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The present invention relates to the compound represented by the following formula (1)
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[in the formula, X represents an oxygen atom, an imino group, a sulfur atom, sulfinyl, or sulfonyl, R1, R2

and R3 each independently represent a hydrogen atom or a C1-Cg alkyl group, R* represents a hydrogen

atom, a C1-Cg alkyl group, or an arylalkyl group, and R represents an alkyl group, an alkenyl group, an
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alkynyl group, an aryl group, or a heteroaryl group]. By having an excellent activity of promoting EPO
production, the compound is useful as a pharmaceutical agent.
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The present invention relates to the compound

represented by the following formula (1)

jf‘w O RZR3
N

Y | N COOR? (1)
R, A

OR*

[in the formula, X represents an oxygen atom, an imino

group, a sulfur atom, sulfinyl, or sulfonyl, R', R® and R®
each independently represent a hydrogen atom or a C;-Cg
alkyl group, R*! represents a hydrogen atom, a C;-Cs alkyl
group, or an arylalkyl group, and R® represents an alkyl
group, an alkenyl group, an alkynyl group, an aryl group,
or a heteroaryl group]. By having an excellent activity of
promoting EBPO production, the compound is useful as a

pharmaceutical agent.
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ERBRESECRHARBEIN-BRET ZHERE - 1-BEREH =0
“HEEEAMREZFET  EREFMKREN  WEEW - K
o Z 2Bl CRREZER - kW - HwHEw o M
H,NCH,COOYFT R M Z HIEMRITEYETRIE » #ILTEEZ/LEEY
(5) -

FATR - RBEEHLEEVOIZTFERREZ RERLETER
% BT EEYMO) - flW RYRBEEZERE  F1LE8W0)
RMBAGET  REHIBEEBRBFEGS > SAFEENEFHE - RAXH
B _HEBECIFETETRE  FHETHTEETERE - %
o EESYORERRMAKRET RERKKT » RNE B
BEAET ROk - Bl - 28 - 2-AE - WEKE - NN-ZHEH
Bifr - NN-ZHEZHERE - 2B - 2% - KEEBSURE B
o RSEER - SA(LE C S4B - K - BEREEW/ECEETEST
gt > FELTHFTEETERE - 8T > REERMBAEET » RE
BE - 2B~ 2-NEE - IS~ 1,4-255%  1,2-ZHEEZ K
NN-ZHERER -  ZBEEABEKZEGARS > BaEbh - &
FALF - BELESBETEE  BLTESLEEWQ) - flm > RY
RE=ZTEZHEER  ELEVORMAKRET  REZHI2BER
BES > HARENERER  RAFEFHR —HRBREIEETETR
fE - #HETERLEEYQ) -

[1E3]

N O N O

'S misE f ) sl )

N t-Bu N -Bu N | tBu
" o8n Hax Bn Ry Bn

(2) (6)
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(> ROEXE it & FAEE)

BLILE  RXRBSZERE > EEEWQMMERINEARKAET
ANN-“HERERESE D B ANEETRE RBLTESE
EH(6) - RXBOZFERER » E{EEWQMEASRMBAKRET » K=
Z_BEZBEARG  HEERLHKER  sREHKEREE
RFE - FEWTERZEYE) -

2L RXBSKROZERE » e (O)RTUAIKME - FE
SRS AER _HFE _IHENESR_FR_ENEFBEE W
B R =ER  EBEROHNETRIE  EETESLEWAE) - X BX
BSKROZERER » e O) R ERIMBKRGET  R=2E&K
“EANEZER  WEES - REZE - IRELoN - BiERSF C BT EH
SAEAFRFEET > R1L,4-Z55 - NNN-ZHEBEER - N,N-ZH
B ZEk B EFBESK S - BRL(LAOMs - OTs » Br
Cl - IZMME)VETKE  BREAIBBLENEG) -

BRMZIEEVRUBZEAERZELR  BZEERAER

BEAFZE  AUESHIRE  FlO7] SR8 - HEk -
B - @REE - 2B - Efg - KT8 - BT M8 - BB - 38
B~ B AR Pl WHEERE - AR T’ KA
&L - S8 LH - fELE - S S5 - WkELY  BFE -
BT=0 CBEFE - —ZBEREETEEmMMEKE -

ERBEAN(ZILEMIERE LR ZKEY AR 52
—KEW ~ —KEW - ZAKEDFERTE - X HRER(ZAE
EVTFEURB SN ZIEAGFEZEY  RETEEEREY -

WERMAMBKHREZAFEHZEBAX()ZALEY TR EEZRE
T HUHEBEZRA > BRAFRBE (B REIER - R - A
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AR -E&E-BE FHES SEENAEETERE  BH - NMEé
MHEAX2ERBY LRERY LEEBYZERE > T#H
TRBEREE S FHERE  FHRGREBYEAEEREEE -
MTHBRPIFTR  AFAZCEWHEBEAIMIPFREE 2L
CYMHILER AR EHEERZEPOELREMER  HILEBIBMHEE A
RGBREZEMm - BfM - RERAM - AIDS - LB EE
EREZEM - 1BMEM - HEMAN  BEFRMEAD - BkeE
m-ERSmMXEmMELGM AV ER/BOEEETEAA -
SHBAFARTZILERAER LFEHFZE - KEY -
AR BEESYNRT IR HER - LB - BEE - HE
M BB REIFEZEO0RT - A HBERAN - INEZ Z 58 -
feH - EEIRE - RECE  KRARE - RER - KK ARHE - K5
R ~ EREBRASHRE - MABEZREORTF2E—BRE -
REASFEINFRRZILEMHEEL LFRAHFZE - K
&Y BEGYMBZ BHEASYELR LB RUE 2 FRE > BE
ARNNYZERRABZERES FIEFC&HE  AIRRHIRE > T8
BEANBEEHSERER - BEE - BEE - 8RE - BRE - R
FH - SEw - fAEEE - AR - BIBHE - BAER - BEBE - BZ
B~ oy ECEl - AAEE - FEEMR - FRE - KFEE - pHE R
B - EPERE - BIBE - (RER  RER - BLEALE - ZEE - HE
s
ARPZLENHN AR LEV IR HEGY IR TERET
RETIRBEAMN ~ Fle - WA - B - RSB EHENEZ 5
o BHETR0.1~1000 mg/H/A ~ B{ER1~500 mg/H/AZ #HiHE
AN IRIRETERBRET - L ABPZBEEGY A ETERE
TN HEASHESER L EMEY /AR T EER 2 K MEY
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BER -
[E 51 ]

AT JBEERSEFEBMBRHEHALREE > BEAZHIL AR
% THEROIFTRE -

BEHf - 2Z0P2EBEZ RN TP - THF @ MU & B 0w
DMSO : — FIET5%f - DMF : N,N-~ B E B i - HMPA : ~ B A5
Bt = Fi kg - Pd-C : §E8% - 'H-NMR : B P B IR - CDCL @ R
&5 ~Hz: #zk T  BEFER  m: LEIE - quint: AHIE
PUEEEE ~dt: B =FlE ~t: =FHlE - d: B s HE - br: Hi& -
M:EHEE - % » NMRE/R270 MHziZ i iR 58 > WEH
TMS(TUHEWHVF RN EIEEYE - MSRIRE i » ERHESI(E
"EEEREAERBETLE -

SEHI T FTEE-S-FEME[,2,4] =8 H[1,5-a]L0E-8- 7% B
BE=THs

& ARGLEE (54 mg) ~ T-FREE-5-8[1,2,4) = W H [1,5-a] HE0E -8-8
BEE =T HE(200 mg) » = (T FERNE) (0 mg) ~ 4,5-&F K E
BE-9.9- “HASME(3I mg) NN-ZEREZER120 mg)REEZ
FREAEN(2.0 mL)F - RERRAT » R100C T HEIT0.5/NEF n 448
o REGEREZ  BAIBSYWBEERR > UHBBETHREZELRR -
HEREHRHEEBNACK/ZBZE=2/1)ETHE > MESEE
L&Y (147 mg ~ 77%) -

'H-NMR (CDCl,)8: 1.57 (9H, s), 4.92 (2H, s), 5.96 (1H, s), 7.08 -
7.18 (2H, m), 7.24 - 7.35 (3H, m), 7.47 - 7.65 (5H, m), 8.33 (1H, s).

S2EF2 0 T-FEE-S-FERE[,2,4] =W H[1,5-0] 0L IE -8- 54 BE

K 2E P FFTER ZIEE Y (484 me) B ERXGB.8 mL) - ZH#
ZBE(1.2 mLydr » RERT » BRIODEU LR NMBENR 2B ZE
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(0.5 mL) 2 RS EE (429 mg) M ZE TN % - BETT 2 &

ST - (A7 818 2 4 255 @ % DMF(7.0 mL)%& DMSO(2.0 mL)
s 0T TRERE 1043 8 BL_E RNK (20 mL) - BETAR 2 45 & i 15 0
B A EE LA YI(311 mg - T4%) -

'H-NMR (DMSO-d¢)s: 5.09 (2H, s), 6.27 (1H, s), 7.07 - 7.20 (2H,
m), 7.26 - 7.41 (3H, m), 7.53 - 7.75 (5H, m), 8.48 (1H, s), 13.31 (1H,
brs).

BHEHI ¢ (- G -S- R BRI [1,2,4]= 04 3% [1,5-0] 1 B -8- 5

BB 2 B B

[ 2 % 20 BT 1818 2 {E & 1)(309 mg)5 B DMF(3.0 mL)d -
SR TRMEREFEEBE(113 mg)  -REEHF=W(138 mg R
= ZHEBE(99 mg) o MBCR A DRI-Z 5-3-(3- T B AR )
“ERTS BB R W (173 me) o MR ERT B o IR R
(6.0 mL) + #FI B B% .85 K 3 % (3.0 mL) » 36 Fl Fil Z, B 7. B i 47 2
B - FIFK - BRI SEIEE B - FI BT R S T8 - 8
Wik > HBEETRERBER  ESEEEEY(322 ng) -

BHEHI2 ¢ (-85S FAE1,2,4) =W 3% [1,5-a ] B -8- 3¢ 25 )
B ) 7, B B '

WEHEG P FEEZSWG13 mg) SRR =M ZHBG.0 mL)
o FASOC THBES/ING - RIES RS  BEERAERE - A5
182 BB PR EE(0.6 mL)BK(3.0 mL) » 338 FHHE0.5/NE
B AT U e AT - B KB TR (R 28 2 B = 10/1) 8
TR > TREEE (LS (216 mg) -

FHEHII ¢ [(7-58H-5-FH B 1,2,4] S0 36 [1,5-0] 1 B2 -85 1)
B2

(6 5 01 255 B A8 2 (B &1 (210 mg) R I B ES (4.0 mL)h -
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w04 ME S LS /KA (0.6 mL) AR T70°C FHET2/NFINEAEH -
RIEGR% > FlH6 MERE (04 mLYFNIKER » —HE S HE
o MEEREBAMAKRO mL) » WETREN > MESZEELEY
(189 mg) -

SEZH3 1 {[71-FER/E-5-C4-Z&FEE)[1,2,4] =" 3 [1,5-a]0t
IE-8-FREEFE =T B

R B (14 mg) ~ 2-IRCEFRBE Z B (36 mg) B EE $5(684 mg)
A ZEZDMSOB mL)d » RER FHEAEI0SE - §3,4-Z &K (99
mg) k& 7-F & A -S-HE[1,2,4] = M 3 [1,5-a] b 0E -8- 2 B 5B = T H5 (452
mg)A N DMSO(S mL)F U RANMERESRK T » LR =R FETTA8
NG c IREARPRNINZBZE  BABWEE®ER » FHEK
BRI KRG R > LFI A \KIREE TR R - HABIETRE
HEBER EFHEREWMACK/ZBZE=3/DETHEN > MERS
EEEEY (377 mg) -

'H-NMR (CDCl,)8: 1.56 (9H, s), 5.16 (2H, s), 6.02 (1H, s), 6.96
(1H, dd, J = 3.0, 8.9 Hz), 7.20 - 7.45 (6H, m), 7.51 (1H, d, J = 8.9 Hz),
8.31 (1H, s).

B4 {[7T-FERE-5-G4-Z&EEE)[1,2,4] =" [1,5-a]0
DE-8-F A M E I ZBE=TH

RKESEFB3PMERZIEEYGETT mg) - LB ZFH2MEE Z J5 =
Blk#EEgER THEERSE=TESHRE  DNEEHEAIEEZ K
ESEELEEY (183 mg) -

BHEGIS © {[S-G4-Z &KX EE)-T-FE[1,2,4] =" H[1,5-0] 0t BE -
8- B I & ) 2 BE

KERA4FHES ZILEWU83 mg) BN =R LK (2 mL)
o R EE (83 mg) » R80C THEH2/NEF o H BB 1T BB
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HEER > ARMEFE0.5 mL) - K(Q mL) - $HTFHZ &S ETE
B R ZBE k= 1159 MBAEELSY(S ng) -

EHEBI6 © {[5-(3,5- B AL B BB 25)-7- KB [1,2,4] S W 3 [1,5-0]
OhE O - 8- % A 1B AL ) 7 B

#3,5- 7 BB GBS (182 mg) R 7-*F S -5-TH[1,2,4] = W 3£ [1,5-
o] M BE-8-$ BE 5 = T BR (500 meg) A2 11 - FHHI4 - SHEZ )5
1T T 5 B (L& ) (160 mg) -

THEGIT © {[5-(2,3- = B A S BB B )-7- 50 £ [1,2,4] = 4 3 [1,5-a]
OhE O - 8- L 1P A ) 2L B

2,3- " A EHREE (138 mg) R T-FEE-5-H[1,2,4] W [1,5-
o]UENE-8- ¥R EE 4 = T B (226 mg) NERSEHI1 - BHHI4 - SHEZ
RETHEE > BEEEEEY(G5 mg) -

TGI8 ¢ ([5-G-FAFEERE)-T-FE[1,2,4] S FH[1,5-a] 1 0 -8-
) 2 B

W3- (62 me) B 7-F B -5-BR[1,2,4] = 3£ 1,5-a] LI -8-
MBS = TE(00 mg) LB SEHI1 - 2« FHiGI1~34E > 77 R
BRI - FEE LS (160 mg) -

EHHIO ¢ {[5-(3,5- Z BB BT EL)-T-FE1,2,4] = B 3 [1,5-0] 0
TE-8- M R L) 2

93,5- T KGR (65 me) R 7-F EAE-S-B1,2,4] S 3 [1,5-a]
BE-8-3RBEE = T B(200 me) LB {1 - 2 FHiBI1~34E = F =
ETRE - BEEELEYES mg) -

FEHEHI10 ¢ {[5-(3,4- C FEEFEL)-T- 5 E[1,2,4] =M 3£ [1,5-o] 0
BE-8- B 1) Z B

3,4-Z EEFEE (7T mg)RT-F EE-5-B[1,2,4] S M I [1,5-a]H
UE-8- ¥R = THS(200 mg)BNEA S £ 611 - FHifl4 - SHEZ HE
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TRRE  BERELSY(GS mg) -

BHaBIL - {[5-(3,5-Z @R EME)-T- K E([1,2,4] =M FF [1,5-a]it
UE-8-Fk B Rg A L BR

173,5- " @I EE (83 mg) K 7-F&EE-5-H[1,2,4] = FF[1,5-a] it
IE-8-FRBEE =T (199 mg)LEEZE B~ 2 BHHI1~3HEZ T
ETRE  BEREELSY(112mg) -

BREAI12 : {[7-BE-5-G-ZFEBEREFEHE)1,24] =%
[1,5-0]0th e -8-F £ 1 & } 2 B&

’r4-ZHmHAEEHEE (86 mg) & 7-F & & -5-H1[1,2,4] =" 3 [1,5-
a]REOE-8-F2 BE 28 = T B5 (200 mg)LLERSEB1 - 2~ HHEHI1~3MHREZ
FHRETEE  BESEREE/L=¥(107 mg) -

BHEBI13 ¢ {[5-(B3R-3- AR & )-7-FE & [1,2,4] = M FF [1,5-o ] L B -
8-Fx B e £} L&

13- R E IR (104 mg) J 7-F & & -5-B[1,2,4] = W [1,5-a] 0tk
UE-8-F MR =T Be(200 mg)AERZEB1 - 2~ BHAI1~3MHEZ T
EITRE  BEERELEEYOI mg) -

BHAI14 - {[5-2-8-5-FFEEHE)-T-BE[1,2,4] =" 3 (1,5-0]
Uit e -8-F Ak I B } Z Bk

R 2-F-5-F AR HLER (93 mg) J 7-7F & A& -5-BE[1,2,4] = 3 [1,5-a] 0t
WE-8-FAMEF =T BE (226 mg) A2 =1~ 2 BRI ~3MEE 2T
ETRE > BEREBELSY(O2mg) -

BHEAILS - {[5-G-8-5-BFEEHE)-T-BE(1,2,4] =W 3 [1,5-a]
bt g - 8- 2 e B } £ B

i 3-F-5- B A TR (85 mg) ) 7-7F & A58 1,2,4] = 3 [1,5-0] 0k
IE-8-F B =T (200 mg) A2 Z 1~ 2 BRI ~3MEEZ T
ETRE  BEEELEY(30mg) -
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BHAI16 © {[5-G-&-5-FEFEME)-7-8E[1,2,4] = W 3 [1,5-
o L 0 - 8- B & 1P B } 2 K

RE3-8-5- R ER (85 mg) R 7-"F & A& -5-H[1,2,4] =M 3£ [1,5-a]
UEE-8- 72 B =T BE (200 mg) AR SEf1 - 2~ EHEfI1~3HEAZH
NETRE  BEEELEY104 mg) -

BHEBIL7 - {[5-G-F-5-F B EERE)-7-8E[1,2,4] = H[1,5
b e -8-F Ak I A } L BR

3-8 -5-FEEHE (7] mg) R T-FEE-5-H[1,2,4] =" FH[1,5-]
HEUE-8-FR B SE = T Ea(201 mg)AEE2E 1 - 2 - BHEHI1I~3HEZH
NETERE  BREELEY(103 mg) -

BHAI8 - {[5-G-F-5-ZHFFEFERE)-7T-KE[1,2,4] =83
[1,5-0]0tt 0E -8-F 2k 1 & } Z B

R 3-F-5-(Z B E)FHER (72 mg) R 7-FEE-5-H[1,2,4] =M 3
[1,5-a]0t0E-8-R BR 55 = T BR(166 mg)DLEE 2 {1 - 2 - EHiFI1~ 348
FAZAAETRE  ESEELEEYE7 mg) -

£Ef4: 3-G-5-Z R FEERE

RKE3-R-5-Z @ FEFE (362 mg)EMIE(2 mLYRES » RIKIB 44N
TREMN=FFEEE (777 mg) - RAKBRLATEEUNSGZ - RiI2 M
BRE > WHA R ZBETEE - FIAK - AME KR SEHEE I
TR KTIBR SR EITRIMR - BB > WARETRBZEER > WiE
BI-ES5-ZRAFEFE=FFEEE - K&L3-E&-5-ZH5FEFE=
AP EREE-HANE2-ZACTEQ03 mg)  Z(ZEFERF)Z
#5(21 mg) ~ 4,5- R EBE-9.9-“HESHEE (2T mg) - NNN-ZEFHE
ZE R (0.49 mL)REE FHEAERI(20 mL)d - RERRAT > B
100C TETT20 B - RKEGRE > BRABYWREER I
HEBETEBRAEER HEEEHERERBNEACK/ZBZE=
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10/)ETHEH > MERI-G-E&-5-Z=85FEXERE)-RNHK2-2ES
B - B#Z3-C-8-5-Z8FEXEME)-NK2-LE CEEBE R THF(6
mL)d - PRKBRAI T RNME=TEH ZTHFAE®K(1.0 M2 mL) i
REBEDEE THEH3I0E -  KEER®%E > RAKBLATHRMNI ME
B FIMZBE Z BT » FIH/K - MBS AKEFERE » LFH
KRR S ETTRC R - IBIETR » HABIETRBEEERER > LHFAE
BZREHRABERLENEACK/CBZE=10/1)E{TIEE > mER:3-
E-5-=—HFEEMEE(36 mg~ 38 - EFR3I5%) -

'H-NMR (DMSO0-d¢)8: 3.65 (1H, s), 7.39 (2H, s), 7.43 (1H, s).

B9 ({S-B-8-5-CHEFE)XEME]-T-RE[1,24]1=®
F[1,5-0]0L0E -8-Hx £ B &) Z B

KEEFATRERESZIEEY136 mg) K T7-FHE-5-#[1,2,4]=
04 3 (1,5-0] L DE -8- 2 BE 55 = T B5 (288 me) LA E B[] - BHi B4 ~ 5
MEZ TETEE > BEEEE/LEY A8 mg) -

BHE120 ¢ {[S5-2,3-Z“HEXREE)-7-KHE(1,2,4] =W I [1,5-a]0tt
UE -8-Fk A e A} SR

ER23-ZHEXR (19 mg)R7-FHE-5-H[1,2,4] =3 [1,5-
a]iE0E-8- ¥ B 28 =T B5 (400 mg) » DABAZEFI3 - Bl fl4 - SHEZ
T EGEELEY125 mg) -

BHRBI21 ¢ {[5-3,5- Z&F R E)-7-E([1,2,4] =" 3 [1,5-a] 0L 1E
8P E A} Z B

ER3,5-Z&EXE (72 mg) R7T-FEE-5-8[1,2,4] =W 3 [1,5-a] 0t
UE-8-F& 5B =T Be(238 mg) » DIBIZEHI3 - BHEF4 - SHE 277K
ESEELEEY(42 mg) -

BHEBI22 ¢ {[S-(BEE-3-E & E)-7-FE[1,2,4] =K H[1,5-a] 0L 0 -
8-#k A I A} 2B,
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W3- E A (135 mg) R 7-F & E-5-8[1,2,4] =M I [1,5-0 0k BE -
8- F =T B(300 mg) ABL2EFI3 ~ Hifl4 - SHEZ FRETE
H> BEEELEEY(TS mg) -

BHEBI23 © {[5-C-F8-4-BEEE)-T-FE(1,2,4] =% 3 [1,5-a] 1t
UE-8-F A i & ) ZBR

W 3-F-4- B AR (110 mg) F 7-F S H-5-34[1,2,4] =W 3 [1,5-a] 0t
E-8-F M E =T B5(226 mg) A2 E B3 - HEFI4 - SHEZ 7 i
TRE  BEREE/LEY(90 mg) - |

BHEAI24 ¢ {[5-(4-8-2-FEFEE)-T-FEE([1,2,4] =W H[1,5-a]
HL e - 8-k B 1RE A} £ R

fEA4-E-2-FEER (13 mg)RT-FEE-5-B[1,2,4] = H[1,5-
o E0E -8-F2 BR 58 = T Be (300 mg) - DAEEZEHI3 - BiEF4 - SHEZ
HAEREEESY(G0 mg) -

BHEAI2S - {[5-(4-F-3-ZHAREREE)-T-RE[1,24] =% 3
[1,5-a]0tb0E-8-Hr & e & } 2 BE

EA4--3- =R P EER (144 mg) Rk 7-FEE-5-H[1,2,4] =
[1,5-a]0tBE-8-3R R 55 = T B5 (300 mg) - DAEAZE {3 - FHEHI4 - 5HH
RZ A AEBEEELEY(86 mg) -

THEGI26 © {[7-FE-5-(FE-1-FE W E)[1,2,4] =™ H [1,5-0] 1 E - 8-
WA A LB

R 1-Z2 0 B2 (99 mg) ke 7-7F & 45 -5-B[1,2,4] = F£[1,5-a] 0L BE -8- 3%
ME=THEQ mg)AB2=H1 2 BHEFI1~3HEZHTXETRE
H BEEELEYEGL1 mg) -

BHG127 : {[5-(4-RZF-1-FE B E)-7T- B [1,2,4] =W I [1,5-a] 0t
hE -8-Fx Ak e A} LR

e 4-8-1-Z5 8 (730 mg) K 7-F & -5-H[1,2,4] =M H[1,5-a ] MLE IE -
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8-HEEE=TH (304 mg) L2 E Fl4 - BHEFI19MHE 2 7 A EFEE
EE (50 mg) -

B G128 ¢ {[7-FE-5-(F-1-BEEE)[1,2,4] =8 H[1,5-0] L IE -8-
AR B ) LR

1’ 1-Z5 B (192 mg) J 7-F & A-5-B1[1,2,4] =M FF[1,5-a] 0tk 1E -8- 3%
BE=THEQI mg)lBEEH3  BEHEM4 - SHEZ THNETE
B BEEELLEY(86 mg)-

BHE G129 ¢ {[7-¥8%-5-(5,6,7,8- U & 35 -1- A B £)[1,2,4]- = & 3
[1,5-0]0bL0E -8- 5k & 1R £ } 2B

15 5,6,7,8- U0 & 25 - 1- 17 B2 (220 mg) R 7-7F & A -5-H1[1,2,4] = 3F
[1,5-a]0tle-8- 3B 38 = T B (500 mg) LA &= fl1 ~ 2 - FhEHI1~ 34
Bz A ETREE  BEEELEYQLS mg) -

BHEGI30 ¢ {[7-FEE-5-(EIm-4- B E)[1,2,4] =W H[1,5-a] 0L IE -
8-k B I B} 2 %

5 B3 2 2 i TAE [B] 3t & R 2 B Ri-4-FR B2 (100 mg) K 7-°F & & -5-Tf
[1,2,4] =" 3 [1,5-a] L 0E-8- R BESE = T B (250 mg)LABE 2 E H1
BEWGII~3EEZTNETEE  BEEELESYW(T4 mg) -

BHAI3L: {[7-BE-5-(T-=F P EEW-4- 5 E)[1,2,4] =% 3
[1,5-0]0tb0E -8-Hr B 1M 2 } 2 B

FER7-= & B AW -4- K EE (183 mg) R 7-FEE-5-#(1,2,4]=
D [1,5-0] 0t BE -8-F2 B2 56 = T BB (300 mg) » DIBAZHFHI1 - & i Bl 448
B2 EREEILEY (59 mg) -

SE PS5 - BE(4-FEH) 1B

#4-8 BREE (504 mg)  3-HiEREE2-Z2ECE (532 mg) » =(Z
R ENE) 43 mg) ~ 4,5-8 T RKEAR-99- — HAR KR (SS
mg) * NNN-ZEZRE ZEK(0.85 mL)ESZE "3k FH (2.5 mL)F -
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RERRATRIOC THITIS/NFMBEE - RELERE - BXEB
MBEER  UHABETREBEZEER HBREEHETHEENE
(TH/ZBZB=4/1)ETHE - EE3-(BE-4- 55 )7 k2-
ZECE - B3-(REk-4- 5 5)- W B 2- 2 5 C B /5 % X THE(8.0
mL)$ > RA-T0C PRMEZTEH ZTHFEKR(1.0 M+ 4.8 mL) » AR
MECRE TR NS - RIESR %  RINZH(0.35 mL)K K - FIH
2B Z B EITREE > FIAK - SRR S A B 3 F &K
SNHETTRENR - BB > WABETHREAEER > UHFAESEZEE
HOEBEEENMACKR/ZBZE=1/4)ETHY  MESEELEY
(290 mg ~ 25 B8 ~ BERT5%) -

'"H-NMR (CDCl;)8: 7.61 - 7.82 (2H, m), 8.00 (1H, dd, J = 2.2, 7.0
Hz), 8.17 (1H, dd, J = 1.1, 7.0 Hz), 8.44 (1H, s), 9.21 (1H, s).

SER6 1 T-F R -5-(R I -4-E R E)[1,2,4] = M3 [1,5-a] 01
E-8-$4 B = T BS

BSEZBISPFREE 2SS mg)  T-FEE-5-H[1,2,4] =0
H[1,5-a] ML 0E-8- B E =T B (202 mg) » =(ZEFEFEHE) =LA
mg) + 4,5-8 “HEEB-99-“HEAEHE(3 mg)  NN-ZRRFEZE
BE(156 pL) - A FIRTEEE N T /KEY (76 mg)REE Z-$5ERE (1
mL)$ > RERRFATRI00C FT#TUNG AR - RIEGERE -
MABBEER  LEAESRTREZEER HBEERELE
WMECKH/ZBZE=12)BTHEH  MESEZELEWA82 mg-
84%) o

'"H-NMR (CDCl5)8: 1.56 (9H, s), 4.66 (2H, s), 5.68 (1H, s), 6.80 -
6.89 (2H, m), 7.07 - 7.23 (3H, m), 7.74 - 7.86 (2H, m), 8.08 - 8.20 (2H,
m), 8.40 (1H, s), 8.88 (1H, s), 9.48 (1H, s).

BHEBI32 ¢ {[7-F0 AL -5- (5 Uk -4-BE 5 £E)[1,2,4] = M 3 [1,5-a] 0

C193866A.docx -26-



201625614

UE -8-Fk Bk e B } L B

R"EEFOPRER/Z/IEEYQRIT mg)AESEH2 - BHFI1~3
MEZ TNETERE  BEEELEYA68 mg) -

SEH|7 ¢ T-IR-5-%-2,3-Z F E-1H-05| Bk

HE2-78-4-3-1-1 B 2K (820 mg) /A % S U & BL I8 (8 mL)H » 1A-60
CTEMI-PE-1-AHERECEZTHFER (0.5 M~ 24 mL) » WA HE
ERE THEHLSNG - KEGXREZ > ANBENELLEKER  RE
m N UNGR > FIHCBIEETEZER > FIHK - 68/ 8K %3
g - WHEEKRERENETE R BARE > HEBETRERE
EZh o THMEGCBERBERRBMNACK/ZBEZE=15/1)#ET
B MESEBELEY 439 mg ~ EER49%) -

'H-NMR (CDCl3)8: 2.16 (3H, s), 2.38 (3H, s), 7.02 - 7.14 (2H, m),
7.81 (1H, brs).

SEFI8 : #(5-F-1,2,3-= FE-1H-05| Uk -7-5) — 1 Bt

HEEPTPRRERS ZEEYEI0 meg) AR NN-— B A P gk
(3 mL)d » RIKBLE TARIMEAAL#(60% ~ 77 mg) ~ BEfE (96
pL) » W ZER THEH2/NG - RIEGR % > ANINKLFE LB LB E
TZE - FIFK - EMEKERFERE > XA HEKRENETE
e BER HABETEEREZEER  UHMESZRAE#RDOER
BT A(CHE/ B ZBE=50/1)ETREE » MER/T-R-5-5-1,23-=ZH
E-1H-150% o % 7-8-5-%.-1,2,3-= FH A - 1H-03| 0 DL B3 & 22 f5] S48 [F]
ZHANETEE  ESEELEYWE0I mg - 358 - EERIIS%) -

'H-NMR (CDCl;)8: 2.13 (3H, s), 2.18 (3H, s), 3.40 (3H, s), 6.94
(1H, dd, J = 2.7, 8.9 Hz), 7.13 (1H, dd, ] = 2.7, 8.9 Hz).

B B33 0 {[5-(5-%-1,2,3-Z B A -1H-05 k- 7- B iR 5)-7- 8B E
[1,2,4] =D FF[1,5-a]HL0E -8-FR B 1R & } Z %
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KHESEPSPTHMERZILEY (436 mg)R7-FEE-5-H[1,2,4]=
MR [1,5-a] b 0E-8-FRBE S5 = T BE (521 mg)AEE &% 6 - & i 53248
BZAAETREE  BEEELEY230 mg) -

BHBI34 ¢ {[7-FE-5-(EY-2- R A)[1,2,4] = W F[1,5-0] L g -

8-k &k g A} L B,

i 2-BEM B B (116 mg) R 7-"F & & -5-H[1,2,4] = M 3 [1,5-0] 0k B -
B-RMF=THE (421 mg)LLBZEHI1 -2 BEHFl1~3HEZ HE&
TRE  BEEELEY (194 mg) -

BHEAI3S ¢ {[5-(S-FEY-2-E i E)-7- R E([1,2,4] =W 3 [1,5-a]
ML UE - 8- Ak 1M A ) L B

i S-EIELY -2-H B2 (117 mg) R 7-F&E-5-B[1,2,4] =% H[1,5-a]
HEOE-8-FREEE =T B (181 mg) A EH1 - 2~ BHifFI1~3HREZH
NETRE  BEEELESY(T9I mg) -

BHEBI36 ¢ {[S-CEFH (D] -3- BB ££)-7- 88 & [1,2,4] = M 3 [1,5-
o]t E -8- R BRI AL } Z BB

7 55 FF [b]BE WY -3- 57 B (89 mg) R 7-"F & B -5-H[1,2,4] = I F[1,5-
a]HEBE-8- R EESE =T B (201 mg)DABAZE B~ 2~ BHEGI1~3HE 2
HTHETREE  BEEELEY09 mg) -

BHGI37 @ {[S-CEFH[b]BEL} -4- BB &)-7- 8 & [1,2,4] =W 3£ [1,5-
o]t e -8-HRAE I & 2 B,

ir A FF [b]EE LY -4-B B2 (76 mg) 2 7-"F & B -5-H1[1,2,4] = M [ 1,5-
a]ktUE-8-F2BE S8 =T Be (188 mg)DLER 2% B(1 - 2~ BHEHI1~3HEZ
HTHRETEE  BSEE/LEY (0 mg) -

B G138 ¢ {[7-58&-5-(2- B Ak -3- B AR B )[1,2,4) = M 3 1,5-
a]ith e -8- Bk A I £ ) S B

1 2- B AR R R - 3- B i (75 mg) o 7-"F & E-5-[1,2,4] =% 3 [1,5-0]

C193866A.docx -28 -



201625614

MEuE-8-FREESE = T Ba (200 mg)LA &= 41 ~ 2~ B ~3HEZT
NETEHE  BERELSY48 mg) -

BHEFI39  {[5-(5-RZF-1-E &) 7T- B E[1,2,4] = W H[1,5-a] 0t
NE-8-FxE A OB

- ES-F-1-FE (168 mg) K 7-FEE-S-H[1,2,4] = [1,5-a] L BE -

8-S E =T B (250 mg)LABE 22 fl4 - BHHIIOMEZ T AETE
B BEEELEY(128 mg) -

BHEAI40 ¢ {[5-(6-F R -1-A M A)-7- L& [1,2,4] = M FF[1,5-a]0tt
NE-8-k A A ) LBk

i 6-F-1-Z5 7 (120 mg) ke 7-"F & -5-8[1,2,4] = F [1,5-a ] P TE -
8-BME=TH Q250 mg) NS =H4 - EHPIIIERZTAETRE
H o BEEELEE?09 mg) -

BHEOIAL : {[5-(5-RF-1-EEE)-7-8E[1,2,4] =W I [1,5-a] 0tk
UE-8-F A I A} LR

i S-G-1-25 By (388 mg) f 7-7F F A -5-0[1,2,4] =P 5 [1,5-a ] RE0E -
B-FRM B =T B (400 mg)LABE2F B3~ BHHI4 - SHEZ T ETE
B BREELEEYWOS mg) -

BHeBI42 ¢ {[7-FE-5-B-=Z® FEEM-4-BE R E)[1,2,4] =" 3
[1,5-a]Mtb0E -8-Fx &= [ & } 2 BE

Ri4- R E-8- = B P AWM (739 mg) K T-FTHE-5-H[1,2,4] =15
[1,5-a]00E-8-3R BE 55 = T Be (180 mg)LLEZ & & B4 ~ H Bl 19MHF Z
FAETRE  BRSEELEEY(140 mg) -

BHAI43 : {[S-(ZFRHEY-4-FHA)-7T- L E[1,2,4] = H (1,5
o] 0th OE -8- Bk Ak iR B } 2. 8

2SRy -4-B2 (165 mg) K 7-F & E-5-H[1,2,4] =M FH[1,5-0]
MEE-8-FREREB =T B (379 me) A2 E B4 - BHGI19MEEZ 750 E
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TR  BEEELEYW(T3 mg) -

BHBI44 : {[S-BE-S-(I-ZHFERBEW-5-EEHH)[1,24] =%
F1,5-a]lb e -8- B A e A} Z Bk

fEFA1-= & B & -5- A RE (183 mg) & 7-*F S & -5-#[1,2,4]=
HEFF[1,5-a] it U -8- 4 B 55 =T BH(300 mg) » PABESE (I3 - EHEHI4 -
SHEZ AN EGEELEY (S8 mg) -

BHaBI4S « [7-FE-5-S-Z R FEE-1-BHE)[1,2,4] =% H[1,5
a]TE e - 8- B Bk e B } £ B

WS- =& R AR -1-HUBR (219 mg) R 7-FE A -5-H[1,2,4] = 3
[1,5-a]Lb0E-8- 72 BE 55 = T Ba (433 mg) A2 EEI1 ~ 2~ FiEfl4 - 546
FEZAANETRE  BEEELEY(95 mg) -

BHaBI46 © [7-F8E-5-(5-F A ZE- 1A E)([1,2,4) =M 3 [1,5-a] 0
E-8-F A NG} LR

RFS- B 25 -1-Hi BF (0.58 ) B 7-*F & A -5-H[1,2,4] = 3 [1,5-a]
HLUE-8-FREE SR =T He(1.6 g) A2 E B - 2 - EHifl4 - SHEZ HH
ETRE > BEEELEY(14]1 mg) -

BHBIAT © {[5-(5-RMAZR-1-ERE)-7T-RE([1,2,4] =% 3 [1,5-a]
UL e -8-F Ak 1 £ } 2 Bk

RS- RMER-1-BE (2 g) R T-FEE-5-T[1,2,4] =W 3 [1,5-a] 0HE BE -8-
REBBE=TE12 g)AH2Ep4 BEHGIIEEZ HRETRE
EREHELEEY(199 mg) -

BHEBI48 : {[7-BE-5-(6-=F FEZK-1-ERME)[1,24]1 =% 3
[1,5-a]0tb 0 -8-Fr B IR A} 2 Bk

R 6-= % B B 55 - 1-Hi B2 (603 mg) Jr 7-F & A& -5-B4[1,2,4] = W 3%
[1,5-a]0t0E-8- 32 B2 55 = T Be (300 mg) A2 &1 - TG4 - SHHE
ZHAETRE  BEEELEYA50 mg) -
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BHA49 : {[1-BE-S5-(T-=Z&F &
[1,5-a]ML0E-8-F AL R A } 2 %

BT-=Z & HEZR-1-HEE(603.6 mg) K 7-F&E-5-4[1,2,4] =W I
[1,5-a]0t5E -8-# BE 55 = T E5 (300 mg) LAE2 2= 61 ~ HHapl4 ~ SHE
ZHRETER  EBEEELEYWA98 mg) -

BRGSO : {[7-BE-S5-C-ZHFEF-1-EEE)1,24) =% H
[1,5-a]0th0E-8-H 1 B2} 2 B8

RS-=m P EZE-1-2(80 mg) & 7-F & E-5-8[1,2,4] =M J[1,5-a]
MEUE-8-F BE S =T Be (208 mg)LAERZEFI9 - BG4 - SHEZ 7=
EITRE > BEEELEY(68 mg) -

BHEIST : {[7-FRE-5-C-FEEZE-1-EEE)[1,2,4] = FH[1,5
o)t iE -8-F B I A } 2 BE

R S-FHEHEZE-1-IE (106 mg) K 7-"F & E-5-H[1,2,4] =8 3 [1,5-0]
LUE-8-FRBEE =T BR (329 mg) ABA2EFI9 - BG4 - SHEZ 7R
EITRE  BEEELLEY@S mg) -

BHEHIS2 0 {[7T-RE-5-(5-FEZE-1-BEEE)[1,2,4] =8 ¥ (1,5-a]
Ok e -8-A Ak I B} £ %

i S-FR A ZE-1-F2 (146 mg) R 7-F & A-5-P4[1,2,4] = 3 [1,5-a] 0t
UE-8-BEE =T F5(487 mg)AEA&E B9 - BG4 - SHEZ 7 #
TEME  BEEE/LEY(S0mg) -

BHEGIS3 ¢ {[7-RE-5-(6-FEZE-1-EEE)(1,2,4] =% ¥ [1,5-a]
OhoE -8-# B H &} L 8%

1 6-FF AL 25 -1-F2 (100 mg) K 7-7F & A& -5-B[1,2,4] = M 3 [1,5-a]0it
DE-8-FBESE =T Fe(316 mg) LB 2% HI9 - BHEfl4 - SHEZ F=#
TR  EBEEELEYOT mg) -

BHeOI54: {[7-BE-S-C-ZFFEE-1-EEE)1,24| =%

%)H

B i B )[1,2,4) =
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[1,5-a]0tb 0 -8- 3k £ 1 B } Z %

fEA6-=F HEZR-1-B2(189 mg) R7-F & E-5-H[1,2,4] = 3
[1,5-a]Mtb 0 -8-# B 58 =T BR (400 mg) » LA ZE B3 - FHifI4 - SHE
FZ A A EGEELEY (98 mg) -

BHGISS - {[5-(6-FF-1-F & 5)-7-FE[1,2,4] = M 3 [1,5-0] 0t
TE-8-FRE G A} LB

fEF6-RZE-1-B2 (121 mg) R 7-F & E-5-H[1,2,4] = F[1,5-a] M
UE-8-F B =T Ba (300 mg) > LIBIZEFI3 - EHiHI4 - SHEZ =
EREELEEY (3 mg) -

BHBIS6 : {[T-FE-5-B-ZF FEEEH-4- R E)[1,2,4] =
F1,5-a] b uE-8- R IR & } 2 B

fSE A 8-= % FF AR IR -4- B BF (307 mg) R 7-*F | E-5-B[1,2,4]=
HEFE[1,5-a] b e -8- SR BE 2L = T B5 (252 mg) - DABESE 12 - 3 - H Bl
I~3EZ A ABEEELEY (159 mg) -

BHBIST © {[7-FREE-5-(8- FF A B 0k -4- B B B )([1,2,4) = 4 3
[1,5-a]0b0e -8-F B 1h B } 2 B

fie P 8- B U -4 B2 (64 mg) R 7-F A E-5-B[1,2,4] = M 3
[1,5-a]PLWE-8-F2 BE SR = T BR(150 mg) » DIBESE 1 - 2« FHifI1~3
HEZGAEGEELEY(TI mg) -

BHEBIS8 « {[5-(8-9R UMk -4- B iR ££)-7-FH[1,2,4] = M 3£ [1,5-
a] EUE -8-F AR I B} Z IR

2 A 8- % R v UK -4- T B2 (70 mg) B 7-"F S & -S-BL[1,2,4] =0 3
[1,5-0]PL0E-8-F BL 58 = T B (202 mg) - DL E 1 - BHiHI4 - 548
FAZAAEREELEY (24 mg) -

BHEAIS9 © {[5-(8-F Wk -4- BB &L )-7- R L [1,2,4] = M 31,5
o] BE0E -8-Fk B 1R B } 2 B
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B 8- R EEUN-4-Hii BF (152 mg) Rt 7-"F & & -5-B[1,2,4] = 3¢
[1,5-a]0E0E-8-F2 BE 58 = T B (404 mg) > DLEAZEBI1 - BH B4 - 5HH
B2 HAEEEEEEY(125 mg)

BHBI60 : {[7-FE-5-(T- =R FE E B -4- B £)[1,2,4] =&
F[1,5-a]0h0E -8- 3 2 e 5 } £ R

R’ 7-= % A R -4-5 B2 (642 mg) K 7-F | 4&-5-H[1,2,4] =14
FI1,5-a]le-8- 3BT =T B (339 mg)LLEAZF Bl - HHi B4 - 548
AZAAETEE  BEEELE7(40 mg) -

BhaAI61 ¢ {[7-FA-5-(8-FH B R -4-F & A )[1,2,4] =W ¥f
[1,5-a]0tbBE -8- 3k &= JHg 4 } 2 R

5 A 8- B AL R U -4-B2 (78 mg) B 7-7F R A -HL[1,2,4] = 3¢ [1,5-
a] b e -8- 2 & 55 = T B5 (200 mg) » LABEZH {123 - BHEHI1~3MEE
ZHAEEEZRILEY(2S mg)

BHEBI62 ¢ {[5-(8-% B -4-F & 5)-7-FE[1,2,4] =M 3 1,

o JOHL U - 8-FR Ak 1B A } 2 R

8- BRI -4-F2 (152 mg) K 7-F & &-5-B1[1,2,4] = 3 [1,5-
o EOE-8-F2 BE 58 = T Be (420 mg) > LA H B3~ BHiHI4 - SHE Z
HAERFEE(LEEY(46 mg) -

BHBI63 ¢ {[5-(8-& Rk -4-2 & 5 )-7-FE A [1,2,4] = M H [1,5-
o] Otk BE - 8- B Bk g B } £ R

fE A 8-F AW -4-F2 (250 mg) K 7-F & A-5-H[1,2,4] =M FF[1,5-
a] KL E-8-FR EE S8 = T Be (690 mg) > LABESE B3 - FHiHI4 - SHE
HAEREELESY(90 mg) -

BEHiBI64 © {[5-(7-F Mk -4-F B A )-7- BB [1,2,4] =" 3 [1,5-a]
bt o -8-FR B I hE A ) 2Bk

BER7-FEEW -4-H B2 (120 mg) R 7-F & A& -5-8(1,2,4] = 3 [1,5
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o] HOE-8- ¥ A % = T B5 (300 mg) > LABEZ % I3 - FHHI4 - SHEZ
7 RIESIERE L&Y (55 mg) -

BHG165 : {[7-F8E-5-2-Z F B E R k-5 BR 57 5 )[1,2,4) = i
FE[1,5- )0t BE -8- 50 55 1B 5 ) Z2 B

FERA2-=F P A5 5B (155 mg) R 7-*F & 5 -5-H[1,2,4]=
I [1,5-a] L BE-8-F BB = T B5 (334 mg)  DIBAZEHI1 - BHEHI4 -
SHE Z 5 R B EELEY (135 mg) - |

EHiBI66 © {[5-(2-EFE I (b1 -4-F IR A&)-7- 5 E[1,2,4] = M 3
[1,5-a]0tt 0E -8- 5% 55 1 5 ) 2. B

f#F2- S (b1 -4-FR B (87 mg) R 7-F & 5-5-H[1,2,4] = &
F1,5-0]E0E-8- S B = T B (180 mg) » DIEES Bl ~ 2 - B HEHI
~3AEAZ A RESEE LAY O2 mg) -

BHIGI67 © {[7-8E-5-Q-Z P I [b]EY -4-EHE)[1,2,4]
S FE[1,5- o) L e - 8- R VB R ) 2 B

9 2- = 4R B B 5 3 [b]BE 1 -4- 57 B2 (186 mg) B 7- % &, £ -5- B
[1,2,41= M 3£ [1,5-a] 0t 02 -8- ¥4 B 55 = T B (249 mg) » DB & 2 1
2 EHiBI1~34EZ 5 X EEEELE (190 mg) -

S H19 ¢ 5-(CFFH [b]BEB) -4-F & H)-7- 8 H[1,2,4] = 3 [1,5-a]
O -8 L 55 = T g

2K I [b]HE LY -4-B2 (130 mg) ~ 7-F & E-S-H[1,2,4] =W H[1,5-a]
UL E -8- 5% 8% % = T B (289 mg) - Bi{L §H (147 mg) - 1,10-0k 0 (152
mg) ~ B EE #6423 mg) )R A EREEEIG.0 mL)d - RERRZAT » B
100C THRHEVNE - RIEZERE > B RBMBRER > UHBEEI#ET
RBZEBER HBERAEEBNACKR/ZEZE =32)ETH
B TS EELESY (220 mg > 73%) -

'"H-NMR (CDCl;)8: 1.58 (9H, s), 4. 92 (2H, s), 5.83 (1H, s), 7.07 -
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7.20 (4H, m), 7.22 - 7.28 (3H, m), 7.41 (1H, t, J = 8.1 Hz), 7.46 (1H, d,
] =5.7 Hz), 7.89 (1H, d, ] = 8.1 Hz), 8.36 (1H, s).

BEHEB168 1 {[5-CRFHF[bIBELY-4-F FE)-7- R E[1,2,4] =M F[1,5
o] HL E - 8-k Ak R Bk} B

K 2ZF9F R ZEEY(220 mg) LB 22 - Hiakl1~3
HEZ AXETERE  BSEBE(E%0146 mg) -

BHF169 ¢ {[7-FE-5-C-FEFFF[b]EK-7- A E)(1,2,4] =1
FH[1,5-a]ML0E -8-Hr B I B } 2 BR

fF A 3-B AR [b]EY-7-FE2 (108 mg) R 7-F & E-5-H[1,2,4
DR [1,5-a]th0E-8-FRBEE =T B5 (213 mg) » DABEZZB(1 - 2~ BB
I~3HEZz AR EGEELESYASS mg) -

BHEI70 0 {[7T-FE-5-G-Z& FEF I [b]EY-7- A E)[1,2,4]
ZWEFE(1,5-a]0tEUE -8-HR B 1R B ) 2 B

FEA3-=Z& P EEXIH (b]EL-7-1R I (404 mg) Rk 7-*F & K -5-
[1,2,4] =" 3 [1,5-a]HLBE-8- 72 B 55 = T B (231 mg) » B E 1 -
2 BHEHI1~3HEZ F XN EEEE(LEY(55 mg) -

BHREAITL - {[5-CRFH[b]IEL -7- & EK)-T- K E[1,2,4] =" H (1,5
o] 0L E - 8- EL IR B} 2 B

{E A [b]EEBY-7-B2 (110 mg) f 7-"F & E:-5-H[1,2,4] = I [1,5-
Q8- 3B S T HR (255 me) 0 MBS EHI9 - 2 - BHEHI~ 3
ZHREGEELEYOL1 mg) -

BHRGIT72 ¢ {([7-BE-5-G-FEFEH[bIER-T-EEFH)[1,24] =¥
H[1,5-a]E0E-8-BR A | £ } L B,

fEA3-ESRIF[bIELY -7-F2 (117 mg) & 7-7F & 4-5-4[1,2,4] =4
F1,5-a}lbuE -8- 3R BE R = T B5 (247 mg) » DL ZF B9~ 2~ B 1
~3MEEZ A EREBEEEY (105 mg) -

m

$}
T
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BHEHI73  ([7-5RH-5-(3- = 5, B H 5 7% [b]IE ) -7- 2 S 2)[1,2,4]
=W FE(1,5-0]0 BE 8- 1B A ) 2 R

(6 FF 3- = 45, FF 2 9 7 (D]DED -7-B3 (227 mg) B 7-%F 6 5-5-BA[1,2,4)
= O 3E[1,5-0) 0 -8- 3 B 55 = T A5 (246 mg) » LU E 9 - 2 - B
Bl 1~ 348 E 2 77 01648 BB AL & 71(88 mg) «

BEHEHI74 ¢ {[5-(4-E I (D] 755 5 2)-7-J AL [1,2,4] = 04k 3¢
[1,5-o]0H B -8- 0 2 VB 25 ) 7. B

{8 PR 4- S5 7 (D100 -7-B (123 me) R 7-F G258 [1,2,4] = 08 3¢
[1,5-0]0E-8- 3 BE 55 = T B (252 mg)  LASESEHI9 - 2 - BHBI1~3
HEZ HEEEELEY(14 mg) -

BEHEHITS © {[7-FO5E-5-(7-= 45,50 25 5 7% [b]IE 1S -3 L 2 )[1,2,4]
=03 [1,5-a ] B -8B R ) 2

5 FI7- = 7 BB B 3E (D] R 35 B2 (201 mg) B 7-°F 46 2L -5- Bk
[1,2,4]= W 3 [1,5-0] 0 07 -8- 35 8 55 = T B5 (301 mg) - LLEEZ 21 -
2~ BEHIBI~ 3 E 2 5 RS EE LAY (214 mg) -

FHLHI76 © ([5-(HEFF [bIHEDY 335 G 2)-7- S H[1,2,4] S FE[1,5-
a0t B -8- 5 2 1 A ) 7

{ F 9 3 [b]IE RS -3-H (554 me) B 7- " 2 -5-Bh[1,2,4] S B £ [1,5-
o] 0E-8- ¥4 B 25 = T HE (987 mg) > LISESE 519 - FHaMI4 - SHEEY
7 S LS Y176 mg) -

B 177 ¢ {[5-(6- 52 F6 BRI -3 2 B0 4 )-7- S0 4 [1,2,4] = 04 3¢
[1,5-0]0% B -8- 5 2 B A ) Z. B

(65 FF 6- B30 36 DX -3 B8 (113 mg) R 7-F 26 -5-BA[1,2,4) = 04 3¢
[1,5-0] M 0E-8- 2 B % = TER (214 mg) » LASI2Z 1 - BEHEHI4 - 548
B 5 5, 5 AR (L & (136 mg) -

BHEHI78 ¢ {[7-FEE-5-(1,2,3-= B A -1H-15| 1 -7- L 5F ££).[1,2,4]
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=0 FH[1,5-a] L BE -8- R BR IR AR} 2 B

fff A 1,2,3- = B E -1H- 5] Uk -7- 57 B2 (138 mg) K 7-F & £ -5- it
[1,2,4] =0 F£[1,5-a]MLIE-8- 3R BESE =T B5 (288 mg) » LLEAZEfI1
2 BB~ 3MEEZ T A EEEELEEWALL mg) -

BHEI79 ¢ {[5-(3-8-1-F K- 1H-M5| Bk -7- B iR 45 )-7- 58 & [1,2,4] =
D 3£ [1,5-a] 0L 0E -8-Fk B 1 B ) 2 Bk

{EF3-&-1-FF A - 1H-05| Bk -7-3 B2 (198 mg) j 7-7F & A -5-H[1,2,4]
=M IE[1,5-0] b RE-8-F B SE = T B5 (200 mg) » DLEAZE B - & i B
4~ SHEZ TR EFEBEEY(0 mg) -

BT HEFI80 ¢ {[7-FEE-5-(1,2,3-= B - 1 H-15( Wk -4- B 1 56)[1,2,4]=
I 3 [1,5-a ) 0HLBE -8-HR B 1R L } 2 R

A 1,2,3- = B A -1H- 03[ B -4- 87 B2 (132 mg) k& 7-7F & £ -5- 1
[1,2,4] =" 3 [1,5-a) 0t 0E-8- 2 BEE =T Ba (279 mg) » DL ZEH1 -
2 BERAI~3EEZ T EFEELEDAS mg) -

B8l © {[7-58E-5-(1,2,3- = & - 1H-05| b -4- B F 5 )[1,2,4] =
R [1,5-a] 0L E -8-BR B 1 &L } 2 B

A 1,2,3-= I BE-1H-18) 1 -4-F% (254 mg) K 7-F & B -5-H1[1,2,4]
= H[1,5-a]HLBE-8-F2 BE 5 = T B (550 mg) » DABEIZ= B2~ 3 - B
Bli~3EZ T EEEELEY(A1 mg) -

BHEGI82 © {[5-{9H-3-1-FE & E)-7-FE[1,2,4] = W [1,5-a] 0t
UE-8-FRk Bk e &} LB

EOH-3-1-82(165 mg) K 7-F & AL -5-T[1,2,4) = M £ [1,5-a] Ok E -
8-FREEE =T E(474 mg)ABAZZ B9 - BHifl4 - SHEZ TN ETRE
H BEEEELEYEGEI mg) -

B 183 ¢ {[S-(ZHEHRM-4-EEE)-7T-RE[1,2,4] =M H[1,5
a UL UE -8- IR B I B} 2 B
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fEA &I 0kmg-4-F2 (164 mg) & 7-F & HE-5-8[1,2,4] =W 3 [1,5-
a]EUE-8-FRBR SE =T B5 (400 mg) - AERSEF(3 - BHEFl4 - SHEZ
T AEEEELEYATT mg) -

BHBI84 @ {[S-(ZHFHER-4-EEE)-7-8BE[1,2,4] =4 3 [1,5-
a] bt -8- PR B I A Y 2 B

B R LY -4-F2 (178 mg) K 7-"F & H-5-H[1,2,4] = 3 [1,5-
a] HEUE -8-FR BE SE =T B5 (400 mg) » AEASEF[3 - BHEFl4 - SHEZ
T HEREELEY(78 mg) -

BHBI85 ¢ {[S-(ZF FH bkmg-4- BB & )-7- 8B [1,2,4] = M F-[1,5-
o]0tk hE -8-Hk AL 1R A } Z BR

e 25 BRI -4- Bl B2 (603 mg) K 7-F A A -5-H[1,2,4) = M HE[1,5-
a] Mt E-8-FRERE =T B (300 mg)ABR 2 EF1 - BG4 - SHEZH
NETREE  BEREELEY(78 mg) -

BHapI86 + {[7-FE-5-(3E-1-EHE)[1,2,4] =W H[1,5-a] 0L I -8-
AR R A 2k

{EFI3E-1-B2 (173 mg) R 7-F & E-5-H[1,2,4] =" 3£ [1,5-a] 0L IE - 8-
ARBESE =T B5(400 mg) » DIEASEF3 - BG4 - SHEZ X ES
FELEYWA25S mg) -

EHEBI87 « {[7-F8E-5-(5,6,7.8- TN & 25 -1- K & £)[1,2,4) = W 3
[1,5-0]ME0E-8- 3 B 1 £} 2B

75 5,6,7,8- T Z5-1-F2 (1 g) R 7-F&E-5-#[1,2,4] =3 [1,5-a]
EUE-8- BB =T B(2 ) LA 2 EF9 - BEHidl4 - SHEZ 7 BT
R BREELEY (667 mg)

BEHEFI188 « {[7-FE-5-(5-F£-5,6,7,8- UG- 1-E & H)[1,2,4]1=
3 [1,5-a] L oE-8- Ak BL IRE & } 2 B8

i 5-F A -5,6,7,8-I0 @ 25 -1-B2 (100 mg) ) 7-7F & & -5-H#[1,2,4] =
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M4 JF[1,5-a] 0L iE-8- SR BE S = T B (316 mg)LABA &= B9 - FEHapl4 - S
MEIZ FXETREE  BEEELEYO7 mg) -

BEHBI89  {[7-FE-S-(Fimi-4-E&E)[1,2,4] = H[1,5-0] L IE-
8-k A I B} LB

{F FE M -4-B2 (120 mg) R 7-F & A -5-B[1,2,4] =M JF[1,5-0] 0L g -
8-FRMEE=THE (350 mg) » UBEZEHI3 - BEHifl4 - SHEZ A ER
BB & ¥(149 mg) - |

BHEBI0 ¢ {[5-G,5-ZHEREE)-7T-FBE[1,2,4] =% F[1,5-a]0k
UE-8-Fk A Il B O B&

EA35-Z“HEXH B mg)K7-FEL-S5-H(1,2,4] =18 F[1,5-a]
MhoE -8-F2 B 55 =T B (250 mg) » DABAZ=EHI2 - 3~ HHifI1~3HEZ
HTHRESEBELEEY(T0 mg) -

BHHIO1 ¢ {[5-(5-m B E-3-BmA)-7T-FBE([1,2,4] =% H[1,5-0]
Otk e -8-Fx Ak | A } Z &

i S- B AR -3-BRER (135 mg) & 7-"F & A-5-H[1,2,4] = FF[1,5-
a} b UE-8- 2 L E = T E5 (200 mg) A2 E 1 - EHpl4 - SHEZ 7
HNETREE  ESEELEY(GS mg) -

S£ZE 10 ¢ T-FEE-5-FE-[1,2,4] = I [1,5-a]REVE -8- 72 B 56
=T

{E7-7F & £-5-8[1,2,4] =M 3 [1,5-0] ML 0E-8-FREE SR =T B (1.0 g)
BEN_ZZEEZBO.0mL)d » HRO0C TEMHIOTE - Hi - R
fu8 N&&EALsH(2.5 mL) > Ff 2 Em I8 7 3.5/N 05 - RINEZRE
Ko WRRTH 2 &S ETEE > W HAKER BESEELEY(T56
mg + 80%) °

'H-NMR (DMSO-d¢)8: 1.43 (9H, s), 5.13 (2H, s), 5.73 (1H, s), 7.30
-7.57 (5H, m), 8.67 (1H, s).
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SEPI  T-FREE-S-Q-BEEZEE)1,2,4] =W [1,5-a] 11

%S F10 15 2 64 ¥ (200 mg) 8 V0 4 5k 1 (10 mL)J8
& RAKBANTHRERM-BREZEQL4 u) - BE_FB -8
WES(235 pb) ~ ZFEBGIS mg) - REB THEEUNEE - HEE#
TR - W ES 2 REEAYBEREBI EC R/ ZBZE =
21~ V)BTRS > TR EEELEY(148 mg - 57%) -

'H-NMR (CDCl3)8: 1.13 - 1.26 (3H, m), 1.49 - 1.68 (11H, m), 1.81
- 2.04 (6H, m), 4.29 (2H, t, J = 6.5 Hz), 5.26 (1H, s), 6.08 (1H, s), 7.35 -
7.47 (5H, m), 8.26 (1H, s).

BEREG192 ¢ {[7-5E-5-Q-FH & T A E)[1,2,4] = W3 [1,5-] Mt
WE-8- B ER R ) Z |

(5 P 2- B B T B B (63 mg) B 7-%F G EE-5-HR[1,2,4] = M 3£ [1,5-a] Mt
TE-8-$EESE = T (250 mg) > DIBAEMEHISAHE 2 F X BEEE/LL
#1(71 mg) |

BEHEBI93 + (S)-{[7-$8&-5-(2-F & T EFHE)[1,2,4] =M 3 [1,5-a]
OFE E - 8- 9% K Ve A ) 2 BB

BE A (S)-2-F & T B (71 mg) R 2 % 6154 B 48 2~ (L& ¥ (200
mg) > ES 11 - BREFIERMETER  EHRESZBERINE
AEE(1.5 mL)H » {04 MESEE$EK A (0.5 mL)E R 28 T R4
N R PESER TS - FIFI2 MESRS b fO K FER - FUFE K - SATEE K 2%
FAAZBZEXENME > A%ER - FIFEKREHETEST8
B RBEBBETREAMER  TESEELSYEGS ng) -

BEHE G194 ¢ ([7- 59 H -5 F AR B [1,2,4] = M 3% (1,5-a] 0H: B -8- B¢
) 28

BEFAEE( mL)RSZF15PHEE 2 L& (200 mg) > M#ES
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S EHAI2 - 34 2 55U B (L& ¥ (42 mg) -

FEHHI0S 1 [(T-1RE-S-FEFE[1,2,41= % 3 [1,5-0) 012 -8- 5 )
B Z
(6 P P B 8 (40 mg) B 7-F GR35 -5- A [1,2,4] = 0 3F [1,5-0] T B -8-
SEEE = TR (200 mg) » LB B 5184 /5] 2 5 I 18 BB (L & 1 (28
mg) °

BHHI96 ¢ {[T-EE-5-(3,3,3-= P B E)[1,2,4] = M FE[1,5-a)
o -84 2 1 A ) 7

3,33 MAHE73 mg) K758 5-5-B[1,2,4] =W [1,5-
Q)M BE 83586 % = T 85 (201 meg) » LUSEEE B8R 6] 2 77 =06 15 F R
(L& 4774 mg) -

FHEHI07 1 [(7-585-5- T HIE[1,2,41= W [1,5-0]0 52 -8- 5 )
B2

(65 R T B3.(80 me) B2 2 % 5l 150 M8 48 2 {6 & #1200 mg) » MSEE
Wi 1 94HE 7 77 2 M SRR AL & (117 mg) -

TEHEBIO8 1 ([7-FEE-S-(3-F A TR E)[1,2,4] = W 3 (1,5-a] 0
v -8- A 1 ) 2 B

5 FI3- B A TR (S5 me) B 7-26 EIE-S-B[1,2,4) S0 36 [1,5-0)
vE-8-% 5 5 = T EE (200 mg) - BLEE W AISHE 2 H R BEEELS
%) (40 mg) -

FHHI99 1 ([5-(3,3- T HETERE)-T- W& [1,2,4] =W I [1,5-a]
0 - 8- 2 1 ) 2 B

33T T 4B (95 me) BB %P 15D
B2 L EW(125 mg) > LGB HEB 15288 B 2 77 500 S R B L & 1 (39
mg) °

FHHI100 © ([7-FH-5-(2,2- T BE T HHH)[1,2,4] S W 3 [1,5-

C193866A.docx -4] -
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oL - 8- B 1M AL ) Z B

BEFI2,2-Z TR (110 mg) R 2% 113k B 118 2 16 & (200
mg) » BABSE 11 - HHEGISHEE 2 7 S EELS (95 mg) -

SEHI12:3-T-FEES(BETEEABETERTHE)-
[1,2,41 =M 35 [1,5-0] M UE -5- B B I B 3- 2 B Bs

B3-GiEAE-3-ZECEG.74 ORT-FEE-5-M1,2,4]= K3
[1,5-0]0t 0% -8- ¥ B E = T B (9.04 ) UE S 251 - REHHI4ERE 2
HRETRE  BEEEEEY(9.85g) -

'"H-NMR (CDCl;)8: 0.81 - 0.97 (6H, m), 1.19 - 1.66 (17H, m), 2.65
(2H, t, J = 7.4 Hz), 3.31 (2H, t, J = 7.2 Hz), 4.06 (2H, dd, J = 5.7, 6.0
Hz), 4.24 (2H, d, J = 4. 9 Hz), 5.43 (2H, s), 6.70 (1H, s), 7.25 - 7.59
(5H, m), 8.02 (1H, s), 8.31 (1H, s), 9.57 (1H, brs).

SEH13 1 [(7-FEE-5-FE1,2,4]1 S W 3 [1,5- o]0 02 -8- 3 K B
KIZBE=TE

EeEp 120 EE 2 EEY15.7 g)EMN FRE60 mL)H - I
FOC THEHE05 M - 2% RIMPEMNQ6 g) EBTMEEI05E
RO K - BT 2 45 & TR LR KIS fEeeE
BEL&(8.0 g) -

'"H-NMR (DMSO-d¢)8: 1.42 (9H, s), 4.00 (2H, d, J = 5.9 Hz), 5.54

i
1]

(2H, s), 6.99 (1H, s), 7.31 - 7.58 (5H, m), 8.46 (1H, brs), 8.90 (1H, s),
13.77 (1H, brs).
2EF14: 3-[1-FEES-(FREREREFERPEE)-(1,2,4]1=
I FE[1,5-a) b0 -5-E M E IR 3-Z2 & C i
R3-HEWNKI-ZECEQT o) RT-FT&E-S-H[1,2,4] =W ¥
[1,5-a]MtBE-8- KRB E =T K (5.0 g)AEZH B - 2R EOIVEFEZ
HTRETRZEE  EESE&ELE%3.85g) -
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'"H-NMR (CDCl;5)8: 0.81 - 0.99 (6H, m), 1.22 - 1.49 (8H, m), 2.66
(2H, t, J = 7.3 Hz), 3.31 (2H, t, J = 7.2 Hz), 3.80 (3H, s), 4.05 (2H, dd, J
= 1.6, 5.9 Hz), 4.33 (2H, d, J = 5.1 Hz), 5.44 (2H, s), 6.71 (1H, s), 7.25 -
7.59 (5H, m), 8.30 (1H, s), 9.68 (1H, brs).

SEFIS  [(T-FEE-S-FE-(1,2,4] =8 H [1,5-a] TL 0 -8-Hk E )
BrE 2B

K2EPAP BT &GS gl B2ZF13HEZ 77 #
THRE > BEEELEMWQ24g)-

"H-NMR (DMSO-d¢)é: 3.66 (3H, s), 4.11 (2H, d, J = 5.7 Hz), 5.55
(2H, s), 6.99 (1H, s), 7.28 - 7.57 (5H, m), 8.55 (1H, brs), 8.90 (1H, s),
13.76 (1H, brs).

BBI101 @ {[5-(2-Z & T B i £)-7- 8 & (1,2,4] =W 3 [1,5-a]0t
UE-8-HRE A B

FA-ZETEGBT mg)R&EH15HAERSZ/ILEY (250 mg)
DB EHAIBHEEZ T EREE/ILESY(48 mg) -

BHiE102 @ {[5-(1,3- T AT AEWME)-7T-FE[1,2,4] =W H[1,5-
o] OE O -8-F5 B 1R AL } 2 B

{5 A3 4-FF B -2- TR B2 (105 mg) & &% I 13th B 8 1% Z 1k & %1 (200
mg) > DI B 100/HE 2 F X EHEEEEY (30 mg) -

ERBEI103 0 {([7-FE-5-(4,44- =& T B E)[1,2,4] =MW 3 [1,5-
o] OE -8-H B I A} 2 B

P EE44,4-=8-TEG mg)k2E0IsTHMESZE
Y1 (279 mg) » DN BEHFI152/E 2 F BB EEEEY(104 mg) -

B G104 ¢ [(7-FE-5- T B AR A (1,2,4] = % 3 [1,5-o] Ot 0F -8- 5
BB LB

fE A FREE (125 mg) R 7-"F & & -5-[1,2,4] = H[1,5-0] 0L g - 8-
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RERE =T E(451 mg) > I EEFIHE 2 T X BB EELEY 48

BHEEI105 ¢ {(7-58E-5-(4-FERERE[1,2,4] =W FH[1,5-a]0t
e 8- £ ) g £ ) L 8.

{56 4- B & B2 (100 mg) R 2 E B 13h Fr €18 2 1 & # (200
mg) > PAEAE B 100/ [E 2 77 B FEE /L& %(100 mg) -

BHEBI106 @ {(7-FE-5-G-FEKERE)(1,2,4] =W H[1,5-a]0Ht
UE -8-% £ | B B ) Z B

{8 A 3- B & K B2 (100 mg) i 2% Bl 13 Fr & 1§ Z 1L & ) (200
mg) > DLELE HE B 10048 2 7 X B S EE/LE (70 mg) -

BHEI107 @ {[7-FE-5-Q-WEKERE)[1,2,4] = W H[1,5-a]0
UE - 8-k £k g A } LR

EH2-WEXE-1-B2(147 mg) kR 2ZF13FFRER Z/AEM(E1
mg) > DLELE B 10048 E 2 7 A EBEEELE Y102 mg) -

BHEBI108 ¢ {[S5-(3-Z B G EM E)-7-FE-[1,2,4] =M 3 [1,5-a] 0tk
WE -8-Fk Bk g Ak } LR

ER3-ZE0E-1-B2 (131 mg) R 2FF13FFER ZIL&Y (11
mg) > DLEIE B 100/ E 2 7T ESEE /LS A35 mg) -

BHEE1109 @ {[7-8E-5-(R-3-RERE)[1,2,4] =W F[1,5-a] 0tk 0E
8- E AL

EF3-BR-1-BEG2 mg)RSFHISTHEERF ZE%AU30
mg) > LESZEH11 - BHEHS 3HEZAXNEBEEELEY @69
mg) °

BHEHI110 @ {[7-FE-5-(4,4,5,5,5- A & R B E)[1,2,4) = M 3
[1,5-a]0b e -8-H AL |hee A } Z B

{8 I R R e B 4,4,5,5,5- A @SB (332 me) K& E HIISPFiESRS
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> (E& #1279 mg) - LB MBI 15248 F 2 5 R S EE LS 7 (210
mg) °

BHEH111 © [(5-TER -7 -[1,2,4] = W FE[1,5-o) H 17 8-
)2 B

[ FI S HEE (88 mg) R 7- % &I -5-H[1,2,4] = 1 3 [1,5-a] 0t 0E -8-
4 E5 5 = T FS (200 mg) » DAEE B HE B8 HE ) 2 77 2 18 18 BLEE L & 4 (60
mg) °

FHEHI112 ¢ [(5-T-3-3R-1-E A 75 [1,2,4] = W H[1,5-a] 1
v -8B I B 1 Z B

5 3- TR 1S R EE FiE (143 me) RS2 5 B ISP B2t a
¥1(350 mg) + LLEEEE NGB 15248 F 2 5 R B AL & (57 mg) -

FEHI113 (-5 -5- B AR (1,2,4] = % 3 [1,5-0] H 17 -8-
B 1 2 B

2P A (92 mg) B 7-F A -5-B[1,2,4] = M 36 [1,5-0] 0L 1 -8-
5B = TR (250 mg) » DUELEE MG BISHE 2 7 A8 8 (L & 1 (32
mg) °

FEHEHI114 ¢ [(5-35= TG E-7-5E[1,2,4] = W 3 (1,5-o] 0 0 -
8- 20 e e 1 2 B
 EA-IEARE M8 me)RT-F A S [1,2,4] S 5t
[1,5-a]0tt0E-8- ¥ B %5 = T B5 (200 mg) » bL S B 6 BUSAA R 2 75 2 16 18
FERE {1 & ) (60 mg) -

BHEBI115 ¢ (-85 B T HF £ [1,2,4] = W 3 [1,5-0] 4 07 -8-
) e 5 2 B

G F 2- B P - 1- B B (48 mag) B2 7-F S B -5- B [1,2,4] = 4 3¢
[1,5-0)Hh 02 -8- ¥ B 55 = T Be (200 mg) - b\ 52 2 JiE B84 /6] 2 77 = 149
LA Y(73 mg) -
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BHEBI116 ¢ {[5-(1,2- Z A AR £)-7- 5 E[1,2,4] = W 31,5
a]EIE-8-FRA VR E Y 2B

BRI 1,2- — B - 1- N B B (74 mg)&7-%’§\§§2-5-6ﬂ1[1 2,4] = 3t
[1,5-a]0b0E-8-F2 B 58 =T B5 (300 mg) - UERE HE Bl 6/ B = 77 15
BELEY (40 mg) -

BHEBILILT © [(S-ME A B E-7- K E[1,2,4) = B8 3£ [1,5-a] 01 IF -8-
A E 2B

BEF G N EHTEE (53.8 me)Bd7-"F & &-5-H[1,2,4) S 3 [1,5-a]H
E-8-FREE FHEE (300 mg) DS EF -2 FHAIMEEZ FRBEE
S-FE P E B AR -7-F EE(1,2,4] = M 3 [1,5-o] 0 0F - 8- 5 5 o 25 7 g 9 i
(104 mg) - REFFM=ZH LB (1 mL) - = ZEH (59 mg) » I 80
CTHETONGIMABYE - REBTETREER  FN_EFE
TS AT IR AL > AT RR T S LS (55 mg) -

THEBI118 @ [(S-ERGE AR B -7- 8 H([1,2,4]) = M 3£ [1,5-a] 0 BE -8-
AR Z B

{5 F R K BZ (45 mg) R 7-"F & 2 -5-B[1,2,4] = B8 3£ [1,5-a] L OE -
B-RMB =T B (200 mg) » LNEERPISHEZ FXEESEELESY
(72 mg) -

BHEFI119 © [(S-BR O B AR B -7- B H[1,2,4] = M 3 [1,5-a] 0L BE -8-
mE R E LB

fERARCHE (6] mg)R7-F&E-5-H[1,2,4] =4 3 [1,5-a] L 0E -
8-¥£E§%ETH§(250 mg) LB FHFISHEE AN EBEEILEY
(55 mg) -

BHG1120 @ {(S-(ERIkE-1-BEFE)-7-88E[1,2,4] = 0 3 [1,5-0] 0kt
UE-8-3% 2 M B} 2 R

5 A 1- <& 0 e B B2 (400 mg) R 7-"F & 56 -5-BE[1,2,4] = M 3£ [1,5-a]
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o -8 -5 B 25 = T /(400 mg) » DABLEFHEBI84H ] 2 5 R g2 A AL
&#)(110 mg) -

G121 {[S-IBPTE R R T 1,2,4] = M 3 [1,5-0] 0
nE-8-$ ) 2B

FERRPEBRKEG mORSEHISTHEEZEEWEI

mg) » LLSLE i B 15248 [ 2 5 B 1S R B L & (56 mg) -

G122 0 {[S-ER T E R AT 1,2,4] = M3 [1,5-0] 0
T -8 W) 2 B

R R T (39 me) RS % Hl 155 i 18 2 L& ¥ (76
mg) » LB EE i B 15248 ] 2 75 2 8 15 B (L & (50 mg) -

G123 ¢ {[S-HB KA R AT [1,2,4] S M 3 [1,5-0) 0
TE-8-B A M) 2B

[ R S -A-TE A TR IR P BS (254 me) RSBl IS BB LE
¥)(250 mg) > BLELEFHE B 15200 [E 2 H R B EEE LS W11 mg) -

FHEHI124 0 {[S-BEEEERE-T-EE[1,2,4] = W [1,5-0] 0
E -85t 2 1 A ) 2 B

FERAPE4ERBOETEUS \DRSEZFISTHRESZ LS
) (200 mg) > LA B HE B 1524 [F 2 75 R IE B BB L & ¥ (85 mg) -

BEOI125 ¢ ([5-Q-BEEZEHE)T N2, =M [1,50)
I U 8- B 1B B ) 7 B

FERAEE-4-ERBCEZEQS my)RSEHISHAEEZ LS
) (300 mg) » LA ELEEHE B 15246 [F 2 5 = M B E (L & ¥ (136 mg) -

FHEHI126 © {[5-Q-BEEFERE)-T-LE[1,2,4] =8 H[1,5-0]
O 8- Bt AL 1B ) 7 B

(FRI2-BTE M EE(102 mg) R £ % i 130h BT 1815 2 {64 (200
mg) » LB E 36 10048 F 2 5 2 815 (L 2 (119 mg) -
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WHEB1127 ¢ {[S-Q-BBR & ZERE)-7-8E[1,2,4] =M 3 [1,5-0]

Oht U -840 B IR A ) 2 B

BEF R -4-HEE2-BREZE032 mgR2EF15HFREE L
&1(207 mg) > DAL E M B 1524 [ 2 77 @SB AL &9 (95 mg) -

WHEBI128 © {[S-(2-B T & ZERE)-7-8H[1,2,4] S 3#[1,5-0]
bt U 8- B M A ) 2 B

ERAFE-4-BB-2-BTEZEN6S mg)REEF15PHEEY
(L& 4200 mg) » LUBE B HE 61 15240 [ 2 77 = 8 18 FE BE (L & ) (40
mg)

BHBI129 © {[S-(2-B8 K& Z E T A )-7- 55 [1,2,4] = M 3 1,5-0]
It O - 8- B R A ) 7 B

ERAFE-4-BB-2-BREZEQL mgR2EF15PFEEY
{E& %7 (200 mg) » DU B HE 61 15248 /B 22 77 2 8 12 BE (L & 7 (56
mg) °

BHBI130 © {[5-(2-SHB(2.2.115-2- B ZE B £)-7- 88 £ (1,2,4]=

CMFE[1,5-a) R BE -8- B 1B ) Z B

(- R2,2,115E-2- B Z B (144 mg)B = ZEJF (101 mg)Z R A
WIS R THF(2 mL)td » RKB A A TRIMFEER(112 mg) » =
BTHEEUNG - RIEGERE » FiNK > FIFEZBZEETRER A
FI/K - sAIEEK Y8 A AR - AR MK R BT8R - BITE
WABETRBREBER  MESTFRB-EBRE2-%-Z
B EAZLEWI9T m)REEHISDHRBESZEEYWEI mg)
DASEEE HE B 15248 [F) 2 77 1S AL & 7 (116 mg) -

THEFI131 ¢ {[5-(2-S M fE-1-5 Z BB & -7-F0 A [1,2,4] = M 3¢
[1,5-o )0 0 - 8- 5 | ) 7. B

B PR -4- T -2- S M- 1- 55 Z B8 (234 mg) R 2% 15 i @
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B L EY(200 mg) » LB EHEHI 15248 F > 75 R EEE LS W (7]
mg) e

FWEHI132 ¢ (7555 Z 5 0 2 (1,2,4] = 0 3 [1,5-0] HE 0 -8-
B B B ) 2B

I Z R (92 mg) R T -5 H[1,2,4] S8 FE[1,5-a ]l
vE-8- 3B = TES (250 mg) > DLELSE B3 - HHIGI2AERE 2 T8
{8 R L & (60 mg) -

BB 133 ¢ ((5-[2-3,4- " BEE)Z B HE )T E1,2,4] =
FEL1,5-a) 0 0 -8- 3 2} e 2 ) 2. BB

EA34EEEZBAI0 mpRSEH 130 FEEZLEY
(200 mg) » LS B HE B 10048 [5 2 75 X 12 BB (L & % (120 mg) -

RG34 1 ({7-38H-5-[2-(4- F A A ERE)Z BHRE[1,2,4] =%
FE[1,5-]0H U -8- 3 B ) e 22 ) 2 6

FERA2-(4-BEEER)ZEUS0 mp)RSEH 3BFHER LS
#)(200 mg) » L BB i 5110048 [F] 2 77 2 M S 1E B (L & % (100 mg) -

B 135 © ((7-50 5 -5-(2- 3 B 5 B 0 26 )[1,2,4] = M 3£ [1,5-a] 0kt
BE-8- R 2B

5 P 2- 36 2 P BE (90 mg) B 2% il 1 S0 B M6 18 2 16 & 1 (200 mg)
DL S B 41 9440 /B 2 77 X M 18 KR BE AL & 71 (90 myg) -

T G1136 © ((7-5CH-5-(2-F & -2-FE P ERE)-[1,2,4] =W 3
[1,5-]0H 0 -8 -5 6 e 2 ) 7, B

FR2-FE-2-EETEO mg)REEF ISHFREEZ(EY
(200 mg) » BAELEE I B 9448 ) > 75 2 M6 1S B RE(E &1 (90 mg) -

BB 137 ¢ {(7- 58 F5-5-(2-HE 1 -2- 2 Z B B 45 )-[1,2,4] = 4 3¢
[1,5-a]0H U -8- 5 5 ) e 2 ) 72,

[FFI2-BE W Z B8 (71 mg) R 5% Bl 1 ST 618 2 (b & (200 mg) »
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BEEROI94MEE < 77 N EFEE{EE (84 mg) -

BHEBI138 : {[S-C- RO ERETRE)-7-BE[1,2,4] =8 3[1,5-a]
Obt e - 8-k A M B } Z B

FERRE-4-EERI-BOCERNE12 mg)REEH15FHES 2L
A%(200 mg) » LR B 15248 2 5 X BB EE L&Y (50 mg) -

BHEAI139 © {[7-BE-5-C-FEREFRE)1,2,4] =% H[1,5-a] 0

DE-8-F Bk e A} 2 Bk |

EA3-FEEAENI mg)RSEF 13T FES L& ¥ (200
mg) * DLERE KB 10048 [E] 2 77 X BB/ EEE S (89 mg) -

BHapI140 @ {[7T-8E-5-Q-FEEZERE)[1,2,4] =" FH[1,5-a]
Mhh o - 8-k Ak | A } Z BE

EAIR-2-FEEZEE(T6 WL RSEHISTHRE/SZLLEY
(200 mg) - DL E R GI15248E 2 F XN EEEE{ES (105 mg) -

BHaBI141 0 {[7-8BE-5-Q-BREE ZEFE)1,2,4] =W (1,5
o] ML -8-F Bk M A } R

ERA2-ZEREEZEB(T mg) RSB H1TPFRERZEEY (200
mg) » LLEZE 112 BHFI1~38E 2 57X EBEE/LS Y44
mg)

BHAI142 @ {(7-8E-5-Q-FE/EZEME)1,2,4] =W FF[1,5-0]
ML OE - 8- 3% B Y B L ) 2 B

FER2-FEREZEO0 mg)k2F 150 F &K 21L& #1200
mg) > DAEAE B 944H B = 77 SN IE FEREE 5 (40 mg) -

BHE G143 0 {[5-Q2,3-ZE&EH b4 - SBBCOIE-2-EFERK
E)-T-FEE[1,2,4] = H [1,5-0] b BE-8- B B IR 22 ) 2Bk

ERA2-FMERE-14-FH 55150 mg)KSEFIISHHERZ
{E&¥(200 mg) » DIEAE i FI94M8E 2 7 X EBEEIE S (20 mg) -
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THEEI144  {[5-2,3-ZFERNEHE)-7T-BE[1,2,4] =M F[1,
o] PRE U - 8- 9 B g A } £ BR

EA23-ZFEREN.0g) FHEAGHEAII3OHERZ T AMER
23-“KENEFHEEE(4 ) FHAZRESYWA90 mg)k2HBl17
TS Z L& (200 mg) » DL E 16k EHEBI32MHEE 2 75\ 1%
"IEE(EEY (55 mg) -

EHEGI145 0 ({5-[2-Q-ZECRERE) L ERE]-T-FHE[1,2,4]
=W FF[1,5-a ]t 0E - 8- B B M i A ) L Bk

FER3-FENK2-ZECET2 mg)R7-FEE-5-H[1,2,4] =43
[1,5-a]0bBE-8-FR EE 55 =T B5 (137 mg) > DI EHBI94HE Z 5\ &%
BEEEEY(O0 mg) -

BHEBI146 @ [(S-TF B A-7- & -[1,2,4] = H [1,5-a] 0L BE -8- 3

B\ E]ZLB
ffE T AN EE (49 mg) R 7-F & E-5-01[1,2,4] = 5 [1,5-a] L B -
HEE=THENS0 mg) LIHSEHI3 - 25612 FHHI1~3MHE

ZHAEFEREILSTY(2] mg) -

BHEEI147 © {[7-FE-5-2-FETFTEHE)[1,2,4] =8 H [1,5-a] 0k
e -8-Fx A g A LR

fEAQPEFEE)FHRE7 mg)k7-FEE-5-8[1,2,4] =" 3
[1,5-a]0ttle-8-#2 FE 55 =T B5 (200 mg) - DA E M GISMHE Z 5 A ERE
RELE7(44 mg) -

BHEBI148 © {[7-88E-5-Q-Z R FETFTEME)(1,2,4] = F[1,
o] tE B -8 - B JHg A } £ R

FER-CZEPEHR)TERCT mg)kSEPISTHRERZILEY
(80 mg) » DLEAE M AI152MHE] 2 BB EE(EE Y (46 mg)

HHEBI149 ¢ {[5-(2-F N EHE)-7-F8E[1,2,4] = F [1,5-o ] 0t T -
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8-Fk A M A} 2B

EA2-BFTERAS mg) RS EHISPEER Z/EEY (B0 mg)
LA B 15248 Z 77 B S EEE & (56 mg) -

BHHEBIL150 @ {[5-2-SFREAERE)-7-1RE[1,2,4] =M FH[1,5-a] 0L BE -
8-Fx A |l A} OB

ERQ-EFE)RRETT mg)RT-FEE-5-H[1,2,4] =8 F[1,5-
a]fE0E-8-F2BE S8 =T B5 (200 mg) » IEAEEGISHE 2 AN EEEE
{E &% (66 mg) -

2E5H016 : {[T-FEE-S-Q-FEETERE)1,2,4] =% F[1,5-
a] ML UE -8-FR A IR A} Z Bk B

’F2-HEEFTER(110 mg) R 2 EF15H Fr#E 2 &% (80 mg)
BEEZETHRSEI(2 mL)F - BRI RAEZERK(0.5 mL) » #EITT/NE
MEER - SR ERRE  HERAEAEERBTEAEH/HE=50/1)
EITRE > MEBESEELEY (105 mg) -

'H-NMR (DMSO-d¢)3: 3.79 (3H, s), 3.85 (3H, s), 4.32 (2H, d, J =
4.59 Hz), 4.33 (2H, s), 5.28 (2H, s), 6.73 (1H,), 6.87 - 6.94 (2H, m),
7.26 - 7.50 (7H, m), 8.30 (1H, s), 9.73 (1H, brs).

BHAI151 @ {[7-E-5-Q-FEAEFTERE)1,2,4] =43 [1,5-a]
ML e -8-H 25 I & } Z B

ER2E06TFHRERFSZAEEY(100 mg) > AEERFI2 - 3/8E
ZHAEREEILEY(48 mg) -

BREBI152  {[7T-8E-5-Q-ZHFEETERE)[1,2,4] =W 3
[1,5-0]0f BE -8-F L e AL } 2 %

EA2-CRPEE)FTER(6S mg)REEHISHRERSZ/ILEY
(80 mg) > DL Ef16 - BBl ISIEEZ A EBEEELEHT0
mg) °
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BHEGI153 0 {[7-FE-5-G-FEFHERE)(1,2,4) = 04 3 [1,5-a) 0
IE-8- B ) 2B

EA-EEFTERW m KRS EHISHHRESZEEY OO0
mg) » MEEHEH1S2HEZ AR ESEHELEEWG] mg) -

BHEFI154 : {([7-8E-5-G-ZH FEFERE)1,2,4] =W H[1,5-
oL I - 8- A 1HE 2K } 2. B

BERAERAFE)FTERGT mREERISTHREBGZLEY
(80 mg) » LIBIEHEFIIS2MHE 2 F X B EE LAY (60 mg) -

BHEBI155 ¢ {[5--F TR E)-7-5EH[1,2,4) = H[1,5-a] L 0E -
B-HE A 2B

EA-ETERMS mg)RSEBISHETES ZEE4(80 mg) -

BLE i ] 152 /8 F 2 7 S HERE AL & ¥ (60 mg) -

BEHI156 : {[5-3-BFEFE)-7-FE,2,4| =W H [1,5-o] LT -

8-JE EE B} 2 B8

EA3-EFERGI mg)R2EFISTFRES LS80 mg) -
DABE S 1 1 15248 B 2 77 X B A RE (L & (60 mg) -

BHBI1S7 © {[7-5E-5-(4-FEF A E)[1,2,4] = 8 3 [1,5-0] 0
TE -8 R 2B

B 4- A N AR B (66 mg) K 7-"F EE-5-T[1,2,4] =3 [1,5-a]
I OE -8- ¥4 B 55 = T B (200 mg) » LLBIE HEGISHERE 2 5 B G EE L
&%) (66 mg) o

BHiFI158 - {[7-BE-5--ZF/BEFTERE)L,2,4] =W IH (1,5
o] L U - 8- AL 1R R ) Z.

FERG-CEPE)FE)FREN08 me)R7-FEE-5-#[1,2,4]=
W3 [1,5-a] ML BE-8- ¥ B 55 = T B (230 mg) » DL B HE B 848 [ 2 77 =%
S IEE L&Y (89 mg) -
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BTHEBI1S9 : {[5S-(4-FFERE)-7T-RE[1,2,4] =W F[1,5-a ]t BE -
8-Fx A= |l A} LBk

(EF (4-B ) B I EE (69 me) K 7-"F & E-5-H[1,2,4] =" FH[1,5-
o] PHEUE -8-¥8 R 55 = T B5 (200 mg) - DABAE GBI B 2 77 X B G 1EE
L& (88 mg) -

BHEBI160 : {[5-(4-F FAEFE)-T-RE[1,2,4] =W H[1,5-a] 0L BE -
8-k Ak | &} Z B

ERA-S T EEE (168 mg) R 7-FEE-5-H(1,2,4] = W3 [1,5-a]
MtuE-8-¥2 B2 55 =T B5 (400 mg) - DLEAE L FI64H R 2 77 A S EE 1t
5%)(48 mg) -

SERT P T-FEE-S-RE1,2,4] =W H[1,5-a]0tL1E-8-F4 L 55 =
TS

W77 S-SR [1,2,4] =M 3 [1,5-a]MEBE-8- R BEEE =T B (20 g)
A FETIN,N-Z B HER R (100 ml) - 72 2808 F 748 0 4 7K B 16 85 (6.9
g) o MEJR TR0 E - IRINEN IR KS R BB - A0
K400 mLYH FrifT th 2 45 RETIEE > MESEELEW147g) - -

'H-NMR (DMSO-dg) 1.46 (9H, s), 5.25 (2H, s), 7.01 (1H, s), 7.31 -
7.57 (5H, m), 8.90 (1H, s).

BHagI161 @ {[S-(4-FEFTARE)-7-FE(1,2,4) =W 3 [1,5-a] 0t
e -8-F B g A } Z Bk

ER4-CRERE)FEFE (73 mg) R 7-F & E-5-H[1,2,4] =W
[1,5-a]tBE-8-F2 B2 58 = T B5 (200 mg) » IEAE A6 E 2 77 X ER
EELE (97 mg) -

BHAI162 ¢ {[5-(4-F=T EFTEME)-7-FE[1,2,4] =W FH[1,5-
a]lbE e -8-Fk A e £k } Z B

ER@F=TEFE)RHRE(44 mg) R7-FEE-5-H[1,2,4]=
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g F[1,5-0]0bBE-8- 3R EE S5 =T Be (300 mg) - LAEAE M Bl 14640 [E =2 75
REFEELEYQ4 mg) -

BHAI163 © {[5-(H 4 -4-5 B A E)-7- 88 &-[1,2,4] = H [1,5
o] ObE UE - 8-k Ak Mg A } L BR

(ER Bt -4-E B EZ (117 mg) K& 7-7F E&-5-4[1,2,4] = F[1,5-
a]MEUE-8-FREESE = T 85 (220 mg) » LI E G 146 E 2 H BB IZ
AL &%) (42 mg) -

BhHEI164 @ {[7-FE-5-(4-FRETERE)(1,2,4] =" FH(1,5-a]
hoe-8- A I &} LB

EHA-FREFTEA3M mg)R2F P 1STRERS ZAEE% (300
mg)  DLEZFH11 - B2 - 3SHEZ TR ESEELSYGS3
mg) e

BHB1165 © {[S-(2-%-3-F BT AN A)-7- 8 A [1,2,4] = H[1,5
o] OtE OE - 8-k Bk IR B } Z B

fEFA2-F-3-HEFTERMAS mg)R2FHIISTHERFTZILEY (80
mg) » BB A 152 E 2 T B/ EEILEY (47 mg) -

BHF1166 : {[5-(2,3-ZH T ERE)-T-KE[1,2,4] = F[1,5-0]
Db e - 8-k &k I & } S R

ERA23-ZHFTERAG mg)R2F B I5SHREBEREZILEYE®0

g) > LB BRI 152/ 2 T X EFEBLEEY (56 mg) -

BHREAI167 ¢ {[5-(2,4- " & F AW A)-7- 8 E[1,2,4] =W F[1,5-a]
Ot -8-F Ak I & } 2 Bk

QA ZEFRE)FHEE (94 mg) R T7-FEE-S-H[1,2,4] =MW H
[1,5-a]Mt0E-8- R M FE =T B (200 mg) - IAFHPISHE =z T ES
EELE (65 mg) -

BHEGI168 ¢ {[5-(2,4- AT ERE)-T- B E(1,2,4] =W H[1,5
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a bt 0E -8-FR B I A } B

’2,4- ZHETE (50 mg) BTG ETE (2.0 mLYRE - KB4
TREFAM=ZEE 4S5 mg) K FEREEH (42 mg) - RAEEDEE TH#EE?2
NG ERRIEGERE > EMAIN=2EK@5 mg)RSE 134 F
BRZAE?WA52 mg) - REJTHEREUNGR > BIAKELEE - |
KIERFARMAK  WHHZEEZBEITEE - FI 8088 KL% 5 1
Bk > FIREKE BN ETTER  BIER  BETREBES BRES
ZERERBYBENECKR/ZBIBE=23)ETHEE » MBS {7-F
FE-5-Q24- T HETERE)-(1,2,4] =0 3 [1,5-0 L 0E -8- 51 2 1 5 )
ZBRE=TE RKZhESZ &MU AERFISHREZ 5N ETE
H o BEEELEEY(S0mg) -

BHEBI169 ¢ {[5-(2,5- " AR E R AL)-7- B E-[1,2,4] =M H[1,5
o] E e -8- B B I A } . BR

FERA2S-—HEAREREREBREGT ng) RSZH15PFHES
EE¥(0 mg) - DEEHEH152HEZ HFRAESEELEYWT! mg) -

BHEAI170 © {[5-(2,5-Z B F A A)-7-FE(1,2,4] =% 3 [1,5-0]
EE e - 8-k 2k IHE B ) 2 R

fEA2S5-ZHTERMU3 mg) RS EFISHTHRERFZLEW 0
mg) > LT R FI1S2HEZ T X EFFEELEY (S0 mg) -

BHEBILTL © {[5-(2,5- T & F AR E)-7- R E([1,2,4] =W FH[1,5-0]
Uit e -8-F A e B ) Z Bk

FEA2-ZR/FERGT mg) R2FFIISHRERZ LS80

g) NAEHAIIS2EEZ T X EB B REELEY(52 mg) -

BHaBI172 ¢ {[5-(5-8-2-F FERE)-7- KA (1,2,4] =% 3£ (1,5-0]
UHL e - 8-k Bk e B ) Z R

fEAS-R-2-mFTERG3 mg)R2EFISTHER/ZAEED S0
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mg) » LTI IS2HEZ A EERE/LSY (5T mg) -

BHBI173 ¢ {[5-2-8-5-B T EME)-T-FBE[1,2,4] =8 FF[1,5-a]
bt e - 8- 2k NG B } £ R

EA2-F-5-BFERGS mg ) R2FF ST ARERZ/ISYB0
mg) > LB E G 1S2EEZ H X BEEE{ESY (5] mg) -

BEREGI174 0 {[S-Q2-F-5-FETEME)-T- R E[1,2,4] =8 FF (1,
o] REOE -8-HK A& [ B} L R

fEMA2-FB-S-FEFTEG mg)kSHEF 15T HRERFZIAEEYO0

mg) » DI EEAI30HEEZ T EBEELEY (70 mg) -

BHEBIL7S ¢ {[5-(2-F-3,6- Z @ T & B &)-7T-FE[1,2,4] =& 3
[1,5-a]Mb0E -8-Fx & [He & } Z &

EA2-8-3,6-ZHTERGT mg)RSEFISTHRERZLEST
(80 mg) » LLEAEEFI1524HE Z A\ B =R E(E 57 (63 mg)

BHEBI176 @ {[5-(2,6- Z & T EFE)-T- K E[1,2,4] = FH[1,5-a]
UEoE -8-F A G & } LBk

ER2,6-Z&FTEBRGO mg) x 2HEFIISTETERE ZEE(70
mg) » BLEAEEFIIS2HEZ AN ESEEL S (56 mg) -

BHBI177 - {[5-G-F-4-F T E M A)-7- 8 E([1,2,4] = F[1,5-0]
It e -8-F AR I A} £ BR

fEA3-E-4-BFTERG mg)RSFHISTHRERZ/IEEH B0
mg) » B EHAIS2HEZ AN EHFREELEY(68 mg) -

BHAI178 © {[5-G,5- 8- &P EFTERE)-T-EE[1,2,4] =¥ H
[1,5-a]0b0E -8-Fk & [HE & } Z Bk

FEA3S-BEEERFE)TEROS mg)k&FFTTHREEZALE
(92 mg) > LR EEFI32HEZ H A ERREEL S (67 mg) -

THEBILT9 ¢ {[5-(2,6- T HE T EHE)-7-FHA[1,2,4] = FF[1,5
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L0 B -8 5 ) 7 B

ER2,6-— FEFERAS mg)RSEPISTHERZLEY
(200 mg) » B9 B 5 511 5248 6] 22 75 S IE 4 FERE (£ & (75 mg) -

BEHE B 180 ¢ {[7- 50 2 -5-(2,4,6- = F B F £ B 25 )[1,2,4] = 146 3¢
[1,5-o00s 02 -8- 5 2L B 2 ) 2. B

[ (2,4,6-= B K ) BHRE (8] me) R - G E-5-H[1,2,4]=
W3 [1,5-a] UL 07 -8- 5 B 25 = T B (200 mg) » bLEL B 36 B840 ] 2 75 =
818 B (6 & 1) (64 mg) -

BEFGOII81 (7585 -5-(2,3,6- = &, % I 25)[1,2,4] = 1 3% [1,5-
aloH B 8- A 1R B ) 7 B

(6 F2,3,6- = 8 (53 meg) B 2% Bl 15 B 1818 2 1L & 71 (80
mg)  LAZEEE 551 1 5248 [B] 2 75 2% 18 15 R (L & ) (48 mg) -

BEFE D182 ¢ {([7- 50 H-5-(2,3,4,5,6- T 5, 25 05 25 )-[1,2,4] = 0 3¢
[1,5-oJ0E B2 -8- 5 25 1 ) 7.

5 F32,3,4,5,6-F MR (46 m) R 2% P15TFHBE/ZLEY
(60 mg) - LASLBE 1 B 1 5240 ] 2 77 2% 6 /5 HERE L & 1 (33 mg) -

BB 183 ¢ {[5-(3,6-= -2- B 26 °F S B 2)-7- S B [1,2,4] = 0 3¢
[1,5-00H T2 -8 2L 1 2 ) 7. B

¥i1,4- = 8-2,3-Z B (100 mg) EEHE(1.0 mLYES - RS
B R IIN-R T ZEREERE (150 mg) R BE = 2 TH5(6 mg) - KOOT T
BN - FIESS % BRBAMETYELEE - WARRER
o ERFTES Y -4 R REE RSB S FIES
{65 15(80 mg) » LUSLEE B Bl 15248 Fl 2 77 218 5 BERE (L & 71 (73 mg) -

B B1184 ¢ ([5-(2,6- KRB E)-7- 5 [1,2,4] =M 3£ [1,5-]
U B -8 A 2 ) 2

8 P 2,6- — S B2 (110 mg) & £ % 1l 13 0P F 1878 2 {62 7 (200
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mg) > DA E B 100/ E 2 X BB EEEEYB0 mg) -

BI85 ¢ (£)-{[7-FE-5-(I-FEZERE)1,2,4] =" I (1,5-
o] Pk o - 8- AR TR AR } Z B

ERE)-1-FEZERO06 mg) K2 EFISTHERTZILEY
(140 mg) » DABAEHEGI 15260 E 2 F BB EEEE (113 mg) -

FHEG186 : {[7-8E-5-(1,2,3,4- V0 & 25 -1- L 55 £6)[1,2,4] = W 3
[1,5-0]0tL0E -8-HR &L M £ } 2

EAL-2-1,234-UEEQ0 mg) R 2E ST ER 2L &Y (94
mg) » DL E R FI152ME 2 77 XN EFEEIEE Y40 mg) -

BHBI187 @ {[7-FK £ -5-(5,6,7,8- WU & 25 -2- B B A BT A)[1,2,4] =
04 3 [1,5-a] L0 -8- B B | i B ) 2 B |

fEHS5,6,7.8-TUSE-2-EFHEQT4 mg)2EFISPHEBZLE
¥1(80 mg) » DLEA BB 13048 [E 2 77 B[ EE L& (65 mg) -

THEGI188 ¢ {[5-(CEFHuEme-2- B B AR A )-7- 8B E[1,2,4] =% 3
[1,5-a]0fL0E -8-Hk B\ 5 } 2 B

ER2-FHERE2-FIEEREGT mg) RS EHISTHRERZ 1L
B Y180 mg) » DIEE G 1524HF 2 N EFEELEY(62 mg) -

BHBI189 & {[7-FA-5-(h g -2- A AR E)[1,2,4] =¥ 3 [1,5-a]
Obf o -8- 50 25 M 2 } S B

fEF2- AR AMIERBRE(112 mg)R2EFSTREBZILEY
(150 mg) » PABLE jE G152/ F 2 77 N BB EEEE (53 mg) -

BHEA1190 @ {[7-F8H-5-(MLoE-3- A B AR A)([1,2,4] =W 3 [1,5-0]
Ot e - 8- 3k Bk IR B } £ Bk

fEFMEoE-3-E A FEIEEG3 mgRSEFISTPRERSZ/E
#1(150 mg) » LB HEFI1528E 2 AN B/ EELEWGS5 mg) -

BHEGI191 ¢ {[7-78E-5-(HL0E-4- B H AR £)(1,2,4] = 3 [1,5-0]
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ME e -8-FR B g 5 } 2 B

fEA4- R AN IE R (136 mg) RS FHISHEATER ZILEY
(200 mg) - LAELEHEGI152/8[E 2 77 X EHB EE(EE% (101 mg) -

BHEBI192 © {[7-F8 A4 -5-(6-F B ML UE-2-F AR ) [1,2,4] =W 3F
[1,5-a]MboE-8-Hr A Ik A} 2%

fEA6-FHA-2-ILIE FEE(49 mg) B EHISHAER/ZILEY
(135 mg) » DLELE e 5 16848 [B] = J7 B {[7-"F & & -5-(6- F B otk g -
2-E A E)-[1,2,4] = H [1,5-a] ML IE-8- B E VR A 2B HE - &
ZAT R 2L BERFI2EIMERZ T ETER > BEEEL
&%1(70 mg) -

BHEBI193 © {[7-5&-5-(6-=HF FAEMIE-3-E FEAME)([1,2,4]=
N4 3 [1,5-a]0h i -8-Fk A I A } Z B

fEF6-= & AN IE-3- A R I (255 mg)RSEHISHHER 2L
E%G1 mg) LEEHAI130MEE 2 5 EEEELEEY(109 mg) -

BHAI194 @ {[5-(2,6-— & ME0E-3- B FERA)-7- B E[1,2,4] =%
FH1,5-0]0hnE-8-HR A B B ) 2 %

P R EE2,6- — SUMEIE-3- B B (256 mg) R & EH15H R
ZAEE? GBI mg)  LEFRAIIS2HEEZ A X EEEELEWAS8S
mg) °

BHEI19S © {[7-8BE&-5-Q-Z&F P EME-4-EFERE)1,2,4]=
ng 3 [1,5-a] 0L e -8- 5k A I B } Z B

FEAHQ=aFEME-4-E)FE(1TT mg)RSFF15HhFTERZ
&G mg) LEEHEAIB0EREZ AN EREZELEYA60
mg) °

BHEBI196 ¢ {[5-(2,6- — B A NLUE-4- B AR E)-7- R E[1,2,4]1=
08 3 [1,5-a]Pth e -8-Hk A I A } Z B
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EHFEBE2,6- — FHAMIE-4-EFE(161 mg) R &% 150 FrfE
T2 EY(250 mg) - DLEAEHAI152MHE 2 7 NEEFEE(LSYw (120
mg) °

BHEGI197 : {[5-(2,6- Z & 0L0E-4-B BB A )-7- R E([1,2,4] = 1
FH[1,5-0] 0tk 0E-8- kB 1 A Y 2 B

EF Fislk2,6- — & MLE-4-E R EE(256 mg) R 2 FH1ISTFIER
ZAEEW(G1 mg) > DNEEHEAIIS2HEZ A X EFSEELEGY (180
mg) «

B f1198 @ {[7-FE-5-( 0 -4-E B A A)([1,2,4] =8 FF[1,5-a]
DL e -8-Fk L 1 L Y 2 Bk

{E FHEEH-4- £ B2 (94 mg) R & EH 15 iR/ 21L& % (200
mg) > MEEERFI192M8E 2 A XN EFEELEY (70 mg) -

BHEAI199  {[7T-RE-5-B-ZF FEEM-4-EFARE)[1,24]=
W 3£ [1,5-a] 0L OE -8- B B 1R B } Z B

RT-ZH P EEW-4-HE (341 mg)Z HEF K (4 mL)F RN &
1E85(86 mg) » MZER T NG - RIEEHR®E  FIHZBIBERET
ZEE - FIRK - B KA P EEME A AEKRBESEETRZE -
BIER  WABETRBAEER  MESS-=&F & -Eik-4-& H
- LlhBEIERE=ZERE (01 mg)Z REY) A EF THF(2
mL)F » RIKB LA T ARMBPEESR112 mg) » RER TERL/NE -
REG&F®E  FAIZEZBEETER  FAK - @NEKEFE %
M GRS KRBREETLE - BEE  HABETREBRAE X
Br > MESPREES-=ZFFEEM-4-EFE - FRAUELRTXERZ
L& (228 mg)RSEH15F TR 2 L&Y (250 mg) > LLE B 55
12/ E 2 F A EFEELEY(186 mg) -

B B1200 © {[7-F8E-5- (0 -2- 5 B BB A )([1,2,4) =M H[1,5-a]
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DL O - 8- % K 1B AL } 2B

{55 A 2- 8 Ok B B2 (230 mg) F & % I 15 o BT 15 2 {bk & ) (300
mg) » LUEE B HE B 94 4E ] 2 75 2B 15 B AL 2 (130 mg) -

EHEHI1201 ¢ {[7-3826-5-Q-BE T &2)[1,2,4] S W3 [1,5-0] 0 0E -
S-BREIEE ) 2B

BERI2-F A T Q2 mg) R 2% G105 B B8 21L& 1 (93.7
mg) > MEESEFI1 - EHH4 - SHEZ FRBEEE LS50
mg) °

TG B1202 1 (S)-{(7-58 £ -5-(2-F & TS 5)[1,2,4] W 3 [1,5-a]
O O - 8-k A o 2 ) 22 W

BE R (S)-2-F & T B2 (22 mg) B &% B 10h Fi 18 18 2 16 & ¥ (94
mg) » BIELEEHEFI2014HE 2 5 X 5 EE (L& (35 mg) -

B FI203 ¢ [(5-T BE-7-58 5 [1,2,4] = M F£[1,5-o] 0Hh 0% -8- 5 55 )
-V

BEFIIE T2 (108 mg) R &% fl 10 Fi g 2 (L5250 mg) > B
B R H120 14 [B] 2 5 S B EE AL & % (123 mg) -

EHEHI204 1 {[5-3,3- T AT & H)-7-8E[1,2,4] =8 3 [1,5-0]
OhL O - 8- ¢ K 1P AL } 2L Bt

BEFA3,3-Z B T B (72 mg) R &% B 100 B 18 > 16 & 91 (200
mg) > MESEHI1 - SEF2REHHVEEZ HFREE ([7-FE%-
5-3,3- T H AT E55)-[1,2,4] = M3 [1,5-a]0h 02 -8- 5 £ 1B 4k ) Z B FF
fig - HexFT BB ZEEY (115 mg)BE W& bk (1 mL) K B EE (0.6 ml)jE

 AERINS%IEE(12 mg) - HRERREREATNEE T @2
B FEREAE S - SR EREITH R LB WIIT R > BHE
B{[5-B3- T AT AE)-T- 5B -[1,2,4] = M 3 [1,5-0]H I -8- 3 2 | e
E)ZBEE - BRFEE S O3 mg) B I3 E 2 7=
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HEITEE  ESEELEY(68 mg) -

BHi1205 ¢ {[5-(2-Z& T &4)-7-FE[1,2,4] =% H[1,5-0] 0L BE -
8-PREL IRE A} Sk

FEH2-ZETEO mg)k&EF10PFERZLEY(200 mg)
DL EEFI2018E 2 7B EE(LEY (0 mg) -

BHBI206 0 {[5-Q23-ZHET &E)-7-8E([1,2,4] =% F[1,5-a]
DL U - 8-k B 1B B } 2 B

ER23-ZHEATHR-1-B(T7 mg)K2EHI0FFRERZILEY
(200 mg) - A E G201 8B 2 H X IEEEE{LEY(35 mg)

B 1207 ¢ {[S-(1,2-ZHET & E)-7-8E[1,2,4] =/ H[1,5-a]
Ut O -8-Hk AR 1R B } 2 B

EAL2-ZREATEASS mg)k2FH10hFiER 21L& (500

mg)  WZZHIAEEMER  MEFHEQL6 mg) - W > BHERN
LB ZBa(2.5 mL) ~ BE Q2.5 mL)F » JRIIF EEZ (283 mg) » IR =R
TERERE  RRBTETAEER  FMHEZBEIEBEFR > X F e
FIEKES  FIAB KRB EETEZRE  BARNREBEERNESRE
Bz (216 mg) - T - FAHEERE > NATHESIEREZ FXES
i R B8 (193 mg) - BZLEMABABRN LB ZEG mL) ~ FEG mL)
B RH0S%Pd-C(30 mg) » REARMT  REBTEALNG > Wil
BIEER - AR BBIZE AR > TES B EYW140 mg) - 4 DL

BHEAI3HEEZ T ESEBE(LE (40 mg) -

EHEBI208 © {[7-F8E-5-(4-FELEFE)1,2,4] =W H[1,5-a] 0L 0E -
8-FR AL IR B}

EA4-HE KB (72 mg) R 2 EF10F FTER Z &% (200 mg) -
DL EEFI201EE 2 F B/ EE(EEY(83 mg) -

BHEB1209 @ {[7-8E-5-G-FELEE)1,2,4] =% H[1,5-a] 0L 0E -
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8- R I K} 2B

{55 FA B R 052 - 1- B8 (72 mg) J £ %% ] 100 B 8 758 2 1k & 97 (200
mg) » LI PEHE 5120 AH ] > 5 B B (L & 9 (75 mg) -

B HEHI210 ¢ [(7-F8H-5-(-3- BB S )[1,2,4] = B 3 [ 1,5-0] 0 B
SRR Z B

5 R 3- TR HR -1-B8 (59 mg) B £ 3% ] 10 th B 18 18 2 {b & 7 (200
mg) » LAEE B M 1120 148 ]~ 5 2 M6 /5 2 BB (L & 77 (36 mg) -

BREBI211 ¢ {[5-(1,4- = 2k IR 4R ) 7- S AR [1,2,4] 4 3% [1,5-0)
U -8 3 A ) 7 B ”

BERALA-ZHE-1-RE(116 mp)RSEP 0P FEEZLEY
(300 mg) » LA L i 6120 148 ] 2 75 = 18 18 1 B 4L & 73 (50 mg) -

EHAI212 : [(5-CEE-T-FE[1,2,4) =W F [1,5-a) 0 17 -8- 5 1)
e 517 B

BRI 1-T R85 mg) R &% FI10 FTfEE 2 & (122 mg) » bLEA
B HEHI201M [F 2 5 S EE LS Y25 mg) -

EHLGI213  ([5-(T-4-W-1-5 F B )-7- 5B -[1,2,4] =W 3 [1,5-)
DL O -8 -0 5 1 2 ) 2 B

65 P I -4- T2 4% - 1-B2 (70.3 mg) K £ % {51 10ch 7 1 18 2 {6 & 1 (200
mg) » LABLE M 120 148 [ 2 J5 28 S B L &7 (57 mg) »

T HI214 0 {[7-58 5 -5-(3F-3- 1 - 1- B G 56)[1,2,4] = % 3£ [1,5-a]
OHE D -8 -3 R ) 2

(65 B ME-3-37 % -1-B% (90 mg) B £ % ] 10 o B 1848 2 1L & ¥ (250
mg) » LB BE HE 5120 14 ] 2 75 = M6 15 B AL & (310 mg) -

G215 ¢ {[7-FE B -5-(F-3-H-1- 5 5 5)[1,2,4] =% 3£ [1,5-0]
O O -8 - 5% 6 1 2 ) 7 B

5 F 3-F 4% -1-B2 (98.5 mg) f 2 % {5 10tk B 18 13 7 1k & ¥ (200
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mg) > LEE 201 R Z H X EBEE(EESY(BS mg) -

BHA216 © ({5-[2-Q2-Z&EZEE)LEE]-T-HE[1,24] =1
F[1,5-a] b0 -8-Hk & i B ) £ Bk

FR_Z-FBREZBO00 mg)k2H 105 TS Z{E& ¥ (200
mg) » BLELEE HEH120 148 [ 2 J5 2 08 B FERE (L &4 (40 mg) -

EHGI217  {[S-Q-BCEZEE)-T-KE([1,24] =8 FHF[1,5-a]lt
e -8-FRE A LB,

FEH2-EO-1-28B 46 mg)k2E 10T FERZ/I&7(102
mg) - SEERFI200EEZ A B F/EE/LS Y (44 mg) -

BHGI218 1 {[S-2-BT EZEE)-7T-KE[1,2,4] =8 FH[1,5-a]0t
UE -8-Hk Ak 1B &} £ R

FERH2-BTEZEG mg) k2 FH10F ATERS 21L& ¥ (200
mg) » SR EHEFI200HEZ H A EBEE/LSY (2S5 mg) -

BHE1219 © {[5-Q-BKEZEHE)-T-FKEE[1,2,4] =¥ H[1,5-a]lt
E-8-I A A LB

FER2-BREZEA4 mg) R2FF 0P HER 2G5 (200
mg) > UEEHF2018EZ TN ERBEELSY(66 mg) -

B 61220 ¢ {[S-(2-BIR[2.2.1]F&-2-E L& E)-T-BE[1,24] =¥
F[1,5-a]E0E -8- 3 A& g & } 2. Bk

fERI2-%IR[2,2,1]15R-2- & ZBE (164 mg) RS2 F 10T TR Z 1
E¥(200 mg) - L FHFI201HEZ T A BFEEILSH (40 mg) -

B E1221 ¢ {[S-(2-&MIke-1-B Z & E)-T-BE[1,2,4] = FF[1,5-
a] it BE -8-Fx B g A&} £ R

fEF2-2Hlfe-1-E L8 (128 mg) R2F 10T MBS ZEY
(200 mg) » DLERE i F1201 5B < 7 X ERIEEL S (67 mg) -

BE1222 ¢ [(T-8E-S-FE/E[1,2,4] = F[1,5-a]REUE -8-Fr B )
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e,

(5 PR 2- 5 7290 me) B 2% 1105 1818 2 {5 & 91(200 me) -

S I B120148 F 2 77 1 R £ & 41 (70 me) -

1223 ¢ ((5-[2-Q-REE)Z RE TSI [12,4] S8 I [1,5
oG -8 2L ) ) 2. B |

65 2-(2- 955 25)-1- Z BB (139 mg) } 2% B 10 B B8 = (L &%
(300 me) BB B1201 48 /5] 2 77 5% 18 8 B RE L & 473 me) -

B HEB1224 1 {[7-FE2E-5- Q- -2- 5 Z ) (1,2, 4] S0 56 [1,5-0]
U -8 R R ) 7 B

(5 FE 210 Z, B (81 me) B 2% 110t B 1B 18 2 L 5 41(200 me) -
DL B 0120 1 ] 2 57 5% 68 BB L 29 (35 m) -

B HE1225 © ([5-G- BT KA IE)-T-HE (12,41 W3 [1,5-a]
e8-3R VB ) 7. B

R 3-BTEPT B (139 uL)R 2% B 10 F 818 {6 & 1 (200
mg) > LU S H 11 - H R GI4R B AISHE > TR B EEE LAY
(60 mg) -

B HE1226 ¢ ([7505-5-Q-F BEZ EE)[1,2,4] S W [1,5-0]%
-8 B ) 7

5 1 2-3 G55 208 (90 me) B 2 % B 10 B 18 15 2 { & #1200
meg) » LLELEE 1 120148 6] 2 J5 5% 16 SRR L & 170 me) -

U227 ¢ ([5-(2,6-2 1 E % 2)-7- 5L 3 [1,2,4] = W 3% [1,5-a]
-8 ) 7 B

255 FEFM(G.34 B RMNHMPAGS mL)D » JKiE
TR ITNaH(866 mg) » 1 65C THRELNE + 1A k38 15 A1 B T 3R
B07-% G -5-BAI1,2,41 S 0 35 [1,5-a )0 2 -8- S B 25 = T RS (3.26 g) »
ST LTINS « SR Bk T o8 BB - BT 45 2 i
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BE  WETKEMESHEEQ.] g) @WUHESZH2 - BH b1
B 7B (735 mg) - H B AR AR IIDMF(12 mL)f
Z AR RIN5%Pd-C(100 mg) » REREB TETEIL > HABDE
THELBREERR  HERRBEREER  OESZEBESTRND
B/K > WETHE  MERSST-TEE[L24] =W [1,5-a]E 0 -8-78
B B B (443 mg) - A ZE2EG(100 mg)Ed2,6- — AN (62 mg) >
g2 Z IR Z AR {[5-2,6- ZH AT FE)-7T- 8 E-[1,2,4]
Z0EF[1,5-a]b e -8- A e A} ZBE FHE5 (42 mg) » #F {[5-(2,6-—FH &
TEE)-T-EE- (12,4 =W H[1,5-a]0t e -8- K E I E ) 2B F B DL 62
EROBHERZTNETEE  BEESEEEY(3 mg) -
TiiRI~3SGHBBERN(DFRRZEESY  F LRSS EHRE S
ZAEEBERA TR K —BERMKE
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'H-NMR (CDCl5)5: 3.79 (3H, s),

4.32 (2H, d, ] = 5.4 Hz), 5.06 (2H, s),

6.00 (1H, s), 7.06 - 7.17 (2H, m), 7.22 - 7.33 (3H,
m), 7.48 - 7.69 (5H, m),

8.33 (1H, s), 9.68 (1H, t, ] = 5.4 Hz).

"H-NMR (DMSO-d)8: 3.69 (3H, s),
4.29 (2H, d, J = 5.4 Hz), 5.75 (1H, s),
7.60 - 7.87 (SH, m), 8.64 (1H, s),

9.71 (1H, t,J = 5.4 Hz), 14.14 (1H, brs).

"H-NMR (DMSO-de)5: 4.19 (2H, d, J = 5.7 Hz),
5.75 (1H, s), 7.59 - 7.88 (SH, m),

8.64 (1H, s), 9.67 (1H, t, ] = 5.7 Hz),

12.95 (1H, brs), 14.25 (1H, brs).

MS m/z: 343 (M-H).

"H-NMR (CDCl5)8: 1.52 (9H, s),

4.24 (2H, d, J = 4.9 Hz), 5.26 (2H, s),

5.98 (1H, s), 6.93 (1H, dd, J = 2.7, 8.5 Hz),
7.20 - 7.52 (6H, m), 7.51 (1H, d, J = 8.5 Hz),
8.33 (1H, s),

"H-NMR (DMSO-dg)3: 4.21 (2H, d, J = 5.7 Hz),
6.28 (1H, s), 7.47 (1H, dd, J = 2.7, 8.9 Hz),

7.80 (1H, d, T = 8.9 Hz),

7.86 (1H, d, J = 2.8 Hz), 8.59 (1H, s),

9.73 (1H, brs), 14.55 (1H, s).

MS m/z: 395 (M-H)",

"H-NMR (DMSO0-de)3: 2.36 (3H, s),

2.49 (3H, 5), 4.20 (2H, d, ] = 5.7 Hz),
5.78 (1H, s), 7.32 (1H, 5), 7.41 (2H, s),
8.65 (1H, s), 9.66 (1H, brs), 14.30 (1H, s).
MS m/z: 371 (M-H)".

Mo

OH

"H-NMR (DMSO0-ds)3: 2.37 (3H, s),

2.39 (3H,s),4.20 (2H, d, ) = 5.1 Hz),

5.58 (1H, s), 7.34 (1H, t, J = 7.6 Hz), 7.50 (1H, d,
J =7.6 Hz),

7.59 (1H, d, J = 7.6 Hz), 8.66 (1H, s), 9.67 (1H,
brs), 14.29 (1H, s).

MS my/z: 371 (M-H)'.

"H-NMR (DMSO-de)s: 4.18 (2H, d, J = 5.1 Hz),
5.93 (1H, s), 7.49 - 7.56 (1H, s), 7.45 - 7.75 (3H,
m), 8.63 (1H, s),

9.71 (1H, brs).

MS m/z: 361 (M-H)".
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TH-NMR (DMSO-de)o: 4.21 (2H, d, J = 5.1 Hz),
6.22 (1H, s), 7.50 - 7.68 (3H, m),

8.63 (1H, s), 9.72 (1H, brs).

MS m/z: 379 (M-HY.

10

"H-NMR (DMSO-de)o: 4.21 (2H, d, J = 5.4 Hz),
6.00 (1H, s), 7.68 - 7.75 (2H, m), 7.98 - 8.05
(1H, m), 8.66 (1H, s),

9.67 (1H, brs), 13.00 (1H, brs), 14.34 (1H, s).
MS m/z: 379 (M-HY.

11

"H-NMR (DMSO0-dg)s: 4.00 (2H, d, J = 5.1 Hz),
6.10 (1H, s), 7.83 (2H, s), 7.86 (1H, s), 8.47
(1H, s), 10.10 (1H, brs).

MS m/z: 411 (M-H)".

12

"H-NMR (DMSO-dg)s: 4.20 (2H, d, J = 5.7 Hz),
5.88 (1H, s), 7.63 (2H, d, J = 8.1 Hz), 7.92 (2H,
d, J = 8.1 Hz), 8.65 (1H, s), 9.68 (1H, s), 14.31
(1H, brs).

MS m/z: 427 (M-H).

13

TH-NMR (DMSO-d¢)o: 4.13 (2H, d, J = 5.1 Hz),
5.85 (1H, s), 7.35 - 7.60 (3H, m), 7.65 - 7.85
(4B, m), 7.98 (14, d, J = 7.3 Hz),

8.09 (1H, s), 8.64 (1H, s), 9.74 (1H, brs).

MS m/z: 419 (M-H).

14

"H-NMR (DMSO-d¢)5: 4.20 (2H, d, ] = 5.7 Hz),
6.10 (1H, s), 7.52 - 7.59 (1H, s), 7.78 - 7.88
(2H, m),

8.65 (1H, s), 9.72 (1H, brs).

MS m/z: 395 (M-H)".

15

"TH-NMR (DMSO-d¢): 4.21 (2H, d, J = 5.4 Hz),
6.21 (1H, s), 7.70 - 7.80 (3H, s), 8.64 (1H, s),
9.69 (1H, brs), 14.35 (1H, s).

MS m/z: 395 (M-H)".

16

"H-NMR (DMSO-de)s: 2.40 (3H, s),
4.20 (2H, d, = 5.1 Hz), 5.91 (1H, s), 7.59 (2H,
s), 7.70 (1H, s), 8.65 (1H, s), 9.68 (1H, brs),
13.00 (1H, brs),
14.33 (1H, brs).

MS m/z: 391 (M-H).
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M S H

'"H-NMR (DMSO-dg)8: 2.41 (3H, s),

4.20 (2H, d, ] = 5.4 Hz), 5.92 (1H, s),

7.39 (1H, d, J = 10.3 Hz), 7.48 (1H, s), 7.52 (1H,
d, J = 8.6 Hz), 8.66 (1H, s),

9.68 (1H, brs), 13.05 (1H, brs),

14.33 (1H, brs).

MS m/z: 375 (M-H)".

18

Fa

g’\ooou

"H-NMR (DMSO-d¢)8: 4.21 (2H, d, T = 5.4 Hz),
6.25 (1H, s), 7.85 - 8.20 (3H, m),

8.64 (1H, s), 9.72 (1H, brs), 14.35 (1H, brs).
MS m/z: 429 (M-H)'.

19

"H-NMR (DMSO-de)5: 4.21 (2H, d, J = 5.1 Hz),
6.25 (1H, s), 8.14 (2H, s), 8.21 (1H, s), 8.64 (1H,
5), 9.70 (1H, brs), 12.97 (1H, brs),

14.35 (1H, brs).

MS m/z: 445 (M-HY.

20

"H-NMR (DMSO-dg)3: 2.09 (3H, s),

2.34 (3H, 5),4.19 (2H, d, ] = 5.1 Hz),

5.59 (1H, s), 7.15 - 7.34 (3H, m), 8.62 (1H, s),
9.71 (1H, brs).

MS m/z: 355 (M-H)".

21

'"H-NMR (DMSO-dg): 4.19 (2H, brs),
6.38 (1H, s), 7.63 (3H, s), 8.57 (1H, 5),
9.78 (1H, brs).

MS m/z: 395 (M-H)'".

22

'"H-NMR (DMSO-de)3: 4.21 (2H, d, J = 5.4 Hz),
5.96 (1H, s), 7.30 - 7.80 (9H, m),

8.61 (1H, s), 9.73 (1H, brs), 14.53 (1H, s).

MS m/z: 403 (M-HY.

23

ct H

"H-NMR (DMSO-dg)3: 4.21 (2H, d, J = 5.7 Hz),
6.13 (1H, s), 7.48 - 7.54 (1H, m),

7.62 (1H, t, ] = 8.9 Hz), 7.84 - 7.87 (1H, m),
8.61 (1H, s), 9.73 (1H, brs), 14.55 (1H, s)

MS m/z: 379 (M-H).

24

'"H-NMR (CDCl;+DMSO0-dg)3: 2.23 (3H, s),
4.22 (2H, s), 5.83 (1H, s), 7.32 - 7.46 (2H, m),
7.54 (1H, s), 8.55 (1H, s), 9.76 (1H, brs).

MS m/z: 375 (M-H)'".
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'H-NMR (CDCl3+DMSO-d)8:

4.29 (2H, d, ] = 5.1 Hz), 5.85 (1H, s),
7.30 - 7.59 (3H, s), 8.28 (1H, s),

9.85 (1H, brs), 14.47 (1H, s).

MS m/z: 413 (M-H)'.

26

N | COOH

'H-NMR (CDC13)8: 4.32 (2H, d, ] = 5.4 Hz),

5.66 (1H, s), 7.51 - 7.67 (3H, m), 7.93 - 8.05 (2H,
m), 8.11 (1H, d, J = 8.1 Hz), 8.28 (1H, d,J = 6.8
Hz), 8.33 (1H, s),

9.85 (1H, t, J = 5.4 Hz), 13.73 (1H, brs).

MS m/z: 393 (M-H)'.

27

<

TH-NMR (DMSO-d¢): 4.17 (2H, d, J = 5.7 Hz),

5.53 (1H, s), 7.78 (1H, t, J = 7.8 Hz),

7.86 (1H, t, J = 7.8 Hz), 7.95 (1H, d, ] = 7.8 Hz),
8.14 (1H, d, J = 7.8 Hz), 8.32 (1H, d, ] = 7.8 Hz),
8.40 (1H, d, J = 7.8 Hz), 8.70 (1H, s),

9.68 (1H, brs).

MS m/z: 427 (M-H)..

28

"H-NMR (DMSO-dg)s: 4.21 (2H, d, J = 5.7 Hz),
5.79 (1H, s), 7.54 - 7.73 (4H, m),

7.96 (1H, d, ] = 8.1 Hz), 8.02 (1H, d, J = 8.1 Hz),
8.11 (1H, d, J = 8.1 Hz), 8.66 (1H, s),

9.74 (1H, brs).

MS m/z: 377 (M-HY.

29

"H-NMR (DMSO-d¢)8: 1.65 - 1.82 (4H, m),

2.71 - 2.95 (4H, m), 4.19 (2H, d, J = 5.1 Hz),

5.59 (1H, s), 7.35 (1H, t, J = 7.6 Hz),

7.42 (1H, d, ] = 7.6 Hz), 7.56 (1H, d, ] = 7.6 Hz),
8.66 (1H, ), 9.67 (1H, t, J = 5.1 Hz),

13.01 (1H, brs), 14.30 (1H, brs).

MS m/z: 397 (M-H)'.

30

'H-NMR (DMSO-dg)d: 2.04 (2H, quin, ] = 7.6
Hz), 2.91 (2H, t, J = 7.6 Hz), 3.05 QH, t, ] = 7.6
Hz), 4.19 (2H, d, ] = 5.4 Hz), 5.66 (1H, s),

7.40 (1H,t,J = 7.6 Hz), 7.52 (1H,d, J = 7.6 Hz),
7.55 (1H, d, J = 7.6 Hz), 8.66 (1H, s),

9.68 (1H, t, ] = 5.4 Hz), 13.01 (1H, brs),

14.31 (1H, brs).

MS m/z: 383 (M-H)..

31

"H-NMR (DMSO-dg)s: 4.20 (2H, d, J = 5.1 Hz),
6.36 (1H, s), 7.95 - 8.02 (2H, m),

8.48 (1H, d, ] = 8.9 Hz), 8.54 (1H, s),

8.65 (1H, s), 9.10 (1H, d, J = 3.8 Hz),

9.76 (1H, brs).

MS m/z: 462 (M-H)'.
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32

| %’\wm

'H-NMR (DMSO-dg)d: 4.18 2H, d, J = 5.7 Hz),
5.57 (1H, s), 7.80 - 7.98 (2H, m),

8.18 (1H, d, J = 8.4 Hz), 8.37 (1H, d, J = 7.3 Hz),
8.72 (1H, s), 8.98 (1H, s), 9.63 (1H, s),

9.69 (1H, brs).

MS m/z: 394 (M-H)'.

33

o

TH-NMR (DMSO-d)s: 2.22 (3H, s), 2.31 (3H, s),
3.80 3H, 5), 4.15 (2H, d, J = 5.1 Hz),

5.49 (1H, s), 7.32 (1H, dd, J = 2.2, 8.9 Hz), 7.59
(1H, dd, J = 2.2, 9.2 Hz),

8.67 (1H, s), 9.72 (1H, brs).

MS m/z: 442 (M-HY.

34

TH-NMR (DMSO-de)3: 4.20 (2H, d, J = 5.4 Hz),
5.84 (1H, s), 7.39 (1H, dd, J = 3.8, 5.1 Hz), 7.73
(1H, d, J=3.8 Hz), 8.14 (1H, d, ] = 5.1 Hz),

8.66 (1H, s), 9.66 (1H, brs), 14.34 (1H, brs).

MS m/z: 349 (M-HY.

35

"H-NMR (DMSO-d¢)5: 4.20 2H, d, ] = 5.4 Hz),
6.06 (1H, s), 7.43 (1H, d,J = 4.1 Hz),

7.67 (1H, d, J =4.1 Hz), 8.66 (1H, s),

9.65 (1H, brs), 14.38 (1H, brs).

MS m/z: 383 (M-H)'.

36

TH-NMR (DMSO-de)o: 4.17 (2H, d, J = 5.7 Hz),
5.61 (1H, s), 7.49 (1H, dd, J = 6.2, 7.3 Hz),

7.55 (1H, dd, J = 6.2, 7.8 Hz),

7.80 (1H, d, J = 7.3 Hz), 8.23 (1H, d, ] = 7.8 Hz),
8.67 (1H, s), 8.70 (1H, s), 9.69 (1H, brs).

MS m/z: 399 (M-HY.

37

TH-NMR (DMSO-dg)5: 4.18 (2H, d, J = 5.4 Hz),
5.51 (1H, s), 7.51 (1H, d, ] = 5.4 Hz),

7.61 (1H, dd, J = 7.3, 8.1 Hz), 7.88 (1H, d, J = 7.3
Hz), 7.99 (1H, d, J = 5.4 Hz),

8.39 (1H, d, ] = 8.1 Hz), 8.70 (1H, s),

9.69 (1H, brs).

MS m/z: 399 (M-HY.

38

"H-NMR (DMSO0-d)5: 2.38 (3H, s),
4.20 (2H, d, J = 5.1 Hz), 5.99 (1H, s),
6.74 (1H, d, ] = 2.2 Hz),

7.88 (1H, d, J = 2.2 Hz), 8.64 (1H, s),
9.67 (1H, brs).

MS m/z: 347 (M-H).
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"H-NMR (DMSO-d)s: 4.19 (2H, d, J = 5.4 Hz),
5.47 (1H, s), 7.64 (1H, t, J = 8.1 Hz),
w w~coon 788 (1H, d, J =8.1 Hz), 7.90 (1H, d, J = 8.1 Hz),
39 a H 8.27 (1H, d, J=8.1 Hz), 8.27 (1H, d, ] = 8.1 Hz),
H 8.56 (1H, d, J = 8.1 Hz), 8.70 (1H, s),
9.66 (1H, t, ] = 5.4 Hz), 14.20 (1H, s).
MS m/z: 427 (M-H)".
TH-NMR (DMSO-de)5: 4.18 (2H, d, J = 5.4 Hz),
o 5.42 (1H, s), 7.65 (1H, dd, T = 2.2, 9.2 Hz),
N"~coon  |7.80 (1H, t, J =73 Hz), 8.17 (1H, d, J = 7.3 Hz),
40 H" 8.24 (1H, d, J = 9.2 Hz), 8.30 (1H, d, ] = 7.3 Hz),
: 8.32 (1H, d, ] =2.2 Hz), 8.72 (1H, s),
a 9.68 (1H, t, J = 5.4 Hz).
MS m/z: 427 (M-H)".
"H-NMR (DMSO-d)$: 4.22 (2H, d, J = 5.7 Hz),
5.96 (1H, s), 7.59 (1H, t, J = 8.1 Hz),
7.72 (1H, d, J = 8.1 Hz), 7.80 (1H, t, ] = 8.1 Hz),

al 7.86 (1H, d, J = 8.1 Hz), 8.02 (1H, d, J = 8.1 Hz),
8.24 (1H, d, J = 8.1 Hz), 8.65 (1H, s), 9.74 (1H, t, J
= 5.7 Hz), 12.96 (1H, brs),

14.51 (1H, s).

MS m/z: 411 (M-H)".

TH-NMR (DMSO-d)s: 4.21 (2H, d, ] = 5.4 Hz),
6.39 (1H, s), 7.86 (1H, t, = 7.8 Hz),

42 7.97 (1H, d, T =4.3 Hz), 8.33 (1H, d, ] = 7.8 Hz),
8.57 (1H, d, J = 7.8 Hz), 8.64 (1H, s), 9.09 (1H, d, J
= 4.3 Hz), 9.75 (1H, brs).

MS m/z: 462 (M-H).

"H-NMR (DMSO-de)s: 4.19 (2H, d, ] = 5.4 Hz),
5.69 (1H, s), 7.59 (1H, t, J = 5.1 Hz),

7.59 (1H, d, J=5.1 Hz), 7.80 (1H, t, ] = 7.8 Hz),

43 8.02 (1H, d, ] = 7.8 Hz), 8.05 (1H, d, ] = 5.1 Hz),
8.49 (1H,t,J=5.1 Hz), 8.71 (1H, d, J = 7.8 Hz),
8.72 (1H, s), 9.67 (1H, t, ] = 5.4 Hz).

MS m/z: 449 (M-H)".
"H-NMR (DMSO-d)8: 4.22 (2H, d, J = 5.7 Hz),
6.25 (1H, s), 7.93 - 8.02 (2H, m),

“ | ;*,/\°°°H 8.28 - 8.35 (1H, brs), 8.32 (1H, d, ] = 5.9 Hz),

sC H 8.62 (1H, s), 8.73 (1H, d, J = 5.9 Hz),
9.77 (1H, t, J = 5.7 Hz).
MS m/z: 446 (M-H)'.
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OH

TH-NMR (DMSO-dg)3: 4.19 (2H, d, J = 5.7 Hz),
5.48 (1H, s), 7.80 (1H, t, J = 7.8 Hz),

7.97 (1H, dd, J = 7.3, 8.6 Hz),

8.18 (1H, d, ] = 7.6 Hz), 8.32 (1H, d, ] = 7.3 Hz),
8.44 (1H, d, J = 8.4 Hz), 8.62 (1H, d, ] = 8.4 Hz),
8.72 (1H, s), 9.68 (1H, t, J = 5.7 Hz),

14.22 (1H, brs).

MS m/z: 461 (M-H).

46

"H-NMR (DMSO-d)s: 2.77 (3H, s),

4.18 (2H, d, J = 5.1 Hz), 5.38 (1H, s),
7.05-7.59 (2H, s), 7.78 (1H, t, ] = 7.8 Hz),

8.11 (1H,t,J =5.4 Hz), 8.16 (1H, d, ] = 6.5 Hz),
8.42 (1H, d, J = 8.6 Hz), 8.70 (1H, s),

9.66 (1H, t, J = 5.1 Hz), 14.18 (1H, brs).

MS m/z: 407 (M-H)".

47

"H-NMR (DMSO-dq)s: 4.18 (2H, d, J = 5.7 Hz),
5.44 (1H, s), 7.80 (1H, t, J = 7.8 Hz),

8.01 (1H, t, J = 8.0 Hz), 8.38 - 8.30 (2H, m),
8.47 (1H, d, J = 8.6 Hz), 8.60 (1H, d, J = 8.9 Hz),
8.71 (1H, s), 9.68 (1H, t, ] = 5.0 Hz),

13.00 (1H, s), 14.21 (1H, brs).

MS m/z: 418 (M-H)".

48

Fy

"H-NMR (DMSO-de)5: 4.19 (2H, d, J = 5.7 Hz),

5.50 (1H, s), 7.89 (1H, d, J = 7.6 Hz),

7.90 (1H, t, ] = 7.6 Hz), 8.33 (1H, d, ] = 7.6 Hz),
8.44 (1H, d, J = 7.6 Hz), 8.54 (1H, d, ] = 7.6 Hz),
8.69 (1H, s), 8.73 (1H, s), 9.68 (1H, brs),

12.99 (1H, brs), 14.21 (1H, brs).

MS m/z: 461 (M-H)".

49

"H-NMR (DMSO-dg)3: 4.19 (2H, d, J = 5.7 Hz),
5.48 (1H, s), 7.93 (1H, t, ) = 7.6 Hz),

7.96 (1H, d, ] =9.2 Hz), 8.30 (1H, d, ] = 7.6 Hz),
8.42 (1H, d, ] =9.2 Hz), 8.46 (1H, d, ] = 9.2 Hz),
8.59 (1H, s), 8.72 (1H, s),

9.68 (1H, t, J = 5.7 Hz).

MS m/z: 461 (M-H)".

50

Fj

“"CoOH

'H-NMR (DMSO-d)s: 4.22 (2H, d, J = 5.4 Hz),
6.05 (1H, s), 7.70 - 7.80 (2H, m),

7.85 (1H, t, ] = 8.6 Hz), 8.07 - 8.21 (2H, m),
8.38 (1H, d, ] = 8.4 Hz), 8.64 (1H, s),

9.75 (1H, t, J = 5.4 Hz), 14.52 (1H, brs).

MS m/z: 445 (M-H)'.
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C z’\cooa
MeO. on

"H-NMR (DMSO-dg)s: 4.02 (3H, s),
421 (2H, d, J = 4.9 Hz), 5.75 (1H, s), 7.12 (1H,
d, J = 6.5 Hz), 7.40 - 7.71 (4H, m),

8.22 (1H, d, J = 6.5 Hz), 8.67 (1H, s),
9.74 (1H, t, J = 4.9 Hz), 14.50 (1H, brs).
MS m/z: 407 (M-H)..

52

r

~ u/\cwﬂ

y l

'H-NMR (DMSO-dg)3: 2.73 (3H, s),

4.21 (2H, d, ) =5.7 Hz), 5.74 (1H, s),

7.46 - 7.59 (2H, m), 7.61 - 7.72 (2H, m),

7.81 (1H, d, J =7.3 Hz), 8.11 (1H, d, ] = 7.8 Hz),
8.65 (1H, s), 9.73 (1H, t, J = 5.7 Hz),

14.48 (1H, brs).

MS m/z: 391 (M-H).

53

TH-NMR (DMSO-dg)5: 2.51 (3H, s),

4.21 (2, d, J = 5.4 Hz), 5.72 (1H, 5),

7.44 (1H, d, J = 8.9 Hz), 7.52 (1H, d, ] = 7.3 Hz),
7.60 (1H, t, ] = 7.8 Hz), 7.84 (1H, d, ] = 8.9 Hz),
7.88 (1H, 5), 7.91 (1H, d, ] = 8.4 Hz),

8.66 (1H, s), 9.74 (1H,1.1 = 5.4 Hz),

12.93 (1H, s), 14.49 (1H, brs).

MS m/z: 391 (M-H)".

54

Fal>

"H-NMR (DMSO-d¢)8: 4.22 (2H, d, J = 5.1 Hz),
5.96 (1H, s), 7.74 - 7.81 (2H, m),

7.84 (1H, d, ] = 8.9 Hz), 8.22 (1H, d, ] = 8.9 Hz),
8.23 (1H, d, J = 8.9 Hz), 8.63 (1H, s),

8.65 (1H, s), 9.75 (1H, brs),

12.94 (1H, brs), 14.51 (1H, brs).

MS m/z: 445 (M-H).

55

TH-NMR (DMSO-d¢)8: 4.22 (2H, d, ] = 5.4 Hz),
5.89 (1H, s), 7.61 (1H, dd, J = 2.2, 8.9 Hz),

7.64 (1H, d, T =7.8 Hz), 7.70 (1H, d, ] = 7.8 Hz),
8.00 (1H, d, J = 7.8 Hz), 8.02 (1H, d, ] = 8.9 Hz),
8.27 (1H, d, T = 2.2 Hz), 8.66 (1H, s),

9.75 (1H, brs), 14.52 (1H, brs).

MS m/z: 411 (M-HY)..

56

TH-NMR (DMSO-dg)s: 4.03 (2H, d, J = 4.6 Hz),
5.70 (1H, s), 8.05 (1H, dd, J = 7.0, 8.6 Hz),

8.30 (1H, d, J = 7.0 Hz), 8.56 (1H, d, ] = 8.6 Hz),
8.62 (1H, 5), 9.15 (1H, 5), 9.71 (1H, s),

9.91 (1H, brs).

MS m/z: 462 (M-H)".
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"H-NMR (DMSO-dg)8: 2.88 (3H, s),

3.91 (2H, d, J = 5.7 Hz), 5.21 (1H, brs),

7.64 (1H, d, J = 7.8 Hz), 7.79 (1H, t, ] = 7.8 Hz),
8.04 (1H, d, J = 7.8 Hz), 8.37 (1H, brs),

8.96 (1H, s), 9.73 (1H, s).

MS m/z: 408 (M-H)'.

58

"H-NMR (DMSO-de)5: 4.19 (2H, d, J = 5.1 Hz),
5.72 (1H, s), 7.60 - 7.70 (1H, m),

7.90 - 8.00 (1H, m), 8.02 (1H, d, J = 8.4 Hz),
8.71 (1H, s), 9.08 (1H, s), 9.67 (1H, brs),

9.75 (1H, s), 12.95 (1H, brs), 14.22 (1H, 5).

MS m/z: 412 (M-H)'.

59

C

"H-NMR (DMSO-dg)3: 4.84 (2H, brs),

5.72 (1H, s), 7.86 (1H, t, J = 7.8 Hz),

7.98 (1H, d, ] = 7.0 Hz), 8.18 (1H, d, ] = 7.8 Hz)
8.69 (1H, s), 9.08 (1H, s), 9.66 (1H, brs),

9.81 (1H, s), 14.21 (1H, brs).

MS m/z: 428 (M-H)'.

60

"H-NMR (DMSO-d¢)3: 4.19 (2H, d, ] = 5.1 Hz),
5.74 (1H, s), 8.16 (1H, d, ] = 8.9 Hz),

8.39 (1H, d, ] = 8.6 Hz), 8.73 (1H, s), 8.92 (1H, s),
8.98 (1H, s), 9.14 (1H, s),

9.68 (1H, brs), 9.82 (1H, s), 14.24 (1H, s)

MS m/z: 462 (M-H)'.

61

"H-NMR (DMSO-dg)8: 2.86 (3H, s),

4.20 (2H, d, J = 5.7 Hz), 5.94 (1H, s),

7.63 (1H, d, J = 7.6 Hz), 7.75 (1H, t, ] = 7.6 Hz),
7.84 (1H, d, ] = 7.6 Hz), 8.65 (1H, s),

8.68 (1H, s), 9.54 (1H, s), 9.77 (1H, brs).

MS m/z: 392 (M-H)".

62

"H-NMR (DMSO-d¢)s: 4.21 (2H, d, J = 5.1 Hz),
6.16 (1H, s), 7.62 - 7.69 (1H, m),

7.85 - 7.90 (2H, m), 8.65 (1H, s),

8.77 (1H, s), 9.52 (1H, s), 9.77 (1H, brs).

MS m/z: 396 (M-H).

63

'H-NMR (DMSO-dg)8: 4.13 (2H, s), 6.09 (1H, S),
7.76 (1H, s), 7.80 - 8.00 (2H, m), 8.56 (1H, s),
8.70 (1H, s), 9.50 (1H, s), 9.68 (1H, s),

14.44 (1H, brs).

MS m/z: 412 (M-H)".
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TH-NMR (DMSO-d¢)s: 4.13 (2H, d,J = 5.4 Hz),
6.21 (1H, s), 7.72 - 7.80 (2H, m),

8.31 - 8.22 (2H, m),

8.59 (1H, s), 8.97 (1H, d, J = 4.3 Hz).

MS m/z: 428 (M-H).

65

F.

'H-NMR (DMSO-d¢)s: 4.20 (2H, d, ] = 5.4 Hz),
5.95 (1H, s), 8.35 (1H, t, J = 7.8 Hz),

8.46 (1H, d, J=7.8 Hz), 8.50 (1H, d, J = 7.8 Hz),
8.68 (1H, s), 9.69 (1H, brs), 10.07 (1H, s),

12.92 (1H, brs), 14.24 (1H, s).

MS m/z: 463 (M-H).

66

TH-NMR (DMSO-dg)5: 4.18 (2H, d, J = 5.4 Hz),
5.55 (1H, 5), 7.63 (1H, s),

7.63. (1H, dd, T = 7.3, 8.4 Hz),

7.88 (1H, d, J = 7.3 Hz), 8.32 (1H, d, ] = 8.4 Hz),
8.68 (1H, s), 9.70 (1H, brs).

MS m/z: 433 (M-HY.

67

Fgs

'H-NMR (DMSO-dg)é: 4.19 (2H, d, J = 5.4 Hz),
5.59 (1H, s), 7.80 (1H, t, J = 7.8 Hz),

8.02 (1H, d, J=7.8 Hz), 8.19 (1H, s),

8.52 (1H, d, J =7.8 Hz), 8.67 (1H, s),

9.69 (1H, brs).

MS m/z: 467 (M-H)".

68

'H-NMR (DMSO0-dg)3: 421 (2H, d, J = 5.1 Hz),

5.78 (1H, s), 7.43 (1H, d, J = 5.4 Hz),

7.43 (1H, d, J=7.8 Hz), 7.52 (1H, t, ] = 7.8 Hz),
7.88 (1H, d, ] = 5.4 Hz), 8.10 (1H, d, J = 7.8 Hz),
8.63 (1H, s), 9.74 (1H, brs), 14.49 (1H, brs).

MS m/z: 383 (M-H)".

69

"H-NMR (DMSO-de)5: 2.48 (3H, s),

4.19 (2H, d, J = 5.7 Hz), 5.57 (1H, s),

7.53 (1H, s), 7.69 (1H, t, ] = 7.6 Hz),

7.88 (1H, d, ] = 7.6 Hz), 8.11 (1H, d, J = 7.6 Hz),
7.70 (1H, s), 9.66 (1H, brs), 14.25 (1H, brs).

MS m/z: 413 (M-H)..

70

TH-NMR (DMSO-de)d: 4.17 (2H, d, J = 5.4 Hz),
5.71 (1H, s), 7.83 (1H, t, J = 7.8 Hz),

8.05 (1H, d, J = 7.8 Hz), 8.20 (1H, d, J = 7.8 Hz),
8.69 (1H, 5), 8.69 (1H, s), 9.71 (1H, brs).

MS m/z: 467 (M-H).
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"H-NMR (DMSO-de)s: 4.21 (2H, d, J = 5.7 Hz),

6.06 (1H, s), 7.42 (1H, d, J = 7.6 Hz),

7.53 (1H,t,J=7.6 Hz), 7.63 (1H, d, ] = 5.4 Hz),
7.88 (1H, d, ] = 5.4 Hz), 7.93 (1H, d, ] = 7.6 Hz),
8.62 (1H, s), 9.76 (1H, brs).

MS m/z: 383 (M-H).

72

‘Q%’\coon
Me. M

"H-NMR (DMSO-d¢)s: 2.47 (3H, s),

4.22 (2H, d, T = 5.1 Hz), 6.03 (1H, s),

7.44 (1H, d, J = 7.8 Hz), 7.52 (1H, s),

7.56 (1H,t, J=7.8 Hz), 7.82 (1H, d, ] = 7.8 Hz),
8.63 (1H, s), 9.73 (1H, t, J = 5.1 Hz),

14.54 (1H, brs).

MS m/z: 397 (M-H)".

73

FiC

n/\ooou

"H-NMR (DMSO-d¢): 4.22 (2H, d, J = 5.7 Hz),
6.38 (1H, 5), 7.54 (1H, d, J = 7.8 Hz),

7.67 (1H, t, J = 7.8 Hz), 7.89 (1H, d, ] = 7.8 Hz),
8.61 (1H, s), 8.69 (1H, s), 9.77 (1H, brs).

MS m/z: 451 (M-H)".

74

m@\g&\g/\mm
H

"H-NMR (DMSO-de): 4.21 (2H, d, J = 5.7 Hz),
6.29 (1H, s), 7.44 (1H, d, J = 8.6 Hz),

7.60 (1H, d, J = 8.6 Hz), 7.62 (1H, d, J = 5.1 Hz),
8.04 (1H, d, J = 5.1 Hz), 8.61 (1H, s),

9.77 (1H, brs).

MS m/z: 417 (M-H)'.

75

e

TH-NMR (DMSO-de): 4.09 (2H, d, ] = 5.4 Hz),
5.67 (1H, 5), 7.71 (1H,1.1 = 7.8 Hz),

7.99 (1H, d, J = 7.8 Hz), 8.13 (1H, d, J = 7.8 Hz),
8.65 (1H, s), 8.85 (1H, 5),,9.81 (1H, brs).

MS m/z: 467 (M-H)'.

76

TH-NMR (DMSO-de)o: 4.22 (2H, d, J = 5.7 Hz),
6.03 (1H, s), 7.42 - 7.55 (2H, m),

7.72 (14, d, J = 7.3 Hz), 7.93 (1H, s),

8.12 (1H, d, ] = 7.3 Hz), 8.65 (1H, s),

9.74 (1H, t, J = 5.4 Hz), 14.53 (1H, brs).

MS m/z: 383 (M-H)'.

77

"H-NMR (DMSO-de): 4.20 (2H, d, ] = 5.4 Hz),
6.04 (1H, s), 7.42 (1H, d, ] = 8.1 Hz),

7.61 (1H, d, J = 8.1 Hz), 8.06 (1H, s),

8.70 (1H, s), 8.78 (1H, s),

9.69 (1H, t, ] = 5.4 Hz).

MS m/z: 417 (M-H)".
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TH-.NMR (DMSO-dg): 2.25 (3H, s), 2.31 (3H, s),
3.81 (3H, s), 4.09 (2H, d, J = 4.9 Hz), 5.40 (1H,
s), 7.17 (1H, t, T = 7.6 Hz),

7.40 (1H, d, J = 7.6 Hz), 7.76 (1H, d, ] = 7.6 Hz),
8.64.(1H, s), 9.78 (1H, brs).

MS m/z: 424 (M-H)'.

79

"H-NMR (DMSO-d¢)3: 3.93 (3H, s),

4.19 2H, d, J = 5.4 Hz), 5.44 (1H, s),

7.36 (1H, t, J =7.8 Hz), 7.63 (1H, d, ] = 7.8 Hz),
7.69 (1H, s), 7.85 (1H, d, J = 7.8 Hz),

8.68 (1H, s), 9.67 (1H, brs).

MS m/z: 430 (M-H).

80

"H-NMR (DMSO-d¢)8: 2.17 (3H, s),

2.34 (3H, s), 3.75 3H, s),

4.18 (2H, d, ] = 5.4 Hz), 5.48 (1H, s),

7.24 (1H,'t,J = 7.8 Hz), 7.36 (1H, d, ] = 7.8 Hz),
7.74 (1H, d, ] = 7.8 Hz), 8.67 (1H, s),

9.66 (1H, brs), 14.21 (1H, brs).

MS m/z: 424 (M-H)".

81

TH-NMR (DMSO-dg)s: 1.95 (3H, s),

2.29 3H, 5), 3.71 (3H, ),

4.20 (2H, d, J = 5.4 Hz), 5.49 (1H, 5),

6.98 (1H, d, ] = 7.8 Hz), 7.18 (1H, d, J = 7.8 Hz),
7.47 (1H, d, J = 7.8 Hz), 8.66 (1H, s),

9.69 (1H, t, J = 4.6 Hz), 14.50 (1H, brs).

MS m/z: 408 (M-H)'.

82

"H-NMR (DMSO-d¢)3: 3.91 (2H, s),
4.21 (2H, d, J = 5.4 Hz), 5.89 (1H, s),
6.80 - 7.50 (3H, m), 7.52 - 7.78 (2H, m),
7.80 - 8.08 (2H, dd, J=4.1, 7.3 Hz),
8.63 (1H, s), 9.74 (1H, t, ] = 5.4 Hz),
14.51 (1H, brs).

MS m/z: 415 (M-H)'.

83

"H-NMR (DMSO-d¢):4.22 (2H, d, ] = 5.4 Hz),
6.05 (1H, s), 7.48 (1H, t, J = 7.8 Hz),

7.53 (1H,d,J=17.8 Hz), 7.59 (1H, d, ] = 7.8 Hz),
7.65 (1H,d, ] =7.8 Hz), 7.74 (1H, d, ] = 7.8 Hz),
8.24 2H,t,] = 7.8 Hz), 8.68 (1H, s),

9.75 (1H, t, ] = 5.4 Hz).

MS m/z: 417 (M-H)..
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TH-NMR (DMSO-de): 4.23 (2H, d, ] = 5.4 Hz),

6.16 (1H, s), 7.55 - 7.62 (3H, m),

7.67 (1H, t, ] = 7.6 Hz), 8.07 (1H, d, J = 8.9 Hz),
8.42 (1H, d, ] = 7.6 Hz), 8.47 (1H, d, ] = 8.9 Hz),
8.65 (1H, s), 9.75 (1H, t, J = 5.4 Hz),

12.97 (1H, brs), 14.56 (1H, brs).

MS m/z: 433 (M-H)'.

85

"H-NMR (DMSO-dg)3: 4.17 (2H, d, J = 5.4 Hz),
5.70 (1H, s), 7.47 (1H, t, ] = 7.3 Hz),

7.56 (1H,t,J = 8.1 Hz), 7.63 (1H, t, ] = 8.1 Hz),
7.73 (1H, d, J = 8.1 Hz), 7.91 (1H, d, ] = 8.1 Hz),
8.25(1H,d,J=7.3 Hz), 8.48 (1H, d, J = 7.3 Hz),
8.69 (1H, s), 9.65 (1H, t, ] = 5.4 Hz),

14.21 (1H, brs).

MS m/z: 433 (M-H)".

86

TH-NMR (DMSO-dg)s: 422 (2H, d, ] = 5.7 Hz),
5.80 (1H, s), 7.69 - 7.87 (5H, m),

7.89 (1H, d, ] =9.5 Hz), 7.95 (1H, d, ] = 9.5 Hz),
8.06 (1H, d, J=7.6 Hz), 8.68 (1H, s),

8.94 (1H, d,J =7.6 Hz), 9.75 (1H, t, ] = .5.7 Hz),
14.49 (1H, brs).

MS m/z: 427 (M-H)".

87

"H-NMR (DMSO-dg)3: 1.60 - 1.81 (4H, m),
2.56 (2H,t,J = 5.7 Hz), 2.81 (2H, t, J = 5.7 Hz),
4.21 (2H, d, ] = 5.4 Hz), 5.67 (1H, s),
7.12-7.19 (2H, m), 7.28 (1H, t, ] = 7.8 Hz),
8.60 (1H, s), 9.71 (1H, t, ] = 5.4 Hz),

14.50 (1H, brs).

MS m/z: 381 (M-H)".

88 M

"H-NMR (DMSO-d)s: 1.30 (3H, d, J = 6.7 Hz),
1.43 - 1.93 (4H, m),

2.56 (2H, dd, J = 5.9, 11.3 Hz),

2.90 - 3.05 (1H, m), 4.21 (2H, d, ] = 3.5 Hz),
5.67 (1H, s), 7.17 (1H, t, ] = 4.1 Hz),

7.24 - 7.40 (2H, m), 8.61 (1H, s), 9.70 (1H, t, J
5.7 Hz), 12.98 (1H, s), 14.54 (1H, brs).

MS mv/z: 395 (M-H)".

89

"H-NMR (DMSO0-dg)8: 2.05 (2H, q, ] = 7.6 Hz),
2.77 (2H,t,1="7.6 Hz), 2.98 2H, t, ] = 7.6 Hz),
4.20 (2H, d, J = 5.7 Hz), 5.73 (1H, s),

7.15 (1H, t, J = 6.5 Hz), 7.28 - 7.38 (2H, m),
8.60 (1H, s), 9.70 (1H, s), 14.53 (1H, brs).

MS m/z: 367 (M-H)".
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"H-NMR (DMSO-de)s: 2.33 (6H, s),
421 (2H, d, ] = 5.4 Hz), 5.85 (1H, s),
7.04 (3H, s), 8.59 (1H, s), 9.71 (1H, brs),
12.98 (1H, brs), 14.53 (1H, s).

MS.m/z: 355 (M-H).

91

"H-NMR (DMSO-d)5:4.36-(2H, d, J = 5.4 Hz),
6.09 (1H, s), 7.35 - 7.62 (7H, m),

7.73 -7.70 (1H, m), 8.29 (1H, s),

9.88 (1H, brs), 13.89 (1H, s).

MS m/z: 437 (M-HY.

92

TH-NMR (DMSO-dg)s: 0.93 (3H, t, J = 7.3 Hz),
1.01 3H, d,J = 6.8 Hz), 1.27 - 1.41 (1H, m),
1.49 - 1.64 (1H, m), 1.75 - 1.87 (1H, m),

3.13 (1H, dd, J = 7.3, 12.4 Hz),

3.27 (1H, dd, J = 5.9, 12.4 Hz), 4.20 (2H, d, J =
5.7 Hz), 6.81 (1H, s), 8.56 (1H, s),

9.68 (1H, t, J = 5.7 Hz), 14.36 (1H, brs).

MS m/z: 337 (M-HY.

93

"H-NMR (DMSO-dg)s: 0.93 (3H, t, J = 7.0 Hz),
1.06 (3H, d, J = 7.0 Hz), 1.28 - 1.38 (1H, s),
1.52 - 1.62 (1H, m), 1.78 - 1.83 (1H, m),

3.13 (1H, dd, T = 7.6, 12.4 Hz),

3.28 (1H, dd, J = 7.6, 12.4 Hz),

4.20 (2H, d, J = 5.6 Hz), 6.82 (1H, s),

8.56 (1H, s), 9.68 (1H, brs), 14.36 (1H, s).

MS m/z: 337 (M-HY.

94

"H-NMR (DMSO0-dg)s: 2.72 (3H, s),
4.21 (2H, d, J = 5.4 Hz), 6.76 (1H, s),
8.56 (1H, s),

9.68 (1H, t, J = 5.4 Hz), 14.38 (1H, brs).
MS m/z: 281 (M-H).

95

"H-NMR (CDCl)3: 1.15 (3H, t, J = 7.3 Hz),
1.78 - 1.94 (2H, m), 3.11 (2H, d, J = 7.3 Hz),
4.35 (2H, d, J = 5.7 Hz), 6.51 (1H, s),

8.23 (1H, s), 9.89 (1H, brs), 13.94 (1H, brs).

MS m/z: 309 (M-H)".

96

"H-NMR (DMSO-d¢)8: 2.71 - 2.95 (2H, m),
3.51 (2H, t,J = 7.3 Hz), 4.21 (2H, d, J = 5.7 Hz),
6.88 (1H, s), 8.57 (1H, s), 9.70 (1H, brs),

14.38 (1H, brs).

MS m/z: 363 (M-HY.
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"H-NMR (DMSO-dg)8: 0.94 (3H, t, J = 7.3 Hz),
1.42 - 1.55 (2H, m), 1.67 - 1.78 (2H, m),

3.27 (2H,t,J=17.3 Hz), 4.20 (2H, t, ] = 5.4 Hz),
6.82 (1H, s), 8.56 (1H, s),

9.69 (1H, t, ] = 5.4 Hz), 14.36 (1H, brs).

MS m/z: 323 (M-H)".

98

TH-NMR (CDCl5)s: 1.00 (6H, d, J = 6.5 Hz), 1.63
-2.21 3H, m), 3.12 (2H, t, ] = 7.6 Hz), 4.36 (2H,
d,J=5.2Hz), 6.51 (1H, s),

8.23 (1H, s), 9.89 (1H, brs), 13.92 (1H, brs).

MS m/z: 337 (M-HY.

99

"H-NMR (DMSO0-dg)3: 0.99 (9H, s),

1.63 (2H, t, J = 8.4 Hz), 3.22 (2H, t, ] = 8.4 Hz),
421 (2H, d, J = 5.1 Hz), 6.81 (1H, s),

8.56 (1H, s), 9.69 (1H, brs), 14.37 (1H, brs).
MS m/z: 351 (M-H)".

100

X

"H-NMR (DMSO-dg)3: 0.88 (3H, t, J = 7.3 Hz),
1.05 (6H, s), 1.44 (2H, q, ] = 7.3 Hz),

3.20 (2H, s), 4.21 (2H, d, ] = 5.4 Hz),

6.90 (1H, s), 8.56 (1H, s),

9.68 (1H, t, J = 5.4 Hz), 14.36 (1H, brs).

MS m/z: 351 (M-H)..

101

3

"H-NMR (DMSO-d¢)s: 0.92 (6H, t, ] = 7.3 Hz),
1.36 - 1.58 (4H, m), 1.60 - 1.78 (1H, m), 3.22
(2H, d, ] = 6.2 Hz), 421 (2H, d, ] = 5.4 Hz), 6.81
(1H, s), 8.56 (1H, s), 9.67 (1H, t, J = 5.4 Hz),
13.01 (1H, brs), 14.36 (1H, s).
MS m/z: 351 (M-H)".

102

"H-NMR (DMSO-dg)5: 0.95 (6H, t, ] = 7.8 Hz),
1.41 (3H, d, ] = 6.2 Hz), 1.56 - 1.59 (2H, m),
1.76 - 1.86 (1H, m), 3.89 - 3.96 (1H, m),

4.20 (2H, d,-] = 4.6 Hz), 6.95 (1H, s),

8.56 (1H, s), 9.70 (1H, brs), 14.36 (1H, s).

MS m/z: 351 (M-H).

C193866A.docx

-82-



201625614

[ 16]

BHEB!

&t

103

"H-NMR (DMSO-d¢)5: 1.89 - 2.09 (2H, m),
2.36 - 2.72 (2H, m), 3.36 2H, t, J = 7.3 Hz),
4.20 (2H, d, J = 5.4 Hz), 6.86 (1H, s),

8.51 (1H, s), 9.72 (1H, brs).

MS m/z: 377 (M-H)'.

104

'H-NMR (CDCl3)8: 0.94 (3H, t, ] = 7.2 Hz),
1.29 - 2.12 (6H, m), 3.12 (2H, t, ] = 7.4 Hz),
4.36 (2H, d, ] = 5.4 Hz), 6.51 (1H, s),

8.23 (1H, s), 9.90 (1H, br), 13.93 (1H, brs).

MS m/z: 337 (M-H)..

105

"H-NMR (DMSO-d¢)5: 0.88 (8H, d, J = 6.5 Hz),
1.31 - 1.40 (2H, m), 1.58 - 1.63 (1H, m),

1.71 - 1.77 (2H, m), 3.26 (2H, t, J = 7.6 Hz),
420 (2H, d, J = 5.7 Hz), 6.82 (1H, s),

8.56 (1H, s), 9.69 (1H, brs), 14.35 (1H, s).

MS m/z: 351 (M-H).

106

"H-NMR (DMSO-dg)s: 0.87 (3H, t, J = 7.0 Hz),
0.94 (3H, d, J = 6.5 Hz), 1.15 - 1.26 (1H, m),
1.37-1.46 (1H, m), 1.49 - 1.61 (2H, m),

1.70 - 1.76 (1H, m), 3.26 (2H, t, ] = 6.8 Hz),
4.21 (2H, d, J =5.4 Hz), 6.83 (1H, s),

8.56 (1H, s), 9.68 (1H, brs), 14.36 (1H, s).

MS m/z: 351 (M-H)".

107

'H-NMR (DMSO-dg)8: 0.74 - 1.01 (6H, m),
1.18 - 1.58 (8H, m), 1.71 - 1.90 (1H, m),

3.21 2H, d,J = 6.2 Hz),

4.19 (2H, d, ] = 5.6 Hz), 6.75 (1H, s),

8.43 (1H, s), 9.66 (1H, brs).

MS m/z: 379 (M-H)..

108

"H-NMR (DMSO-d)d: 0.85 (6H, t, J = 7.0 Hz),
1.29 - 1.50 (SH, m), 1.61 - 1.77 (2H, m),

3.26 QH, t, J = 7.7 Hz),

421 (24, d, ] = 5.4 Hz),

6.82 (1H, s), 8.56 (1H, s), 9.69 (1H, brs).

MS m/z: 365 (M-H)".
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"H-NMR (DMSO-d)s: 1.76 (3H, s),

2.65 (2H, brs), 3.39 - 3.44 (2H, t, J = 13.5 Hz),
4.19 (2H, d, ] = 5.1 Hz),

6.87 (1H, s), 8.57 (1H, s), 9.70 (1H, brs).

MS m/z: 333 (M-H).

110

"H-NMR (DMSO-dg)5: 1.82 - 2.13 (2H, m),
2.36 - 2.72 (2H, m), 3.39 (2H, t, J = 7.4 Hz),
4.20 (2H, d, J = 5.4 Hz), 6.95 (1H, s),

8.57 (1H, s), 9.70 (1H, brs), 14.39 (1H, brs).
MS m/z: 427 (M-H)'.

11

TH-NMR (CDCl3)s: 0.91 (3H, t, J = 7.0 Hz), 1.30
-2.11 (8H, m), 3.12 (2H, t, J = 7.3 Hz), 4.35 (2H,
d, J=6.5 Hz), 6.50 (1H, s),

8.23 (1H, s), 9.89 (1H, brs), 13.92 (1H, brs).

MS m/z: 351 (M-HY.

112

'H-NMR (DMSO-dg)s: 1.02 (3H, t, J = 7.6 Hz),
2.13 (2H, q, J = 7.6 Hz), 2.50 (2H, brs), 3.40
(2H, brs), 4.74 (2H, d, ] = 5.1 Hz),

6.85 (1H, s), 8.55 (1H, s), 9.72 (1H, brs).

MS m/z: 349 (M+H)".

113

H

"H-NMR (CDCl5)3: 1.52 (6H, d, J = 6.8 Hz),
3.76 (1H, quint, J = 6.S Hz),

4.36 (2H, d, J = 5.7 Hz), 6.59 (1H, s),

8.23 (1H, s), 9.89 (1H, t, ] = 5.7 Hz),

13.91 (1H, brs).

MS m/z: 309 (M-H)".

114

'H-NMR (CDCl;)8: 1.56 (9H, s),

4.37 (2H, d, J = 5.7 Hz), 6.94 (1H, s),

8.22 (1H, s), 10.05 (1H, brs), 13.89 (1H, brs).
MS mv/z: 323 (M-H)".

115

OH

TH-.NMR (CDCLy)3: 1.15 (6H, d, J = 6.5 Hz),
2.01 - 2.28 (1H, m), 3.00 2H, d, J = 7.0 Hz),
4.35 (2H, d, J = 5.7 Hz), 6.49 (1H, s), 8.23 (1H,
s), 9.88 (1H, brs), 13.93 (1H, brs).

MS m/z: 323 (M-H)'.
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"H-NMR (CDCl5)8: 1.09 (3H, d, J = 6.5 Hz),
1.11 3H, d, J = 6.8 Hz),
1.46 (3H, d, ] = 7.0 Hz),
116 2.08 - 2.12 (1H, m), 3.54 - 3.58 (1H, m),
4.35 (2H, s), 6.56 (1H, s), 8.22 (1H, s),
9.89 (1H, s), 13.89 (1H, s).
MS m/z: 339 (M+H)".
TH-NMR (CDCl5)8: 3.81 (2H, t, ] = 3.5 Hz),
4.36 (3H, d, J = 5.7 Hz),
17 5.31 (1H, d, J = 10.0 Hz),
5.42 (1H, d, J = 17.0 Hz), 5.90 - 6.00 (1H, m),
6.57 (1H, s), 8.24 (1H, s).
MS m/z: 309 (M+H)".
'H-NMR (DMSO-d¢)5: 1.61 - 1.98 (6H, m),
118 0.18 - 2.42 (2H, m), 3.85 (1H, brs),
4.28 (2H, s), 6.59 (1H, s), 8.23 (1H, s).
MS m/z: 335 (M-HY).
"H-NMR (DMSO-dg)8: 1.45 - 1.75 (8H, m),
2.07 - 2.09 (2H, m), 3.86 (1H, brs),
119 4.20 (2H, d, J = 5.7 Hz), 6.90 (1H, s),
8.55 (1H, s), 9.69 (1H, t, ] = 5.7 Hz),
14.36 (1H, brs).
MS m/z: 351 (M+H)".
N 'H-NMR (DMSO-d¢)3: 1.61 - 1.67 (6H, m),
120 u/\cooﬂ ;.(9); -2.06 (9H, m), 4.21 (2H, d, ] = 5.1 Hz),
.07 (1H, s), 8.54 (1H, s), 9.89 (1H, brs).
MS m/z: 403 (M+H)",
'H-NMR (DMSO-dg)8: 0.21 - 0.52 (2H, m),
0.53 - 0.72 (2H, m), 1.08 - 1.31 (1H, m), 3.15 -
121 H’\coon 3.42 (2H, m), 420 (2H, d, J = 5.7 Hz), 6.81
V/\s " (1H, s), 8.57 (1H, s), 9.68 (1H, brs), 14.35 (1H,
br).
MS m/z: 323 (M+H)'.
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Nr%/\ooom
D/\s H

"H-NMR (DMSO-d¢)8: 1.68 - 2.01 (4H, m), 2.02 -
2.22 (2H, m), 2.48 - 2.78 (1H, m), 3.01 - 3.68 (2H,
m), 4.20 (2H, d, J = 5.4 Hz), 6.82 (1H, s), 8.56
(1H, s), 9.68 (1H, brs), 14.36 (1H, br).

MS m/z: 335 (M-H)'.

123

"H-NMR (DMSO-dg)3: 1.23 - 1.44 2H, m),

1.47 - 1.74 (4H, m), 1.77 - 1.95 (2H, m),

2.12 - 2.32 (1H, m), 3.22 (2H, d, ] = 7.3 Hz), 4.20
(2H, d, ] = 5.7 Hz),

6.83 (1H, s), 8.57 (1H, s), 9.69 (1H, t, ] = 4.7 Hz),
14.37 (1H, s).

MS m/z: 349 (M-H)".

124

"H-NMR (DMSO-dg)3: 0.96 - 1.35 (5H, m),
1.52 - 1.79 (4H, m), 1.80 - 1.96 (2H, m),

3.18 2H,t, J = 6.6 Hz), 4.19 (2H, d, ] = 5.1 Hz),
6.81 (1H, s), 8.57 (1H, s),

9.70 (1H, t, ] = 5.7 Hz), 14.40 (1H, s).

MS m/z: 363 (M-H)".

125

"H-NMR (DMSO-dg)3: 0.82 - 1.03 (2H, m),
1.09 - 1.33 3H, m), 1.37 - 1.53 (1H, m),
1.56 - 1.87 (7H, m), 3.28 (2H, t, J = 7.8 Hz),
4.20 (2H, d, ] = 5.7 Hz), 6.81 (1H, s),

8.56 (1H, s), 9.69 (1H, t, J = 5.4 Hz),

12.99 (1H, brs), 14.36 (1H, s).

MS m/z: 377 (M-H)'".

126

"H-NMR (DMSO-dg)8: 0.92 - 1.32 (8H, m),
1.35-1.50 (1H, m), 1.57 - 1.86 (6H, m),
3.09 (1H, dd, J = 8.1, 12.2 Hz),

3.33 (1H, dd, ] =5.7, 12.7 Hz),

4.20 (2H, t, J = 5.4 Hz), 6.82 (1H, s),

8.57 (1H, s), 9.69 (1H, t, J = 6.3 Hz),

14.36 (1H, s).

MS m/z: 391 (M-H).

127

'"H-NMR (DMSO-dg): 0.11 - 0.22 (2H, m), 0.42 -
0.53 (2H, m), 0.78 - 0.95 (1H, m), 1.52 - 1.80 (2H,
m), 3.34 (2H, t, ] = 7.0 Hz), 420 2H, d, J = 5.7
Hz), 6.80 (1H, s),

8.52 (1H, s), 9.68 (1H, brs).

MS m/z: 335 (M-H)".
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"H-NMR (DMSO-dg)3: 1.55 - 1.92 (7H, m),
1.87-2.14 (2H, m), 3.17 (2H, t, J = 7.3 Hz),

4.19 (2H, d, J = 6.3 Hz), 6.46 (1H, s), 8.47 (1H, 3),
9.69 (1H, t,J = 5.7 Hz), 14.38 (1H, 5).

MS m/z: 349 (M-H)".

125

"H-NMR (DMSO-dg)8: 1.08 - 1.27 (2H, m),
1.44 - 1.70 (4H, m), 1.71 - 1.99 (5H, m),

3.26 (2H, t, ] = 7.6 Hz), 4.20 (2H, t, ] = 5.4 Hz),
6.80 (1H, s), 8.56 (1H, s),

9.69 (1H, t, ] = 4.9 Hz), 14.38 (1H, s).

MS m/z: 364 (M-H)".

130

'H-NMR (DMSO-dg)é: 0.99 - 1.21 (4H, m), 1.21 -
1.39 (1H, m), 1.39 - 1.84 (6H, m),

2.06 (1H, 5), 2.19 (1H, 3),

3.20 (2H, t, ] = 7.3 Hz), 4.13 2H, s),

6.69 (1H, s), 8.38 (1H, s), 9.76 (1H, brs).

MS m/z: 389 (M-H)".

131

"H-NMR (DMSO-d¢)8: 1.34 - 1.75 (14H, m),
1.87-2.02 (3H, m), 3.21 (2H, t,J = 8.1 Hz),
4.19 (2H, d, J = 5.4 Hz), 6.79 (1H, s),

8.56 (1H, s), 9.69 (1H, t, ] = 5.7 Hz),

14.37 (1H, s).

MS m/z: 429 (M-H).

132

FN 9

"H-NMR (DMSO-dg)3: 3.07 (2H, t, J = 7.6 Hz),
3.58 (2H, d, J = 7.6 Hz), 4.20 (2H, d, ] = 5.4 Hz),
6.87 (1H, s), 7.00 - 7.46 (5H, m), 8.54 (1H, s),
9.68 (1H, brs), 14.35 (1H, brs).

MS m/z: 371 (M-H).

133

cl S

H
OH

TH-NMR (DMSO-dg)s: 3.09 (2H, t, J = 7.8 Hz),
3.60 (2H, t, ] = 7.6 Hz), 4.20 (2H, d, ] = 5.9 Hz),
6.91 (1H, s), 7.34 (1H, dd, J = 1.9, 8.1 Hz),

7.56 (1H, d, J = 8.3 Hz), 7.67 (1H, d, J = 1.9 Hz),
8.54 (1H, s), 9.68 (1H, brs), 14.35 (1H, s)

MS m/z: 439 (M-H)'.

134

N O
N
O
S OH

"H-NMR (DMSO-dg)3: 3.01 (2H, t, J = 7.3 Hz),
3.54 (2H, t,J = 7.3 Hz), 3.72 (3H, $),4.20 (2H, d, J
= 5.1 Hz),

6.86 (1H, s), 6.87 (2H, d, ] = 8.4 Hz),
7.25 (2H, d, J = 8.9 Hz), 8.54 (1H, s),
9.68 (1H, brs), 14.35 (1H, s).

MS m/z: 400 (M-H)".
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O3S
‘sene
87 X"“0oH

TH-NMR (DMSO-dg): 1.41 (3H, d, J = 7.0 Hz),
3.18 (2H, q, J = 7.0 Hz), 3.55 - 3.60 (1H, m),
4.20 (2H, d, T = 5.7 Hz), 6.84 (1H, s),

7.23 -7.37 (5H, m), 8.51 (1H, s),

9.66 (1H, brs), 14.34 (1H, s).

MS m/z: 385 (M-H).

136

FN O
N_ Y A~
Y1 N
87 ~"“OH

'H-NMR (DMSO-dg)s: 1.51 (6H, s),

3.66 (2H, s), 4.19 (2H, d, ] = 5.4 Hz),

6.87 (1H, s), 7.19 - 7.50 (5H, m), 8.49 (1H, s),
9.66 (1H, brs), 14.33 (1H, s).

MS m/z: 399 (M-H)'.

137

N 0

N\ ) Pas
4,1/\ NN N eoon
S 8~ " 0H

TH-NMR (DMSO-d¢)d: 3.30 (2H, t, J = 7.3 Hz),
3.60 (2H, t, ] = 7.3 Hz), 4.21 (2H, d, J = 3.0 Hz),
6.88 (1H, s), 6.98 (1H, dd, J = 1.6, 4.9 Hz),

7.03 (1H, s),

7.89 (1H, dd, J = 1.4, 5.1 Hz), 8.55 (1H, s),

9.68 (1H, brs), 14.36 (1H, s).

MS m/z: 377 (M-H)'.

138

0
| N COOH

H
[:::I/“\v/‘\ X OH

N
N
N

"H-NMR (DMSO-dg)$: 0.76 - 0.96 (2H, m),

1.02 - 1.43 (6H, m), 1.52 - 1.82 (7H, m),

3.23 (2H, d, J = 6.8 Hz), 4.09 (2H, d, ] = 4.9 Hz),
6.77 (1H, s), 8.52 (1H, s),

9.75 (1H, t, J=5.7 Hz), 14.51 (1H, s)

MS m/z: 391 (M-H)".

139

/N 0

N‘N\ 1 N COOH
[:::r/\\,/~\s N H

"H-NMR (DMSO-dg)5: 1.99 - 2. 10(2H m),

2.79 (2H, t, J = 7.6 Hz), 3.26 2H, t, ] = 7.3 Hz),
4.20 (2H, d, ] = 5.4 Hz), 6.78 (1H, s), 7.17 - 7.33
(5H, m), 8.56 (1H, s),

9.69 (1H, t, ] = 5.4 Hz), 14.36 (1H, brs).

MS m/z: 385 (M-H).

140

7N 9
N

‘N I N"Co0H
,/o\u/"\s N rr

"H-NMR (DMSO0-dg)5: 3.29 (3H, s),

3.49 (2H, t, ] = 5.7 Hz), 3.69 (2H,t, ] = 57Hz)
4.19 (2H, d, J = 5.1 Hz), 6.88 (1H, s),

8.56 (1H, s), 9.67 (1H, t, J = 5.4 Hz),

12.99 (1H, brs), 14.36 (1H, s).

MS m/z: 325 (M-H)'.
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TH-NMR (DMSO-dg)s: 1.09 (6H, d, J = 5.9 Hz),
3.55 -3.67 (2H, m), 3.74 (2H, t, ] = 5.9 Hz),
4.20 (2H, d, J = 5.7 Hz), 6.89 (1H, s),

7.95 (1H; s), 8.56 (1H, s), 9.69 (1H, brs).

MS m/z: 355 (M+H)"

142

'H-NMR (DMSO-dg)8: 3.74 (2H, t, ] = 8.6 Hz),
4.21 (2H, d, ] = 5.7 Hz), 4.36 (2H, t, ] = 5.7 Hz),
6.92 - 7.01 (4H, m), 7.29 2H, t, ] = 8.1 Hz),
8.57 (1H, s), 9.69 (1H, brs), 14.37 (1H, s).

MS m/z: 387 (M-H)".

143

"H-NMR (DMSO-dg)3: 3.60 (1H, dd, J = 5.1, 13.5
Hz), 3.74 (1H, dd, ] = 3.8, 14.3 Hz),

4.11 (1H, dd, J = 4.6, 11.1 Hz),

4.21 (2H, d, J = 6.4 Hz), 4.45 (1H, d, J = 11.9 Hz),
4.58 (1H, d, J =2.7 Hz), 6.84 (2H, d, ] = 3.2 Hz),
6.85-6.91 (1H, m), 7.01 (1H, s),

7.32 - 7.53 (1H, m), 8.58 (1H, s),

9.69 (1H, brs), 14.37 (1H, s).

MS m/z: 415 (M-H).

144

'H-NMR (DMSO-dg): 3.00 - 3.58 (5H, m),
4.06 (2H, d, J = 5.0 Hz), 6.47 (1H, s),

7.09 - 7.32 (10H, m), 8.46 (1H, s),

9.73 (1H, t, ] = 5.0 Hz).

MS m/z: 461 (M-H)".

145

TH-NMR (DMSO-dg): 0.72 - 0.92 (6H, m), 1.12 -
1.39 (8H, m), 1.40 - 1.60 (1H, m), 2.82 - 2.91 (2H,
m), 3.42 - 3.58 (2H, m),

3.98 (2H, d, J = 5.7 Hz),

4.21 (2H, d, J = 5.7 Hz), 6.91 (1H, s),

8.56 (1H, s), 9.69 (1H, brs), 14.38 (1H, brs).

MS m/z: 451 (M-H)’,

146

N

I_H-NMR (DMSO-dg)d: 4.20 (2H, d, J = 5.4 Hz),
4.61 (2H, s), 6.90 (1H, s),

7.26 - 7.59 (5H, m), 8.56 (1H, s),

9.68 (1H, brs), 14.35 (1H, brs).

MS m/z: 357 (M-H).
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5

"H-NMR (DMSO-dg)5: 2.42 (3H, 5),
4.21 (2H, d, ] = 5.4 Hz), 4.59 (2H, s)
6.97 (1H, s), 7.10 - 7.35 (3H, m),
7.43 (1H, d, J = 7.0 Hz), 8.56 (1H, s),
9.70 (1H, brs), 14.38 (1H, brs).

MS m/z: 371 (M-H)".

b

148

&Eﬁm

'H-NMR (DMSO-dq)5: 4.21 (2H, d, J = 5.4 Hz),
4.72 (2H, s), 6.98 (1H, s),

7.61 (1H, d, J = 7.8 Hz), 7.66 - 7.88 (3H, m),
8.59 (1H, s), 9.70 (1H, brs),

13.01 (1H, brs), 14.40 (1H, brs).

MS m/z: 425 (M-H).

149

&\%’\:wn
H

'"H-NMR (DMSO-dg)5: 4.20 (2H, d, J = 5.7 Hz),
4.64 (2H, s), 6.99 (1H, s),

7.17 - 7.48 (3H, m), 7.60 (1H, t, J = 7.6 Hz),
8.58 (1H, s), 9.69 (1H, brs),

13.00 (1H, brs), 14.39 (1H, brs).

MS m/z: 375 (M-H)".

150

'"H-NMR (DMSO-de)3: 4.20 (2H, d, ] = 5.4 Hz),
4.68 (2H, s), 7.00 (1H, s),

7.30 - 7.56 (2H, m), 7.47 - 7.59 (1H, m),

7.61 - 7.72 (1H, m), 8.57 (1H, s),

9.69 (1H, brs), 14.38 (1H, brs).

MS m/z: 391 (M-H)".

151

OMe

A Y

“cooH
H

"H-NMR (DMSO-dq)5: 3.86 (3H, s),
4.21 (2H, d, J = 4.6 Hz), 4.50 (2H, ),
6.84 - 7.77 (5H, m), 8.55 (1H, s),
9.68 (1H, brs), 12.97 (1H, brs),

14.36 (1H, brs).

MS m/z: 387 (M-H)'.

152

CFy

'"H-NMR (DMSO-dg)8: 4.20 (2H, d, ] = 5.7 Hz),
4.65 (2H, s), 6.97 (1H, ),

7.38 - 7.53 (3H, m), 7.70 (1H, d, J = 7.6 Hz),
8.58 (1H, s), 9.69 (1H, brs).

MS m/z: 443 (M+H)".

153

Me.

"H-NMR (DMSO-ds)3: 2.31 (3H, s),
4.20 (2H, d, J = 5.4 Hz), 4.56 (2H, s),
6.90 (1H, s), 7.14 (1H, d, J = 7.3 Hz),
7.22 - 7.36 (3H, m), 8.57 (1H, s),
9.68 (1H, brs ), 14.36 (1H, brs ).

MS m/z: 371 (M-H).
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"H-NMR (DMSO-d¢)3: 4.17 (2H, d, ] = 5.4 Hz),
4.73 (2H, s), 6.94 (1H, s),

7.57-7.74 (2H, m), 7.85 (1H, d, J = 7.6 Hz),
7.93 (1H, s), 8.58 (1H, s), 9.69 (1H, brs),
14.29'(1H, brs). -

MS m/z: 425 (M-H)".

"H-NMR (DMSO-dg)5: 420 (2H, d, J = 5.1 Hz),
4.64 (2H, s), 6.91 (1H, s),

7.10 - 7.22 (1H, m), 7.32 - 7.50 (3H, m),

8.58 (1H, s), 9.68 (1H, brs ),

14.38 (1H, brs).

MS m/z: 375 (M-H)".

156

"H-NMR (DMSO-d¢)3: 4.19 (2H, d, J = 4.9 Hz),
4.63 (2H, s), 6.91 (1H, s),

7.31-7.55 (3H, m), 7.62 (1H, s),

8.58 (1H, s), 9.67 (1H, brs),

14.36 (1H, brs).

MS m/z: 391 (M-H)".

157

"H-NMR (DMSO-d)s: 2.29 (3H, s), 4.20 (2H,
d, J=5.4 Hz),

4.56 (2H, s), 6.89 (1H, s), 7.16 (2H, d, J = 8.1
Hz), 7.40 (2H, d, J = 8.1 Hz), 8.56 (1H, s), 9.68
(1H, brs), 14.34 (1H, brs).

MS m/z: 371 (M-H)'.

158

oy

TH-NMR (DMSO-dg)s: 4.19 (2H, d, ] = 5.1 Hz),
4.73 (2H, s), 6.91 (1H, s), 7.76 (4H, s),

8.58 (1H, s), 9.68 (1H, brs),

14.36 (1H, brs).

MS m/z: 425 (M-H)".

159

"H-NMR (DMSO-dg)s: 4.20 (2H, d, ] = 5.4 Hz),
4.61 (24, s), 6.91 (1H, s),

7.22 (2H, t, ] = 8.6 Hz),

7.57 (2H, dd, ] = 8.6, 5.4 Hz), 8.57 (1H, s),

9.68 (1H, brs), 14.36 (1H, brs).

MS m/z: 375 (M-H)..

160

"H-NMR (DMSO-dg)5: 4.04 (2H, brs),
4.58 (2H, s), 6.80 (1H, s),

7.43 (2H, d, J = 8.1 Hz),

7.53 (2H, d, 1 =8.1 Hz), 8.49 (1H, s),
9.84 (1H, brs).

MS m/z: 391 (M-H)".
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"TH-NMR (DMSO-dg)5: 4.20 2H, d, J = 5.4 Hz),
4.73 (2H, s), 6.90 (1H, 5),
61 N N“ 00K 1773 (2H, d, J = 8.4 Hz), 7.85 (2H, d, J = 8.4 Hz),

H 8.58 (1H, s), 9.67 (1H, brs), 12.94 (1H, brs),
N 14.35 (1H, brs).

MS m/z: 382 (M-H).

0 "H-NMR (DMSO-d¢)8: 1.27 (9H, s),
~coon 1420 (2H,d, T =54 Hz), 4.57 (2H, 5),
162 H 6.93 (1H, ), 7.32 - 7.55 (4H, m), 8.56 (1H, s),
W/O/\ 9.67 (1H, brs), 12.96 (1H, brs), 14.36 (1H, brs).
MS m/z: 413 (M-H) -.

«  |'H-NMR (DMSO-dg)3: 4.19 (2H, d, J = 5.4 Hz),
163 H 4.66 (2H, s), 6.95 (1H, s), 7.02 - 7.78 (9H, m),

8.57 (1H, s), 9.69 (1H, brs), 14.35 (1H, brs).
MS m/z: 433 (M-HY'.

"H-NMR (DMSO-dg)3: 3.74 (3H, s),
~coon 400 2H, d, J = 4.3 Hz), 4.44 (2H, 5),
164 W/O/\ ) 6.61 (1H, brs), 6.92 (2H, d, ] = 7.6 Hz),

7.40 (2H, d, ] = 7.6 Hz), 8.33 (1H, brs).

MS m/z: 387 (M-H).

TH-NMR (DMSO-dg)3: 2.26 (3H, d, J = 1.6 Hz),
4.20 (2H, d, ] = 5.4 Hz), 4.62 2H, s),

'CN ~ooon [7:00 (1H, 5), 7.10 (1H, t, J = 7.0 Hz),

165 | e H 7.27 (1H, t, J = 7.0 Hz), 7.40 (1H, t, J = 7.0 Hz),

‘U\ H 8.58 (1H, s), 9.68 (1H, brs), 13.00 (1H, brs),
14.39 (1H, brs).

MS m/z: 389 (M-HY.
TH-NMR (DMSO-dg)3: 4.20 (2H, d, J = 5.1 Hz),

C on 171 (2H, s), 7.00 (1H, 5), 7.18 - 7.30 (1H, m),

166 [ = 7.35 - 7.51 (2H, m), 8.59 (1H, 5),
8 9.69 (1H, brs), 14.39 (1H, brs).
MS m/z: 393 (M-H)".

"H-NMR (DMSO-d)5: 4.20 (2H, d, J = 5.4 Hz),
4.68 (2H, s), 7.00 (1H, s), 7.47 (1H, dd, J = 8.4,
1.9 Hz),

7.68 (1H, d, J =8.4 Hz), 7.72 (1H, d, ] = 1.9 Hz),
8.57 (1H, s), 9.69 (1H, brs), 14.38 (1H, brs).

MS m/z: 425 (M-H)'.

167
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N~ COOH
168 M/U:S/\" L

TH-NMR (DMSO-de)s: 2.27 (3H, s),
2.38 (3H, 5), 421 (2H, d, J = 4.3 Hz),
4.55 (2H, ), 6.97 (1H, 5),

7.02 (1H, d, J = 7.6 Hz), 7.08 (1H, s),
731 (1H, d,J = 7.6 Hz), 8.57 (1H, s),
9.70 (1H, brs).

MS m/z: 385 (M-H).

Ma

169

TH-NMR (DMSO-de)5: 2.26 (3H, s),

2.36 (3H, s), 4.21 (2H, d, ] = 5.7 Hz),

4.54 (2H, s), 6.97 (1H, s),

7.07 (14, d,J = 7.6 Hz), 7.14 (1H, d, ] = 7.6 Hz),
7.25 (1H, ), 8.57 (1H, s), 9.70 (1H, brs),

14.41 (1H, brs).

MS m/z: 385 (M-HY.

170

"H-NMR (DMSO-de)s: 4.20 (2H, d, J = 5.7 Hz),
4.63 (2H, s), 6.98 (1H, s), 7.18 - 7.40 (2H, m),
7.44 - 7.55 (1H, m), 8.58 (1H, s),

9.69 (1H, brs), 14.38 (1H, brs).

MS m/z: 393 (M-H)".

171

'H-NMR (DMSO-dg)5: 4.20 (2H, d, J = 5.7 Hz),
4.67 (2H, ), 7.04 (1H, s),

7.47 (1H, dd, J = 8.6, 2.7 Hz),

7.58 (1H, d, J = 8.6 Hz), 7.80 (1H, d, J = 2.7 Hz),
8.58 (1H, s), 9.69 (1H, brs), 14.41 (1H, brs).

MS m/z: 425 (M-H)'.

172

"H-NMR (DMSO-d¢)s: 4.18 (2H, d, ] = 5.7 Hz),
4.63 (2H, s), 6.98 (1H, s),

7.34 (1H, t,J =9.5 Hz),

7.47 (1H, ddd, J = 6.5, 4.3, 2.7 Hz),

7.72 (1H, dd, ) = 6.5, 2.7 Hz), 8.57 (1H, s),

9.71 (1H, brs), 14.35 (1H, brs).

MS m/z: 409 (M-H).

173

TH-NMR (DMSO-de)5: 4.20 (2H, d, J = 5.7 Hz),
4.66 (2H, s), 7.02 (1H, s),

7.28 (1H, td, J = 8.6, 3.0 Hz),

7.53 -7.67 (2H, m), 8.58 (1H, s),

9.70 (1H, brs), 14.39 (1H, brs).

MS m/z: 409 (M-HY'.
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174

Me

"H-NMR (DMSO-dg)8: 2.28 (3H, s),
4.20 (2H, d, J = 5.7 Hz), 4.58 (2H, s),
6.97 (1H, s), 7.09 - 7.25 (2H, m),
7.39 (1H, d, J = 7.3 Hz), 8.58 (1H, s),
9.68 (1H, brs), 13.00 (1H, brs),

14.39 (1H, brs).

MS m/z: 389 (M-H).

175

"H-NMR (DMSO-d¢)8: 4.21 (2H, d,J = 5.1 Hz),
4.70 (2H, s), 7.12 (1H, s),

7.42 (1H,td, ] = 9.2, 4.1 Hz),

7.56 (1H, td, J = 9.2, 4.9 Hz), 8.59 (1H, s),

9.72 (1H, brs), 13.02 (1H, brs),

14.39 (1H, brs).

MS m/z: 427 (M-H)'".

176

"H-NMR (DMSO-dg)8: 4.21 (2H, d, J = 5.4 Hz),
4.75 (2H, s), 7.12 (1H, s),

7.45 (1H, dd, J = 8.6, 7.0 Hz),

7.54 - 7.64 (2H, m), 8.58 (1H, s),

9.73 (1H, brs), 14.36 (1H, brs).

MS m/z: 425 (M-H).

177

"H-NMR (DMSO-dg)8: 4.19 (2H, d, ] = 5.4 Hz),
4.62 (2H, s), 6.93 (1H, s),

7.43 (1H, t,J =8.9 Hz), 7.51 - 7.60 (1H, m),
7.80 (1H, dd, J = 7.3, 2.4 Hz), 8.58 (1H, s),

9.68 (1H, brs), 14.37 (1H, brs).

MS m/z: 409 (M-H)".

178

FaC

Fa

'H-NMR (DMSO-dg)8: 4.19 (2H, d, J = 5.7 Hz),
4.81 (2H, s), 7.01 (1H, s), 8.06 (1H, s),

8.30 (2H, s), 8.58 (1H, s), 9.67 (1H, brs),

14.37 (1H, brs).

MS m/z: 493 (M-H)'.

179

"H-NMR (DMSO-d¢)8: 2.41 (6H, s),
4.22 (2H, d, J = 5.4 Hz), 4.56 (2H, s),
7.09 - 7.21 (4H, m), 8.57 (1H, s),

9.70 (1H, t, J = 5.4 Hz), 14.44 (1H, brs).
MS m/z: 385 (M-H)'.
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180

'H-NMR (DMSO-dg)3: 2.24 (3H, s),
2.36 (6H, s), 4.20 (2H, d, J = 5.4 Hz),
4.51 (2H, s), 6.93 (2H, s), 7.05 (1H, s),
8.55 (1H, s), 9.71 (1H, brs).

MS m/z: 399 (M-H)'.

181

'H-NMR (DMSO-d)s: 4.21 (2H, d, ] = 5.4 Hz),
4.69 (2H, s), 7.07 (1H, s), 7.18 - 7.32 (1H, m),
7.47 - 7.64 (1H, m), 8.59 (1H, s),

9.71 (1H, brs), 14.37 (1H, brs).

MS m/z: 411 (M-H)".

182

'H-NMR (DMSO-d¢): 4.20 (2H, d, J = 5.7 Hz),
4.76 (2H, s), 7.08 (1H, s), 8.59 (1H, s),

9.72 (1H, brs), 14.41 (1H, brs).

MS m/z: 448 (M-H)'.

183

Me

'H-NMR (DMSO0-d¢)8: 2.33 (3H, d, J = 2.2 Hz),
421 (2H, d, ] = 5.1 Hz), 4.63 (2H, s),

7.10 (1H, 5), 7.11 - 7.35 (2H, m), 8.59 (1H, s),
9.71 (1H, brs), 13.00 (1H, brs),

14.42 (1H, brs).

MS m/z: 407 (M-H)".

184

TH-NMR (DMSO-de)o: 4.21 (2H, d, J = 5.4 Hz),
4.64 (2H, s), 7.07 (14, 5),

7.20 (2H, t, J = 8.4 Hz),

7.49 (1H, t, ] = 7.3 Hz), 8.58 (1H, s),

9.69 (1H, brs), 14.40 (1H, s).

MS m/z: 393 (M-H).

185

"H-NMR (DMSO0-d)é: 1.73 (3H, d, ] = 6.8 Hz),
4.18 (2H, d, J = 5.7 Hz),

5.18 (1H, q, ] = 6.8 Hz),

6.86 (1H, s), 7.27 - 7.58 (5H, m), 8.56 (1H, s),
9.67 (1H, brs), 14.32 (1H, brs).

MS m/z: 371 (M-H)".
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"H-NMR (CDCl3)5: 1.81 - 2.30 (4H, m),
~ 2.74 - 2.94 (2H, m), 4.15 (2H, d, J = 5.7 Hz),
186 N COOM 1506 (1H, brs), 6.78 (1H, s),
H 7.12 - 7.42 (4H, m), 8.23 (1H, s),

9.92 (1H, t, J = 5.7 Hz), 13.94 (1H, brs).
MS m/z: 397 (M-H)".
TH-NMR (DMSO-de)s: 1.72 (4H, s), 2.70 (4H, s),
4.19 2H, d, J = 5.1 Hz), 4.51 (2H, s),
187 N“cooM 689 (1H, 5), 7.05 (1H, d, ] = 7.8 Hz),

M 7.19 (1H, s), 7.20 (1H, d, J = 7.8 Hz),
8.57 (1H, s), 9.68 (1H, brs), 14.35 (1H, brs).
MS m/z: 411 (M-H)'.
"H-NMR (DMSO-d¢)3: 4.19 (2H, d, ] = 5.7 Hz),
\ , 321 (2H,5),7.04 (1H, 5), 7.39 - 7.58 (2H, m),

8.00 (1H, d, J = 7.8 Hz), 8.09 (1H, d, ] = 7.8 Hz),

H
188 8.62 (1H, s), 9.66 (1H, brs), 12.98 (1H, brs),
14.35 (1H, brs).

MS m/z: 414 (M-H)". |
"H-NMR (DMSO-dg): 4.19 (2H, d, J = 5.7 Hz),
4.72 (2H, 5), 7.02 (1H, s),

i 7.34 (1H, dd, ] = 7.6, 5.4 Hz),
189 N“eooH 1761 (1H, d, ] = 7.6 Hz),
" 7.83 (1H, td, J = 7.6, 1.6 Hz),
[N)/\ 8.57 (1H, d, J = 5.4 Hz), 8.58 (1H, s),
9.68 (1H, brs), 14.35 (1H, brs).
MS m/z: 358 (M-H).
TH-NMR (DMSO-dg)3: 4.20 (2H, d, J = 5.1 Hz),

0 4.66 (2H, s), 6.96 (1H, 5),
(N o [741(1H,dd, J=17.8, 4.9 Hz),
190 H 7.94 (1H, d, J = 7.8 Hz), 8.52 (1H, d, ] = 4.9 Hz),
'O/\ H 8.58 (1H, s), 8.74 (1H, s), 9.69 (1H, brs),
14.37 (1H, brs).

MS m/z: 358 (M-H).

'H-NMR (DMSO-dg)8: 4.19 (2H, d, J = 5.1 Hz),
4.67 (2H, s), 6.86 (1H, s),

7.54 (2H, d, ] = 4.6 Hz),

8.56 (2H, d, J = 4.6 Hz), 8.59 (1H, s),

0.68 (1H, brs), 14.35 (1H, brs).

MS m/z: 358 (M-H)".

191
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"H-NMR (DMSO-d¢)3: 2.47 3H, s),

4.20 (2H, d, J = 5.7 Hz), 4.66 (2H, s),

7.07 (1H, s), 7.20 (1H, d, ] = 7.6 Hz),

7.40 (1H, d, J=7.6 Hz), 7.71 (1H, t, ] = 7.6 Hz),
8.57 (1H, s), 9.67 (1H, brs), 14.34 (1H, brs).

MS m/z: 372 (M-H)".

193

"H-NMR (DMSO-dg)s: 4.19 (2H, d, J = 5.1 Hz),
4.76 (24, s), 6.99 (1H, s),

7.93 (1H, d, ] = 7.8 Hz),

8.24 (1H, d, J = 7.6 Hz), 8.59 (1H, s),

8.94 (1H, s), 9.68 (1H, brs).

MS m/z: 426 (M-H)'.

194

OH

'H-NMR (DMSO-d)s: 4.00 (2H, s), 4.61 (2H,
s), 6.73 (1H, s), 7.64 (2H, s), 8.37 (1H, s), 10.03
(1H, brs).

MS m/z: 427 (M-H)".

195

"H-NMR (DMSO-d¢)s: 4.19 (2H, d, J = 5.7 Hz),
4.79 (2H, s), 6.93 (1H, s),

7.88 (1H, d, J =4.3 Hz), 8.10 (1H, s),

8.59 (1H, s), 8.75 (1H, d, J = 4.9 Hz), 9.66 (1H,
brs), 14.37 (1H, brs).

MS m/z: 426 (M-H)'.

196

'H-NMR (DMSO-d¢)s: 2.42 (6H, s),
4.20 2H, d, J = 5.1 Hz), 4.56 (2H, s),
6.83 (1H, s), 7.20 (2H, s), 8.59 (1H, s),
9.66 (1H, brs), 14.37 (1H, brs).

MS m/z: 386 (M-H)".

197

'H-NMR (DMSO-dg)8: 4.00 (2H, s),
4.61 (2H, 5), 6.73 (1H, s), 7.64 (2H, 3),
8.37 (1H, s), 10.03 (1H, brs).

MS m/z: 427 (M-H)'.
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198

OH

"H-NMR (DMSO-dg)8: 4.21 (2H, d, ] = 5.4 Hz),
5.17 (2H, s), 7.03 (1H, s), 7.65 - 7.77 (2H, m),
7.83 (1H, td, J = 8.4, 1.4 Hz),

8.09 (1H, d, J =8.4 Hz), 8.37 (1H, d, ] = 8.4 Hz),
8.58 (1H, s), 8.88 (1H, d, ] = 4.3 Hz),

9.69 (1H, brs), 14.39 (1H, brs).

MS m/z: 408 (M-H)".

199

"H-NMR (DMSO-dg)8: 4.14 (2H, d, ] = 3.0 Hz),
5.18 (2H, s), 6.91 (1H, s), 7.69 - 7.92 (2H, m),
8.23 (1H, d,J=17.3 Hz), 8.48 (1H, s),

8.69 (1H, d, ] = 8.4 Hz),

9.00 (1H, d, J = 3.0 Hz), 9.66 (1H, brs).

MS m/z: 476 (M-H)'.

200

"H-NMR (DMSO-d¢)3: 4.19 (2H, d, J = 5.5 Hz),
4.93 (2H, s), 7.14 (1H, s),

7.62 (1H,t,J = 7.5 Hz), 7.72 - 7.85 (2H, m), 8.00
(2H, t,1 = 8.5 Hz), 8.40 (1H, d, J = 8.5 Hz),

8.59 (1H, s), 9.66 (1H, brt, ] = 5.5 Hz),

14.3 (1H, brs).

MS m/z: 410 (M+H)".

201

"H-NMR (DMSO-d¢)3: 0.94 (3H, t, J = 7.6 Hz),
1.04 (3H, d, J = 6.8 Hz), 1.25 - 1.40 (1H, m),
1.50 - 1.65 (1H, m), 1.92 - 2.08 (1H, m),

4.19 (2H, d, J = 5.4 Hz), 4.19 - 4.33 (2H, m),
6.47 (1H, s), 8.48 (1H, s), 9.66 (1H, brs).

MS m/z: 323 (M+H)".

202

'"H-NMR (DMSO-d¢)8: 0.94 (3H, t, J = 7.3 Hz),
1.03 (3H, d, J = 6.8 Hz), 1.26 - 1.35 (1H, m),
1.51-1.61 (1H, m), 1.91 - 2.00 (1H, m),

4.19 (2H, d, ] = 5.7 Hz), 4.20 - 4.33 (2H, m),
6.46 (1H, s), 8.47 (1H, s), 9.66 (1H, brs),

14.50 (1H, s).

MS m/z: 321 (M-H)..

203

"H-NMR (DMSO-dg)s: 0.97 (3H, t, J = 7.3 Hz),
1.42 - 1.56 (2H, m), 1.78 - 1.88 (2H, m),

4.19 (2H, d, J = 5.4 Hz), 4.43 (2H, t, ] = 6.2 Hz),
6.45 (1H, s), 8.46 (1H, s),

9.66 (1H, t, ] = 5.4 Hz), 14.51 (1H, brs).

MS m/z: 307 (M-H)".
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"H-NMR (DMSO-de)s: 1.00 (9H, s),
1.81 (2H, t, ] = 7.0 Hz),

4.17 (2H, d, J = 5.7 Hz),

4.47 (2H, t, ] = 7.0 Hz), 6.51 (1H, s),
8.46 (1H, s), 9.66 (1H, brs),

14.53 (1H, brs).

MS m/z: 335 (M-H)..

205

"H-NMR (DMSO-d)8: 0.93 (6H, t, ] = 7.6 Hz),
1.40 - 1.54 (4H, m), 1.73 - 1.83 (1H, m),

4.18 (2H, d, J = 5.7 Hz), 4.33 (2H, d, ] = 5.7 Hz),
6.48 (1H, s), 8.46 (1H, s), 9.65 (1H, brs),

14.52 (1H, s).

MS m/z: 335 (M-H)".

206 )

"H-NMR (DMSO-de)s: 0.84 - 1.00 (9H, m),

1.76 - 1.98 (2H, m), 4.18 (2H, d, ] = 5.7 Hz),
4.25 - 439 (2H, m), 6.49 (1H, s), 8.47 (1H, s,),
9.66 (1H, brs).

MS m/z: 335 (M-H)".

207

"H-NMR (DMSO-dg)8: 0.85 - 1.05 (6H, m),
1.35(3H,t,J=6.2 Hz), 1.15 - 1.35 (1H, m),
1.50 - 1.65 (1H, m), 1.75 - 1.90 (1H, m),

4.18 (2H, d, ] = 5.7 Hz), 4.44 (1H, t, ] = 6.2 Hz),
6.47 (1H, s), 8.46 (1H, s,),9.64 (1H, brs),

14.50 (1H, s).

MS m/z: 337 (M+H)".

208

"H-NMR (DMSO-d)s: 0.90 (6H, d, ] = 6.5 Hz),
1.30 - 1.40 (2H, m), 1.50 - 1.70 (1H, m),

1.80 - 1.90 (2H, m), 4.18 (2H, d, ] = 5.7 Hz),
4.44 (2H, t, ] = 6.2 Hz), 6.45 (1H, s),

8.47 (1H, s), 9.64 (1H, brs), 14.51 (1H, brs).
MS m/z: 307 M+H)".

209

"H-NMR (DMSO-dg): 0.85 - 0.96 (6H, m),
1.17-1.28 (1H, m), 1.38 - 1.48 (1H, m),
1.55-1.85 (2H, m), 1.88 - 1.90 (1H, m),

4.18 (2H, d, J = 5.7 Hz), 4.91 (2H, m),

6.53 (1H, s), 8.45 (1H, s), 9.64 (1H, brs), 14.51
(1H, s).

MS m/z: 337 M+H)".
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'H-NMR (DMSO-dg)8: 1.76 (3H, s),
210 “~coon [2.74 (2H, m), 4.16 (2H, d, J = 5.1 Hz),

H 4.48 (2H, t, ] = 6.5 Hz), 6.48 (1H, s), 8.48 (1H, s).
H MS m/z: 317 (M-H)..

"H-NMR (DMSO0-dg)3: 0.87 (6H, d, ] = 0.5 Hz),

( 1.40 (3H, d, J = 5.9 Hz), 1.23 - 1.34 (2H, m),
1.39-1.41 (1H, m), 1.72 - 1.77 (2H, m),

211 \ Ncoon |78 (H, d,J = 6.2 Hz), 4.99 (1H, m),

H 6.50 (1H, s), 8.45 (1H, s),

9.65 (1H, s), 12.90 (1H, brs), 14.5 (1H, s).

MS m/z: 349 (M-H)".

"H-NMR (DMSO-dq)5: 0.88 (3H, t, J = 8.1 Hz),

1.25 - 1.34 (4H, m), 1.40 - 1.55 (2H, m),
4 oo |1:75 - 1.88 (2H, m), 4.18 (2H, d, J = 5.7 Hz),
212 N\/\%&ﬂ 4.42 (2H, t, ] = 5.4 Hz), 6.4 (1H, 5),
H 8.47 (1H, s), 9.66 (1H, brs).

MS m/z: 337 (M+H)".
TH-NMR (DMSO-d)8: 1.33 (3H, d, J = 6.2 Hz),
1.45 - 1.53 (2H, m), 1.80 - 1.91 (2H, m),
4.51 (2H, d, J = 5.1 Hz), 4.76 (2H, m),
213 N HN/\coou 5.40 - 5.45 (1H, m), 5.75 - 5.85 (1H, m),
6.76 (1H, s), 8.80 (1H, s), 9.98 (1H, s),
14.85 (1H, s).
MS m/z: 335 (M+H)".

"H-NMR (DMSO-dg)s: 0.84 (3H, t, J = 6.5 Hz),

1.28 (4H, brs),
'q N “coon 205 -2.10 (2H, m), 2.55 - 2.65 (2H, m).
214 R 4.18 (2H, d, J =5.4 Hz),

4.44 (2H, 1, = 6.2 Hz), 5.43 - 5.54 (2H, s),
6.45 (1H, s), 8.47 (1H, s), 9.66 (1H, brs).
MS m/z: 363 (M+H)".

"H-NMR (DMSO-dg)o: 0.79 (3H, t, J = 8.1 Hz),
1.15 - 1.42 (6H, m), 2.12 (2H, brs),
)15 ~oon (277 (2H, brs), 4.18 (2H, d, ] = 5.4 Hz),
H 4.49 (2H, t, J = 5.4 Hz), 6.51 (1H, s),
8.48 (1H, s), 9.65 (1H, brs), 14.51 (1H, ).
MS m/z: 375 (M+H)".
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"H-NMR (DMSO-d¢)8: 1.07 (3H, t, ] = 6.8 Hz),
3.40 - 3.52 (4H, m), 3.63 (2H, t, J = 3.8 Hz),
3.87 (2H, t, J = 4.3 Hz), 4.18 2H, d, ] = 4.9 Hz),
4.57 2H, t, ] = 4.9 Hz), 6.49 (1H, s),

8.49 (1H, s), 9.66 (1H, brs), 14.53 (1H, s).

MS m/z: 367 (M-H).

217

"H-NMR (DMSO0-dg)s: 0.90 - 1.08 (2H, m),
1.10 - 1.30 (3H, m), 1.51 - 1.66 (8H, m),

4.18 (2H, d, ] = 5.4 Hz), 4.42 (2H, t, ] = 8.1 Hz),
8.47 (1H, s), 9.65 (1H, brs).

MS m/z: 363 (M+H)".

218

"H-NMR (DMSO-de)8: 1.64 - 1.88 (S5H, m),
1.89 - 1.99 (2H, m), 2.01 - 2.13 (2H, m),

4.19 (2H, d, ] = 6.3 Hz), 4.18 (2H, t, ] = 5.7 Hz),
6.43 (1H, s), 8.47 (1H, s),

9.65 (1H, t, J = 5.4 Hz), 14.51 (1H, s).

MS m/z: 333 (M-H).

219

TH-NMR (DMSO-dg)s: 1.11 - 1.27 (2H, m),
1.42 - 1.69 (4H, m), 1.75 - 2.04 (SH, m),

4.19 (2H, d, J = 5.7 Hz), 4.44 (H, t, ] = 6.2 Hz),
6.46 (1H, s), 8.47 (1H, s),

0.66 (1H, t, J = 5.1 Hz), 14.53 (1H, s).

MS m/z: 347 (M-H)..

220

"H-NMR (DMSO-dg)8: 1.05 - 1.21 (4H, m),
1.31 - 1.53 (4H, m), 1.57 - 1.71 2H, m),

1.77 - 1.95 (1H, m), 2.07 - 2.26 (2H, m),

4.19 (2H, d, ] = 5.7 Hz), 4.42 (2H, t, ] = 5.7 Hz),
6.45 (1H, s), 8.47 (1H, s),

9.65 (1H, t, ] = 5.7 Hz).

MS m/z: 373 (M-H)".

221

TH-NMR (DMSO-dg)5: 1.56 - 1.80 (14H, m),
1.89 - 1.05 (3H, m), 4.18 (2H, d, J = 5.4 Hz),
4.47 (2H, t, J = 6.8 Hz), 6.50 (1H, s),

8.46 (1H, 5), 9.65 (1H, t, ] = 5.4 Hz),

14.51 (1H, s).

MS m/z: 413 (M-H).
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H

"H-NMR (DMSO-dg)5: 3.19 (2H, t, J = 6.8 Hz),
4.18 (2H, d, J = 5.4 Hz), 4.66 (2H, t, J = 6.8 Hz),
6.50 (1H, s), 7.21 - 7.41 (SH, m), 8.47 (1H, s),
9.65 (1H, brs), 14.51 (1H, s).

MS m/z: 356 (M-HY.

223

"H-NMR (DMSO-dq)5: 3.23 (2H, t, ] = 6.8 Hz),
4.18 (2H, d, ] = 5.6 Hz), 4.67 (2H, t, ] = 6.8 Hz),
6.52 (1H, s), 7.11 - 7.52 (4H, m), 8.46 (1H, s),
9.65 (1H, t,J = 6.8 Hz), 14.5 (1H, s).

MS m/z: 375 (M+H)".

224

"H-NMR (DMSO-d)5: 3.42 (2H, 1, ] = 5.9 Hz),
4.19 (2H, d, ] = 5.4 Hz), 4.66 (2H, t, J = 6.2 Hz),
6.52 (1H, s), 6.99 (1H, t, ] = 4.6 Hz),

7.07 (1H, s), 7.38 (1H, d, J = 4.6 Hz),

8.49 (1H, s), 9.66 (1H, brs), 14.52 (1H, s).

MS m/z: 361 (M-H).

225

"H-NMR (DMSO-dg)8: 0.81 - 1.02 (2H, m),

1.09 - 1.33 (3H, m), 1.37 - 1.53 (1H, m),

1.56 - 1.87 (7H, m), 3.28 (2H, t, ] = 8.7 Hz),
4.19 2H, d,J = 5.4 Hz), 4.41 (2H, d, ] = 6.3 Hz),
6.43 (1H, 5), 8.47 (1H, s),

9.66 (1H, t, J = 6.0 Hz), 14.51 (1H, s).

MS m/z: 375 M-H)".

226

"H-NMR (DMSO-dq)3: 3.74 (2H, t, ] = 5.4 Hz),
4.21 (2H, d, J = 5.7 Hz), 4.36 (2H, t, ] = 5.4 Hz),
6.93 - 7.02 (4H, m), 7.29 (2H, t, ] = 7.8 Hz),
8.58 (1H, s), 9.69 (1H, brs ), 14.37 (1H, s).

MS m/z: 371 (M-H)".

227

'H-NMR (DMSO-dg)5: 2.37 (6H, s), 4.0 (2H,
brs), 5.52 (2H, s), 6.68 (1H, s),
7.12 - 7.25 (3H, m), 8.40 (1H, s).

MS m/z: 371 (M+H)".

s % Bl Hep3BHI B+ Z EPOE 4 & % {E

’E R NI 10%M6 4 fn 7% (FBS)Z MEM K % £ % 8% 2 Hep3 B4
PEEEEMAEERE  RITCTHEE-HE > EREFANTHARY
1 pMECAE(0.5% _ F AT H8) 2 /A IE 10%FBSZ MEMIE B & - i
Mo R/EAS/NKFEK LFRE W > # HELISA(Enzyme Linked
Immunosorbent Assay @ {45 & &2 & WMt 47 #7)E 4H (eBioscience /) 5] &
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B EFERPZEPOREETHE - RETARLEARBYE R
i% 2 EPOREHBE NN EIRINE ZEPOREAE NLER « ETEPOIE I
(%) > W36 -

EPO I3 (%) = (# A B E R NEF ZEPORE /N E R Z
EPORE — 1)x100

[ 36]

Hep3 B4R o Z 1 BB E 7R 1 Z EPOSE IR (%)

BB | HEAIR() | BHEB | HEINR (%) | BRG] | SEINR%) | BHEE | HIIZE()
11 190 68 100 135 355 178 338
13 138 71 111 138 367 180 411
21 104 99 575 139 350 182 478
35 211 101 378 144 346 183 380
50 131 104 402 146 305 187 593
56 200 107 528 165 598 212 249
58 163 108 579 167 578 217 293
59 190 125 704 168 513 220 253
63 107 129 593 174 504 225 558
64 107 130 577 176 388

MBRICHERSH > AXHELEHNI WMZRETEEFEE
WM ZEPOELREMRN >  WEANXMIT RSB ZbcYHLEHE

HER -
BB 5] (5 B 2 B4K)
DEHEI11 5.0 mg
2) 3L & 94.0 mg
3)E KB 20.0 mg
DRNEGER  40mg
5)HE fis Bk $% 0.5 mg

6 FEMBMEER 6.5 mg
5T (15€) 130.0 mg
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