:
COOMe, 38,4-di(0H):-Ph, O, 0), (N-2729: COOMe, 3,4-di(NHz)-Ph, O, 0), (N-
2730: COOMe, 3:4-[N(Ac)H]2-Ph, O, 0), (N-2731: COOMe, 4-SH-Ph, O, 0), (N-
2732: COOMe, 4-SMe-Ph, O, 0), (N-2733: COOMe, 3,4-diBr-Ph, O, O), (N-2734:
COOMe, 4-N(Me)H-Ph, 0, 0), (N-2735: COOMe, 4-N(Me)z-Ph, O, O), (N-2736:
COOMe, 4-N(Me)s*-Ph, O, 0), (N-2737: COOMe, 4-Et-Ph, O, O), (N-2738:
COOMe, 4-iPr-Ph, 0, 0), (N-2739: COOMe, 4-nPr-Ph, O, 0), (N-2740: COOMe,
4-nBu-Ph, O, 0), (N-2741: COOMe, 4-iBu-Ph, O, 0), (N-2742: COOMe, 3,4-
diMe-Ph, O, 0), (N-2743: COOMe, 1,3-Benzodioxole-5-yl, O, 0), (N-2744:
COOMe, N-Me-pyridinium-4-yl, O, 0), (N-2745: COOMe, N-Me-pyridinium-3-
yl, 0, 0), (N-2746. COOMe, 5-Me-Pyridine-2-yl, O, 0), (N-2747: COOMe, 2-
Pyrazinyl, O 0), (N-2748: COOMe, 3-Pyrrolyl, O, 0), (N-2749: COOMe, 1-
Me-pyrrole-3-yl, O, 0), (N-2750: COOMe, Pyridine N-oxide-4-yl, O, 0), (N-
2751: COOMe, Pyridine N-oxide-3-yl, O, 0), (N-2762: COOMe, 6-OH-
pyridine-3-yl, O, 0), (N-2753: COOMe, 6-SH-pyridine-3-yl, O, 0), (N-2754:
COOMe, 1-Ac-pyrrole-3-yl, O, 0), (N-2755: COOMe, 4-CFs-Ph, O, 0), (N-2758:
COOMe, 4-CN-Ph, O, 0), (N-2757: COOMe, 4-CHO-Ph, O, O), (N-2758: COOMe,
3.C1-Ph, O, 0), (N-2769: COOMe, 3-Br-Ph, 0, 0), (N-2760: COOMe, 3-F-Ph, O,
0), (N-2761: COOMe, 3-I-Ph, O, O), (N-2762: COOMe, 4-.1-Ph, O, O), (N.2763:

COOMe, 4-OCFs-Ph, 0, 0), (N-2764: COOMe, 3,4-dil-Ph, O, 0), (N-2765:
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COOMe, Indole-6-yl, O, 0), (N-2766: COOMe, 1-Ac-indole-6-yl, O, 0), (N-2767:
COOMe, 1-Me-indole-6-yl, O, 0), (N-2768: COOMe, 4-(1-Imidazolyl)-Ph, O, O),
(N-2769: COOMe, 4-Morphorino-Ph, O, 0), (N-2770: COOMe, 4-(1-
Piperazinyl)-Ph, O, 0), (N-2771: COOMe, 2:5-diMe-thiophene-3-yl, O, O), (N-
2772: COOMe, 2-Furyl, O, 0), (N-2773: COOMe, 5-Me-furan-2-yl, O, 0), (N-
2774: COOMe, 5-Me-furan-2-yl, O, O), (N-2775: COOMe, 2-Thiazolyl, O, O),
(N-2776: COOMe, 1:4-Benzodioxin-6-yl, 0, 0), (N-2777: COOMe,
Benzo[b]furan-2-yl, O, 0), (N-2778: COOMe, 4-NH2CHz-Ph, O, O), (N-2779:
COOMe, 4-N(Me)HCH3-Ph, O, 0), (N-2780: COOMe, 4-N(Me):CHz2-Ph, O, O),
(N-2781: COOMe, 6-Cl-pyridine-3-yl, O, O}, (N-2782: COOMe, 5,6-di(Cl-
pyridine-3-yl, O, 0), (N-2783: COOMe, 5-Cl-pyridine-2-yl, O, O), (N-2784:
COOMe, 4:5-diCl-pyridine-2-yl, O, 0), (N-2785: COOMe, 4-CICHz-Bn, O, 0),
(N-2786: COOMe, Bn, O, 0), (N-2787: COOMe, 4-Cl-Bn, O, 0), (N-2788:
COOMe, 4-Br-Bn, O, 0), (N-2789: COOMe, 4-F-Bn, O, O}, (N-2790: COOMe,
3 4-diC1-Bn, 0, 0), (N-2791: COOMe, 3,4-diBr-Bn, O, 0), (N-2792: COOMe,
3 4.diF-Bn, 0, 0), (N-2793: COOMe, 4-Cl-Bz, O, 0), (N-2794: COOMe, 3,4-
diCl-Bz, O, 0), (N-2795: COOMe, 4-Br-Bz, 0, 0), (N-2796: COOMe, 3,4-di1Br-
Bz, O, 0), (N-2797: COOMe, 4-F-Bz, O, 0), (N-2798: COOMe, é,4-diF-Bz, 0, 0y,
(N-2799: COOMe, 4-NOz-Bn, O, 0), (N-2800;: COOMe, 4-CN-Bn, O, 0), (N-
2801: 4-F-Ph, CONHz, S, S), (N-2802: 4-Br-Ph, CONHz, S, S), (N-2803: 5-Cl-
thiophene-2-yl, CONHz, S, S), (N-2804: 3,4-diF-Ph, CONHza., S, S), (N-2805: 5-
Br-thiophene-2-yl, CONHs, S, S), (N-2806: 3,4-diBr-Ph, CONHs, §, 3), (N-
2807 4-CFs-Ph, CONHz, S, S), (N-2808: 3-C1-Ph, CONHz, S, S), (N-2809: 3-
Br-Ph, CONHg, S, S), (N-2810: 3-F-Ph, CONHs, S, S), (N-2811: 4-F-Ph,
CO:NHCHs, S, S), (N-2812: 4-Br.Ph, CO:NHCHs, S, S), (N-2813: 5-Ci-
thiophene-2-yl, COz:NHCHs, S, S), (N-2814: 3,4-diF-Ph, CO;NHCHs, S, S), (N-

2815: b5-Br-thiophene-2-yl, CO:NHCHs, S, S), (N-2816: 3,4-diBr-Ph,
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CO;NHCH3, S, S), (N-2817: 4-CF3-Ph, COsNHCHs, S, S), (N-2818: 3-Cl-Ph,
CO:NHCHs, S, S), (N-2819; 3-Br-Ph, COs:NHCHs, S, S), (N-2820: 3-F-Ph,
CO:NHCHs, S, S), (N-2821: 4-F-Ph, CO:N(CHa)z, S, S), (N-2822: 4-Br-Ph,
CO:N(CHa)z, S, S), (N-2823: 5-Cl-thiophene-2-yl, CO:N(CHs)z, S, S), (N-2824:
3,4-diF-Ph, CO:N(CHa)z, S, 8), (N-2825: 5-Br-thiophene-2-yl, CO:N(CHa)s, S,
S), (N-2826: 3,4-diBr-Ph, CO2N(CHs)s, S, S), (N-2827: 4.CF3-Ph, CO:N(CHs)e,
S, 8), (N-2828: 3-C1-Ph, CO:N(CHs)z, S, 8), (N-2829: 3-Br-Ph, COz:N(CHs)z, S,
S), (N-2830: 3-F-Ph, CO:N(CHa)z, S, S), (N-2831: 4-F-Ph, CO:H, S, S), (N-2832:
4-Br-Ph, CO:H, S, S), (N-2833: 5-Cl-thiophene-2-yl, CO:H, S, S), (N-2834:
3 4.diF-Ph, CO:H, S, S), (N-2835: 5-Br-thiophene-2-yl, CO:H, S, S), (N-2836:
3 4-diBr-Ph, CO:zH, S, 8), (N-2837: 4-CFs-Ph, COsH, S, S), (N-2838: 3-C1.Ph,
C0sH S, S), (N-2839: 3-Br-Ph, COz2H, S, S), (N-2840: 38-F-Ph, CO:zH, S, 5),
(N-2841: 4-F-Ph, NH2, S, S), (N-2842: 4-Br-Ph, NH2, S, S), (N-2843: 5-CI-
thiophene-2-yl, NHz, S, S), (N-2844: 3,4-diF-Pﬁ, NH., S, S), (N-2845: 5-Br-
thiophene-2-yl, NHz, S, S), (N-2846: 3,4-diBr-Ph, NH;, S, S), (N-2847: 4-CFs-
Ph, NHz, S, S), (N-2848: 3-C1-Ph, NHz, S, S), (N-284%: 3-Br-Ph, NHs, S, 9),
(N-2850; 3-F-Ph, NHg, S, S), (N-2851: 4-F-Ph, CHsCOOMe, S, S), (N-2852: 4-
Br-Ph, CH:COOMe, S, S), (N-2853: 5-Cl-thiophene-2-yl, CH2C00Me, S, §),
(N-2854: 3 4-diF-Ph, CH:COOMe, S, 8), (N-2855: 5-Br-thiophene-2-yl,
CH;COOMe, S, S), (N-2856: 3,4-diBr-Ph, CHz2COOMe, S, S), (N-2857: 4-CFs-Ph,
CH;COOMe, S, S), (N-2858: 3-Cl-Ph, CH2COOMe, S, S), (N-2859: 3-Br-Ph,
CH.COOMe, S, S), (N-2860: 3-F-Ph, CH2COOMe, S, S), (N-2861: 4-F-Ph,
CH2CH:COOMe, S, S), (N-2862: 4-Br-Ph, CH2CH2C00Me, S, §), (N-2863: 5-
Cl-thiophene-2-yl, ~ CH:CH:COOMe, S, 8), (N-2864: 3,4-diF-Ph,
CH;CH:COOMe, S, S), (N-2865: 5-Br-thiophene-2-yl, CH3;CH:COOMe, S, S),
(N-2866: 3,4-diBr-Ph, CH2CH:COOMe, S, S), (N-2867. 4-CFs-Ph,

CH.CH2COOMe, S, S), (N-2868: 3-Cl-Ph, CH.CH2COOMe, S, S), (N-2869: 3-
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Br-Ph, CH2CH2C00Me, S, S), (N-2870: 3-F-Ph, CH2CH2COOMe, S, S), (N-
9871: 4.F-Ph, CH2COONHS3, S, S), (N-2872: 4.Br-Ph, CH:COONHz, S, S), (N-
2873: 5-Cl-thiophene-2-yl, CH2COONH:, S, S), (N-2874; 3,4-diF-Ph,
CH2COONH:2, 8, S), (N-2875: 5-Br-thiophene-2.yl, CH2.COONHg, S, S), (N-
2876: 3 4-diBr-Ph, CH:COONHo, S, S), (N-2877: 4-CFa-Ph, CH2COONHz, S, 8),
(N-2878: 3-Cl-Ph, CH2COONHz, 8, S), (N-2879%: 3-Br-Ph, CH:COONHa, §, 8),
(N-2880: 3-F-Ph, CH:COONHz, 8, 8), (N-2881: 4-F-Ph, CH:COONHCHs, S, S),
(N-2882: 4.Br.-Ph, CH:COONHCHs, S, S). (N-2883: 5-Cl.thiophene-2-yl,
CH:COONHCHs, S, S), (N-2884: 3,4-diF-Ph, CH:COONHCHS3, S, S), (N-2885:
5-Br-thiophene-2-yl, CHz:COONHCHs, S, 8), (N-2886; 3,4-diBr-Ph,
CH;COONHCHs, S, 8), (N-2887: 4-CFs-Ph, CHH:COONHCHs, S, S), (N-2888:
3.C1-Ph, CH2COONHCH3, S, 8), (N-2889: 3-Br-Ph, CH:COONHCHj, S, S), (N-
2890: 3.F.Ph, CH:COONHCHa, S, S), (N-2893: 5-Cl-thiophene-2.yl, CH:CH2Cl,
S, S), (N-2894: 3,4-diF-Ph, CH:CH:Cl, S, S), (N-2895: 5-Br-thiophene-2-yl,
CH:CH:ClL S, S), (N-2896: 8,4-diBr-Ph, CH:CH3Cl, S, S), (N-2897: 4-CFs-Ph,
CH:CH:zCl, S, S), (N-2898; 3-Cl-Ph, CH:CH:Cl, S, S), (N-2899: 3-Br-Ph,
CH:CH:Cl 8, 8), (N-2900: 3-F-Ph, CH2CHoCl, S, S), (N-2901: 4-F-Ph, CONHz,
0, S), (N-2902: 4-Br-Ph, CONHa, O, S), (N-2903: 5-Cl-thiophene-2-yl, CONHp,
0, S), (N-2904: 3,4-diF-Ph, CONH:, O, S), (N-2905: 5¥Br-thiophene-2—yl,.
CONH:, O, S), (N-2906: 3,4-diBr-Ph, CONHz, 0, S), (N-2907: 4-CFs-Ph, CONHz,
0. 8), (N-2908: 3-Cl-Ph, CONHz, O, S), (N-2909: 3-Br-Ph, CONHz, O, 8), (N-
2910: 3-F-Ph, CONH3z, O, S), (N-2911: 4-F-Ph, CO:NHCHs, O, 8), (N-2912: 4.
Br-Ph, CO:NHCHs, O, S), (N-2913: 5-Cl-thiophene-2-yl, CO:NHCHs, O, S),
(N-2914;: 3,4-diF-Ph, CO:NHCHs, O, S), (N-2915: 5-Br-thiophene-2-yl,
CO.NHCHs, O, 8), (N-2916: 3,4-diBr-Ph, CO:NHCHs, O, S), (N-2917: 4-CFs-Ph,
COsNHCHa, O, S), (N-2918: 3-Cl-Ph, CO:NHCHs, O, S), (N-2919: 3-Br-Ph,

CO.NHCHs, O, S), (N-2920: 3-F-Ph, CO:NHCHs, O, S), (N-2921: 4-F-.Ph,



COsN(CHs)e, O, S), (N-2922: 4-Br-Ph, CO:N(CHs)s, O, S), (N-2923: 5-Cl-
thiophene-2-yl, CO:N(CHa)z, O, S), (N-2924: 3,4-diF-Ph, CO2N(CHs)z, O, 8),
(N-2925: 5-Br-thiophene-2-yl, CO:N(CHa)s, O, 8), (N-2926: 3,4-diBr-Ph,
COsN(CHs)z, O, 8), (N-2927: 4-CFa-Ph, COsN(CHs)s, O, S), (N-2928: 3-Cl-Ph,
CO:N(CHa)z, O, 8), (N-2929: 3-Br-Ph, COzN(CHs)z, O, S), (N-2930: 3-F-Ph,
CO2N(CHa)z, O, 8), (N-2931: 4-F-Ph, COzH, O, 8), (N-2932: 4-Br-Ph, COzH, O,
S), (N-2933: 5-Cl-thiophene-2-yl, COzH, O, 8), (N-2934: 3,4-diF-Ph, COzH, O,
S), (N-2935: 5-Br-thiophene-2-yl, COzH, O, S), (N-2936: 3,4-diBr-Ph, CO:zH, O,
S), (N-2937; 4-CFs-Ph, COzH, 0, S), (N-2938: 3-Cl-Ph, CO:zH, 0, 9), (N-2939;
3.Br-Ph, COzH, O, S), (N-2940: 3-F-Ph, COzH, O, S), (N-2941: 4-F-Ph, NH3, O,
S), (N-2942: 4-Br-Ph, NHz, O, S), (N-2943: 5-Cl-thiophene-2-yl, NHz, O, 8),
(N-2944: 3,4-diF-Ph, NHz, O, §), (N-2945: 5-Br-thiophene-2-yl, NHz, O, 8),
(N-296: 3,4-diBr-Ph, NHz, O, S), (N-2947: 4-CFs-Ph, NHz, O, S), (N-2948: 3-
Cl-Ph, NHa, O, S), (N-2949: 3-Br-Ph, NHz, O, S), (N-2950: 3-F-Ph, NHs, O, 8),
(N-2951: 4-F-Ph, CH2COOMe, O, S), (N-2952: 4-Br-Ph, CH2COOMe, O, S), (N-
2953:  5-Cl-thiophene-2-yl, CHzCOOMe, O, §5), (N-2854: 3,4-diF-Ph,
CH2COOMe, O, S), (N-2955: 5-Br-thiophene-2-yl, CH2:COOMe, 0, S), (N-2956:
3 4.diBr-Ph, CH;COOMe, O, S), (N-2957: 4-CFs-Ph, CH:COOMe, O, S), (N-
9958: 3.C1.Ph, CH2COOMe, O, 8), (N-2959: 3-Br-Ph, CH:COOMe, O, S), (N-
2960: 3-F-Ph, CHzCOOMe, O, S), (N-2961: 4-F-Ph, CH:CHz2COOMe, O, 5), (N-
9962 4.Br-Ph, CHs:CH:COOMe, O, 8), (N-2963: 5-Cl-thiophene-2-yl,
CH,CH:COOMe, O, S), (N-2964: 3,4-diF-Ph, CH:CH:COOMe, O, S), (N-2965:
5.Br-thiophene-2-yl, CH:CH:COOMe, O, S), (N-2966: 3,4-diB;‘-Ph,
CHyCH2COOMe, O, 8), (N-2967: 4-CF3-Ph, CH:CHaCOOMe, O, 8), (N-2968: 3-
Cl-Ph, CH»CH2COOMe, O, 8), (N-2969: 3-Br-Ph, CHsCH2COOMe, O, S), (N-
9970: 3-F-Ph, CH2CH:COOMe, O, 8), (N-2971: 4-F-Ph, CH:COONHz, O, S),

(N-2972: 4-Br-Ph, CH2:COO0NH:, 0, S), (N-2973: 5-Cl-thiophene-2-yl,
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CH2COONHsg, O, S), (N-2974: 3,4-diF-Ph, CHsCOONH,, O, S), (N-2975: 5-Br-
thiophene-2-yl, CH2COONH;, O, S), (N-2976: 3,4-diBr-Ph, CH:COONH:, O, 9),
(N-2977: 4-CF3-Ph, CH:COONH_, O, S), (N-2978: 3-C}-Ph, CH:COONHz3, O, S),
(N-2979: 3-Br-Ph, CH:COONHj3, O, S), (N-2980: 3-F-Ph, CH2COONH:, O, S),
(N-2981: 4-F-Ph, CH:COONHCHs3, O, 8), (N-2982: 4-Br-Ph, CH:COONHCH3, O,
S), (N-2983: 5-Cl-thiophene-2-yl, CH2COONHCHSs3, O, S), (N-2984: 3,4-diF-Ph,
CH:COONHCHs, 0, S), (N-2985: 5-Br-thiophene-2-yl, CH2:COONHCH;, O, 8),
(N-2986: 3,4-diBr-Ph, CHsCOONHCHs, O, S), (N-2987: 4-CFa-Ph,
CH:COONHCHs3, O, S), (N-2988: 3-Cl-Ph, CH:COONHCHs, O, S), (N-2989: 3-
Br-Ph, CH:COONHCH;, O, S), (N-2990: 3-F-Ph, CH:2COONHCHs, O, S), (N-
2991: 4-F-Ph, CH2:CH:Cl, O, S), (N-2992: 4-Br-Ph, CH2CH3Cl, O, S), (N-2993:
5-Cl-thiophene-2-yl, CH:CH:2Cl, O, S), (N-2994: 3,4-diF-Ph, CH2CH:Cl, O, S),
(N-2995: 5-Br-thiophene-2-yl, CH:CH:Cl, O, §), (N-2996: 3,4-diBr-Ph,
CH:CH3C), O, S), (N-2897: 4-CFs-Ph, CHzCHzCl, 0, S), (N-2998: 3-Cl-Ph,
CH:CH:Cl, 0, S), (N-2899; 3-Br-Ph, CH:CH:Cl, O, S), (N-3000: 3-F-Ph,
CH:2CH:Cl, O, S), (N-3001: 4-F-Ph, CONHz, S, 0), (N-3002: 4-Br-Ph, CONH3y, S,
0), (N-3003: 5-Cl-thiophene-2.yl, CONHz, S, O), (N-3004: 3,4-diF-Ph, CONH.,
S, 0), (N-3005: 5-Br-thiophene-2-yl, CONH:, S, 0), (N-3006: 3,4-diBr-Ph,
CONHa, S, 0), (N-38007: 4-CFs-Ph, CONHs, S, O), (N-300: 3-Cl-Ph, CONH:, S,
0), (N-3009: 3-Br-Ph, CONHz, S, 0), (N-3010: 3-F-Ph, CONH_, S, 0), (N-3011:
4-F-Ph, CO2NHCHs, S, 0), (N-3012: 4.-Br-Ph, CO2NHCHs, S, 0), (N-3013: 5-
Cl.thiophene-2-yl, COeNHCHa, S, O), (N-3014: 3,4.diF-Ph, COsNHCH;s, S, 0),
(N-3015: 5-Br-thiophene-2-y}, CO:NHCHs, S, 0), (N-3016: 3,4-diBx-Ph,
CO:NHCHs, S, 0), (N-3017: 4-CFs-Ph, CO:NHCHs, S, O), (N-3018: 3-Cl-Ph,
CO:NHCHs, S, 0), (N-3019: 3-Br-Ph, CO:NHCHs, S, 0), (N-3020: 3-F-Ph,
CO:NHCHs, S, 0), (N-3021: 4-F-Ph, CO:N(CHs)z, S, O), (N-3022: 4-Br-Ph,

CO:zN(CHas)z, S, 0), (N-3023: 5-Cl-thiophene-2-yl, CO2N(CHa)e, S, 0), (N-3024:
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3,4-diF-Ph, CO:N(CHa)s, S, 0), (N-3025: 5-Br-thiophene-2-yl, CO:N(CHa)2, S,
0), (N-3026: 3,4-diBr-Ph, COzN(CHa)z, S, 0), (N-3027: 4-CF3-Ph, CO2N(CHa)s,
S, 0), (N-3028: 3-C1-Ph, CO2N(CHas)z, 8, O), (N-3029: 3-Br-Ph, COz2N(CHa):, S,
0), (N-3030: 3-F-Ph, COsN(CHa)z, S, O0), (N-3031: 4-F-Ph, CO:H, S, 0), (N-
3032: 4-Br-Ph, COzH, S, 0), (N-3083: 5-Cl-thiophene-2-yl, COzH, S, 0), (N-
3034: 3,4-diF-Ph, COzH, S, 0), (N-3035: 5-Br-thiophene-2-yl, CO:H, S, 0O),
(N-3036: 3,4-diBr-Ph, COzH, S, 0), (N-3037: 4-CFs-Ph, CO:H, 8, 0), (N-3038:
3.Cl-Ph, CO:H, S, 0), (N-3039: 3-Br-Ph, CO:H, S, 0), (N-3040: 3-F-Ph, CO:2H,
S, 0), (N-3041: 4-F-Ph, NHe, S, 0), (N-3042: 4-Br-Ph, NHz, S, O0), (N-3043: 5-
Cl-thiophene-2-yl, NHz, S, 0), (N-3044: 3,4-diF-Ph, NH», S, 0), (N-3045: 5-
Br-thiophene-2-yl, NHz, S, O), (N-3046: 3,4-diBr-Ph, NH:, S5, 0), (N-3047: 4-
CFs-Ph, NHg, S, 0), (N-3048: 3-Cl1-Ph, NHz, S, 0), (N-3049: 3-Br-Ph, NH3, S, 0),
(N-3050: 3-F-Ph, NH;, S, 0), (N-3051: 4-F-Ph, CH:COOMe, S, 0), (N-3052: 4-
Br-Ph, CH:COOMe, S, 0), (N-30563: 5-Cl-thiophene-2-yl, CH:COOMe, S, 0),
(N-3054; 3,4-diF-Ph, CHzCOOMe, S, O), (N-3055. 5-Br-thiophene-2-yl,
CH:COOMe, S, 0), (N-3056: 3,4-diBr-Ph, CH2COOMe, S, 0), (N-3057: 4-CFs-
Ph, CH:COOMe, S, 0), (N-3058: 3-C1-Ph, CH.COOMe, S, 0), (N-3059: 3-Br-Ph,
CH:COOMe, S, 0), (N-3060: 3-F-Ph, CH:COOMe, 8, 0), (N-3061: 4-F-Ph,
CH2CH2C00Me, S, 0), (N-3062: 4-Br-Ph, CH2CHzCOOMe, S, O), (N-3063: 5-
Cl-thiophene-2-y}, CH:CH:COOMe, S, 0), (N-3064: 3,4-diF-Ph,
CH:CH:COOMe, S, 0), (N-3065: 5-Br-thiophene-2-yl, CH:CH2COOMe, S, O),
(N-3066: 3,4-diBr-Ph, CH:CH:COOMe, S, 0), (N-3067: 4.CFs-Ph,
CH2CH2COOMe, 8, 0), (N-3068: 3-Cl-Ph, CH2CH2COOMe, S, 0), (N-3069: 3-
Br-Ph, CH2CH:COOMe, S, 0), (N-3070: 3-F-Ph, CH2CH2COOMe, S, O), (N-
3071: 4-F-Ph, CH;COONH3, S, 0), (N-3072: 4-Br-Ph, CH:COONHs, S, O), (N-
3073: 5-Cl-thiophene-2-yl, CHzCOONH:, S, 0), (N-3074: 3,4-diF-Ph,

CH2COONH2, 8, 0), (N-3075: 5-Br-thiophene-2-yl, CHz2COONHg, S, 0), (N-
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3076: 3,4-diBr-Ph, CH:COONHyz, S, O), (N-3077: 4-CF3-Ph, CH2COONHy_, S, 0),
(N-3078: 3-C1-Ph, CH:COONHz:, S, 0), (N-3079: 3-Br-Ph, CH:2COONH;, S, 0),
(N-3080: 3-F-Ph, CH:COONH3, S, O), (N-3081: 4-F-Ph, CH:2COONHCHj;, §, 0),
(N-3082: 4-Br-Ph, CH:COONHCHs, S, 0), (N-3083: 5-Cl-thiophene-2.yl,
CH:COONHCHs, S, O), (N-3084: 3,4-diF-Ph, CH:COONHCHs, S, 0), (N-3085:
5-Br-thiophene-2-yl, CH:COONHCHs, S, 0), (N-3086: 3,4-diBr-Ph,
CH2COONHCHs3, S, 0), (N-3087: 4-CF3-Ph, CH:COONHCHa, S, O), (N-3088:
3-Cl-Ph, CH:COONHCH3, S, O), (N-3089: 3-Br-Ph, CH:COONHCH;, S, 0),
(N-3090; 3-F-Ph, CH:COONHCHSs, S, 0), (N-3091: 4-F-Ph, CH:CH:Cl, S, O),
(N-3092: 4-Br-Ph, CH:CH:Cl, S, 0), (N-3093: 5-Cl-thiophene-2-yl, CH:CH:Cl,
S, 0), (N-3094: 3,4-diF-Ph, CH2:CH:Cl, S, O), (N-3095: 5-Br-thiophene-2-yl,
CH3:CH2Cl, S, 0), (N-3096: 3,4-diBr-Ph, CH2CH:C], S, O0), (N-3097: 4-CF3-Ph,
CH:CH:Cl, S, 0), (N-3098: 3-C1-Ph, CH:CH:Cl, S, O), (N-3099: 3-Br-Ph,
CH:CH:CL, S, 0), (N-3100: 3-F-Ph, CH2CH:Cl, S, 0), (N-3101: 4-F-Ph, CONHz,
0, 0), (N-3102: 4-Br-Ph, CONH;, O, 0), (N-3103: 5-Cl-thiophene-2-yl, CONH:,
0, 0), (N-3104: 3,4-diF-Ph, CONH2, O, O), (N-3105: 5-Br-thiophene-2-yl,
CONH;, O, 0), (N-3106: 3,4-diBr-Ph, CONH:, O, 0), (N-3107: 4-CFs-Ph,
CONHz, O, 0), (N-3108: 3-C1-Ph, CONHg, O, 0), (N-3109: 3-Br-Ph, CONHz, O,
0), (N-3110: 3-F-Ph, CONHg, O, 0), (N-3111: 4-F-Ph, CO:NHCHs, O, 0), (N-
3112: 4-Br-Ph, CO:NHCHs, O, 0), (N-3113: 5-Cl-thiophene-2-yl, CO:NHCHj3, O,
0), (N-3114: 3,4-diF-Ph, CO:NHCHs, O, 0), (N-3115: 5-Br-thiophene-2-yl,
CO2NHCHs3, O, 0), (N-3116: 3,4-diBr-Ph, CO:NHCHs, O, 0), (N-3117: 4-CFs-
Ph, CO:NHCHs, O, 0), (N-3118: 3-C1-Ph, COsNHCHjs, O, 0), (N-3119: 3-Br-Ph,
CO:NHCHs, 0, 0), (N-3120: 3-F-Ph, CO:NHCHs, O, 0), (N-3121: 4-F-Ph,
CO:N(CH3s)2, O, 0), (N-3122: 4-Br-Ph, COzN(CHs)2, O, 0), (N-3123: 5-Cl-
thiophene-2-yl, COzN(CHa)z, O, O), (N-3124: 3,4-diF-Ph, CO:2N(CHa)z, O, O),

(N-3125: 5-Br-thiophene-2-yl, CO:z:N(CHs)2, O, 0), (N-3126: 3,4-diBr-Ph,
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CO:N(CHa)z, O, 0), (N-3127: 4-CFs-Ph, COz:N(CHs)z, O, 0), (N-3128: 3-Cl-Ph,
CO2:N(CHz)z, O, 0), (N-3129: 3-Br-Ph, CO2N(CH3)2, O, 0O), (N-3130: 3-F-Fh,
COzN(CHs)z, O, O), (N-3131; 4-F-Ph, CO:H, O, 0), (N-3132: 4-Br-Ph, CO:H, O,
0), (N-3133: 5-Cl-thiophene-2-yl, CO:H, O, 0), (N-3134: 3,4-diF-Ph, COzH, O,
0), (N-3135: 5-Br-thiophene-2-yl, CO2H, 0, 0), (N-3136: 3,4-diBr-Ph, COzH, O,
0), (N-3137: 4-CFs-Ph, CO:H, O, O), (N-3138: 3-C1-Ph, COsH, O, O), (N-313%:
3.Br-Ph, CO:H, 0, 0), (N-3140: 3-F-Ph, CO:H, O, 0), (N-3141: 4-F-Ph, NHz, O,
0), (N-3142: 4-Br-Ph, NH3z, O, 0), (N-3143: 5-Cl-thiophene-2-yl, NHz, O, 0),
(N-3144: 3,4-diF-Ph, NHz, O, 0), (N-3145: 5.-Br-thiophene-2-yl, NHs, O, 0),
(N-3146: 3,4-diBr-Ph, NHz, 0, 0), (N-3147: 4-CF3-Ph, NH2, O, 0), (N-3148: 3-
C1-Ph, NH3, O, 0), (N-3149: 3-Br-Ph, NHg, O, O), (N-3150: 3-F-Ph, NH2, O, O),
(N-3151: 4-F-Ph, CH2COOMe, O, 0), (N-3152: 4-Br-Ph, CH2COO0Me, O, O),
(N-3153: 5-Cl-thiophene-2-y], CH:COOMe, 0O, 0), (N-3154: 3,4-diF-Ph,
CH2:COOMe, O, 0), (N-3155: 5-Br-thiophene-2-yl, CH2COOMe, O, 0), (N-3156:
3,4-diBr-Ph, CH2COOMe, O, 0), (N-3157: 4.CF3-Ph, CH2CO0Me, O, 0), (N-
3158: 3-Cl-Ph, CH2COOMe, O, 0), (N-3159: 3-Br-Ph, CH2:CO0OMe, O, O), (N-
3160: 3-F-Ph, CH2COOMe, O, O0), (N-3161: 4-F-Ph, CH:CH2COOMe, O, 0),
(N-3162: 4-Br-Ph, CH:CH:COOMe, 0, 0), (N-3163: 5-Cl-thiophene-2-yl,
CH2CH:COOMe, O, 0), (N-3164: 3,4-diF-Ph, CHzCH2COOMe, 0, 0), (N-31656:
5.Br-thiophene-2-yl, CH:CH2COOMe, O, 0), (N-3186: 3,4-diBr-Ph,
CH,CH;COOMe, O, 0), (N-3167: 4.CF3s-Ph, CH2CH2CO0Me, O, 0), (N-3168:
3-C1-Ph, CHsCH:zCOOMe, O, 0), (N-31639: 3-Br-Ph, CH:CH:COOMe, O, 0),
(N-3170: 3-F-Ph, CH:2CH2COOMe, O, 0), (N-3171: 4-F-Ph, CH:COONH;, O, 0),
(N.3172: 4-Br-Ph, CH:COONHsz, O, 0), (N-3178: 5-Cl-thiophene-2.yl,
CH,COONHa, O, 0), (N-3174: 3,4-diF-Ph, CH.COONH:, 0, 0), (N-3175: 5-Br-
thiophene-2-yl, CHaCOONH3, O, 0), (N-3176: 3,4-diBr-Ph, CH2COONHg, O, 0),

(N-3177: 4-CFa-Ph, CH:COONHz, 0, 0), (N-3178: 3-C1-Ph, CH:COONHz, O, 0),

110



(N-3179: 3-Br-Ph, CHaCOONH;, O, 0), (N-3180: 3-F-Ph, CH:COONH:, O, 0),
(N-3181: 4-F-Ph, CH,.COONHCHs, O, 0), (N-3182: 4-Br-Ph, CH2COONHCH3,
0, 0), (N-3183: 5-Cl-thiopbene-2-yl, CH:COONHCHs;, O, 0), (N-3184: 3,4-diF-
Ph, CH2COONHCHs, O, 0), (N-3185: 5-Br-thiophene-2.yl, CH2COONHCH3, O,
0), (N-3186: 3,4-diBr-Ph, CH:COONHCHs, O, O0), (N-3187: 4-CFs-Ph,
CHCOONHCHSs, O, 0), (N-3188: 3-C1-Ph, CH:COONHCHs, O, 0), (N-3189: 3-
Br-Ph, CH:COONHCHs, O, 0), (N-3190: 3-F-Ph, CH:2COONHCHs, O, 0), (N-
3192: 4-Br-Ph, CH2CH:Cl, O, 0), (N-3193: 5-Cl-thiophene-2-yl, CH:CH:Cl, O,
0), (N-3194: 3,4-diF-Ph, CH2CH:Ci, O, 0O), (N-3195: 5-Br-thiophene-2-yl,
CH:zCH:2Cl, O, 0), (N-3196: 3,4-diBr-Ph, CH3CH2:Cl, O, 0), (N-3197: 4.CFs-Ph,
CH2CH:Cl, O, 0O), (N-3198: 3-Cl-Ph, CH:CH:Cl, O, 0), (N-3199: 3-Br-Ph,
CH:CH:C], O, 0), (N-3200: 3-F-Ph, CH2CH,Cl, O, 0), (N-3301: CONHz, 4-F-Ph,
S, 8), (N-3302: CONHz:, 4-Br-Ph, S, S), (N-3303: CONH3s, 5-Cl-thiophene-2-yl,
S, S), (N-3304: CONHz, 3,4-diF-Ph, S, S), (N-33056: CONH3, 5-Br-thiophene-2-
yl, S, S), (N-3306: CONHyg, 3,4-diBr-Ph, §, S), (N-3307: CONH3, 4-CFs-Ph, S, §),
(N-3308: CONH:, 3-Cl-Ph, S, S), (N-3309: CONHgz, 3-Br-Ph, 5, S), (N-3310:
CONHz, 3-F-Ph, S, S), (N-3311: CO:NHCHs, 4-F-Ph, S, S8), (N-3312:
COeNHCHs, 4-Br-Ph, S, S), (N-3313: CO2NHCHs, 5-Cl-thiophene-2-yl, S, S),
(N-3314: CO2:NHCHs, 3,4-diF-Ph, 8, S), (N-3315: CO:NHCHs, 5-Br-thiophene-
2.yl, S, 8), (N-3316; CO:NHCHs, 3,4-diBr-Ph, S, §), (N-3317: CO:NHCHs, 4-
CFs-Ph, S, S), (N-3318: CO:NHCHs, 3-Ci-Ph, S, S), (N-3319: CO2:NHCHs, 3-
Br-Ph, S, S), (N-3320;: CO:NHCHs, 3-F-Ph, S, S), (N-3321: CO2N(CHas)2, 4-F-Ph,
S, 8), (N-3322: CO2N(CHs)2, 4-Br-Ph, S, 8), (N-3323: CO:N(CHs)z, 5-Cl-
thiophene-2-yl, 8, 8), (N-3324: CO:N(CHas):, 3,4-diF-Ph, S, §), (N-3325:
CO:2:N(CHa)s, 5-Br-thiophene-2-yl, S, S), (N-3326: CO2N(CHzs)z, 3,4-diBr-Ph, S,
S), (N-3327: CO2N(CHa)2, 4-CF3-Fh, 5, 8), (N-3328: COaN(CIH3s)g, 3-Cl-Fh, S, 3),

(N-3329: COz:N(CHa)z, 3-Br-Ph, S, S), (N-3330: COz2N(CHa)z, 3-F-Ph, S, S), (N-
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3331; COzH, 4-F-Ph, S, S), (N-3332: CO:z2H, 4-Br-Ph, S, S), (N-3333: COzH, 5-
Cl-thiophene-2-yl, S, S), (N-3334: COzH, 3,4-diF-Ph, S, S), (N-3335: COzH, 5-
Br-thiophene-2-yl, S, S), (N-3336: CO:H, 3,4-diBr-Ph, S, S), (N-3337: CO:H,
4-CFs-Ph, S, S), (N-3338: CO:zH, 3-Cl-Ph, S, S), (N-3339: CO:zH, 3-Br-Fh, S, S),
(N-3340: CO:zH, 3-F-Ph, S, S), (N-3341: NHz, 4-F-Ph, §, §), (N-3342: NH, 4-
Br-Ph, S, S), (N-3343; NH3, 5-Cl-thiophene-2-yl, S, S), (N-3344: NH3, 3,4-diF-
Ph, S, S), (N-3345: NHg, 5-Br-thiophene-2-yl, S, 8), (N-3346: NH3z, 3,4-diBr-Ph,
S, S), (N-3347: NHgz, 4-CFs-Ph, S, S), (N-3348: NHz, 3-Cl-Ph, S, S), (N-3348:
NHg, 3-Br-Ph, S, S), (N-3350: NHz, 3-F-Ph, S, S), (N-3351: CH2COOMe, 4-F-Ph,
S S), (N-3352: CH2COOMe, 4-Br-Ph, S, S), (N-3353: CH2COOMe, 5-Cl-
thiophene-2-y1, S, S), (N-23354: CHaCOOMe, 3,4-diF-Ph, S, S), (N-3355:
CH;3;COOMe, 5-Br-thiophene-2-yl, S, S), (N-3356: CH2COOMe, 3,4-diBr-Ph, S,
8), (N-3357: CH2COOMe, 4-CF3-Ph, S, 5), (N-3358: CH2COOMe, 3-Cl-Ph, S, S),
(N-3359: CHsCOOMe, 3-Br-Ph, S, S), (N-3360: CH2COOMe, 3-F-Ph, S, S), (N-
3361: CHsCH2COOMe, 4-F-Ph, 8, S), (N-3362: CH:CH2COOMe, 4-Br-Ph, §, S),
(N-3363: CH:CH:COOMe, 5-Cl-thiophene-2-yl, S, S), (N-3364; CH2CH2:COOMe,
3 4-diF-Ph, S, 8), (N-3365: CH2CH2COOMe, 5-Br-thiophene-2-yl, S, S), (N-
3366 CH2aCHsCOOMe, 3,4-diBr-Ph, 8, S), (N-3367: CH2CH2C0OOMe, 4-CF3-Ph,
$, S), (N-3368: CH2CH2COOMe, 3-CI-Ph, S, S), (N-3369: CH2CH2:COOMe, 3-
Br-Ph, S, ), (N-3370: CH.CHsCOCMe, 3-F-Ph, S, S), (N-3371: CH:COONH;,
4.F.Ph, S, 8), (N-3372: CH2COONH3, 4-Br-Ph, S, S), (N-3373: CH2COONHz,
5.Cl-thiophene-2-yl, S, 8), (N-3374: CH:2COONH:, 3,4-diF-Ph, S, S), (N-3375:
CH,COONHs, 5-Br-thiophene-2-y1, S, S), (N-3376: CH:COONH3, 3,4-diBr-Ph,
S S), (N-3377: CH:COONHs, 4-CFs-Ph, S, ), (N-3378: CH:COONHz, 3-C1-Ph,
S 8), (N-3379: CHaCOONH3, 3-Br-Ph, 5, S), (N-3380: CH2COONHz, 3-F-Ph, S,
S), (N-3381: CHsCOONHCHs, 4-F-Ph, 8, §), (N-3382: CH2COONHCH;, 4-Bu-

Ph, S, S), (N-3383: CH:COONHCHs, 5-Cl-thiophene-2-yl, S, S), (N-3384:
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CH:COONHCHs, 3,4-diF-Ph, S, S), (N-3385: CH2:COONHCHs;, 5-Br-
thiophene-2-yl, S, 8), (N-3386: CH:COONHCHs, 3,4-diBr-Ph, S, S), (N-3387:
CH:;COONHCHSs, 4-CFs-Ph, S, S), (N-3388: CH:COONHCHs, 3-C1-Ph, S, 9),
(N-3389: CH2COONHCH3, 3-Br-Ph, S, S), (N-3390: CH:COONHCHs3, 3-F-Ph, S,
S), (N-3391: CH2CH:Cl, 4-F-Ph, S, S), (N-3392: CH:CH:Cl, 4-Br-Ph, §, S), (N-
3393; CH2CH:Cl, 5-Cl-thiophene-2-yl, S, S), (N-3394: CH2CH3Cl, .3,4-diF-Ph, S,
S), (N-3395: CHzCH:Cl, 5-Br-thiophene-2-yl, S, S), (N-3396: CH2CH:Cl, 3.4-
diBr-Ph, S, S), (N-3397: CH2CH:Cl, 4-CF3-Ph, S, S), (N-3398: CH2CH:Cl, 3-
C1-Ph, S, S), (N-3399: CH:CH:Cl, 3-Br-Ph, S, S), (N-3400: CH:CH:Cl, 3-F-Ph,
S, 8), (N-3401: CONH:, 4-F-Ph, §, O), (N-3402: CONHz, 4-Br-Ph, S, 0), (N-
3403: CONHz, 5-Cl-thiophene-2-yl, S, O0), (N-3404: CONH:, 3,4-diF-Ph, S, 0),
(N-3405: CONHgz, 5-Br-thiophene-2-yl, S, 0), (N-3406: CONHQ, 3,4-diBr.Ph, S,
0), (N-3407: CONH:, 4-CFa-Ph, S, 0), (N-3408: CONH,, 3-Cl-Ph, S, 0), (N-
3409: CONH., 3-Br-Ph, S, 0), (N-3410: CONHg, 3-F-Ph, 5, 0), (N-3411:
CO:NHCHs, 4-F-Ph, 8, 0), (N-3412: CO:NHCHs, 4-Br-Ph, S, 0), (N-3413:
CO:NHCHa3, 5-Cl-thiophene-2-yl, S, 0), (N-3414: CO:NHCHs, 3,4-diF-Ph, S, O),
(N-3415: CO:NHCHs, 5-Br-thiophene-2-yl, S, 0), (N-3416: CO2NHCHs;, 3,4-
diBr-Ph, 8, 0), (N-3417: CO:NHCHs, 4-CFs-Ph, S, 0), (N-3418: CO:NHCH,,
3.Ci-Ph, S, 0), (N-3419: CO:NHCHa, 3-Br-Ph, S, 0), (N-3420: CO:NHCHs, 3-
F-Ph, S, 0), (N-3421: CO:N(CHas)2, 4-F-Ph, S, O), (N-3422: CO2N(CHa)s, 4-Br-
Ph, S, 0O), (N-3423: CO:N(CHs):, 5-Cl-thiophene-2-yl, S, 0), (N-3424:
CO3N(CHa)z, 3,4-diF-Ph, S, 0), (N-3425: CO2N(CHa)z, 5-Br-thiophene-2.yl, S,
0), (N-3426: CO2N(CHs)z, 3,4-diBr-Ph, S, 0), (N-3427: COzN(CHs)z, 4-CF3-Ph,
S, 0), (N-3428: COsN(CHo)z, 3-C1-Ph, S, 0), (N-3429: COzN(CHa)z, 3-Br-Ph, S,
0), (N-3430; COz:N(CHs)z, 8-F-Ph, S, 0), (N-3431:; COzH, 4-F-Ph, S, 0), (N-
3432: COzH, 4-Br-Ph, S, O), (N-3433: COzH, 5-Cl-thiophene-2-yl, S, 0), (N-

3434: COsH, 3,4-diF-Ph, S, 0), (N-3435: CO:H, 5-Br-thiophene-2-yl, S, 0O),
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(N-3436: COzH, 3,4-diBr-Ph, S, 0), (N-3437: COzH, 4-CFs-Ph, S, 0), (N-3438:
COzH, 3-Cl-Ph, S, 0), (N-3439: COzH, 3-Br-Ph, S, 0), (N-3440: CO:zH, 3-F-Ph,
S 0), (N-3441: NHz, 4-F-Ph, S, O), (N-3442: NH3, 4-Br-Ph, S, 0), (N-3443: NHo,,
5-Cl-thiophene-2-yl, 8, 0), (N-3444: NHs, 3,4-diF-Ph, S, O), (N-3445: NHz, &-
Br-thiophene-2-yl, 8, 0), (N-3446: NHj, 3,4-diBr-Ph, S, 0), (N-3447: NH;, 4-
CFs-Ph, S, O), (N-3448: NHz, 3-Cl-Ph, S, 0), (N-3449: NHz, 3-Br-Ph, S, 0),
(N-3450: NHz, 3-F-Ph, S, O), (N-3451: CHzCOOMe, 4-F-Ph, S, 0), (N-3452:
CH:COOMe, 4-Br-Ph, S, 0), (N-3453: CH:COOMe, 5-Cl-thiophene-2-yl, S, 0),
(N-3454: CH:COOMe, 3,4-diF-Ph, S, 0), (N-3455: CH2COOMe, 5-Br-
thiophene-2-yl, S, 0), (N-3456: CH:COOMe, 3,4-diBr-Ph, S, 0), (N-3457:
CH:;COOMe, 4-CFs-Ph, S, 0), (N-3458: CH2COOMe, 3-Cl-Ph, S, 0), (N-3459:
CH:COOMe, 3-Br-Ph, S, 0), (N-3460; CH:COOMe, 3-F-Ph, S, 0), (N-3461:
CH:CHzCOOMe, 4-F-Ph, S, O), (N-3462: CHzCH2COOMe, 4-Bx-Ph, S, O), (N-
3463: CH;CH:COOMe, 5-Cl-thiophene-2-yl, S, 0), (N-3464: CH2CH2COOMe,
3.4-diF-Ph, S, 0), (N-3465: CH:CH:COOMe, 5-Br-thiophene-2-yl, S, 0), (N-
3466: CH2CHzCOOMe, 3,4-diBr-Ph, S, 0), (N-3467: CH2CH2C00Me, 4-CFs-Ph,
S. 0), (N-3468: CH;CH2COOMe, 3-Cl-Ph, S, 0), (N-3469: CH2CH2COOMe, 3-
Br.Ph S, 0), (N-3470: CH2CH:COOMe, 3-F-Ph, S, 0), (N-3471: CHsCOONHz,
4-F-Ph, S, O), (N-3472: CH:COONHo, 4-Br-Ph, S, 0), (N-3473: CH:2COONH,
6-Cl-thiophene-2-yl, S, 0), (N-3474: CH;COONHz, 3,4-diF-Ph, S, 0), (N-3475:
CH;COONH3, 5-Br-thiophene-2-yl, S, 0), (N-3476;: CH2COONHz, 3,4-diBr-Ph,
S, 0), (N-3477: CH2COONHa, 4-CF3-Ph, S, 0), (N-3478: CH:COONH3, 3-C1-Ph,
S, 0), (N-3479: CH:COONHy3, 3.Br-Ph, S, 0), (N-3480: CH2COONHz:, 3-F-Ph, S,
0), (N-3481: CH;COONHCHs, 4-F-Ph, 8, O), (N-3482: CH:COONHCHs, 4-Br-
Ph, S, 0), (N-3483: CH2COONHCHs, 5-Cl-thiophene-2-yl, S, 0), (N-3484:
CH.COONHCHs, 3,4-diF-Ph, S, 0), (N-3485: CH2:2COONHCHs, 5-Br-

thiophene-2-yl, S, O), (N-3486: CH:COONHCHS3, 3,4-diBr-Ph, S, O), (N-3487:
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CH2COONHCH,, 4-CF3-Ph, S, 0), (N-3488: CH2COONHCHs, 3-Cl-Ph, S, 0),
(N-3489: CH:COONHCHjs, 3-Br-Ph, S, 0), (N-3480: CH.COONHCHs, 3-F-Ph, S,
), (N-3491: CH2CH:Cl, 4-F-Ph, S, O)‘, (N-3492: CHz2CH:Cl, 4-Br-Ph, S, 0),
(N-3493: CH2CH:Cl, 5-Cl-thiophene-2-yl, S, 0), (N-3494: CH2CH2Cl, 3,4-diF-
Ph, S, 0), (N-3495: CH:CH:Cl, 5-Br-thiophene-2-yl, S, O}, (N-3496: CH;CH:Cl,
3 4-diBr-Ph, S, 0), (N-347; CH2CH:Cl, 4-CFs-Ph, S, Oj, (N-3498: CH3CH:Cl,
3.C1-Ph, S, 0), (N-3499: CH2CH:Cl, 3-Br-Ph, §, 0), (N-3500: CH2CH:Cl, 3-F-
Ph, S, 0), (N-3501: CONHs, 4-F-Ph, O, 8}, (N-3502: CONHgz, 4-Br-Ph, O, S),
(N-3503; CONH;, 5-Cl-thiophene-2-yl, O, S), (N-3504: CONHz, 3,4-diF-Ph, O,
S), (N-3505: CONHgz, 5-Br-thiophene-2-yl, 0, 8), (N-3506: CONHg, 3,4-diBr-Ph,
0, S), (N-3507: CONH3, 4-CF3-Ph, O, §), (N-3508: CONHg, 3-Cl-Ph, O, S), (N-
3509: CONHg, 3-Br-Ph, O, S), (N-3510: CONHs, 3-F-Ph, O, S), (N-3511:
CO:NHCHs, 4-F-Ph, O, 8), (N-3512: CO:NHCHs, 4-Br-Ph, O, S), (N-3513:
CO;NHCHS3, 5-Cl-thiophene-2-yl, O, 8), (N-3514: CO2:NHCHs, 8,4-diF-Ph, O, S),
(N-3515: CO2NHCHs, 5-Br-thiophene-2-yl, 0, S), (N-3516: COz:NHCHs, 3,4-
diBr-Ph, O, 8), (N-3517: CO2NHCHs, 4-CF3-Ph, O, S), (N-3518: CO:NHCHa,
3.C1-Ph, O, S), (N-3519: CO:NHCHs, 3-Br-Ph, O, S), (N-3520: CO2:NHCHs, 3-
F-Ph, O, S), (N-3521: CO2:N(CHa)z, 4-F-Ph, O, S), (N-3522: COzN(CHas)2, 4-Br-
Ph, O, S), (N-3523: CO:zN(CHas)z, 5.Cl-thiophene-2.yl, O, S), (N-3524:
COzN(CHs)2, 3,4-diF-Ph, O, §), (N-3525: CO:2N(CHz3)z, 5-Br-thiophene-2-yl, O,
S), (N-3526: CO2N(CHas)s, 3,4-diBr-Ph, O, S), (N-3527: CO2N(CHas)2, 4-CF3-Ph,
0, 8), (N-3528: CO2N(CHa)z, 3-C1-Ph, O, 8), (N-3529: CO2N(CHa)s, 3-Br-Ph, O,
S), (N-3530: CO2N(CHa)z, 3-F-Ph, O, 8), (N-3531: CO:H, 4-F-Ph, O, S), (N-
3532: CO:H, 4-Br-Ph, O, S), (N-3563: CO:zH, 5-Cl-thiophene-2-yl, O, S), (N-
3534 COuH 3 4-diF-Ph, O, 8), (N-3535: CO:H, 5-Br-thiophene-2-yl, O, S),
(N-3536: COzH, 3,4-diBr-Ph, O, 8), (N-3537: CO:zH, 4-CFs-Fh, 0, §), (N-3538:

COzH, 3-C1-Ph, O, S), (N-3539: CO:2H, 3-Br-Ph, O, 5), (N-3540: COzH, 3-F-Ph,
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0. 8), (N-3541: NHs, 4-F-Ph, O, S), (N-3542: NHs, 4-Br-Ph, O, §), (N-3543: NHa,
5.Cl-thiophene-2-yl, O, S), (N-3544: NHs, 3,4-diF-Ph, O, §), (N-3545: NH, 5-
Br-thiophone-2-yl, O, 8), (N-3546: NH;, 3,4-diBr-Ph, O, ), (N-3547: NH,, 4-
CFs3-Ph, O, 8), (N-3548: NHz, 3-Cl1-Ph, O, S), (N-3549: NHz, 3-Br-Ph, O, S),
(N-3550: NHg, 3-F-Ph, O, S), N35-51: CH2COOMe, 4-F-Pb, O, §), (N-3552:
CH2COOMe, 4-Br-Ph, 0, 8), (N-3553: CHzCOOMe, 5-Cl-thiophene-2-yl, O, $),
(N-3554: CH2COOMe, 3,4-diF-Ph, O, S), (N-355: CH:COOMe, 5-Br-thiophene-
2-y1, 0, 8), (N-3556: CH2COOMe, 3,4-diBr-Ph, O, S), (N-3567: CH2COOMe, 4-
CF:-Ph, O, 8), (N-83558: CH:COOMe, 3-Cl-Ph, O, S), (N-3559: CH2COOMe, 3-
Br-Ph, 0, 8), (N-3560; CH2COOMe, 3-F-Ph, O, S), (N-3561: CH:CH2C0OMe,
4.F.-Ph, O, 8), (N-3562: CH2CH2COOMe, 4-Br-Ph, O, 5), (N-3563:
CH2:CH2COOMe, 5-Cl-thiophene-2-yl, O, S), (N-3564: CH2CH2C00Me, 3.4-
diF-Ph, O, 8), (N-3565: CH:CH:COOMe, 5-Br-thiophene-2-yl, O, S), (N-3566:
CH,CH:COOMe, 3,4-diBr-Ph, O, S), (N-3567: CH2CHz:COOMe, 4-CFs-Ph, O, S),
(N-3568: CH:CH2:COOMe, 3-Cl-Ph, 0, S), (N-3569: CH:CH:COOMe, 3-Br-Ph, O,
3), (N-3570; CH2CHzCOOMe, 3-F-Ph, O, S), (N-3571: CH:COONH3, 4-F-Ph, O,
S), (N-3572: CH:COONH:, 4-Br-Ph, O, 8), (N-3573: CH2COONH:, 5-Cl-
thiophene-2-yl, O, S), (N-3574: CH;COONH:, 3,4-diF-Ph, O, S), (N-3575:
CH,COONHs, 5-Br-thiophene-2-yl, O, 8), (N-3576: CH:2COONHz, 3,4-diBr-Ph,
0. 8), (N-3577: CH:COONHz, 4-CFs-Ph, 0, 8), (N-3578: CH:COONHo., 3-Cl-Ph,
0. 8), (N-8579: CH2COONH3, 3-Br-Ph, 0, S), (N-3580: CH2COONHs, 3-F-Ph, 0,
3), (N-3581: CH:2COONHCHs, 4-F-Ph, O, S), (N-3582: CH:COONHCH,, 4-Br-
Ph, O, S), (N-3583: CH.COONHCHs, 5-Cl-thiophene-2-yl, O, S), (N-3584:
CH,COONHCHs, 3,4-diF-Ph, O, S), (N-3585: CH:COONHCHs, 5-Br-
thiophene-2-yl, O, S), (N-3586: CH:COONHCHS3, 3,4-diBr-Ph, O, S), (N-35687:
CH2COONHCHs, 4-CFs-Ph, 0, 8), (N-3588: CH:COONHCH,, 3-Cl-Ph, O, S),

(N-3589: CH2COONHCHSs, 3-Br-Ph, 0, S), (N-3590: CH,COONHCHSs, 3-F-Ph, O,
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), (N-3591: CHzCH:Cl, 4-F-Ph, O, 5), (N-3592: CH:CH:Cl, 4-Br-Ph, O, S5),
(N-3593: CH2CH2Cl, 5-Cl-thiophene-2-y1, O, §), (N-3594: CH:2CH:Cl, 3,4-diF-
Ph, O, S), (N-3595: CHz:CH2Cl, 5-Br-thiophene-2-yl, O, S), (N-356: CHzCH:Cl,
3 4-diBr-Ph, O, 8), (N-3597: CH2CH2Cl, 4-CF3-Ph, 0, S), (N-3598: CH2CH2Cl,
3.C1-Ph, O, S), (N-3599: CHsCH:Cl, 3-Br-Ph, 0, S), (N-3600: CH2CH:Cl, 3-F-
Ph, 0, 8), (N-3601: CONH:, 4-F-Ph, O, 0), (N-3602: CONH:, 4-Br-Ph, O, O},
(N-3603: CONH3, 5-Cl-thiophene-2-yl, O, O0), (N-3604: CONHg, 3,4-diF-Ph, O,
0), (N-3605: CONHz, 5-Br-thiophene-2-yi, O, 0), (N-3606;: CONHg, 3,4-diBr-Ph,
0. 0), (N-3607: CONHs, 4-CFa-Ph, O, 0), (N-3608: CONHz, 3-Cl-Ph, O, 0),
(N-3609: CONHz, 3-Br-Ph, 0, 0), (N-3610: CONH:, 3-F-Ph, O, 0), (N-3611:
CO,NHCHa, 4-F-Ph, O, 0), (N-3612: CO2NHCHs, 4-Br-Ph, O, 0), (N-3613:
CO;NHCHs;, 5-Cl-thiophene-2-yl, O, 0), (N-3614: CO:NHCHas, 3,4-diF-Ph, O,
0), (N-3615: CO:NHCHs, 5.Br-thiophene-2-yl, O, 0), (N-3616: COz:NHCHs,
3.4-diBr-Ph, O, 0), (N-361T: CO2:NHCHs, 4-CFs-Ph, O, 0), (N-3618:
CO,NHCHs, 3-Cl-Ph, O, 0), (N-3619: CO:NHCHa, 3-Br-Ph, 0, 0), (N-3620:
CO,NHCHs, 3-F-Ph, O, 0), (N-3621: CO2N(CHz)z, 4-F-Ph, 0, 0), (N-3622:
CO:N(CHz)sz, 4-Br-Ph, O, 0), (N-3623: COzN(CHs)s, 5-Cl-thiophene-2-yl, O, 0),
(N-3624: CO:2N(CHa)z, 3 4-diF-Ph, 0, 0), (N-3625: CO3z:N(CHa)z, 5-Br-
thiophene.2-yl, O, 0), (N-3626: CO2N(CHx)2, 3,4-diBr-Ph, 0, 0), (N-3627:
CO:N(CHs)z, 4-CFs-Ph, O, 0), (N-3628: CO2N(CHa3)2, 3-C1-Fh, O, O), (N-3629:
C0OzN(CHs)z, 3-Br-Ph, O, 0), (N-3630: CO2N(CHa)z, 3-F-Ph, O, 0), (N-3631:
CO:H, 4-F.Ph, O, 0), (N-3632: CO:Hd, 4-Br-Ph, 0O, 0), (N-3633: CO:H, 5-Cl-
thiophene-2-yl, O, 0), (N-3634: COoH, 3,4-diF-Ph, O, 0), (N-3635: CO:H, 5-
Br-thiophene-2-yl, O, 0), (N-3636: CO.H, 3,4-diBr-Ph, O, 0), (N-3637: COzH,
4.CFs-Ph, O, 0), (N-3638: CO:H, 3-Ci-Ph, O, 0), (N-3639: COzH, 3-Br-Ph, O, O),
(N-3640: CO:2H, 3-F-Ph, O, 0), (N-3641: NH3, 4-F-Ph, O, 0), (N-3642: NHo, 4-

Br-Ph, O, Q), (N-3643: NHo, 5-Cl-thiophene-2-yl, O, 0), (N-3644: NH., 3,4-
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diF-Ph, O, 0), (N-3645: NHz, 5-Br-thiophene-2-yl, O, 0), (N-3646: NH,, 3,4-
diBr-Ph, 0, 0), (N-3647: NHz, 4-CF3-Ph, O, 0), (N-3648: NHz, 3-Cl-Ph, O, 0),
(N-3649: NHp, 3-Br-Ph, O, 0), (N-3650: NH., 3-F-Ph, O, 0), (N-3651:
CH.COOMe, 4.F-Ph, O, 0), (N-3652: CH2COOMe, 4-Br-Ph, O, 0), (N-3653:
CH:COOMe, 5-Cl-thiophene-2-yl, O, 0), (N-3664; CH;COOMe, 3,4-diF-Ph, O,
0), (N-3656: CH:COOMe, 5-Br-thiophene-2-yl, O, 0), (N-3656: CH2COOMe,
3 4.diBr-Ph, O, 0), (N-3657: CH2COO0Me, 4-CFs-Ph, 0, 0), (N-36458:
CH;CO0Me, 3-Cl-Ph, O, 0), (N-3659: CH:COOMe, 3-Br-Ph, O, 0), (N-3660:
CH2COOMe, 3-F-Ph, O, 0), (N-3661: CH2CH:COOMe, 4-F-Ph, O, 0), (N-3662:
CH:CHzCOOMe, 4-Br-Ph, O, 0), (N-3663: CH:CH2COOMe, 5-Cl-thiophene-2-
yl, O, 0), (N-3664: CH2CH2000Me, 3,4-diF-Ph, O, 0), (N-3665:
CH.CH:COOMe, 5-Br-thiophene-2-yl, O, 0), (N-3666: CH:CH2COOMe, 3,4-
diBr-Ph, O, 0), (N-3667: CH:CH:COOMe, 4-CFa-Ph, O, 0), (N-3668:
CH;CH.COOMe, 3-C1-Ph, O, 0), (N-3669: CH2CH:COOMe, 3-Br-Ph, O, 0),
(N-3670: CHzCHzCOOMe, 3-F-Ph, O, 0), (N-3671: CH:COONH., 4-F-Ph, 0, 0),
(N-3672: CH:COONH: 4-Br-Ph, O, 0), (N-3673: CH:COONH: 5-Cl-
thiophene-2-yl, O, 0), (N-3674: CH2COONHz, 3,4-diF-Ph, O, 0O), (N-3675:
CH;COONHz, 5-Br-thiopbene-2.yl, 0, 0), (N-3676: CH2COONH3, 3,4-diBr-Ph,
0, 0), (N-8677: CH.COONHy., 4-CFs-Ph, O, 0), (N-3678: CH:2COONHy., 3-Cl-Ph,
0, 0), (N-3679: CHzCOONH_, 3-Br-Ph, O, 0), (N-3680: CH:COONH3, 3-F-Ph, O,
0), (N-3681: CH2COONHCHs, 4-F-Ph, O, 0), (N-3682: CH:2COONHCH3, 4-Br-
Ph, 0, 0), (N-3683: CH:COONHCH3, 5-Cl-thiophene-2-yl, O, O), (N-3684:
CH,COONHCHs, 3,4-diF-Ph, O, 0), (N-3685: CH2:COONHCH3, 5-Br-
thiophene-2-yl, O, O), (N-3686: CH,COONHCHs3, 3,4-diBr-Ph, O, O), (N-3687:
CH:;COONHCHSs, 4-CFs-Ph, O, O), (N-3688: CH2COONHCHs, 3-Cl-Ph, O, O),
(N-3689: CH2COONHCHa, 3-Br-Ph, O, 0), (N-3630: CH2:COONHCHas, 3-F-Ph,

0. 0), (N-3691: CHsCHsCl, 4-F-Ph, O, 0), (N-3692: CH:CHaCl, 4-Br-Ph, 0, 0),
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(N-3693: CH2CH2C}, 5-Cl-thiophene-2-yl, O, 0), (N-3694: CH:CH2Cl, 3,4-diF-
Ph, O, 0), (N-3695: CH:CH:Cl, 5-Br-thiophene-2-yl, O, 0), (N-3696: CH2CH:Cl,
3,4-diBr-Ph, O, 0), (N-3697: CH2CH:Cl, 4-CF3-Ph, O, 0), (N-3698: CH2CH:Cl,
3-Cl-Ph, O, 0), (N-3699: CH2CH2Cl, 3-Br-Ph, O, 0), (N-3700: CH2CH:Cl, 3-F-
Ph, O, 0), (N-3701: 4-NH3:-Ph, H, S, S), (N-3702: 4-N(Ac)H-Ph, H, S, §), (N-
3703; 4-OH-Ph, H, S, 8), (N-3704: 3,4-di(OH):-Ph, H, S, S), (N-3705: 3,4-
di(NH3)-Ph, H, S, 8), (N-3706: 3:4-[N(Ac)H]2-Ph, H, S, S), (N-3707: 4-SH-Ph, H,
S, 8), (N-3708: 4-SMe-Ph, H, S, S), (N-3709: 3,4-diBr-Ph, H, S, §), (N-3710: 4-
N(Me)H-Ph, H, S, S), (N-3711: 4-N(Me)2-Ph, H, S, S), (N-3712: 4.N(Me)s*-Fh,
H, S, S), (N-3713: 4-Et-Ph, H, S, S), (N-3714: 4-iPr-Ph, H, S, 8), (N-3715: 4-
nPr-Ph, H, S, S), (N-3716: 4-nBu-Ph, H, S, §), (N-3717: 4-iBu-Ph, H, S, §),
(N-3718: 3,4-diMe-Ph, H, S, S), (N-3719: 1,3-Benzodioxole-5-yl, H, S, 8), (N-
3720: N-Me-pyridinium-4-yl, H, S, S), (N-3721: N-Me-pyridinium-3-yl, H, S, §),
(N-3722: 5-Me-Pyridine-2-yl, H, S, 5), (N-3723: 2-Pyrazinyl, H, S, 8), (N-3724;
3-Pyrrolyl, H, S, S), (N-3725: 1-Me-pyrrole-3-yl, H, S, S), (N-3726: Pyridine
N-oxide-4-yl, H, S, 8), (N-3727: Pyridine N-oxide-3-yl, H, S, S), (N-3728: 6-
OH-pyridine-3-yl, H, 8, S), (N-3729: 6-SH-pyridine-3-yl, H, S, 5), (N-3730: 1-
Ac-pyrrole-3-yl, H, S, 8), (N-3731: 4-CFs-Ph, H, §, §), (N-3732: 4-CN-Ph, H, §,
S), (N-3733: 4-CHO-Ph, H, S, S), (N-3734: 3-Cl-Ph, H, S, S), (N-3735: 3-Br-Ph,
H, S, S), (N-3736: 3-F-Ph, H, 8, S), (N-3737: 3-I-Ph, H, S, S), (N-3738: 4-1-Ph,
H, S, 8), (N-3739: 4-OCFs-Ph, H, 8, S), (N-3740: 3,4-dil-Ph, H, S, S), (N-3741:
Indole-6-yl, H, S, 8), (N-3742: 1-Ac-indole-6-yl, H, S5, 5), (N-3743: 1-Me-
indole-6-y1, H, S, S), (N-3744: 4-(1-Imidazolyl)-Ph, H, S, S), (N-3745: 4-
Morphorino-Ph, H, S, S}, (N-3746: 4-(1-Piperazinyl)-Ph, H, S, 5), (N-3747:
2:5-diMe-thiophene-3-yl, H, S, S), (N-3748: 2-Furyl, H, S, S), (N-3749: 5-Me-
furan-2-y1, H, 8, 8), (N-3750: 5.Me-furan-2-yl, H, S, S), (N-3751: 2-Thiazolyl,

H, S, S), (N-3752: 1:4-Benzodioxin-6-yl, H, S, S), (N-3753: Benzo[b]furan-2-yl,
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H, S, 8), (N-3754: 4-NH:CH:-Ph, H, S, S), (N-3755: 4-N(Me)HCH:z-Ph, H, S, S),
(N-3756: 4-N(Me)zCHz-Ph, H, §, S), (N-3757: 6-Cl-pyridine-3-yl, H, S, S), (N-
3758: 5,6-diCl-pyridine-3-yl, H, S, S), (N-3759: 5-Cl-pyridine-2-yl, H, S, S),
(N-3760: 4:5-diCl-pyridine-2-yl, H, S, 8), (N-3761: 4-CICH:-Bn, H, S, §), (N-
3762: Bn, H, S, S), (N-3763: 4-Cl-Bn, H, S, S), (N-3764: 4-Br-Bn, H, S, S), (N-
3765: 4-F-Bn, H, S, S), (N-3766; 3,4-diCl-Bn, H, S, S), (N-3767: 3,4-diBr-Bn, H,
S, S), (N-3768: 3,.4-diF-Bn, H, S, S), (N-3769: 4-C1-Bz, H, S,‘ S), (N-3770: 3,4-
diCl1-Bz, H, S, S), (N-3771: 4-Br-Bz, H, S, 8), (N-3772: 3,4-diBr-Bz, H, S, 8),
(N-8773: 4-F-Bz, H, S, S), (N-3774: 3,4-diF-Bz, H, S, S), (N-3775: 4-NHz-Ph, H,
S, 0), (N-3776: 4-N(Ac)H-Ph, H, S, 0), (N-3777: 4-OH-Ph, H, 8, 0), (N-3778:
3 4-di(0OH)2-Ph, H, S, 0), (N-3779: 3,4-di(NH2)-Ph, H, S, 0), (N-3780: 3:4-
[N(Ac)H]2-Ph, H, S, 0), (N-3781: 4-SH-Ph, H, §, 0), (N-3782: 4-SMe-Ph, H, S,
0), (N-3783: 3,4.diBr-Ph, H, S, O), (N-3784: 4-N(Me)H-Ph, H, S, O0), (N-3785:
4-N(Me)z-Ph, H, S, 0), (N-3786: 4-N(Me)s*-Ph, H, 5, 0), (N-3787: 4-Et-Ph, H, S,
0), (N-3788: 4-iPr-Ph, H, S, 0), (N-3789: 4-nPr-Ph, H, S, 0), (N-3790; 4.nBu-
Ph, H, S, 0), (N-3791: 4-iBu-Ph, H, S, 0), (N-3792: 3,4-diMe-Ph, H, S, 0), (N-
3793: 1,3-Benzodioxole-5-yl, H, S, 0), (N-3794: N-Me-pyridinium-4-yl, H, 8, 0),
(N-3795: N-Me-pyridinium-3-yl, H, S, 0), (N-3796: 5-Me-Pyridine-2-yl, H, S,
0), (N-3797: 2-Pyrazinyl, H, 5, 0), (N-3708: 3-Pyrrolyl, H, S, O0), (N-3799: 1-
Me-pyrrole-3-yl, H, S, 0), (N-3800: Pyridine N-oxide-4-yi, H, S, O), (N-3801:
Pyridine N-oxide-3-yl, H, S, 0), (N-3802: 6-OH-pyridine-3-yl, H, S, O), (N-
3803: 6-SH-pyridine-3-yl, H, S, O), (N-3804: 1-Ac-pyrrole-3-yl, H, S, O), (N-
3805 4-CFs-Ph, H, S, 0), (N-3806: 4-CN-Ph, H, S, 0), (N-3807: 4-CHO-Ph, H, S,
0), (N-3808: 3-Cl-Ph, H, 8, 0), (N-3809: 3-Br-Ph, H, S, 0), (N-3810: 3-F-Ph, H,
3. 0), (N-3811: 3-1-Ph, H, S, 0), (N-3812: 4-1-Ph, H, S, 0), (N-3813: 4-0CF3-Ph,
H, S, 0), (N-3814: 3,4-dil-Ph, H, S, O), (N-3815: Indole-6-yl, H, 5, O0), (N-3816:

1-Ac-indole-6-yl, H, S, 0), (N-3817: 1-Me-indole-6-yl, H, S, 0), (N-3818: 4-(1-
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Imidazolyl)-Ph, H, S, 0), (N-3819: 4-Morphorino-Ph, H, S, 0), (N-3820: 4-(1-
Piperazinyl)-Ph, H, S, 0), (N-3821: 2:5-diMe-thiophene-3-yl, H, S, O), (N-3822:
2-Furyl, H, S, 0), (N-3823: 5-Me-furan-2-yl, H, S, O), (N-3824: 6-Me-furan-2-
yl, H, 8, 0), (N-3825: 2-Thiazolyl, H, S, 0), (N-3826: 1:4-Benzodioxin-6-yl, H, S,
0), (N-3827: Benzo[b)furan-2-yl, H, S, 0), (N-3828: 4-NH:CH:-Ph, H, S, 0),
(N-3829: 4-N(Me)HCHz-Ph, H, S, 0), (N-3830: 4-N(Me):CHz-Ph, H, S, O0), (N-
3831: 6-Cl-pyridine-3-yi, H, S, 0), (N-3832: 5,6-diCl-pyridine-3-yl, H, S, 0),
(N-3833: 5-Cl-pyridine-2-yl, H, S, 0), (N-3834: 4:5-diCl-pyridine-2-yl, H, §, 0),
(N-3885: 4-CICH:z-Bn, H, S, O0), (N-3836: Bn, H, S, 0), (N-3837: 4-Cl-Bn, H, S,
0), (N-3838: 4-Br-Bn, H, 8, 0), (N-3839: 4-F-Bn, H, S, 0), (N-3840: 3,4-diCl-Bn,
H, S, 0), (N-3841: 3,4-diBr-Bn, H, S, 0), (N-3842: 3,4-diF-Bn, H, S, 0), (N-
3843: 4-Cl-Bz, H, S, 0), (N-3844: 3,4.diCl-Bz, H, S, O), (N-3845: 4.Br-Bz, H, §,
0), (N-3846: 3,4-diBr-Bz, H, S, 0), (N-3847: 4.F.Bz, H, S, 0), (N-3848: 3,4-

diF-Bz, H, S, 0), (N-3849: 4-NO:-Bn, H, S, 0), (N-3850: 4-CN-Bn, H, §, 0)

pURERE T
o RE (TPO) #4F fashil

MR & D Systems % EA TPO (hTPO) #= & #3hd TPO (mTPO) .
P KA 2
SF AL (A-1) . (B-17) #= (C-1) HEBMICH B 4RI 5%
aFii

ENhELohRFAAMEETARABREA MG L FHE
h. BATH®E (2. 2x10°@8) EF 3cn k¥, AKAE LML
M (A-1, B-17. C-1)EMBLE 10% LB FH T, & Iscove’s Modified
Dulbecco’s 32FH A P FFRALLEPIRA. £S5 CO.BFETT 37
CTHETARE, HEEHmRAENEE. 8XFTH L.
X K& 3
144 (B-17) &y et R iE M

4t 3% Collins et al (J. Cell. Physiol., 137:293-298
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(1988) ) , 35 TPO 48£ &4 BaF/hTPOR @it % A T R X AL HSH
(B-17) &t R EM, Fridl TPO 48X 49 BaF/hTPOR mie & 2§
it3& A TPO %4k (hTPOR) 5| A% BaF-B03 @i+ A& 4. A hTPOR
) DNA B 3| A B AL Bk 55| CL 22 #5:£ /£ Vigon et al(Proc. Natl. Acad.
Sci. USA, 89:5640-5644 (1992) ) ¥. TPO RAHEMA SN %
—3A R M FERBE BaF-B03 % 44k /. BAF/hTPOR miefRiF A
RPMI 3& 5 R Aotk 4 KA B aME-3(1L-3)RK &) WEHI-3BEZH A ¥,
POk e AR RS [L-3 BT B &5 A RPMI 254
AV, REABLERRELARRAREN hPTO A AL AS DG FH
T, AEL Sx10 @R FEAE IC-ARBEZAKGE LT,

ESHCO.MEFBFFIICTFRHE 2000, G —AFLFmA10%WST-1
XA (Takara Biomedicals, BA), B F @i 4 8. RF 4500
LWBEMER, ERFTHL KEAPHESHA R4 TPOR REAHFRE
Je% BaF-B03 A K& A= TH 3. AKXBLSHT4A TPOR &
# BaF-BO3 A K&y EM T TH 4.8 24 88 T KX AB RS EDs
s, AP EDoARETFTRER Y REMGRENH—F.

% 24
A% A5 | EDs (UM) o A5 | EDo@M) | 468855 | EDso (WM)

A1 0.012 A-32 0.077 A3 0.070
A2 0.058 A-37 0.027 B-1 0.071
A3 0.017 A-38 0.047 B-2 0.011°
A4 0.036 A-42 0.072 B-3 0.047
A-b 0.022 A-43 0.073 B-4 0.037
A-6 0.045 A-49 0.035 B-5 0.047
A7 0.060 A.50 0.026 ~ B-§ 0.072
All 0.031 A-53 0.023 B-14 0.023
A12 0.011 A-56 0.096 B-15 0.077
A-13 0.021 . A-B9 0.084 B-16 0.020
A-14 0.015 A-61 0.069 B-17 0.030
A-15 0.026 A-63 0016 | B8 0.016
A-16~ 0.049 A-64 0.047 . B-21 0.084
A-20 0.029 A-67 0.050 C-1 0.068
A2] 0.041 A-70 0.020 - E-2 0.062
A-25 0.099 ATl 0.080 H-5 0.047
A-26 0.072 A-72 0.0356
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)X 5%k A4 4
% (B-17) @it hPTOR F S HESHFHA

Drachman et al (J. Biol. Chem., 270:4979-4982 (1995))
3k, TPO % Jak2. Shc # c-Mpl ¥HBRBAEERIL. A T Wi TPO
EXEPNASMEIETEE, KR Drachman RELF &, Al
B, SHMEERSHYRABRSBRLERN. HRB, ¥ETE
A4 WEHI-3B &) RPMI 32 K& (1x 1048 /ml) *F & BaF/hTPOR fmj&
£ 3ICTRE 4 0., Gt mA 250g/ml TPO X 2000M 4L
(B-17) , /£ 3TCFME 10 94F. #A PBS ek @mBAKR, REH
mpbEMmAE Y %Triton X-100 AR NHE+&RT. $HERHETESLF
i, AASRMESHEREGEORGAK, ¥ EFRBMFER
IR B, A1/ SDS-B AW B bk B KA I AW, Bitdik,
REQRESIMELRES L, SIRABARARAARZRR
BRI RO R, BRELEAERL T,

%25
| £k 4’83%1‘7% TPO
Jakl - .- .
Jak?2 + +
Jak3 - . .
Tyk2 - + +
STAT1 - - B
STAT3 + +
STATS + +
| STAT6 - .
Mpl + +
She + +
- Chl + +
Vav + +
Shap - )
SHPTP2 + +
PISK - -
PLCyl + +
MAPK + +
SAPK + +
p38MAPK + +

Wl 1w, MARKVALSDTUAFFHRERMRES, ¥
Ee T Mk TS MERE, REREN, AXAREHT
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AHEFATHORER, FLESERMDRGERBIE.

ol 5 R EARAGF X ELHS TPO & X&) BaF/hTPOR ¥,
A2 7FHE 2. R4 TPOR 89 %X BaF SR RS R,
AR 7FHE 3. 44 AA 5% TPOR A A4 BaF/nTPOR ¥ F o ibé
Ml d, RAeRrFH 4, X XAH, dFRLALSHRR
ek ik hTPOR ¢y smpe b BA E W, HEbprdiesdHiiits hTPOR 48
EAER T A AT R E .

ek 25 Fr, e HESTH S5 TPOMRMRIMETH T4 TA
A BB A Tak2, Tyk2, STAT3. STATS. Shc. Vav. SHPTP2, Mpl,
PLCy 1. Cbl. MAPK. SAPK & p38MAPK. @pbT R, #it#|#%5 TPO

ME S HFRE, LEHIIRT hel REK.

&) ) 5% 26451
1) el 1
FIA T 5 RS EBAA .
BRA" X (1) i 10mg
LA 700mg
EREH 274mg
HPC-L 16mg
1000mg

¥X (1) dHiEEd 60 BIF, 2ARRXMELT 1208 5.
BEAERABRMNT RS, QRSW P A HPC-L(KBERART S
%) KiEwk, EipErsd, Ak (BXL2% 0.5 £ 1on B K
) FFIR. FReFAEGiBiTIESHH (12/60 8 ) dH, FEHRL
7 .
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#1412

FETHARSHEAABREGER.
g4 | X (1) e 10mg
FLiE 79mg
R R 10mg
ARG BR 4% lmg
100mg |

5 BX (1) febmmAslipi@d 60 B, RAREHERL 120 B,
BEERSERBRE - RAERESBRRT RS, ¥ 10 BHEH
100mg A No. S AL F .

#)7) £ 3

A THRLSHEAEAREGH K.
10
A (A (D) 4ubw 15mg
3L4E 90mg
KT 42mg
HPC-L 3mg
150mg

%X (1) edPfsliEidid 60 B M, ZKRMEE 120 B,
BRRAE, ARASH PN HPC-L RER, g e AT 8 4.
BT, £AEETROBES, ¥ 150ng ATFRESMEN No. 4 AL

15 EAMcE kY.
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F A =4 4

A TR RS FE R A,
R%a (X (1) ed 10mg
3LiE 90mg
Mgk 30mg
CMC-Na 15mg |
AR M4k Smg |
150mg

5 #X (1) bty RBBHLEEA CNC-Na (RTRLREH
%) B 60 B i, RERA. FFRASHHEBMRERS, FITH
FAAGRANK., EHRAHR, F3 150me A M.

T b 52 )
AXRROMER RYRELARREER, TAKR THER

10 FEEKE RIS R (Jod MR Y EF) 697657 H KME A
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