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The present invention provides a medicament containing a compound having Trk inhibitor activity as
an active ingredient for prevention and/or treatment of the diseases such as pain, pruritus, lower urinary tract
disorders, asthma, allergic rhinitis, inflammatory bowel disease, or Chagas disease. The compound

represented by the following general formula (I)
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(Wherein all symbols represent the same meaning as the symbols described in the specification.), the salt,
N-oxide, solvate or prodrug thereof is efficient as a medical ingredient having Trk inhibitor activity for
prevention and/or treatment of the diseases such as pain, pruritus, lower urinary tract disorders, asthma,
allergic rhinitis, inflammatory bowel disease, or Chagas disease.
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The present invention provides a medicament 'containing a
compound having T;k inhibitor activity as an active ingredient for
prevention and/or treatment of the diseases such as pain, pruritus,
lower urinary tract disorde.r‘.s, asthma, allergic rhinitis, inflammvatory
bowel disease, or Chagas disease. The compound represented by the

following general formula (I)
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(Wherein all symbols repre‘sent the same meaning as the symbols
described in the specification.), the salt, N-oxide, solvate or prodrug
thereof 1s efficient as a medical ingredient having Trk .inhibitor
activity for prevention and/or treatment of the diseases such as pain,
pruritus, lower urinary tract disorders, asthma, allergic rhinitis,

inflammatory bowel disease, or Chagas disease.
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valerate) ~ H 28 K #A Z BE BS (dexamethasone acetate) ~ |AL TR Z
% Bg (hydrocortisone acetate) ~ & 1L ®] B #2 T B& B (hydrocortisone
butyrate) - & b W B & T B N B BS (hydrocortisone butyrate
propionate) ° %%ﬁiéﬂﬁﬁﬁﬁﬁﬁ(deprodone propionate) * S L& B
X B Z B% B (prednisolone valerate acetate) ~ P9 B 1k & % 2= &

(fluocinolone acetonide)» Eﬂ%{ﬁ’&?ﬁﬁﬁﬂé(beclomethasone propionate)*
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% E A 45 W B (triamcinolone acetonide) » @ KM =B E LB E
(flumethasone pivalate)~ o] &K A N B8 B (alclomethasone propionate)
£ A T BEBS (clobetasone butyrate) ~ &1L 7% JE#2 (prednisolone) ~
f& & oK &2 W B B (peclomethasone propionate) & # & & 7
(fludroxycortide)Z¢ -

[O1941 f o P BB 4 55 e 56 7 5188 7 By A Z B B Ccortisone
acetate) ~ 4 b T Y # (hydrocortisone) ~ 4 1k T &9 4 B Bt 4
(hydrocortisone sodium phosphate) ~ & 1 B BY #2 3% ¥4 B 9
(hydrocortisone sodium succinate) ~ & & B BV £ B B (fludrocortisone
acetate)~ &b % JE #A (prednisolone)~ & {L % JE ¥4 £ B& B5 (prednisolone
acetate) ~ &b JEFA R I9 B 39 (prednisolone sodium succinate) ~ &
b EFA T & L B& Ba (prednisolone butyl acetate) ~ & 15 3 JE 2 Bk BE
$A (prednisolone sodium phosphate) * B 7 & A Z E% Bg (halopredone
acetate) ~ F Z & 16 % JE ¥4 (methylprednisolone) ~ B EFAEEER Z
% B5 (methylprednisolone acetate) ~ H £ & 1k 2 & 2 ¥% 31 B& &4
(methylprednisolone sodium succinate) ~ 2= 3% fA (triamcinolone) ~ % %
FA Z T B (triamcinolone acetate) ~ 2= 3% ¥ 48 A B (triamcinolone
acetonide)~ # 2& > FA (dexamethasone)~ 3 28 >k #A 2. BE S (dexamethasone
acetate) ~ i ZE K ¥ 55 B8 $/4 (dexamethasone sodium phosphate) - i ZE
K #& B% H8 B BS (dexamethasone palmitate) ~ #f & K & Z B By
(paramethasone acetate) % f& fiir >K A (betamethasone)ZF -

[0195) % R A ZE T] 51| 28 f% & oK 2 Y Bk BE (beclomethasone
propionate) * & & £ A N B8 B (fluticasone propionate) ~ 7 #fl &3 1=
(budesonide) ~ &, J& 48 2 (flunisolide) ~ & £ # (triamcinolone) ~
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ST-126P ~ 8 & 2% & (ciclesonide) ~ 3 & 2K FA £7 # B2 Bs (dexamethasone
palmitate) ~ 5 3% it ¥ ¥ B% B (mometasone furoate) ~ i B& % il £ FE
(prasterone sulfonate) ~ 35 B 45 (deflazacort) - ﬁﬁ%ﬁ%ﬁ{b,ﬁé%
#2 (methylprednisolone suleptanate) 5 B £ & (LB B AR BRI MRS E -

(01961 #& gk B& Fis 22 o] 51 22 5] 40 1< & % & B (etidronate) ~
oK % B B5 (pamidronate) ~ P4 &y Bk B& B (alendronate) » I 52 1 % B
(risedronate) - M 7K 5% B% B5 (zoledronate) Fz 2K £ %% B& F5 (minodronate)

[0197] AZHEVWHEAEMER 2 E R MR -

[0198] AR ER2EBEU L2 HEMEREESHKT -

| (01991 X > TR B /S B AR B ML A B TE B R /R A R

MR HMERGREBE AR LSER  FEESE2SHER
EZ THESEBEHZE -

[0200] M Lt HANEAAZEHILAYRASHILEYHE

HMER AR BEHER FPAFZER—FFEREEZR

FZERYEEL el COSFELEOZBRET -

[0201] B TFEMRFHR BE -ER BEERR -KTFHTE-
REFHEME BEARKAZAERXE 1Img £ 1000mg Z HE -
H-H—-XREBXREORT HEHERAZAERL 0.1mg = 100mg
ZEHE H—H—-REZEBRELKOHET  H—HH 1 /NEFEZE 24 /)N
B BEFRAFERT -

[0202) E#A - WLFrit HRETFEREERGRE
EELEEAZTFEVZENEHANERL  TERELTEELEER
BB L -
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[0203) #4850 2 (L& Yt 85 B (b & 49y 0 L A BE ) &y
BERBIEG > TERQEOETEZNEREBRE - )RR R
T A2 RSB - AR R B mARSEEH -

[0204) EORTFHZARAEREQEESE - A - B
o BGH] C ERIEE c ERNAAEBEERKERE - X fHA
aE T - OREPBSHSE - RN EREES -

[0205] MZSWBRAERE S  —BR—EUEZEEY
EE R ER  RTHEBRPE (A HERE $E8  MER
WL BHE)  BAB(ERESRES BB - B
BSREE ) BB EZEBES) AR (ERERES)
EEW  BEEWIPE (SRR - RFABRBS)S RS REEA
BEAL R - X AREELAER (S BB RRESEE

TREFEREEHE _FRES)SE TUEE 2BU -5,
R 2 9 B BT R B R -

[0206) &€ 14 T F B9 P B i SR 0 & BE ) b 5 3 O K
BT E AL - AR BB - RS G —ER—EM
EERBGER  BERA R BEER S HEEERAK -
ZEEZEYRARE) 5 ZRERT S E REE - B
LB - BUEE - B - FEE - REH - SHHS

[0207) SEEOIT R IR 2 EA Q& HM0KER - 5
A - AR ORTTE - REAE  RBOH - EBH - RAK -
# (spray) ~ Tl (aerosol) ~ BIRB BB EME - R EAHF —BER—
B R EEYE s EREANZ FERBEEH R H -

[0208) "Bl - L AEI R EH T % G2 WA L

325850D01D01 52



201716392

Sho R AF MR BN EEB BT SR Y SEE -
0 S AL Y~ T R S R R SR - A B0 T AR
ST A 40 35 SR S5 2,868,601 BR % 3 B AU S5 3,005,355 B e -

[0209) f ks JE 48 CUR T 1 22 5 S B0 60 & 5 MR B0 8 S 0
B~ RRCTR - L  FE  o  E M E S ¢ E B
RN b E Y E AR - BRI AR b -
525 T80 65 1400 o SR GOK ~ R TE ACBK - AR O B -
BZTE - ZEYBESEREZEE - B BN ESTAE
2 R (B - RAWE - FUREE S0GHHS
B BOBER - DM - EELE - BER - REES -2
EHENBESBETRERE LR REERE - X TUEE
B ERE > PIRSERE > BEERNERRESLRES
> S 51 2 K SR A A g S

[0210] fERFEROBT A HMERNEEEE —BER—
CHEM B EMME  BEMEET BB RE RSN
BTHT TEERS

[0211] RASBHSD THE SrEa—E0)EERSH
(b2 YT B B BE 4 PR SR 7 A5 28 99 b & 1) S A B 81
IR E LRS- WEERY - OB ERERY 2 BS -
(3)I8 5% bt 7 4 B 4 B O T 5 R (B B B 2 R
£ REEBE AR EREE BB - SN -
N-B#-D-RABBERE JIABRHE  BOBETESE  FEE
2 o B T )M S o P TS RSB Trk BIEBR
TEZERE REE WINAREREEEANER S EE
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HHEENRBEREE -

[0212] BLEE - WANSCAEMEE R B AR RS T M
(MBRESKRHEHE) RPREBENBRECEUBAES "TEHLBEHHPE
(Summary of Product Characteristics : SPC or SmPC) ;~ NERE &
Bt R EI > T 25 BIM AN SC 5 (US Package Insert : USPI) | B E At
B A R A I TR L IR B
BEon Z N e

[0213)] HRZEXHFELEIEH FIORERHEAZK
IS REEEERE 2K - FESABERESBFEZ A EEBEES
SR 98 4 B 25 HZ 888555 606 5% ~ 607 5t R /S AHRE BHIE)
AEZECNEE 8B WM - 7 Directive 2001/83/EC Article
11 ERFTEE S A guideline on SmPC R/REHZHEEE) RE
REBEZZEK I H - 21 CFR 201.100 E(RFEE S K 21 CFR
201.57 RIS ZBTHANE )P EFHCHE BE  O2HIE
E-RAE HE -BTFHE BEREEREZER -

[0214) X » P=EF » BRT Lii=EKMXXEZ 0 ER
fE % (Label) 5 5 2 % (Labeling or Labelling) » 4% 21 CFR 201 Subpart
B HZHEEMELEZBEIRNNIXHFFRAEHE ZIRNETEZ—Ho8£
2o b MEBEREBERTRTELE - WRERRTREEZS
BEAEER EZHMBBZERRRNB Y E 2B -

[0215] MAZHS - TE5B, REENEBEEFLAEHLES
MR BEERYREER S AW HE MR Gt REIN
RZEERIPRIEBEEARYE  NAEBLA " H#S 25 (immediate

container) ;" B /0 & (immediate wrapper) ;8% N & £ (inner seals) |
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% o NEAAFIOE - FE A B N (vial) ~ E - BIREE
BB M T ZIERIISLS BB CSPH CPIPR - ¥
EAES - |

[0216] MABEMARYZEEGN EFL  MELET
B ORUE W B A Y 2 R
B)E2ERV—EZRE > BEFEHBHIIE ZE 2 (outer container)EL
&F%BZ@H%(outer wrapper) 4L > NTTHME o

[0217] X ASEKBTR—EaEASILENTHRZ S
B R YR S 7S AR S L Y B A B > B R T R >
W BEARYZEE L LAEAREAANS Y AES
B P 4 R W S T B /BRI Trk BREBR R 2 U7 0% -

C[0218) R EMETTHEE KA AE TN R/SOAHE Trk B
i FRAEASHLAYTR BEARYREEASHL
2 1 L A R T B2 I B e SR B A R W 2
M o KRR T 2 B B 1 8 BT 31T (public distribution) -
MBS SERTERSEERZN > TEEEE Y EEpe
A MR BEHBTEEERSEE B B WEE -
BB NBT B R RN THER% - BTEAE -
BIEN  BUETER - SRS @Y E /8 - BIEES
) BANES (LR TIE ANBRSEES) . XEEEE
B/ELARESIHRAEE B EES BEEE  HERKS
@) WA /OEH RS (EEEZRERES) - POP &4 (EEK
. EREES) - EERS(EBEEEOM - KEEE - HEE
%) BEES(OFRETESIHFEES) B2 B
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PXFE-REBESER)E  REERZREE TEGHAUEZREESE
A - |

[0219] EBRIFFRIER  AHBERERH ZFTE R - B &£
FAeEkGHEELAZHARIEZEBREHEBERESR

0220 ABFEFUN 2013FE2H 19 HEHNEFHFEZ
HAHRFEE 2013-029563 SR K FY 2013 £ 7 B 5 HIRHEFHEH
H 7 HBEEE 2013-141246 SRR 5608 » SR @M - BAH X HAKF
HeE PR E M ALEAE -

[0221)] X - RARASEF > WHERSIBZHAEZFISUR
KIEBEF X MESE X ZABRTERAREE Z —H 3 R IE5]
}Eﬁ °
[ 36 51 |

[0222)] BAT > MREBEEGAOIH AFHEFEMEEM - &
ZHARNRRNRZE -

- [0223] HEE&HREFTIHEZH G K TLC RRIRRZEINHN
E’\J%Hﬁﬂ%ﬂ?ﬁ}%Zfﬁﬁiﬁﬁﬂﬁ%ﬁiﬁ%ﬂ » EERFIRBEMHELL -

[0224]1 7& NMR S0 FrsR s 2 F8 N 2 8 B 22 o 0 7 B
ERZAEHE -

[0225] LC-MS/ELSD 4 B4 it 6 4 & 5t
(& FF : Waters ACQUITY Cus(RzfZ 1.7 x 10°m: B 130 x 2.1 mm
ID.) 5 F3E ¢ 1.0mL/4r 88 5 BHERE 1 40C 5 BEIHEA) © 0.1%=
BLB/KBRE  BEHEH®O®B) ' 0.1%=828B- 2B 8K BEGESH
BEIH(A) : BEIMHB)ZEER) 1 [0 738195 55 [0.1 478195 : 55
[1.2 53 8815: 955 [1.4 23 8815: 95 [1.41 23 $8195: 5 [1.5 43 #8195 :
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5; #HES 1 UV(PDA) ~ ELSD ~ MS -
[0226] K%ﬁ%%ﬂlﬂﬁ%Zfbé%%?ﬁﬁﬁﬁFﬁu [UPAC
ZRAIBEEETH R ZERER ACD/Name(iE i B E) ~
Chemdraw Ultra(hE A& 12.0~ Cambridge Soft 2 5] 8l )5 2 Bl IUPAC
HRAEREEGELE -
02271 EHHI 1 1-Q-B E-4-(Z & F £)FE)-1H-IHE
¥ 1H-UE 0 (0.39g) 2 = B EEGR (LT » f57% & DMSO)(5.2mL)¥%
BRIMAS=TEH0.7)  BEREESVNERBERE 40 o8& -
BROLVEMA I-RB-2-HEA4-CEFE)EK(.1g) BHREREY
MO oE NMREREMTFEABANELEKER LZBEZ
FEZEH - BRZABEDK - I RE KRS > UNRBEEERE
BREBRYE - BREGZBAELYBEREEN (S * 28 ZE=10:
1—=2: DEH - BEREFUTYHE ZEELEEY0.43g) -
TLC : Rf 0.43(C )% : ZBEZ =3 : 1)
'H-NMR(DMSO-d ¢): &~ 6.61-6.64(m, 1H), 7.82(d, 1H), 8.07(d, 1H),
8.20(dd, 1H), 8.45-8.49(m, 2H) -
[0228] EHEHI 2 © 2-(1H-MEME-1-2)-5-(Z & FF E)FE
RERS 1 HiEZ6E Y (430me) 2 F BE (16mL)% # F i1 A 48
R (5%wet » 380mg) < MARKBREEVFREGRBET » RER
B 6 /NNF - RIEREVUWEL(ERRL)BRERGREELYE -
EREFUTYEEZREEEYG5me) -
TLC : Rf 0.56(C %% : ZEB ZEE=3: 1);
'H-NMR(DMSO-ds) : 6 6.10 (s, 2H), 6.52-6.56 (m, 1H), 6.92 (dd,
1H), 7.19 (d, 1H), 7.45 (d, 1H), 7.79 (d, 1H), 8.21 (d, 1H) -
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[0229] EHWEI 3: Q-(IH-HLME-1-B)-5-(ZHF E)EE)REH
B 2,2,2-= 8 LB
[0230]

CF,3
0

z:{w*u@
| )

[0231] REHH 2 B > (L&Y (356me) 78 Z B (8mL)
B I ABREE S8 (400me) R B F B 2,2,2- =& ZB5(430mg) - #F
BRERS R SR 150 58 - REERSWHIMAK  UZ
Be 7 B BEEY - M9 S B AT B B R R R R G - S
BECSHYBERERN(CK : ZBZEE=10: 1—-2: )FEH  BE
B DR ¥ 1 2 B AL & 9 (610me) -
TLC : Rf 0.60(C )¢ : 2B ZBE=3 1)
'"H-NMR(DMSO-d¢) : & 4.93 (s, 2H), 6.63-6.66 (m, 1H), 7.66 (dd,
1H), 7.88 (d, 1H), 7.94 (d, 1H), 8.29 (s, 1H), 8.42 (d, 1H), 10.6 (s,
1H) -
[0232) BEWH 4 5-BF-2-(4-(4,4,5,5- 0 F-1,3,2- — S K &
T R Jop-0- 25 )95 8, 25 B U

[0233]

HC o /O/ O\?lr\NJ\Noz
HyC

[0234) 3 4-(4,4,5,5-V0 BB E-1,3,2- = &5, 2 W0 e 388 I oo - 2- )
A (10g)z MWL T > G A THHOImMLBARFTMNA=ZZ
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B% (TmL) & 2-%-5—6}‘%%@[‘%(7.6@ - RRIEBES R OCHESE 1 /I
i - BREREGEVWULBZERRE - & RIERESY A ETRES
KB ~ KRN EEKEF - BEZEHE DR RN ER%
BEBRGE  BEEAUTYEHEEZEELEA1T) -

TLC : Rf 0.45(C %% : ZE‘IQZLEEzAf S 1)

'H-NMR(CD CLs): 6 1.35 (s, 12H), 7.20 (d, 2H), 7.93 (d, 2H), 9.31 (s,
2H) -

L0235 E B 5: 2-(4-(4,4,5,5- V0 BR Ek-1,3,2- & 5 o 20 38 0 be - 2-
B S E)EE-5-1%

[0236]

5513” 2,
HyC” CH,

(02371 MERS 4 HEZ(EEW172)Z ZEE(187mL) K Z
B Z B (94mL)ie & 8 B DA | &AL SE (20%wet ~ 1.56g) - #§ K FE
BEVRERBET > RISTRE4/NE - REERSYTIIA
B2 (90mL) k7 MR8 (0.32g) » MEMITHE 5 08 - RRERSE
PHEL(HERB)BEREFERRE RESZBETMNASE=
TERB/CKRZ 11 BReFH > BRMHZER  BEAFLU
TYHEZEZELEY(2.8g) -
TLC : Rf 0.29(E¥E : ZEBEZFE=1+ 1)
'H-NMR(CD CLs) : 6 1.33 (s, 12H), 3.51 (br s, 2H), 7.14 (d, 2H), 7.85
(d, 2H), 8.06 (s, 2H) -
[0238] THLBI 6 2-(4-QQ-F& Z-5- &ML UE-3-2) K & F )W IE -5-
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B
[0239]

[0240] M EHG 5 Wit > E&W (1) 2-FE6ANL R 1,2-
CH A Z N (L.6mL) 2 B A R P A 3-8 -5- & L 5E -2
(662mg) ~ BEEESF /KB HEOCM ~ 32mLY R (=X EB) &1L
(112mg) - B R IERSWMNEREET » 1 85CHEEE 2 /I - BE

RS AN EE RGN ZBZERE  DARS - BEEH
%Eu%%wmbmmmﬁﬁmoﬁﬁﬁzm@u%ﬁﬁ@mm
MR M Z B Z B2 - 1S 7 DL AR A B K
BUBR BE S B2 IR S B0 - JG TS 2 A B RS 100mL - KRG
Z Y8 g DL R JE T (B -89 (Fuji Silysia)Chromatorex NH DM1020
(S ZBRZE)EN  BRAEUTUREZEELEY
(857mg) °
TLC : RE032(Z&H)t : ZBRZHE - FE=8:4:1);
'"H-NMR(DMSO-de) : 6 5.28 (br s, 2H), 5.82 (br s, 2H), 7.14 (d,
2H), 7.39 (d, 1H), 7.45 (d, 2H), 7.94 (d, 1H), 7.99 (s, 2H) -

[0241) EHEH 7: 1-Q-(1H-HEME-1-F)-5-(Z & B E)F£)-3-(2-
(4-(2- R 3 -5- S IHE I - 3- 5 ) 3 45, 8 ) W 0 - 5- 5 ) IR
[0242])
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NH, NN o )ij
ﬁ?CTi}me
N

[0243] MEWH 6 HiEZ(LEWA00me) K EHEF] 3 &i&
ZAEEY(513meg)Z N,N-Z R E Z g (PAT > i #% & DMA)(2.6mL)
BRFPMA=ZZ80.018mL) - RERKBEETHREREEDN 65C
BHE2L/NE - -BREREYAANEZEZREBUIBZERRE - G E
B ERBLKRS 3 REMEREE AR 1 X - KEEZE
BELMEMGZE  BREREE EBEIBEUVWBEREHRC
Gk 2= DB BEEEN TYREZ A%/
& ¥1(465mg) °
TLC : Rf 0.29(2 %% : ZE Z =1+ 3)

'H-NMR(DMSO-d s) : & 5.86 (br s, 2H), 6.68 (dd, 1H), 7.27 (d, 2H),
7.42 (d, 1H), 7.46-7.56 (m, 3H), 7.75 (d, 1H), 7.92-7.99 (m, 2H), 8.41
(d, 1H), 8.58 (d, 1H), 8.70 (s, 2H), 9.71 (br s, 1H), 5.97 (brs, 1H) -
[0244) EH B 8

EREEZRETBRE LAYRESRE LEYER TR
3EEZIEEY > BETHERG 7T HEZERE  BEEBAUTY
MHEHZARZEHLEEY -

 [0245) EEHEH 8-1: 1-(2-(4-(2-FrE-5-E M BE - 3- ;Ec) & 4 5L B I
-5-5)-3-(2-(4-FA £&-1H-1,2,3- S M- 1-5)-5-(Z & B E) ¥ E)IF
[0246]
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[0247] TLC : Rf 0.21(T¥% : ZB ZBs=1" 3);
'H-NMR(DMSO-d ) : & 2.38 (s, 3H), 5.85 (s, 2H), 7.26 (d, 2H), 7.41
(d, 1H), 7.50 (d, 2H), 7.58 (dd, 1H), 7.69 (d, 1H), 7.94 (d, 1H), 8.39
(s, 1H), 8.58-8.61 (m, 1H), 8.68 (s, 2H), 8.76 (s, 1H), 9.69 (s, 1H)

(02481 EHEHI 8-2 : 1-(2-(4-(2-Fi = -5- ML UE - 3- 25 ) & 2 ) W g
-5-2)-3-G5-(Z R F £)-2-G-(ZF F £)- 1H-ME - 1-B)FE )R

[0249]

CFy

W&L@

[0250] TLC : Rf 0.80(ZEE Z.Hs : ©fE=2: 1)
'‘H-NMR(DMSO-d &) : & 5.85 (s, 2H), 7.12 (d, 1H), 7.26 (s, 2H), 7.42
(s, 1H), 7.51 (d, 2H), 7.58 (dd, 1H), 7.71 (d, 1H), 7.95 (d, 1H), 8.47 (s,
2H), 8.59 (s, 1H), 8.67 (s, 2H), 9.48 (s, 1H) -

[0251) B MW 8-3 : 1-(2-(1H-1,2,3-= Mt -1-5)-5-(= &, B &) 3%
F)-3-(2-(4-Q2-B £ -5-8 ML - 3-8 ) R & 5 )W g - 5- 85 ) g
TLC : Rf 0.69(Z B Z.BS)
'H-NMR(DMSO-d¢): & 5.84 (s, 2H), 7.26 (d, 2H), 7.41 (d, 1H), 7.51
(d, 2H), 7.61 (dd, 1H), 7.74 (d, 1H), 7.95 (d, 1H), 8.09 (d, 1H), 8.57
(s, 1H), 8.67 (s, 3H), 8.71 (s, 1H), 9.65 (s, LH) °

[0252] BB 8-4  1-(2-(4-2-F &-5- & ML UE -3-E) K & B )W g
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5-E)-3-(2-8-5-(5 4 ) 2R
[ 0253])

CF,

$ NN

[0254]1 TLC: R{0.52(Ckt : ZBEZH=1:2):
'H-NMR(DMSO-d ) : & 5.85 (s, 2H), 7.26 (d, 2H), 7.41 (d, 1H), 7.51
(d, 2H), 7.68 (dd, 1H), 7.86-7.89 (m, 1H), 7.94 (d, 1H), 8.42 (s, 1H),
8.74 (s, 2H), 8.79 (s, 1H), 9.76 (s, 1H)

[0255)] EEHEBT 8-5 1 1-(2-(4-(2-FE B -5- G 0 I - 3- 56 ) 36 45 % ) m U
5-E)-3-(5-(ZH FE)-2-(4-ZF T E)- 1 H-M k- 15 B R
TLC : Rf 0.36(C )%t : ZBZHE=1:2);

'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.26 (d, 2H), 7.42 (d, 1H), 7.50
(d, 2H), 7.56 (dd, 1H), 7.76 (d, 1H), 7.95 (d, 1H), 8.38 (s, 1H),
8.54-8.59 (m, 1H), 8.69 (s, 2H), 8.98 (d, 2H), 9.75 (s, 1H) -

[0256)] E B 8-6 : 1-(2-(4-(2-F& & -5-E ML IE -3- B ) K & £ )W g
-5-E)-3-Q2-B-(ZH B E)-1H-E M- 1-F)-5-(Z & B ) K E)IR
TLC : Rf0.27(2%% : ZBZEE=1:2):

'H-NMR(DMSO-d¢): & 5.85 (s, 2H), 6.90-6.96 (m, 1H), 7.14 (¢, 1H),
7.26 (d, 2H), 7.41 (d, 1H), 7.50 (d, 2H), 7.53-7.59 (m, 1H), 7.72 (d,
1H), 7.95 (d, 1H), 8.41-8.46 (m, 1H), 8.53 (s, 1H), 8.68 (s, 2H), 8.95
(s, 1H), 9.66 (s, 1H) -

[0257) E G 8-7 ¢ 1-(2-(4-(2-FE £=-5- &ML 1 -3- 2 ) K & B ) g

5-E)3-G-ERERFE)-2-G-EHFE)-1H-1,2,4-Z W 1-E)FEE)
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1R

TLC : Rf 0.62(C ¥ : 2B ZBE=1":2);

'H-NMR(DMSO-d s) : & 5.85 (s, 2H), 7.26 (d, 2H), 7.42 (d, 1H), 7.50
(d, 2H), 7.63 (dd, 1H), 7.81 (d, 1H), 7.95 (d, 1H), 8.47-8.50 (m, 1H),
8.65 (s, 1H), 8.66 (s, 2H), 9.24 (s, 1H), 9.33 (s, 1H) -

[0258) EHiBl 8-8: 1-(2-(3-Z B - 1H-ME M- 1-25)-5-(Z /P &)
AEL)-3-(2-(4-(2-Pg 5 -5-F ML UE - 3- B ) K & &L ) W I - 5- 6 ) AR

TLC : Rf 0.34(2 %% : ZBE ZBs=1: 2);

'H-NMR(DMSO-de) : & 2.58 (s, 3H), 5.85 (s, 2H), 7.05 (d, 1H), 7.26
(d, 2H), 7.42 (d, 1H), 7.50 (d, 2H), 7.57 (dd, 1H), 7.74 (d, 1H), 7.95
(d, 1H), 8.39 (d, 1H), 8.63 (s, 1H), 8.68 (s, 2H), 8.74 (s, 1H), 9.63 (s,
1H) - |

[0259] EHEH 8-9 : 1-(2-(4-(2-F& £ -5- R M 0E -3- 55 ) K & £ ) g
-5-#8)-3-(2-(3- B - 1H-ME M- 1-)-5-(Z & F 2) F 2 IR

TLC : Rf 0.50(Z B 2.8 : ©he=2:1);

'H-NMR(DMSO-de) ¢ & 2.37 (s, 3H), 5.85 (s, 2H), 6.45 (d, 1H),
7.27 (d, 2H), 7.43 (d, 1H), 7.47-7.54 (m, 3H), 7.70 (d, 1H), 7.95 (d,
1H), 8.28 (d, 1H), 8.57 (s, 1H), 8.70 (s, 2H), 9.81 (s, 1H), 9.92 (s,
1H) -

[0260] EHEHI 8-10 ¢ 1-(2-(4-(2-Bia-5- L UE -3- 5 ) S & 25 )
BE-5-4)-3-(3- (= 5, B ) % 2 IR

[0261]

325850D01D01 64



201716392

F3
O Ny
(P/Cf 0,10
L

[0262) TLC : Rf 0.47(C %t : ZBEZHE=1" 4);

'H-NMR(DMSO-ds) : & 7.27-7.34 (m, 3H), 7.42-7.53 (m, 4H), 7.61-

7.66 (m, 1H), 7.88-7.92 (m, 2H), 8.73 (s, 2H) -

(0263 EHMBI 8-11 1 1-(2-(4-(2-BE £ -5- &ML UE -3- B ) F & &)

g -5-25)-3-Q2-F-5-(Z 8 F )R E) IR

TLC : Rf 0.50(2 %% : ZBEZFE=1"2);

'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.26 (d, 2H), 7.38-7.55 (m, 5H),

7.95 (d, 1H), 8.51-8.55 (m, 1H), 8.74 (s, 2H)', 9.09 (s, 1H), 9.30 (s,

1H) -

02641 SEHIBT 8-12 1 1-(2-(4-(2-Be -5 ST e 3-25) % 4. 25 )p

ME-5-%5)-3-(2-(4-FA & - 1TH-ME M -1-B)-5-(Z & F B) K E)IR

TLC : Rf 0.55(Z B 2.8 : =2 1)

'H-NMR(DMSO-de) : & 2.15 (s, 3H), 5.85 (s, 2H), 7.26 (d, 2H), 7.42

(d, 1H), 7.49-7.52 (m, 3H), 7.69 (d, 1H), 7.78 (s, 1H), 7.95 (d, 1H),

8.18 (d, 1H), 8.57 (d, 1H), 8.70 (d, 2H), 9.83 (s, 1H), 9.97 (s, 1 H) -

[0265) EHEA 8-13 ¢ 1-(Q2-(4-Q2-BEE:-5-& M e -3-5) K & &)

LE-5-55)-3-(2-(5-FH &-1H-1,2,3- = M- 1-B)-5-(Z & FH E) R E)IR

TLC : Rf 0.63(ZH Z.8s)

'H-NMR(DMSO-ds) : & 2.19 (s, 3H), 5.84 (d, 2H), 7.26 (d, 2H), 7.42

(d, 2H), 7.50 (d, 2H), 7.61 (d, 1H), 7.84 (s, 1H), 7.94 (d, 1H), 8.29 (s,
" 1H), 8.64 (s, 1H), 8.66 (s, 2H), 9.45 (s, 1H) * "
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[0266] EEHif] 8-14 & 1-(2-(4-(2-B £ -5-E ML B -3-E) B & &)W
5. 2)-3-(2- B B -5-(Z 45, F B S ) IR

TLC : Rf 0.30(ZBE Z W5 : ©hi=2:1);

'‘H-NMR(DMSO-ds) : & 2.32 (s, 3H), 5.85 (s, 2H), 7.28 (d, 2H), 7.31
(d, 1H), 7.39-7.44 (m, 2H), 7.51 (d, 2H), 7.95 (d, 1H), 8.27 (s, 1H),
8.38 (s, 1H), 8.75 (s, 2H), 9.34 (s, 1H) -

[0267) EEWEH] 8-15: 1-(2-(4-(2-FBF EE-5-E L 0E -3- 55 ) 25 & £k ) 15
Mg -5-2)-3-2-3-(1- B Z &)-1H-M - 1-F)-5-(Z &® F E)E )R
TLC : Rf 0.19(2 %% : ZEZH=1:2):

'H-NMR(DMSO-ds) © & 1.44 (d, 3H), 4.92 (quint., 1H), 5.23 (d, 1H),
5.85 (s, 2H), 6.58 (d, 1H), 7.26 (d, 2H), 7.42 (d, 1H), 7.47-7.54 (m,
' 3H), 7.72 (d, 1H), 7.95 (d, 1H), 8.28-8.31 (m, 1H), 8.50 (d, 1H), 8.69
(s, 2H), 9.69 (s, 1H), 9.85 (s, 1H)

[0268) EHifBl 8-16 : 1-(2-(1H-1,2,4-=ME-1-E5)-5-(= &, B £) 2%
F)-3-(2-(4-Q2-F F-5-F ML e -3- 2 ) T | B ) g -5-F) iR

TLC : Rf 0.46(ZBE ZFE) ;

'‘H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.26 (d, 2H), 7.42 (d, 1H), 7.50
(d, 2H), 7.59 (4, 1H), 7.77 (d, 1H), 7.95 (d, 1H), 8.42 (s, 1H), 8.56 (s,
1H), 8.68 (s, 2H), 8.79 (s, 1H), 9.09 (s, 1H), 9.66 (s, 1H)

[0269) EHEB 8-17  1-(2-(4-(2-F £ -5- & ML nE -3- 5 ) 3K & £ ) 5
BE-5-%5)-3-U-H E-3-(CZHFE)FEE)R

TLC : Rf 0.80(Z 1 Z.Bs) ; |

'H-NMR(DMSO-de) : & 2.36 (d, 3H), 5.85 (s, 2H), 7.26 (dd, 2H), 7.34
(d, 1H), 7.42 (d, 1H), 7.51 (dd, 2H), 7.57 (d, 1H), 7.89 (d, 1H), 7.96
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(d, 1H), 8.72 (s, 2H), 8.92 (s, 1H), 9.18 (s, 1H) -

[0270) EEHEHI 8-18 © 1-(2-(4-(2-BE B -5- S L I -3- 25 )3 8, 25 ) s o
5-3)-3-(3-H-5-(Z . F ) )

TLC : Rf 0.26(Z B Z. 0 © ©fe=1:1);

"H-NMR(DMSO-de) : & 5.85 (s, 2H), 7.26 (d, 1H), 7.27 (dd, 2H), 7.43
(d, 1H), 7.51 (dd, 2H), 7.53-7.65 (m, 2H), 7.70 (s, 1H), 7.95 (d, 1H),
8.73 (s, 2H), 9.11 (s, 1H), 9.52 (s, 1H) °
[0271) EHEHI 8-19 : 1-Q2-(4-Q-Ba £ -5-E ML g -3- ) K & H)ms
0 -5-2E)-3-(4-8-3-(Z . ) )R
TLC: Rf0.53(Z B 2B : ©he=3:1);

'"H-NMR(DMSO-de) : & 5.85 (s, 2H), 7.25 (dd, 2H), 7.42 (dd, 1H),
7.51 (d, 2H), 7.61 (d, 1H), 7.70 (d, 1H), 7.95 (dd, 1H), 8.06 (s, 1H),
8.72 (s, 2H), 9.04 (s, IH), 9.44 (s, 1H)

[0272) EHEH] 8-20 ¢ 1-2-(4-(2-f B -5-F Mg -3-F) K & E )UE g

5-%)-3-(2-(5-FF Bk - 1AL k- 135 )-5-(= 4, B 6 ) 36 20 -

TLC : RfF03N(ZBE LB : ©e=2:1);

'"H-NMR(DMSO-ds) : & 2.20 (s, 3H), 5.84 (s, 2H), 6.40 (s, 1H), 7.26
(d, 2H), 7.41 (d, 1H), 7.52 (d, 2H), 7.53 (d, 1H), 7.55 (d, 1H), 7.75 (d,

1H), 7.94 (d, 1H), 8.40 (s, 1H), 8.61 (s, 1H), 8.67 (s, 2H), 9.73 (s,
1H) -

[0273) B HE BT 8-21 ¢ 1-(2-(4-(2-BE B -5- G IHL 0 -3- 35 ) JE 46 0 ) s
5-B)-3-(2-(5- R 2 -3-(= 45 B - L HL- ML - 1) -5-(= fg, FF ) 2
i
TLC : Rf 0.28(C )% : 2B ZHe=1" 2);
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'H-NMR(DMSO-ds) : 6 2.19 (s, 3H), 5.85 (s, 2H), 6.88 (s, 1H), 7.26
(d, 2H), 7.38-7.43 (m, 1H), 7.46-7.63 (m, 4H), 7.92-7.97 (m, 1H), 8.31
(s, 1H), 8.61 (s, 1H), 8.67 (s, 2H), 9.38 (s, 1H) |
[0274] EHEBI 8-22 1 1-(2-(4-(2-BZE-5-E L IE -3- 25 ) 3K &8 26 ) s
BE-5-2)-3-(3--5- (S F E)EE)IR |
TLC : Rf 0.80(Z & Z Eg)
"H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.27 (d, 2H), 7.43 (s, 2H), 7.51
(d, 2H), 7.84 (s, 2H), 7.95 (d, 1H), 8.73 (s, 2H), 9.15 (s, 1H), 9.51 (s,
1H) - |
[0275) EHH 9
A 3--S-EUENE-2-BE 0 MG 3-R-5- M UE -2- BB R
335G IE -0- [ » (R 2-8-5- B BETHL R X 0- 8- 5-B% B E U
EHERS 3 ME ey RECEHAHEZBREFBELESY
BREWY 3 WELEY EFEEEH 41— B 5— 55l
6—> WM T A 2B - BEAAUTYREZ ASHLEY -
[0276) EHRH 9-1 : 1-(2-(1H-NE k- 1;55)5(_‘ﬁEﬁ;Eé) =
3e(6-(4- (2P 5 - 5- S IH B - 3-8 ) 35 4 B ) HE B -3 - B ) I

[0277]
{7@0”

[0278] TLC: Rf0.62(C¥e : LB ZHBE=1: 4);
'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 6.67 (t, 1H), 7.04 (d, 1H), 7.15
(d, 2H), 7.39 (d, 1H), 7;45-7.51 (m, 3H), 7.72 (d, 1H), 7.93-7.94 (m,

325850D01D01 68



201716392

2H), 8.00 (dd, 1H), 8.19 (d, 1H), 8.39 (d, 1H), 8.58 (d, 1H), 9.56 (s,
1H), 9.82 (s, 1H) - |
[0279) EH#EH 9-2 ¢ 1-(2-(1H-1,2,3-= 8- 1-£)-5-(Z & H &) E
-3-(6-(4-(2-F & -5-E L T - 3- 5 ) 38 48 6 ) OhL g - 3- 25 ) R

[0280]

CF,

v
[0281] TLC : Rf 0.69(Z. Z.H5)
'H-NMR(DMSO-ds) : & 5.84 (s, 2H), 7.04 (d, 1H), 7.16 (d, 2H), 7.39
@, 1H), 7.47 (d, 2H), 7.59 (&, 1H), 7.72 (, 1H), 7.94 (d, 1H), 7.99
(dd, 1H), 8.10 (d, 1H), 8.15 (d, 1H), 8.59-8.61 (m, 2H), 8.68 (s, 1H),
9.57 (s, 1H)
[0282) EEWEHl 9-3: 1-Q-(IH-MLM-1-E)-5-(SH B E)EE
-3-(6-(4-(2-FE B -5-F HEIE - 3-8 ) AR & F ) ML e -3-F5) ik
TLC : Rf 0.27(C k% © ZB ZHEi=1: 3)
'H-NMR(DMSO-ds) : & 5.55 (s, 2H), 6.67 (t, 1H), 7.04 (d, 1H), 7.16
(d, 2H), 7.34 (dd, 1H), 7.47-7.50 (m, 3H), 7.72 (d, 1H), 7.91-7.94 (m,
2H), 8.01 (dd, 1H), 8.19 (d, 1H), 8.39 (d, 1H), 8.59 (d, 1H), 9.55 s,
1H), 9.82 (s, 1H) -
[0283] EHBI 10 : 2-(HLEE-3-B)-5-(ZEH B E) K
[0284])
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CF,

N
g
[0285] B 2-3R-5-(= 4 B ) % M (10g) B2 WL W -3- 5 9 B
(5.63g)Z Z K& (20mL)& & # i A 7K (10mL) ‘4%@%@(14.579&%(5
FEBH - HLEAD1.460) - EERBETREERSYR 100C
HPE 14 /0N - R ERAMANEEBRUZKB ZERN - B
MR RESESERRERE  BEXREUYBEREBTC
b5 ZBZEe=1: 0—0: DIFR > DO RER  BEEA
PR e > R AL & 9 (7.628) -
TLC : Rf 0.56(Z & Z 5 : &e=3: 1) ;
'H-NMR(DMSO-ds) : 6 5.40 (s, _2H), 6.90 (d, 1H), 7.08 (s, 1H),
7.18 (d, 1H), 7.48 (dd, 1H), 7.85 (d, 1H), 8.57 (d, 1H), 8.60 (d, 1H) -
[0286) EHEBT 11 1-(6-(4-(2-F L -5-8 ML e -3-5) K & &)k i
-3-F)-3-(2-(HEBE-3-55)-5- (S & B &) 5 IR
MR 2-F-S-BY AR A 2-F-5- R - ARG 10
WEZAMBEREWE 2 WEZ L5y - BETRER 3%
Wi Bl 4— B Wil S— B MBI 6> MBI 7 AR HAE > BEEE
Tl KB LEY -
[0287]

Fs3
; IS
e (J JSS .
7 7

| x L
[0288) TLC: Rf 0.43(Z & ZHg) :
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'H-NMR(DMSO-ds) : & 5.80 (s, 2H), 7.04 (d, 1H), 7.16 (s, 2H), 7.41
(d, 1H), 7.47 (s, 1H), 7.50 (s, 2H), 7.54-7.61 (m, 2H), 7.90 (dt, 1H),
7.91 (d, 1H), 7.99 (s, 1H), 8.11-8.15 (m, 2H), 8.43 (s, 1H), 8.64-8.71
(m, 2H), 9.20 (s, 1H)
[0289) EHEGI 12 : 1-(2-(4-(2-B B -5- & ML BE -3-55) K & & )W I
-5-%)-3-(2-(L BE -3-F)-5-(Z & B &) F &) K

FEHERG 0B LEMBEREES 2HEZ(LEY &
THEEHER 3B 7T HEZE®E  ESEEUTYREZR
ZHEEY -
[0290]

. Fa

NH, YN\ o
,{?ﬁ »lvlnxu
) N

[0291] TLC : Rf 0.60(ZBE Z. B : FHEE=19: 1)
'H-NMR(DMSO-ds) * & 5.84 (s, 2H), 7.25 (d, 2H), 7.41 (d, 1H),
7.48-7.58 (m, 5H), 7.89 (dd, 1H), 7.94 (d, 1H), 8.23 (s, 1H), 8.38 (s,
1H), 8.65-8.68 (m, 4H), 9.23 (s, 1H) °
[0292] E B 13

EREEE Z2HBILaYHEBELLESYENR 3-TLEMEE » &
THERS 10-FHE 3Bk 7 HE Z#®E  BEREEUT
MEEZAREHLEEY -
[0293) EEMEB] 13-1: 1-(2-(4-(2-BE=-5-E I e -3- 55 ) 3 & )
BE-5-%5)-3-(2-(1-FF & - 1H-ME M -5-F)-5-(Z & F BE)FEH) K
[0294]
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[0295] TLC : Rf 0.60(ZB ZFs)

'H-NMR(DMSO-ds) : & 3.65 (s, 3H), 5.85 (s, 2H), 6.46 (s, 1H), 7.27
d, 2H), 7.42 (d, 1H), 7.50-7.52 (m, 4H), 7.62 (s, 1H), 7.95 (d, 1H),
8.09 (s, 1H), 8.56 (s, 1H), 8.68 (s, 2H), 9.49 (s, 1H) °

[0296) EHEH 13-2 1 1-Q2-(4-Q-FFE-5-8 e -3-F) K S H)E
U -5-35)-3-(2-(1-F 26 - 1H-ME e -4-20)-5- (S 46 B ) R 20 R

[0297]

CF,3

*
. —%H;

[0298) TLC: Rf040(ZBEZEE @ FEE=9: 1)
'"H-NMR(DMSO-de) : & 3.92 (s, 3H), 5.85 (s, 2H), 7.25-7.27 (m, 2H),
7.39-7.42 (m, 2H), 7.49-7.51 (m, 3H), 7.76 (s, 1H), 7.95 (d, 1H), 8.10
(s, 1H), 8.24-8.27 (m, 2H), 8.71 (s, 2H), 9.41 (s, 1H) -

[0299] FEHEGI 13-3 : 1-(2-(4-(2-B 2L -5- G I 72 -3-25) 26 4,3 ) 5
BE -5-3)-3-(2-(1- B B -3-(Z 45 B 5)- 1H- IR IR -5 )-5-(= 4, FR ) 3
)R
TLC : Rf0.78(ZBE 25 : k=2 1)

'"H-NMR(DMSO-ds) : 6 3.73 (s, 3H), 5.85 (s, 2H), 6.96 (s, 1H), 7.26
d, 2H), 7.42 (d, 1H), 7.51 (d, 2H), 7.53 (d, 1H), 7.58 (d, 1H), 7.95 (d,
1H), 8.28 (s, 1H), 8.53 (s, 1H), 8.68 (s, 2H), 9.32 (s, 1H) °
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[0300) BB 13-4 1 1-2-(4-2-B& £ -5- UL g -3-F) K & £ ) 1%
g -5-F£)-3-(2-(1-FF B5-1H-Oh M -3 50)-5-(= & H B K EO AR
TLC : Rf 0.48(Z B ZB8)
"H-NMR(DMSO-ds) : & 4.03 (s, 3H), 8.57 (s, 2H), 6.92 (d, 1H), 7.28
(d, 2H), 7.39 (d, 1H), 7.43 (d, 1H), 7.52 (d, 2H), 7.94 (dd, 3H), 8.65
(s, 1H), 8.74 (s, 2H), 9.93 (s, 1H), 10.77 (s, 1H) °
[0301) I 14 '

BEFD 3-3R-5-R R 0E-2-BE AR 3-08-5- S0 0-BE - (F
Bl 3 REEAEEZ REFBELSYRESBRELEYER
BTG 3 AT H B G 6~ W HEH 7 M E 2R BEAAMT
VI > AR LAY -
[0302) R 14-1 & 1-(2-(4-Q2-F B -5-F M vE -3- ) K & £ ) Ig
5-2)-3-(2-$-5-(= 5. B ) B0 IR |

[0303])
NH. 0 N\ §
50 D10
| P H

[0304] TLC : Rf0.65(Ckt : ZBELHEE=1:9):
'H-NMR(DMSO-ds¢) : & 5.56 (s, 2H), 7.28 (d, 2H), 7.35-7.54 (m,
5H), 7.93 (d, 1H), 8.51-8.53(m, 1H), 8.74 (s, 2H), 9.09 (s, 1H), 9.29 (s,
1H) -

[0305] EHEHT 14-2 : 1-(2-(4-(2-Fg B -5-F ML g -3-B) K & &)W
DE-5-%%)-3-(3- (= & B &) F &) IR

TLC : Rf0.16(Z B Z B * Thé=1: 1)
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'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.27 (d, 2H), 7.33 (d, 1H), 7.38
(dd, 1H), 7.51 (d, 1H), 7.53 (dd, 2H), 7.60 (d, 1H), 7.94 (d, 1H), 7.97
(s, 1H), 8.73 (s, 2H), 8.98 (s, 1H), 9.431 (s, 1H) -

[0306] EMHI 14-3 : 1-2-(4-Q2-FF E:-5-F Mk 1e -3-5 ) K & &)
DE-5-%5)-3-(5-(Z &/ £)-2-G-(= &, F &)-1H-Mh i - 1- B ) K B )R
[0307]

CF,

ﬁ@”ﬁg@

[0308] TLC: Rf0.74(ZHBZ.Hs : T©hi=2: 1) ;
'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.12 (d, 1H), 7.27 (d, 2H), 7.37
(dd, 1H), 7.53 (d, 2H), 7.59 (dd, 1H), 7.71 (d, 1H), 7.94 (d, 1H), 8.47
(s, 2H), 8.58 (s, 1H), 8.67 (s, 2H), 9.48 (s, 1H)

[0309) EHMH 14-4 ¢ 1-Q-(IH-MEE-1-F)-5- (=& B )
F)-3-(2-(4-(2-Fa A= -5-F Mk e - 3- 55 ) K & B )W g - 5-F5 ) IR

TLC : Rf 0.4 Z.BEZ.FE : ©hE=2: 1)

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 6.68 (s, 1H), 7.27 (d, 2H), 7.38
(dd, 1H), 7.53 (d, 3H), 7.75 (d, 1H), 7.92-7.98 (m, 2H), 8.41 (s, 1H),
8.58 (s, 1H), 8.70 (s, 2H), 9.70 (s, 1H), 9.96 (s, 1H) -

[0310] EHEHF 14-5: 1-(2-(1H-1,2,3-Z - 1-F)-5-(Z & P H)FE
E)-3-(2-(4-Q2-F £ -5-F ML 0E -3- 5 ) R & B ) I - 5- B ) R

[0311]
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ﬁ@”’m@ e
A N'\i‘]

[0312) TLC : Rf 0.69(Z B Z Bs) ;

'‘H-NMR(DMSO-ds) : & 5.55 (s, 2H), 7.27 (d, 2H), 7.37 (dd, 1H), 7.52
d, 2H), 7.61 (d, 1H), 7.74 (d, 1H), 7.93 (d, 1H), 8.09 (s, 1H), 8.57 (s,
1H), 8.67 (s, 3H), 8.71 (s, 1H), 9.65 (s, 1H) «

[0313] BB 14-6 ¢ 1-Q-(4-Q-Br & -5-F e -3-F) I & )
IE -5-25)-3-(2- (ML BE-3-5)-5-(Z & HE) KR E) R

[0314]

g

[0315)] TLC : Rf 0.62(ZFE 2B : HEE=19: 1) s
'H-NMR(DMSO-de¢) : & 5.55 (s, 2H), 7.25 (d, 2H), 7.36 (dd, 1H),
7.48-7.58 (m, 5H), 7.89 (dd, 1H), 7.93 (d, 1H), 8.24 (s, 1H), 8.38 (s,
1H), 8.64-8.68 (m, 4H), 9.23 (s, 1H) °

[0316) EHEH 14-7 : 1-Q2-(4-Q-BF E-5-F MhuE-3-B)F & HE )
BE-5-F£)-3-(2-(4-H E-1H-1,2,3- =8 1-F)-5-(E & F E)EX E)IF
TLC : Rf0.33(ZB 2 : &fE=3:1);

'H-NMR(DMSO-ds) : 6 2.38 (s, 3H), 5.56 (s, 2H), 7.26 (d, 2H), 7.36
(dd, 1H), 7.52 (dd, 2H), 7.60 (d, 1H), 7.69 (d, 1H), 7.94 (d, 1H), 8.34
(s, 1H), 8.59 (d, 1H), 8.68 (d, 2H), 8.76 (s, 1H), 9.69 (s, 1H) °

[0317) BEWEHT 14-8 ¢ 1-(2-(4-(Q-Be B -5-45, W B - 3- 25 )36 6, 2w o
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-5-%5)-3-(2-(1-F &:- 1H-ME i -4-55)-5-(= & B B) F E)IR

[0318]
CFs
NH, O NS
SO0,
Z ( N
F N—N\CHS

[0319] TLC: Rf 0.31(ZEEZ B @ HEE=0: 1)
'H-NMR(DMSO-ds) : 8 3.92 (s, 3H), 5.56 (s, 2H), 7.27 (d, 2H),
7.35-7.42 (m, 2H), 7.51-7.55 (m, 3H), 7.76 (s, 1H), 7.93 (d, 1H), 8.10
s, 1H), 8.24 (s, 1H), 8.28 (s, 1H), 8.71 (s, 2H), 9.42 (s, 1H) ¢

(03201 TEHEB 14-9 ¢ 1-(2-(4-(2-B& £-5- ML IE -3-8) K & 55 i
g -5-%5)-3-(2-(1-F £ - 1H-ME k- 5-E)-5-(Z & B &) R E )R

TLC : R 0.50(Z B8 2. B) 5

'H-NMR(DMSO-ds) © & 3.65 (s, 3H), 5.56 (s, 2H), 6.45 (s, 1H), 7.27
(d, 2H), 7.37 (dd, 1H), 7.49-7.54 (m, 4H), 7.62 (s, 1H), 7.94 (d, 1H),
8.09 (s, 1H), 8.56 (s, 1H), 8.68 (s, 2H), 9.49 (s, 1H) *

[0321] EEWEHI 14-10 ¢ 1-2-(1H-1,2,4- = M- 1-55)-5-(= & B )
F)-3-(2-(4-(2-Bar = -5- 3 MHE e -3- 5 ) R & B ) B g - 5- 25 iR

TLC : Rf 0.44(Z 8 Z.B) ;

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.27 (d, 2H), 7.36 (4d, 1H), 7.51
d, 2H), 7.57 (d, 1H), 7.77 (d, 1H), 7.93 (d, 1H), 8.41 (s, 1H), 8.56 (4,
1H), 8.68 (s, 2H), 8.78 (s, 1H), 9.09 (s, 1H), 9.66 (s, 1H) -

(0322 BEHEHT 14-11 ¢ 1-(-(4-Q-Be -S40 HE 52 -3-20) 2 .26 e
BE-5-F)-3-Q-F E-5-(Z 8 HE)EE)RK

TLC : RE0.38(Z B .0 : Th=2: 1) ;
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'‘H-NMR(DMSO-ds) : & 2.32 (s, 3H), 5.56 (s, 2H), 7.25-7.46 (m, SH),
7.54 (d, 2H), 7.94 (d, 1H), 8.27 (s, 1H), 8.38 (s, 1H), 8.75 (s, 2H),
9.33 (s, 1H) °

[0323) EHAI 14-12 * 1-(2-(4-Q-Fg E-5-F L 0E -3-F) K & 5 )
UE -5-5)-3-(2-&.-5- (__.%‘Eﬁﬁ;) L)

TLC : REO.71(E S : ZBZHe=1: 9) :

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.28 (d, 2H), 7.36-7.41 (m, 2H),
7.53 (d, 2H), 7.72 (d, 1H), 7.93 (d, 1H), 8.56 (s, 1H), 8.74 (s, 2H),
8.78 (s, 1H), 9.71 (s, 1H) «

[0324) EHBI 14-13 : 1-(2-(4-Q-Ba-5-F L IE-3-F) K | E )W
B -5-55)-3-(2- (4- B 5 - TH-PE - 1-25)-5-(= 4 26 36 6 IR

TLC : Rf 0.50(Z B Z 85 : ©hE=2: 1)

'H-NMR(DMSO-ds) : & 2.15 (s, 3H), 5.56 (s, 2H), 7.26 (d, 2H), 7.36
(dd, 1H), 7.47-7.55 (m, 3H), 7.70 (d, 1H), 7.78 (s, 1H), 7.93 (d, 1H),
8.18 (s, 1H), 8.57 (d, 1H), 8.70 (s, 2H), 9.83 (s, 1H), 9.96 (s, 1H)
[0325) EFEHI 14-14 1 1-Q-(4-Q-BEE-5-F M -3-5) E & 5 )
BE-5-56)-3-(2-(5- B ££-1H-1,2,3- S - 1-50)-5-(Z 4 B )R
TLC : Rf 0.63(Z B Z )

'H-NMR(DMSO-ds) : & 2.20 (s, 3H), 5.55 (s, 2H), 7.27 (d, 2H), 7.37
(dd, 1H), 7.53 (d, 2H), 7.62 (d, 2H), 7.84 (s, 1H), 7.94 (d, 1H), 8.30 (s,
1H), 8.65 (s, 1H), 8.67 (s, 2H), 9.46 (s, 1H)

[0326] BEHHI 14-15 ¢ 1-(2-(4-(2-B £ -5- & L BE -3-8) E & F )W
BE-5-3)-3-(4- B -3 (S A E)E )R

TLC : Rf 0.43(T ¥t : ZB ZBE=1" 4);
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'H-NMR(DMSO-ds) : & 2.36 (s, -3H), 5.57 (s, 2H), 7.27 (d, 2H),
7.30-7.42 (m, 2H), 7.50-7.60 (m, 3H), 7.89 (s, 1H), 7.94 (d, 1H), 8.72
(s, 2H), 8.92 (s, 1H), 9.18 (s, 1H) °

0327 EHEAI 14-16  1-(2-(4-(2-BE & -5-F ML UE -3- 55 ) K & 5B )%
IE -5-55)-3-(2-(3- B & - 1H-ME e -1-5)-5-(Z & B B )R &)

TLC : Rf 0.45(Z B 2085 * ©he=2: 1)

'H-NMR(DMSO-d¢) : & 2.37 (s, 3H), 5.56 (s, 2H), 6.45 (s, 1H), 7.28
(d, 2H), 7.38 (dd, 1H), 7.48-7.60 (m, 1H), 7.53 (d, 2H), 7.70 (d, 1H),
7.94 (d, 1H), 8.28 (d, 1H), 8.57 (s, 1H), 8.70 (s, 2H), 9.81 (s, 1H),
9.92 (s, 1H) »

[0328) E GBI 14-17 * 1-(2-(4-(2-Fg £=-5- | ML IE -3- 25 ) K & B )W
BE-5-F)-3-3-F-5-(Z &/ F E)EE)K

TLC : Rf 0.20(Z & 4B * =1+ 1)

'H-NMR(DMSO-ds): & 5.57 (s, 2H), 7.22-7.33 (m, 3H), 7.38 (dd, 1H),
7.53 (d, 2H), 7.62 (4, 1H), 7.72 (s, 1H), 7.94 (4, 1H), 8.73 (s, 2H),
9.11 (s, 1H), 9.52 (s, 1H) *

[0329)] EHEH 14-18 © 1-(2-(4-Q2-B& &-5- | ML IE -3- B F & 5 )
IE-5-5)-3-(4-8-3-(Z & 2)RE) IR

TLC : Rf 0.46(ZB 2B : ©fE=3: 1)

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.26 (d, 2H), 7.38 (dd, 1H), 7.52
(d, 2H), 7.61 (d, 1H), 7.68 (d, 1H), 7.93 (dd, 1H), 8.07 (s, 1H), 8.72
(d, 2H), 9.05 (s, 1H), 9.44 (s, 1H) »

[0330) EHEBI 14-19 © 1-(2-(4-(2-F E=-5-F M IE -3- ) FE & &)
BE-5-5)-3-(3- B-5-(S 5 E) K E)F |
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TLC : Rf 0.80(Z. B Z.B) ;
'H-NMR(DMSO-ds) : & 5.57 (s, 2H), 7.27 (dd, 2H), 7.36 (dd, 1H),
7.43 (s, 1H), 7.53 (dd, 2H), 7.83 (d, 2H), 7.93 (s, 1H), 8.73 (s, 2H),
9.13 (s, 1H), 9.49 (s, 1H)
[0331) EHEAI 14-20 : 1-(2-(4-Q-BE E-5- B M -3-F)FEE) %
IE -5-%k)-3-(2-(5-FF k- 1 H-ME e - 1- ) -5-(Z & B B0 3 ) R
TLC : Rf 0.390(ZB 28 : ©hi=2: 1)
'H-NMR(DMSO-ds) : & 2.20 (s, 3H), 5.50 (s, 2H), 6.40 (s, 1H), 7.27
(d, 2H), 7.37 (dd, 1H), 7.51-7.55 (m, 4H), 7.75 (s, 1H), 7.93 (d, 1H),
8.40 (s, 1H), 8.61 (s, 1H), 8.67 (s, 2H), 9.73 (s, 1H) °
[0332) EHEH 15

R 3-R-5-&0tE-2-k > REFEAEEZRLEEWEN 3-
S G E2-BE 5 2S-SR R - R 2450
MEEE R 2-8-5-HEEE - FRAEEZREFER/LEVEESR
BELEMERERS 3 HEZ{LE&Y > ETHERG 4>Ei
Bl 5—ERG 6>Bifl 7T HEZRF BEEEAUTYREZR
ZFHEED -
[0333) BEHLBI 15-1 ¢ 1-2-(4-(Q-E L -5-F L ML B - 3- 5 ) B &6 25 ) s
DE-5-55)-3-3-(Z & FH E)FEE) Ik

[0334])
?Q o8 JU@

[0335]1 TLC: RfO0.22(ZEAZEE : FEE=9: 1);
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'H-NMR(DMSO-de) * & 2.16 (s, 3H), 5.47 (s, 2H), 7.21-7.27 (m, 3H),
7.33 (d, 1H), 7.47-7.54 (m, 3H), 7.62 (d, 1H), 7.79 (s, 1H), 7.97 (s,
1H), 8.73 (s, 2H), 8.99 (s, 1H), 9.32 (s, 1H) »

(03361 ETEHE B 15-2 @ 1-Q-(IH-ML M -1-F)-4-(Z & H &) E
B )-3-(2-(4-(2-Rg 2= -5- 7 ME e -3- 2 ) R & 2 ) W e - 5- B ) IR

[0337]

NH Fs
- J\;Ln)o‘\u/Q/‘
)

[0338) TLC: RfOS4(ZEBZE : Che=2:1);
'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 6.66 (d, 1H), 7.27 (d, 2H), 7.36
(dd, 1H), 7.52 (dd, 2H), 7.75 (d, 1H), 7.83 (s, 1H), 7.94 (d, 2H),
8.42-8.44 (m, 2H), 8.70 (s, 2H), 9.57 (s, 1H), 9.97 (s, 1H) -

[0339] EHMEH 15-3 ¢ 1-(2-(4-Q2-BE & -5-F ML E -3- 2 ) R & &)
0E -5-%)-3-2-8-4-(CH B E)FE)IR

TLC : Rf0.37(Z& F e : FE=9: 1)

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.29 (d, 2H), 7.38 (dd, 1H),
7.50-7.55 (m, 2H), 7.69 (dd, 1H), 7.89 (d, 1H), 7.94 (d, 1H), 8.43 (d,
1H), 8.75 (s, 2H), 8.80 (s, 1H), 9.77 (s, 1H) °

[0340] E MBI 154 1-Q-(IH-HL M -1-F)-4-(Z & H #H)¥
E)-3-(2-(4-(2-Far £ -5- &Nk UE - 3- 55 ) K & B ) BE - 5- B ) iR

[0341]
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@ﬁ*&i@”

[0342)] TLC: Rf 0.40(B % : ZBZBe=1:2);
'H-NMR(DMSO-ds) : & 5.83 (s, 2H), 6.67 (t, 1H), 7.28 (d, 2H), 7.43
d, 1H), 7.52 (d, 2H), 7.74-7.77 (m, 1H), 7.84 (s, 1H), 7.94-7.97 (m,
2H), 8.43-8.45 (m, 2H), 8.72 (s, 2H), 9.57 (s, 1H), 9.96 (s, 1H)
[0343) BEHEH] 15-5 ¢ 1-Q2-(4-Q- B 25 -5- G UE -3-55) 2 46 4 ) s I
-5-F)-3-Q-F-4-(Z R FE) T E) K

[0344]
¢(©ﬁu 1 @r |
® .

[0345)] TLC : Rf0.45(ZBZH : The=2: 1)
‘H-NMR(DMSO-ds) : & 5.84 (s, 2H), 7.27 (d, 2H), 7.43 (d, 1H),
7.46-1.55 (m, 3H), 7.67 (d, 1H), 7.96 (d, 1H), 8.38 (1, 1H), 8.75 (s,
2H), 9.24 (br, 2H) « “
[0346) BEHH 15-6 : 1-2-(4-Q-F E-5-F ML BE -3- ) K & )k
IE-5-%5)-3-Q2-8-4-(Z FF E) R E) IR

[0347])

N, oM g CFs
,@/CV »lvln)kuﬁgf

[0348] TLC: Rf0.45(C¥t * ZEEZHE=1": 2);
'H-NMR(DMSO-de) : 6 5.85 (s, 2H), 7.28 (d, 2H), 7.43 (d, 1H), 7.52
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(d, 2H), 7.69 (dd, 1H), 7.89 (d, 1H), 7.96 (d, 1H), 8.42 (d, 1H), 8.75
(s, 2H), 8.80 (s, 1H), 9.77 (s, 1H) ° |
[0349) BEHEH] 15-7 ¢ 1-(2-(4-(2-F B -5-E ML BE -3- 55 ) 7 & 25 )
DE-5-%5)-3-(2,4- ~ & F &)k

TLC : RE0.59(Z B ZHs : Th=2: 1) :

'H-NMR(DMSO-ds) * & 5.85 (s, 2H), 7.27 (d, 2H), 7.41 (dd, 1H), 7.42
(d, 1H), 7.50 (d, 2H), 7.63 (d, 1H), 7.95 (d, 1H), 8.14 (d, 1H), 8.57 (s,
1H), 8.72 (s, 2H), 9.59 (s, 1H) -

(0350 EHEHI 15-8 © 1-(2-(4-(2-BEE E&-5- 5 VL U - 3- 25 ) 2K &8 5 )
0E-5-%8)-3-(2,4- Z &K E) R

TLC : Rf0.50(Z B 2B : ©hi=2: 1)

'H-NMR(DMSO-de) : & 5.56 (s, 2H), 7.27 (d, 2H), 7.35-7.43 (m, 2H),
7.51 (d, ZH), 7.63 (d, 1H), 7.93 (d, 1H), 8.14 (d, 1H), 8.57 (s, 1H),
8.72 (s, 2H), 9.59 (s, 1H) -

[0351) EEHEHI 15-9 ¢ 1-2-(4-Q-FFE-5-F M -3-B) R EE)E
BE-5-56)-3-(2,4,5-Z @/ EE)RK

TLC : Rf 0.40(Z B Z. %) ;

'H-NMR(DMSO-de) : & 5.56 (s, 2H), 7.28 (d, 2H), 7.38 (dd, 1H), 7.5'3
(d, 2H), 7.62-7.66 (m, 1H), 7.94 (d, 1H), 8.08-8.15 (m, 1H), 8.73 (s,
2H), 8.93 (s, 1H), 9.21 (s, 1H) »

[0352] BHHI 15-10  1-(2-(4-(2-FE &-5-E ML IE - 3-8 ) K & & )
BE-5-%#)-3-2,4- & R E) IR

TLC : Rf 0.45(ZB ZBs : ©he=3: 1)

‘H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.04 (t, 1H), 7.26 (d, 2H), 7.31
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(dd, 1H), 7.42 (d, 1H), 7.51 (d, 2H), 7.94-8.04 (m, 2H), 8.71-8.72 (m,
3H), 9.16 (s, 1H) -

03531 EHMHI 15-11 ¢ 1-2-(4-Q-Br £ -5-& Mk ve -3-B) F & B )%
UE-5-25)-3-(2,5 8 EE)IF

TLC : Rf 0.56(Z B ZBs : ©he=2: 1)

'H-NMR(DMSO-de) : & 5.85 (s, 2H), 7.12 (dd, 1H), 7.26 (d, 2H), 7.42
(d, 1H), 7.49-7.55 (m, 3H)., 7.95-7.97 (m, 1H), 8.26 (d, 1H), 8.64 (s,
1H), 8.74 (d, 2H), 9.68 (s, 1H) -

[0354] EHEHI 15-12 1 1-(2-(4-(2-FR E:-5- GO e -3- 25 ) 25 & B )5
IE-5-55)-3-(2,5- Z @ FEE) IR

TLC : RF0.54(Z B2 : ©iE=3:1); |
‘H-NMR(DMSO-ds) : & 5.85 (s, 2H), 6.84 (m, 1H), 7.26-7.32 (m, 3H),
7.42 (d, 1H), 7.51 (dd, 2H), 7.93-8.01 (m, 2H), 8.73 (s, 2H), 8.96 (s,
1H), 9.27 (s, 1H) -

[0355) EHEBU 15-13 @ 1-Q2-(4-(Q2-B 5 -5-F Mk g -3- 25 ) FE & £ )%
OE-5-2)-3-G-(ZHF E)FE)IK

TLC : Rf0.34(Z & kE * HEE=9: 1)

'H-NMR(DMSO-de) : & 5.85 (s, 2H), 7.00 (t, 1H), 7.17 (d, 1H),
7.25-7.29 (m, 2H), 7.39-7.45 (m, 2H), 7.49-7.53 (m, 3H), 7.78 (s, 1H),
7.95 (d, 1H), 8.73 (s, 2H), 8.91 (s, 1H), 9.17 (s, 1H) -

[0356) EHEHI 15-14 ¢ 1-(2-(4-(2-Fie E-5- & ML BE - 3- 20 ) FE &5 B )
IE -5-%5)-3-(4- 8, 5 2R

TLC : RE0.50(Z B Z B : =3+ 1)

'H-NMR(DMSO-ds) : & 5.84 (s, 2H), 7.06-7.13 (m, 2H), 7.25 (d, 2H),
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7.42 (d, 1H), 7.46-7.51 (m, 4H), 7.94 (d, 1H), 8.71 (d, 2H), 9.40 (br,
2H) -

(03571 EHEHI 15-15 ¢ 1-(2-(4-(2-F £ -5-F HhnE -3- B ) R & 5 )%
ME-5-%)-3-(2,5 Z&EEH)IF

TLC : Rf 0.50(Z B8 Z.B : ©hi=2: 1)

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.12 (dd, 1H), 7.28 (d, 2H), 7.37
(dd, 1H), 7.49 (d, 1H), 7.53 (d, 2H), 7.94 (d, 1H), 8.25 (d, 1H), 8.64
(s, 1H), 8.73 (s, 2H), 9.68 (s, 1H) |

[0358) BEHEBU 15-16 © 1-(2-(4-(2-ip 5 THh 2 - 30 ) 35 4, 5 ) W e - 5-
£)-3-2-(MhvE-3-F)-5-(Z & H &) FE) IR

[0359) |

CF3
NH, NS
GO
|

S

[0360)] TLC: Rf0.47(ZBEZBs : HEE=19: 1)
'H-NMR(DMSO-ds) : & 5.57 (s, 2H), 6.66 (t, 1H), 7.24 (d, 2H), 7.34
(d, 1H), 7.46-7.58 (m, 6H), 7.89 (d, 1H), 7.94 (d, 1H), 8.24 (s, 1H),
8.38 (s, 1H), 8.65-8.68 (m, 3H), 9.24 (s, 1H) -
[0361] EEHEHI 15-17 * 1-(2-(4-(2-F = -5-E L uE -3- 20 ) e & 2L )
BE-5-25)-3-(3,4- R K H) IR |
TLC : RfF0.7NZ B Z.Bs - ©hE=3: 1)
'H-NMR(DMSO-de) © & 5.85 (s, 2H), 7.13-7.16 (m, 1H), 7.26 (d, 2H),
7.30-7.40 (m, 1H), 7.42 (d, 1H), 7.51 (d, 2H), 7.59-7.67 (m, 1H), 7.95
(d, 1H), 8.71 (s, 2H), 8.93 (s, 1H), 9.16 (s, 1H) »

325850D01D01 84



201716392

[0362] EHB 15-18 + 1-(2-(4-(2-FE £=-5- &ML 1E -3-B) K & &)
2 52 )-3-(2-(3- FR 26 - EL- U 138 )-4-(= 98, 7 26) S 2

TLC: Rf0.23(C%E : ZB&ZBE=1:1);

'‘H-NMR(DMSO-ds) : & 2.36 (s, 3H), 5.85 (s, 2H), 6.43 (d, 1H), 7.27
(d, 2H), 7.42 (d, 1H), 7.50 (d, 2H), 7.70 (d, 1H), 7.76 (s, 1H), 7.95 (4,
1H), 8.29 (d, 1H), 8.40 (d, 1H), 8.70 (s, 2H), 9.63 (s, 1H), 9.92 (s,
1H)

[0363) EHMH 15-19 @ 1-2-(4-Q-FE-5S-BREMIE-3- ) EE
) IE-5-5)-3-G-(Z& F &)X E)RK

[0364)

N,
JOReNNe
P ALy

[0365)] TLC: Rf0.54(ZBZ. 05 : HHEE=9: 1);
‘H-NMR(DMSO-ds) : 6 0.59-0.64 (m, 2H), 0.81-0.87 (m, 2H), 1.77-
1.86 (m, 1H), 5.36 (s, 2H), 7.01 (d, 1H), 7.25 (d, 2H), 7.32 (d, 1H),
7.47-1.54 (m, 3H), 7.62 (d, 1H), 7.80 (d, 1H), 7.97 (s, 1H), 8.72 (s,
2H), 8.99 (s, 1H), 9.32 (s, 1H) -

[0366) EEHEHT 15-20 @ 1-2-(4-QQ-BE &-5-H B uE -3-E)EH E)
W5 IE - 5- 5k )-3-(2- (L BE - 3-55)-5-(Z & B &) £ IR

TLC : Rf0.53(Z B4 Z.Bs : BB - &/K=9:1:0.5);
'H-NMR(DMSO-ds) : & 2.15 (s, 3H), 5.34 (s, 2H), 7.20-7.24 (m, 3H),
7.46-7.58 (m, 5H), 7.78 (s, 1H), 7.87-7.90 (m, 1H), 8.24 (s, 1H), 8.38
(s, 1H), 8.64-8.68 (m, 4H), 9.24 (s, 1H) -
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(03671 BEHEHT 1521 ¢ 1-(Q-(4- (2B -5 M 02 - 3-2) S .2
WE -5-55)-3-(2- (L BE -3-55)-4-(Z 8, 52 2 IR

TLC : Rf 0.51(Z B2 Z Bg) »

'H-NMR(DMSO-ds) : 6 5.84 (s, 2H), 7.26 (d, 2H), 7.42 (d, 1H),
7.51-7.56 (fn, 5H), 7.76 (d, 1H), 7.90 (d, 1H), 7.95 (d, 1H), 8.24 (s,
1H), 8.27 (d, 1H), 8.66-8.68 (m, 2H), 9.28 (s, 1H) «

[0368] BRI 15-22 ¢ 1-(2-(4-(2-FZ B:-5-F ML UE -3- B ) K & 5 )%
BE-5-2)-3-(3-(Z £ B )3 ) IR

TLC : Rf 0.33(Z & Hf% : BHEE=9: 1);

'H-NMR(DMSO-ds) : & 5.57 (s, 2H), 7.00 (t, 1H), 7.17 (d, 1H),
7.26-7.29 (m, 2H), 7.36-7.45 (m, 2H), 7.51-7.55 (m, 3H), 7.78 (s, 1H),
7.94 (d, 1H), 8.73 (s, 2H), 8.91 (s, 1H), 9.17 (s, 1H) °

[0369) EHEHI 15-23 © 1-(2-(4-(2-F E-5- S 0 g - 3-BL ) IR & 26 )%
BE-5-%)-3-U-(Z &\ FHE)EXE)K

TLC : Rf 0.82(Z B Z.Bs) ;

'H-NMR(DMSO-ds) © 6 5.85 (s, 2H), 7.27 (d, 2H), 7.42 (d, 1H), 7.51
(d, 2H), 7.64 (d, 4H), 7.95 (d, 1H), 8.73 (s, 2H), 8.98 (s, 1H), 9.37 (s,
1H) -

[0370) EHEH] 15-24 ¢ 1-(2-(4-(2-BE Z L E - 3- 25 ) 75 &8 B )M g - 5-
£)-3-G-(SH P H)HEH) R

TLC : Rf 0.20(Z B2 285 : HEE=19: 1)

'"H-NMR(DMSO-de): 6 5.58 (s, 2H), 6.60 (dd, 1H), 7.25-7.37 (m, 4H),
7.47-7.63 (m, 4H), 7.94-7.97 (m, 2H), 8.73 (s, 2H), 9.00 (s, 1H), 9.33
(s, 1H) -
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[0371) EHEBI 15-25 ¢ 1-(2-(4-(2-F2 E-5- R ML IE -3- B ) F & &) %
B -5-25)-3-(4-(Z 3 2)-2- (3- (5 . 5 25)- 1 H- T 1 -1 - 25 )- 36 )
TLC : Rf 0.39(C % : ZBEZLBERE=1" 1)

'H-NMR(DMSO-d¢) : & 5.85 (s, 2H), 7.11 (d, 1H), 7.26 (d, 2H), 7.42
(d, 1H), 7.50 (d, 2H), 7.81 (s, 1H), 7.85-7.88 (m, 1H), 7.95 (d, 1H),
8.36 (d, 1H), 8.47 (s, 1H), 8.53 (s, 1H), 8.67 (s, 2H), 9.50 (s, 1H) *
[0372) BEHEH 15-26 1 1-(2-(4-(2-FR FE MHh e -3k ) 7 48 % ) W g - 5-
£)-3-(2-(3,4- = F EE ) 5-(Z 5 ) M BE -3- )R

[0373])

[0374) TLC : Rf0.29(C¥E : 2B ZFE=1: 4);
'"H-NMR(DMSO-ds) = & 2.31 (s, 6H), 5.57 (s, 2H), 6.66 (dd, 1H), 7.25
(d, 2H), 7.31-7.42(m, 4H), 7.48 (d, 2H), 7.95 (dd, 1H), 8.35 (s, 1H),
8.68-8.72 (m, 3H), 8.78 (s, 1H), 9.51 (s, 1H) °

(03751 GBI 15-27 ¢ 1-Q-(4-Q-Br B -5- SR 0E -3- 20 ) SE SR 20 W
BE-5-E)-3-24-ZHEEHE
TLC : Rf 0.40(Z B Z B ¢ Shs=2: 1)

'H-NMR(DMSO-ds) * & 5.55 (s, 2H), 7.00-7.09 (m, 1H), 7.27 (d, 2H),
7.28-7.39 (m, 2H), 7.52 (d, 2H), 7.93 (d, 1H), 7.96-8.02 (m, 1H), 8.70
(s, 1H), 8.71 (s, 2H), 9.15 (s, 1H) °

[0376) EHER] 15-28 ¢ 1-(2-(4-(2-Fr £ -5-S ML e -3- 55 ) K & B )%
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IE -5-%5)-3-(2- 8 K ) IR

TLC : Rf 0.50(Z B Z B : ©h=3" 1) ;
'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.03-7.06 (m, 1H), 7.12 (t, 1H),
7.20-7.24 (m, 1H), 7.28 (d, 2H), 7.42 (d, 1H), 7.50 (dd, 2H), 7.95 (d,
1H), 8.04 (t, 1H), 8.73 (s, 2H), 9.15 (br, 2H) -

(03771 EHEHT 15-29 ¢ 1-(2-(4-(2-BE B -5- S ML BE -3- 5 ) K & B )
IE -5-%5)-3-(2,4,6- = & FE 5 IR

TLC : Rf 0.60(2 %% : ZBEZHE=1: 9);

'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.24-7.30 (m, 4H), 7.42 (d, 1H),
7.49 (d, 2H), 7.94 (d, 1H), 8.34 (s, 1H), 8.70 (s, 2H), 9.22 (s, 1H) -
(0378 ®EHiBl 15-30 © 1-(2-(4-Q2-B £ -5-F M UE -3- ) F & E )
UE -5-55)-3-(2- (ML BE-3-E)-4-(ZH\ FH E)EK E)IR

TLC : Rf 0.50(Z. B Z.B8) ;

'H-NMR(DMSO-ds) : 6 5.56 (d, 2H), 7.27 (d, 2H), 7.36 (dd, 1H), 7.52
(d, 2H), 7.53-7.55 (m, 2H), 7.70 (d, 1H), 7.89-7.94 (m, 2H), 8.24 (s,
1H), 8.28 (d, 1H), 8.66 (s, 2H), 8.67-8.69 (m, 2H), 9.29 (s, 1H) -
[0379) EHEHI 15-31 ¢ 1-(2-(4-(2-B E=-5-E ML BE -3-55) & 2 ) %
IE-5-8)-3-G-8-4-CRFE)FE)R

TLC : Rf 0.40(Z B Z.Bs : ©lE=2: 1) ;

'H-NMR(DMSO-de) : & 5.85 (s, 2H), 7.27 (d, 2H), 7.42 (d, 1H),
7.46-7.55 (m, 3H), 7.74 (d, 1H), 7.89 (d, 1H), 7.95 (d, 1H), 8.72 (s,
2H), 9.09 (s, 1H), 9.55 (s, 1H) - |

[0380) EHMEGI 15-32 ¢ 1-Q2-(4-Q2-FFE-5-F ML vE -3-2) & £ )
0E -5-%)-3-(3,4- Z & FEE)IR
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TLC : Rf 0.73(Z B Z.F8) ;

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.13-7.17 (m, 1H), 7.26 (d, 2H),
7.29 (d, 1H), 7.38 (dd, 1H), 7.52 (d, 2H), 7.59-7.67 (m, 1H), 7.93 (d,
1H), 8.70 (s, 2H), 8.93 (s, 1H), 9.16 (s, 1H) -

[0381) EHEA 15-33 ¢ 1-2-(4-Q-B E&-5-F e -3-B) K& £ )
0E-5-5)-3-Q-F-4- SR/ F E)EE)R

TLC : Rf 0.45(ZBEZB : k=2 1) ;

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.29 (d, 2H), 7.38 (dd, 1H),
7.52-7.56 (m, 3H), 7.69-7.76 (m, 1H), 7.94 (d, 1H), 8.32-8.42 (m, 1H),
8.75 (s, 2H), 9.12 (d, lHl), 9.33 (s, 1H) »

[0382) EHEMI 15-34 ¢ 1-(2-(4-(Q2-BE E:-5- & L e - 3- 25 ) K & 5 )%
BE-5-#)-3-(2,5- & FE &)

TLC : Rf 0.80(Z. B Z.F5) ;

'H-NMR(DMSO-ds) : & 5.57 (s, 2H), 6.81-6.87 (m, 1H), 7.25-7.58 (m,
2H), 7.29 (d, 1H), 7.38 (dd, 1H), 7.53 (d, 2H), 7.92-8.00 (m, 2H), 8.73
(s, 2H), 8.96 (s, 1H), 9.26 (s, 1H) -

[0383) EHA 15-35 1 1-Q-(4-Q-BrE-5-E ML B -3- ) E & 5w
IE-5-F)-3-(3-&-4- (S & E) R EH) IR

TLC : Rf 0.40(Z B Z. B : ©he=2: 1)

'H-NMR(DMSO-ds) : & 5.57 (s, 2H), 7.28 (d, 2H), 7.39 (dd, 1H), 7.53
(d, 3H), 7.75 (d, 1H), 7.94 (dd, 2H), 8.73 (s, 2H), 9.11 (s, 1H), 9.57 (s,
1H) -

[0384) EHH] 15-36 ¢ 1-(2-(4-(2-HE £=-5-F M BE -3- 2 ) K & 5 )mx
BE-5-56)-3-(4-(Z & ZE)EE) IR
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TLC : Rf 0.80(Z B Z B5) ; |
'H-NMR(DMSO-ds) : & 5.58 (s, 2H), 7.27 (d, 2H), 7.38 (dd, 1H), 7.54
(d, 2H), 7.61-7.68 (m, 4H), 7.93 (d, 1H), 8.73 (s, 2H), 8.99 (s, 1H),
9.37 (s, 1H) -

[0385) EHREMI 15-37 * 1-(2-(4-2-BE-5- &ML -3- ) K & 5 )
IE-5-F)-3-2-(5-FH B - 1H-ME - 1-B)-4- (= FH F B )R E) IR

TLC : Rf 0.54T %% : ZBEZBE=1" 4) ;

'H-NMR(DMSO-d¢) : 6 2.18 (s, 3H), 5.85 (s, 2H), 6.40 (s, 1H), 7.26
(d, 2H), 7.41 (4, 1H), 7.50 (d, 2H), 7.65 (d, 1H), 7.74 (d, 1H), 7.82 (d,
1H), 7.95 (4, 1H), 8.31 (s, 1H), 8.47 (d, 1H), 8.67 (s, 2H), 9.75 (s,
1H) -

(03861 FEWEAHT 15-38 1 1-(2-(A-(2- e - 5- M B - 325 ) 36 46 5 ) 5
Be-5-5)-3-(3,5- = K E)R |

TLC : Rf 0.68(Z. B Z. ) :

'H-NMR(DMSO-ds): 6 5.85 (s, 2H), 6.81-6.87 (m, 1H), 7.19 (dd, 2H),
7.27 (d, 2H), 7.42 (d, 1H), 7.50 (d, 1H), 7.52 (d, 2H), 7.96 (d, 1H),
8.71 (s, 2H), 9.03 (s, 1H), 9.36 (s, 1H) °

[0387) FEHEH] 15-39 ¢ 1-(2-(4-(2- B B -5- 4 Thh B2 -3- 4 ) 3 46, 2 ) s
B -5-2E)-3-(2,4,6- = B 5)IF

TLC : Rf0.59(E %t : ZB ZBe=1: 9)

'H-NMR(DMSO-de): & 5.56 (s, 2H), 7.25-7.30 (m, 4H), 7.37 (dd, 1H),
7.52 (d, 2H), 7.93 (d, 1H), 8.35 (s, 1H), 8.70 (s, 2H), 9.24 (s, 1H) -
[0388) EFEMI 15-40 ¢ 1-(6-(4-2-FF E:-5-E ML IE-3-5 ) K & E) It
IE-3-%)-3-Q2-&-4-(ZFF E) K E) K
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[0389]

Wﬂiﬂqﬁ

[0390) TLC: Rf0.64(C %% : ZBEZHE=1: 3);
'H-NMR(DMSO-ds) : & 5.84 (s, 2H), 7.08 (d, 1H), 7.16-7.20 (m, 2H),
7.20 (d, 1H), 7.39-7.41 (m, 1H), 7.47-7.51 (m, 2H), 7.68 (dd, 1H),
7.87 (d, 1H), 7.95 (d, 1H), 8.03 (dd, 1H), 8.24 (d, 1H), 8.45 (d, 1H),
8.68 (s, 1H), 9.70 (s, 1H) °

[0391) E Al 15-41 : 1-(2-(4-(2-F E-5-F ML IE -3- 8 ) K & B )%
BE-5-%5)-3-(3,5- @ FEEH)IR

TLC : Rf 0.68(Z B Z.F8) ;

'H-NMR(DMSO-de) : & 5.56 (s, 2H), 6.81 (t, 1H), 7.20 (dd, 2H), 7.28
(d, 2H), 7.38 (dd, 1H), 7.53 (d, 2H), 7.94 (d, 1H), 8.72 (s, 2H), 9.02 (s,
1H), 9.35 (s, 1H) °

[0392] EHBI 15-42 + 1-(2-(4-(2-BEE-5-F ML I -3-5) K & 5 )%
IE-5-%5)-3-(2,3,4-Z 8 E £)R

TLC : Rf 0.50(Z B 2.8 : ©he=2: 1)

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.28 (d, 3H), 7.38 (dd, 1H), 7.53
(d, 2H), 7.76-7.80 (m, 1H), 7.94 (s, 1H), 8.72 (s, 2H), 8.91 (s, 1H),
9.20 (s, 1H) °

[0393) EFHEHI 15-43 1 1-(2-(4-(2-B £ -5- L 0 -3- B2 ) & 5 )
IE -5-%)-3-(2,3- = & EE) IR

TLC : Rf 0.49(ZF8 Z.Bs)

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.05-7.16 (m, 2H), 7.29 (d, 2H),
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7.38 (dd, 1H), 7.53 (d, 2H), 7.63-7.66 (m, 1H), 7.87 (t, 1H), 7.94 (d,
1H), 8.73 (s, 1H), 8.96 (s, 1H), 9.26 (s, 1H)

[0394) BEHHI 15-44 ¢ 1-(6-(4-2-F B-5- ML E -3- B H & E )t
WE -3-5)-3-Q2-&-4- (= F/ P E) X E) IR

TLC : Rf 0.52(2 %% © ZB ZB=1: 3);

'H-NMR(DMSO-de) © & 5.55 (s, 2H), 7.08 (d, 1H), 7.18 (d, 2H), 7.34
(dd, 1H), 7.50 (d, 2H), 7.68 (d, 1H), 7.87 (s, 1H), 7.93 (d, 1H), 8.04
(dd, 1H), 8.24 (d, 1H), 8.45 (d, 1H), 8.68 (s, 1H), 9.70 (s, 1H) »
[0395) EHHI 15-45 1 1-Q2-(4-Q-BE E-5-F L g -3- B K & &)
LE-5-%£)-3-(2,6- — & K E) R

TLC : Rf 0.75(Z. % Z. ) ;

'H-NMR(DMSO-ds) : & 5.55 (s, 2H), 7.12-7.28 (m, 2H), 7.27 (d, 2H),
7.36 (dd, 2H), 7.53 (d, 2H), 7.93 (d, 1H), 8.42 (s, 1H), 8.71 (s, 2H),
9.18 (s, 1H) *

[0396) B MBI 15-46 ¢ 1-(2-(4-(2-Bi B -5- 4, ML B -3- 55 ) 3 &6, 25 ) mir
IE-5-%8)-3-(2,3,5,6- 10 & ZE £ IR

TLC : Rf 0.50(Z.B& Z. 05 © Tfi=2: 1) ;

'H-NMR(DMSO-ds) : 6 5.56 (s, 2H), 7.28 (d, 2H), 7.38 (dd, 1H), 7.53
(d, 2H), 7.74-7.88 (m, 1H), 7.94 (d, 1H), 8.72 (s, 2H), 8.89 (s, 1H),
9.33 (s, 1H) »

(03971 EHEHI 15-47 - 1-('2-(4-(2-5“;2%%!;ﬂi-3-%~)$%%)@‘ﬂ%-5-
H)-3-(3-(55 = T )-1-OF - F 5 55)- 1 H- I 1k -5- 55 iR

[0398) |
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v
g o}
[0399]) TLC : Rf 0.35(ZB. Z.Bs) ;
'H-NMR(DMSO-de): § 1.26 (s, 9H), 1.99 (s, 3H), 5.57 (s, 2H), 6.34 (s,
1H), 6.66 (dd, 1H), 7.20-7.50 (m, 9H), 7.94 (dd, 1H), 8.39 (s, 1H),
8.64 (s, 2H), 9.07 (s, 1H) ° |
[0400) EHEBI 15-48 © 1-(2-(4-(2-BE-5-F g -3- 25 ) FE & £ )5
DE-5-£5)-3-(3-(BB =T £)-1-(IB - % &5)- 1H-ML e -5- B ) ik
TLC : Rf 0.7TH(Z B Z. B - BEE=9: 1)
'H-NMR(DMSO-ds): & 1.26 (s, 9H), 1.99 (s, 3H), 5.84 (s, 2H), 6.34 (s,
1H), 7.25 (d, 2H), 7.31-7.43 (m, 5H), 7.50 (d, 2H), 7.95 (d, 1H), 8.39
(s, 1H), 8.64 (s, 2H), 9.07 (s, 1H) - |
[0401) ‘EEHEB] 15-49  1-(2-(4-(2-Pae B b - 3- 85 ) 3 45, 6 ) W g - 5-
H)-3-G-(BE =T £)-1-(2,3- = G- 1H-8-5-5)- 1H-ME - 5-50) iR
[0402]

H;C H:;-{
NH, YN\ (o} IZZC

[0403] TLC: Rf0.68(ZE&Z B : HEE=10: 1) ;
'H-NMR(DMSO-ds) © 6 1.25 (s, 9H), 2.06 (quint., 2H), 2.85-2.94 (m,
4H), 5.56 (s, 2H), 6.33 (s, 1H), 6.62-6.69 (m, 1H), 7.19-7.27 (m, 3H),
7.30-7.37 (m, 3H), 7.47 (d, 2H), 7.92-7.96 (m, 1H), 8.56 (s, 1H), 8.66
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(s, 2H), 9.18 (s, 1H) °
[0404) EHEHI 15-50 @ 1-(2-(4-(2-Fr B -5-F LML g - 3-ER) &R 26 )
WRUE -5-5)-3-(3-(FFE =T £)-1-(Gf - B K £ )- 1 H-0th k- 5- 25 BiR

TLC : Rf0.67(Z B Z.F5 * HE=9: 1); |
'H-NMR(DMSO-de): § 1.26 (s, 9H), 1.99 (s, 3H), 2.15 (s, 3H), 5.33 (s,
2H), 6.34 (s, 1H), 7.20-7.24 (m, 3H), 7.31-7.48 (m, 6H), 7.78 (s, 1H),
8.39 (s, 1H), 8.64 (s, 2H), 9.06 (s, 1H) - |
(04051 EHEH 15-51 ¢ 1-Q2-{4-[2-F £ -5-(= & B 55)-3-Hh g 2 ]
KA H)-5-ENE £R)-3-[2-(1H-HL e -1-B)-5-(Z R B R E R

&% (LC-MS/ELSD) : 100%(fRFFHER : 1.01 43)

MASS(ESI » Pos.) : 601(M+H)" ;

'H-NMR(DMSO-ds) : & 6.49 (s, 2H), 6.67-6.69 (m, 1H), 7.26-7.30 (m,
2H), 7.50-7.56 (m, 4H), 7.76 (d, 1H), 7.95 (d, 1H), 8.26 (d, 1H), 8.41
(d, 1H), 8.58 (d, 1H), 8.70 (s, 2H), 9.71 (s, 1H), 9.97 (s, 1H) -

[0406] EHEB 15-52 @ 1-(2-{4-[2-FE-5-(Z & 5 £)-3- ML ug £
FEE)-5-BIEE)-3-(5-(CHEFE)-2-3-(EZHEFE)-1H-Hhm- 15 ]
RE R

[ 0407]

CF,

500

P 1
.\ @{&

[0408) 4 (LC-MS/ELSD) : 100%({R&FRERE : 1.07 %) :

MASS(ESI » Pos.) : 669(M-+H)" ;

'H-NMR(DMSO-ds) : & 6.48 (s, 2H), 7.12 (d, 1H), 7.28 (d, 2H),
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7.50-7.60 (m, 4H), 7.71 (d, 1H), 8.27 (s, 1H), 8.48 (s, 2H), 8.59 (s,
1H), 8.67 (s, 2H), 9.48 (s, 1H) -

[0409) EFHE B 15-53 ¢ 1-{2-[4-(2-Bi k-5- 8- 3- M B 5 ) FE &8 & )-5-
W I L }-3-[2-(2H-1,2,3- = 18- 2-55)-5-(Z 4, B B &R

&0 (LC-MS/ELSD) & 100%(fRFFEER : 1.00 43)

MASS(ESI » Pos.) : 568(M+H)" ;

'H-NMR(DMSO-de¢) : & 5.86 (s, 2H), 7.25-7.30 (m, 2H), 7.43 (d, 1H),
7.49-7.53 (m, 2H), 7.59 (dd, 1H), 7.95 (d, 1H), 8.07 (d, 1H), 8.33 (s,
2H), 8.65 (d, 1H), 8.72 (s, 2H), 9.67 (s, 1H), 10.03 (s, 1H) -

[0410) EHEH] 15-54 ¢+ 1-{2-[4-(2-BF & -5-8-3- ML g B &/ & 1-5-
W A }-3-[5--2-(2H-1,2,3- = M -2- B0 SR AR

& fE (LC-MS/ELSD) : 100% (R BERT © 0.97 23) 3

MASS(ESI » Pos.) : 534(M+H)" ;

'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.25-7.31 (m, 3H), 7.43 (d, 1H),
7.49:7.53 (m, 2H), 7.80 (d, 1H), 7.95 (d, 1H), 8.26 (s, 2H), 8.32 (d,
1H), 8.70 (s, 2H), 9.37 (s, 1H), 9.93 (s, 1H) -

[0411) BEHEB 15-55 1 1-{2-[4-Q-F £-5-8-3-ML g &) & & -5-
WA ) -3- [4-(Z 4 B ) 2- B 1R

[0412]

CF,

@D”Uu g
1 9

[0413] TLC : Rf0.61(E%:: ZBEZHs=1: 4);
‘H-NMR(DMSO-ds): & 5.85 (s, 2H), 7.26 (d, 2H), 7.40-7.60 (m, 10H),
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7.95 (d, 1H), 8.09 (s, 1H), 8.04 (s, 1H), 8.66 (s, 2H), 9.39 (s, 1H)

[0414) EHEBY 15-56 0 1-{2-[4-QQ-B E-5-8.-3- ML mE )R & & 1-5-
W OE 2 }-3-[2-(2-FH & -3-ME g B)-5- (= & F E)FE K

TLC : Rf 0.58(Z B4 Z. B : HEE=19: 1)

'H-NMR(DMSO-des) : & 2.25 (s, 3H), 5.85 (s, 2H), 7.23-7.31 (m, 2H),
| 7.35-7.56 (m, 6H), 7.60-7.68 (m, 1H), 7.88 (s, 1H), 7.94-7.98 (m, 1H),
8.52-8.56 (m, 1H), 8.58-8.62 (m, 1H), 8.65 (s, 2H), 9.29 (s, 1H) *

[0415) BEHEBT 15-57 ¢ 1-{2-[4- (2B Bo-5- - 3- L B 25 ) 36 &5, 2L )-5-
W E K }-3-[5-FR A -2-(Z & & )-4- 1k ug £ iR

TLC : Rf 0.38(T k¢ : ZBEZHs=1" 4);

'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.25-7.31 (m, 2H), 7.42 (d, 1H),
7.50-7.66 (m, 7H), 7.95 (d, 1H), 8.43-8.46 (m, 2H), 8.69 (s, 2H), 8.75
(s, 1H), 9.74 (s, 1H) °

[0416] BEHEA] 15-58 1 1-{2-[4-(2-BE B -5-5,-3-Mh U ) FE & £ ]-5-
mE g B }-3-[4- (=& FE)-2- B R & 1K

[0417])

Fa
SO0, :
[0418] TLC : Rf 0.60(C %% * Z,EQZJEEﬂ P 4)
'H-NMR(DMSO-de) : 6 5.57 (s, 2H), 7.23-7.29 (m, 2H), 7.34-7.58 (m,
10H), 7.92-7.96 (m, 1H), 8.09 (s, 1H), 8.41 (s, 1H), 8.66 (s, 2H), 9.39
(s, 1H) °

[0419) E B 15-59  1-{2-[4-2-Br &-5-F-3-ME e B T & & ]-5-
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BE e L }-3-[2-(4- 5 - 1H-ME M- 1-55)-5-(Z & B &) F E R
TLC : Rf 0.56(C%¢ * ZBEZBE=1" 4);
'H-NMR(DMSO-ds) : & 5.86 (s., 2H), 7.24-7.32 (m, 2H), 7.42 (d, 1H),
7.48-7.58 (m, 3H), 7.67-7.73 (m, 1H), 7.95 (d, 1H), 8.03-8.07 (m, 1H),
8.56-8.60 (m, 2H), 8.70 (s, 2H), 9.27 (s, 1H), 9.85 (s, 1H) ©
[0420) BEHEH 15-60 @ 1-{2-[4-(2-B& £-5-F,-3- ML e &) F & E1-5-
W E L }-3-[2-(4-F - 1H-ME - 1- B -5-(Z & H E )R E K
TLC : Rf0.50(C %% : ZHBZH=1: 4);
'‘H-NMR(DMSO-ds): § 5.57 (s, 2H), 7.26-7.32 (m, 2H), 7.38 (dd, 1H),
7.51-7.59 (m, 3H), 7.66-7.73 (m, 1H), 7.94 (d, 1H), 8.03-8.07 (m, 1H),
8.55-8.60 (m, 2H), 8.70 (s, 2H), 9.27 (s, 1H), 9.85 (s, 1H)
[0421] BEHEHT 1561 1-{2-[4-(Q-BE 25~ 5-3-TH: U 2 )36 4 36 -5
W B }-3-[2- K B -5- (=& &)-3-Mhoe & 1R
TLC: Rf0.43(EH 1 ZBZE=1:3)
'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.26 (d, 2H), 7.42 (d, 1H),
7.49-7.70 (m, 7 H), 7.95 (d, 1H), 8.43 (s, 1H), 8.68 (s, 2H), 8.73 (s,
1H), 8.76 (s, 1H), 9.47 (s, 1H) - |
[0422) BB 15-62 ¢ 1-{2-[4-(2-BE & -5-8-3- ML BB B ) K & £ -5-
BELEEL}-3-[37 4 -ZHEA-(CEHFPE)-2-FHEREIK
TLC : Rf 0.72(C %% : ZBZFs=1: 3); |
'"H-NMR(DMSO-ds): & 2.29 (s, 6H), 5.85 (s, 2H), 7.12-7.55 (m, 10 H),
7.95 (d, 1H), 8.01 (s, 1H), 8.44 (s, 1H), 8.66 (s, 2H), 9.44 (s, 1H) *
[0423) EEHEBI 15-63 ¢ 1-{2-[4-(2-B E-5- & -3- ML IE ) & K 1-5-
i 2 )3 2- (4 - H- O e 1 5)-5-( = 5L 2 2 U
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[0424]

NH, NN o /<j
| ,@/O SNy :
o

Cl

[0425] TLC : Rf 0.43(& 15 : FEE=19:1);

'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.24-7.30 (m, 2H), 7.42 (d, 1H),
~ 7.47-7.57 (m, 3H), 7.70 (d, 1H), 7.95 (d, 1H), 8.07 (s, 1H), 8.57 (4,

1H), 8.63 (s, 1H), 8.70 (s, 2H), 9.11 (s, 1H), 9.81 (s,1H)

[0426] BEHEBI 15-64 1 1-{2-[4-(Q- 5 -5- 5 -3-0bE I 6 ) 3K 48 &2 ]-5-

DERUE A }-3-[4" -BE-4-(ZHFEH)-2-BEE K

TLC : Rf0.63(Z&H )kt : 2B 2B - FEE=8:4:1);

'H-NMR(DMSO-ds) * & 2.39 (s, 3H), 5.86 (brs, 2H), 7.26 (d, 2H),

7.29-7.49 (m, 7H), 7.50 (d, 2H), 7.95 (d, 1H), 8.05 (s, 1H), 8.43 (s,

1H), 8.67 (s, 2H), 9.42 (s, 1H)

[0427) BEHEHI 15-65 1 1-{2-[4-(2-BE E-5-8.-3- ML £ ) K & H )-5-

mELE A }-3-[4 -BEA-CHEFEE)-2-BEEK

TLC : Rf 0.55(Z8F % : ZHMZ B @ HEE=8:4:1);

'H-NMR(DMSO-ds) * & 2.39 (s, 3H), 5.56 (brs, 2H), 7.26 (d, 2H),

7.29-7.48 (m, 7H), 7.52 (d, 2H), 7.94 (d, 1H), 8.05 (s, 1H), 8.43 (s,

1H), 8.67 (s, 2H), 9.42 (s, 1H)

[0428) EHEHBI 15-66  1-{2-[4-(2-B F-5- 5 -3- T E £ ) 6 & 25 ]-5-

BEUE AL }-3-[3" -HE-4-(ZHFE)-2-BEER

TLC : R 0.58(Z & HkE : ZBZH : FEE=8:4:1);

'H-NMR(DMSO-ds) : & 2.39 (s, 3H), 5.86 (brs, 2H), 7.19-7.55 (m,
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11H), 7.95 (d, 1H), 8.04 (s, 1H), 8.43 (s, 1H), 8.66 (s, 2H), 9.43 (s,
1H) - |

[0429] EHBI 15-67 1 1-{2-[4-Q-B B -5-F-3- U e &) F & £ ]-5-
D UE A }-3-[37 - E-4-(ZF P E)-2- B R &R

TLC : Rf0.53(Z & F%E : ZBEZHB : HEE=8:4:1);
'H-NMR(DMSO-de): § 2.38 (s, 3H), 5.57 (brs, 2H), 7.19-7.48 (m, 9H),
7.52 (d, 2H), 7.94 (d, 1H), 8.04 (s, 1H), 8.44 (s, 1H), 8.66 (s, 2H),
9.43 (s, 1H) »

[0430] EHEHI 15-68 1-{2-[4-(2-%2%-5-%-3-%&ﬂ%%)ﬁ%%}-s-
W IE £k }-3-{2-[4-(Z @ B E)-1H- M M- 1 ]-5-(Z 8 B E)EE MR
TLC : Rf 0.20(C %% : ZF& 2B - HEE=6:4:0.4);
'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.16 (t, 1H), 7.26 (d, 2H), 7.41
(d, 1H), 7.48-7.57 (m, 3H), 7.74 (d, 1H), 7.94 (d, 1H), 8.17 (s, 1H),
8.55 (d, 1H), 8.69 (s, 2H), 8.70 (s, 1H) , 9.19 (s, 1H) , 9.85 (s, 1H) -
[0431) EHEBI 15-69 : 1-{2-[4-2-B £-5-F.-3- ML vE B )FE & £ ]-5-
@L‘Uﬁ%}-S-{Z—M-(:%EF'%)-lH-ﬂttﬂé!é-l-%]-S-(EfﬁuEﬁ%)i{%}ﬂﬁ
TLC : Rf0.16(2 %% : ZBE 2B : HEE=6:4:0.4);
'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.16 (t, 1H), 7.26 (d, 2H), 7.36
(dd, 1H), 7.49-7.57 (m, 3H), 7.74 (d, 1H), 7.92 (d, 1H), 8.18 (s, 1H),
8.55 (d, 1H), 8.69 (s, 2H), 8.70 (s, 1H) , 9.19 (s, 1H) , 9.85 (s, 1H)
[0432] E B 15-70 @ 1-{2-[4-(2-Fg £ -5- & -3- ML IE &) F & £ 1-5-
e B )-3-{5-&-2-[4-(Z & F &)- 1H-h e - 1- B R & ) Ik

TLC : REO.17(C¥t : ZEBZ B © BHEE=6:4: 0.4)
'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.14 (t, 1H), 7.22-7.29 (m, 3H),
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7.41 (d, 1H), 7.47-7.53 (m, 3H), 7.94 (d, 1H), 8.12 (s, 1H), 8.24 (d,

1H), 8.58 (s, 1H), 8.68 (s, 2H), 8.91 (s, 1H) , 9.78 (s, 1H) °

[0433) EHEF] 15-71: 1-{2-[4-Q-FE-5-&-3-Mg )R &K E]-5-
BB )3-(5-E-2B-(S AP L) H S )

[0434])
|
NH, NN
OO
| _ H H N,
8¢
Fa

[0435] TLC: Rf021(Eki : ZBEZHs : HEE=6:4:0.4);
'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.07 (s, 1H), 7.22-7.31 (m, 3H),
7.39-7.53 (m, 4H), 7.94 (d, 1H), 8.18 (s, 1H), 8.37 (d, 2H), 8.65 (s,
2H), 9.43 (s, 1H) -

[0436) BB 15-72 ¢ 1-{2-[4-(2-B& & -5-&.-3-MLIE &) K & E]-5-
B E B }-3-{5-8&-2-[3-(= &% B & )-1H-ME e - 1- E 13 5 Mk

TLC : Rf 0.29(C ¢ * ZE&E ZFE=2: 3);

'H-NMR(DMSO-ds) : & 1.25 (t, 3H), 2.69 (q, 2H), 5.86 (s, 2H),
7.20-7.55 (m, 11H), 7.95 (d, 1H), 8.09 (s, 1H), 8.40 (s, 1H), 8.66 (s,
2H), 9.40 (s, 1H) - |
[0437) EHEB 15-73 1 1-{2-[4-Q-B £ -5-&-3- ML e £ ) FF & K )-5-
MELEEL)-3-[3" -ZE-4-CEHEFE)-2-BEER

TLC : Rf 0.32(2 %% : ZBEZFE=2": 3) >

'H-NMR(DMSO-ds) : & 1.22 (t, 3H), 2.68 (g, 2H), 5.85 (s, 2H),
7.24-7.55 (m, 11H), 7.94 (d, 1H), 8.06 (s, 1H), 7.38-7.42 (m, 1H),
8.65 (s, 2H), 9.41 (s, 1H) °
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[0438) EHMEBI 15-74 ¢ 1-{2-[4-Q-BE £ -5-8,-3- ML g &) FE & E1-5-

MELE EL }-3-[3" -ZEA4- (=& E)-2-BR AR

TLC : Rf0.33(Ef : ZBEZH=21 3) ;

'H-NMR(DMSO-d¢) : 6 1.22 (t, 3H), 2.68 (a, 2H), 5.57 (s, 2H),

7.24-7.56 (m, 11H), 7.94 (d, 1H), 8.07 (s, 1H), 8.39 (s, 1H), 8.66 (s,

2H), 9.41 (s, 1H) -

[0439] BEHEHI 15-75 ¢ 1-(2-[4-(2BET6-5- 583U B 26 ) 5 G 2 -5-

R )-3-12- 7 482 4-(= 40, P ) K 55

41 FE (LC-MS/ELS D) © 100% (IR EE 1 © 0.94 43) ;

MASS(ESI + Pos.) : 531(M+H)" :

'H-NMR(DMSO-ds) : & 3.97 (s, 3H), 5.86 (s, 2H), 7.25-7.33 (m, 4H),

7.43 (d, 1H), 7.49-7.56 (m, 2H), 7.96 (d, 1H), 8.32 (d, 1H), 8.70 (s,

1H), 8.73 (s, 2H), 9.66 (s, 1H) -

(04401 BEHEBI 15-76 ¢ 1-{2-[4-(2- - 5-40-3-THE B 28 ) 35 46, 2L - 5-

W e B }-3-[2-(R iR &)-4-(CE & H E) K E K

41 FE (LC-MS/ELS D ) : 100% (i 5 ES 1 ¢ 0.90 43) :

MASS(ESI » Pos.) : 579(M+H)" :

'H-NMR(DMSO-ds) : '8 3.42 (s, 3H), 5.87 (s, 2H), 7.26-7.33 (m, 2H),

7.43 (d, 1H), 7.47-7.57 (m, 2H), 7.96 (dd, 1H), 8.04-8.12 (m, 2H),

3.50 (d, 1H), 8.76 (s, 2H), 9.04 (s, 1H), 10.36 (s, 1H) *

[0441) BEWEHI 15-77 ¢ 1-{2-[4-(Q-BF 2 -5- 8-3- T B L) 36 45, 25 -5
- BEIEEL}-3-[2,4- B (ZH HE)KER

[0442])
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qj“z/O»Tj\ i /@/Cﬁ
NI A u n F3

[0443) &b/ (LC-MS/ELSD) : 100% (fAE#ES 1 © 0.98 43) 5
MASS(ESI > Pos.) : 569(M+H)" ;

'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.26-7.34 (m, 2H), 7.42-7.44 (m,
1H), 7.49-7.56 (m, 2H), 7.95-7.99 (m, 2H), 8.04 (d, 1H), 8.33 (d, 1H),
8.56 (s, 1H), 8.75 (s, 2H), 9.80 (s, 1H) |

[0444) BHEBI 15-78 ¢+ 1-{2-[4-(2-F £ -5-8-3-Mh e B ) K& H -5-
W e B }-3-(5-8-2- B B Ak

4t ¥ (LC-MS/ELSD) © 100% (R #£F 85 Rg : 0.88 43) 5

MASS(ESI » Pos.) : 481(M+H)" ;

'H-NMR(DMSO-ds) : & 2.22 (s, 3H), 5.86 (s, 2H), 7.01 (dd, 1H), 7.20
(d, 1H), 7.25-7.32 (m, 2H), 7.43 (d, 1H), 7.48-7.55 (m, 2H), 7.95-7.99
(m, 2H), 8.26 (s, 1H), 8.74 (s, 2H), 9.30 (s, 1H) °

[0445) EHEG] 15-79 1 1-{2-[4-(2-B £ -5-5.-3- ML BE £5) & £ -5-
IR I B }-3-(5- R -2- F AR R )R

TLC : Rf 0.32(& {5 * HEE=19: 1)

'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.23-7.30 (m, 2H), 7..4‘2 (d, 1H),
7.46-7.56 (m, 3H), 7.70 (d, 1H), 7.95 (d, 1H), 8.06 (s, 1H), 8.56 (d,
1H), 8.62 (s, 1H), 8.69 (s, 2H), 9.11 (s, 1H), 9.81 (s, 1H) -

[0446) EHEB] 15-80 : 1-{2-[4-(2-FF £ -5-8F-3-MEnE £ ) FEH H-5-
e B }-3-{S5-(Z R P E)-2-[3- (=% F &)- 1H-ME M- 1- & 15 & MR
TLC : R 0.47(2 ¥t * ZB ZB=1:2);
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'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.08 (d, 1H), 7.13 (t, 1H), 7.25
(d, 2H), 7.39-7.44 (m, 2H), 7.50 (d, 2H), 7.60 (d, 1H), 7.94 (d, 1H),
8.28 (s, 1H), 8.40-8.43 (d, 1H), 8.46 (s, 1H), 8.66 (s, 2H), 9.42 (s,
1H) -

[0447) EHEHI 15-81 ¢ 1-{2-[4-(2-F & -5- & -3-UL e £ ) K & & ]-5-
W7 E £ }-3-{4-F-2-[3-(Z & F E)- TH-mE k- 1- B 1R £ IR

TLC : Rf 0.51(E%% : ZB Z =1+ 2);

'H-NMR(DMSO-ds) : & 5.84 (s, 2H), 7.05 (d, 1H), 7.24 (d, 2H), 7.40
(d, 1H), 7.52 (d, 2H), 7.53-7.61 (m, 2H), 7.94 (d, 1H), 8.01 (d, 1H),
8.35 (s, 1H), 8.37-8.42 (m, 1H), 8.63 (s, 2H), 9.35 (s, 1H) °

[0448) EHEH 15-82 ¢ 1-(2-{4-[2-FH-5-(= & H & )-3- M iE £
A FE )-S5 IEE)-3-(2-[3-(Z B HE)-1H- - 1- B ]-5-(C R F E)
o EE R

4l fE (LC-MS/ELSD) : 100%(fR#FHE R : 1.04 53) s

MASS(ESI » Pos.) : 651(M+H)" ;

lH-NMR(DMSO-ds)I 5 6.48 (s, 2H), 6.93 (d, 1H), 7.14 (t, 1H),
7.26-7.33 (m, 2H), 7.49-7.60 (m, 4H), 7.73 (d, 1H), 8.27 (d, 1H), 8.45
(d, 1H), 8.54 (d, 1H), 8.69 (s, 2H), 8.95 (s, 1H), 9.66 (s, 1H)
[0449) EHEH] 15-83 1 1-Q2-{4-[2-BF £ -5-(= & F & )-3-ML g £ ]
EEE)SBIEE)I-S-(ERFE)2-B-EHRFE)1H-1,24-=
ik - 1- R 1 B R

4t FE (LC-MS/ELSD) : 100% (4R #EFBE RS & 1.02 43) 5

MASS(ESI » Pos.) : 670(M+H)" ;

IH-NMR(DMSO-de) : 5 6.48 (s, 2H), 7.25-7.32 (m, 2H), 7.48-7.58 (m,
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3H), 7.72 (dd, 1H), 7.82 (d, 1H), 8.27 (d, 1H), 8.49 (d, 1H), 8.66-8.69
(m, 3H), 9.24 (s, 1H), 9.33 (s, 1H)

(0450 BEHEHI 15-84  1-(2-3-2Z B - 1H-THE e -1-25)-5-(= 4, &
) I 13- (4-[2- B B -5 (S 48 T )3 THE D 2 13 L2 )5 O
)

[0451]

?ﬁTiiQ
> oy
Fs \/N

Hy

[0452) 4% (LC-MS/ELSD) : 100%(£REFBET : 1.01 43) s
MASS(ESI » Pos.) : 643(M+H)" ;

'H-NMR(DMSO-ds) : & 2.59 (s, 3H), 6.48 (s, 2H), 7.04-7.07 (m, 1H),
7.24-7.32 (m, 2H), 7.48-7.62 (m, 4H), 7.75 (d, 1H), 8.25-8.29 (m, 1H),
8.40 (d, 1H), 8.63 (d, 1H), 8.68 (s, 2H), 8.75 (s, 1H), 9.64 (s, 1H) °
[0453) EHMBI 15-85 1 1-(2-{4-[2-B E:-5-(Z & B E)-3- M ng £
REE)-5-WEIE £ )-3-[2-(2-F & -3-MEIg 2 )-5-(Z 8 F 5)F E IR
i /% (LC-MS/ELSD) : 100% (£ R ¢ 0.84 53)

MASS(ESI > Pos.) : 626(M+H)" ;

'H-NMR(DMSO-ds) : & 2.25 (s, 3H), 6.48 (s, 2H), 7.23-7.57 (m, 8H),
7.63 (dd, 1H), 7.88 (s, 1H), 8.27 (d, 1H), 8.53 (s, 1H), 8.59 (dd, 1H),
8.65 (s, 2H), 9.29 (s, 1H) -

(04541 BEHEBI 15-86 1 1-Q2-{4-[2-B2 &-5-(Z & FH &)-3- ML iE & |
REF)-5- M IEE)-3-[2-(4- G- 1H-ME 0k - 1-5)-5-(Z 8 &) iR
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&fi £ (LC-MS/ELSD) : 100%(fr 8¢ - 1.02 43)

MASS(ESI » Pos.) : 619(M+H)" ;

'H-NMR(DMSO-ds) : 6 6.49 (s, 2H), 7.26-7.33 (m, 2H), 7.48-7.58 (m,
4H), 7.68 (d, 1H), 8.03-8.07 (m, 1H), 8.26-8.30 (m, 1H), 8.56-8.63 (m,
2H), 8.70 (s, 2H), 9.27 (s; 1H), 9.85 (s, 1H) -

[0455)] EHEH] 15-87 @ 1-Q2-{4-[2-FF B -5-(Z & FH E)-3-HLE &)
G E)-5-FIEE)-3-[2-(4- & - 1H-HL - 1-5)-5-(Z | &) F & 1K
[0456]

[0457) #%iFE(LC-MS/ELSD) : 100% (R FF IR & 1.06 43)
MASS(ESI » Pos.) : 635(M+H)" ;

'H-NMR(DMSO-ds) : & 6.49 (s, 2H), 7.26-7.32 (m, 2H),. 7.50-7.59 (m,
4H), 7.70 (d, 1H), 8.07-8.09 (m, 1H), 8.26-8.30 (m, 1H), 8.57 (d, 1H),
8.63-8.64 (m, 1H), 8.69 (s, 2H), 9.11 (s, 1H), 9.81 (s, 1H) *

[0458) ‘E MBI 15-88 : 1-(2-{4-[2-BFE-5-(= & B &)-3-MhnE £ ]
HEE)-S-BIEE)-3-[2-8-4-(Z B P E)EE IR

4l B (LC-MS/ELSD) : 100%({R#F SR  1.04 43) 5

MASS(ESI » Pos.) : 569(M+H)" ;

'H-NMR(DMSO-ds) 1 § 6.49 (s, 2H), 7.27-7.34 (m, 2H), 7.50-7.60 (m,
3H), 7.70 (dd, 1H), 7.89-7.93 (m, 1H), 8.26-8.31 (m, 1H), 8.43 (d, 1H),
8.75 (s, 2H), 8.81 (s, 1H), 9.78 (s, 1H) °

[0459) EHEG 15-89 ¢ 1-Q2-{4-[2-FE & -5-(Z & B &)-3- ML o £ |
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HEE)-5-EIEE)-3-[2-F-5- (SR HE) R KR

4t & (LC-MS/ELSD) : 100% (R FBE R ¢ 1.02 43) 5

MASS(ESI » Pos.) © 569(M+H)" ;

'H-NMR(DMSO-ds): & 6.49 (s, 2H), 7.26-7.34 (m, 2H), 7.40 (dd, 1H),
7.50-7.59 (m, 3H), 7.73 (d, 1H), 8.26-8.30 (m, 1H), 8.56 (d, 1H),A 8.75
(s, 2H), 8.79 (s, 1H), 9.72 (s, 1H) °

[0460) EHEHI 15-90 @ 1-(2-{4-[2-FF & -5-(= & B & )-3-HL g & ]
EEE)-5-IEE)-3-2-A-5-C R FE)FE]R

4t & (LC-MS/ELSD) : 100% (fRFEE R : 0.98 43) 5

MASS(ESI * Pos.) : 553(M+H)"

'H-NMR(DMSO-ds) : & 6.49 (s, 2H), 7.26-7.33 (m, 2H), 7.38-7.59 (m,
5H), 8.26-8.30 (m, 1H), 8.52 (dd, 1H), 8.75 (s, 2H), 9.11 (s, 1H), 9.31
(s, 1H) °

[0461Y EHEH 15-91 ¢ 1-(2-{4-[2-BF & -5-(Z & B &)-3-Hhng & ]
REE)-5-WEIEE)-3-(2,5- ZEE )R

4t & (LC-MS/ELSD) : 100%(fRFHER & 1.01 &)

MASS(ESI » Pos.) : 535(M+H)" ;

'H-NMR(DMSO-de): 6 6.49 (s, 2H), 7.12 (dd, 1H), 7.27-7.34 (m, 2H),
7.50-7.59 (m, 4H), 8.26-8.30 (m, 2H), 8.65 (s, 1H), 8.74 (s, 2H), 9.68
(s, 1H) °

[0462) BHEBI 15-92 ¢ 1-(2-{4-[2-BFE-5-(Z & B &)-3-Mh g ]
REE)-S-BIEE)-3-2,4-Z8ERR

4t /& (LC-MS/ELSD) : 100%(fRFFIERT : 1.00 43) ;

MASS(ESI » Pos.) : 535(M+H)"
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'H-NMR(DMSO-de): & 6.49 (s, 2H), 7.27-7.33 (m, 2H), 7.39 (dd, 1H),
7.50-7.59 (m, 3H), 7.64 (d, 1H), 8.14 (d, 1H), 8.27-8.30 (m, 1H), 8.59
(s, 1H), 8.73 (s, 2H), 9.60 (s, 1H) -
[0463] EEHEBI 15-93 1 1-(-(4-[2-BEEE-5-(= 4 B 25)-3- U B 2L
R )-S5 HE)-3-[2-F -5 (S AR ) F K IR
4fi B (LC-MS/ELSD) © 100% ({2 K I ¢ 0.98 43) ;
MASS(ESI » Pos.) © 549(M+H)" ; |
'H-NMR(DMSO-ds) : & 2.32 (s, 3H), 6.49 (s, 2H), 7.27-7.34 (m, 3H),
7.42 (d, 1H), 7.50-7.59 (m, 3H), 8.26-8.30 (m, 2H), 8.39 (s, 1H), 8.75
s, 2H), 9.34 (s, 1H) °
[0464) E MBI 15-94 © 1-{2-[4-(2-B £ -5-8-3- ML ug ) FE &K £ 1-5-
MENE EL}-3-2-BE R E-5-CHFE)FEIR

TLC : RE0.67(ZBEZH) ; |
'"H-NMR(DMSO-ds) * 6 1.22 (d, 6H), 3.21 (m, 1H), 5.86 (s, 2H),
7.25-7.31 (m, 2H), 7.39-7.56 (m, 5H), 7.95 (d, 1H), 8.12-8.15 (m, 1H),
8.43 (s, 1H), 8.74 (s, 2H), 9.28 (s, 1H) -
[0465) ELHEM 15-05 ¢ 1-(2-[4-Q-BE 2 -5- 5. 3- W 0 ) 36 G 2L -5
B A }-3-(2- 7 -5 (2 L )6 R
TLC : Rf 0.35(Z B Z.B5) :
'H.NMR(DMSO-ds) : & 1.20 (t, 3H), 2.69 (q, 2H), 5.86 (s, 2H),
7.25-7.31 (m, 2H), 7.33-7.46 (m, 3H), 7.48-7.56 (m, 2H), 7.95 (d, 1H),
8.24-8.27 (m, 1H), 8.38 (m, 1H), 8.75 (s, 2H), 9.34 (s, 1H)
[0466) BEHEHI 15-96 ¢ 1-{2-[4-Q-F& E-5-F-3-0HLUE B ) EHE]-5-
U & }-3-[2-(FHEEEE)-5-C & F E) R AR
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[0467]

Ny SO °

JORDE

'T/ NN 1o
0%""CH,4

(04681 TLC : Rf 0.44(&15 * FEE=19: 1)
'‘H-NMR(DMSO-ds) : & 3.38 (s, 3H), 5.57 (s, 2H), 7.25-7.31 (m, 2H),
7.37 (dd, 1H), 7.48-7.56 (m, 2H), 7.61-7.67 (m, 1H), 7.93 (d, 1H),
8.04-8.09 (m, 1H), 8.61-8.65 (m, 1H), 8.75 (s, 2H), 8.97 (s, 1H), 10.30
(s, 1H) -

[0469) EEHEHI 15-97 & 1-(2-{4-[2-BE E-5-(Z & B £)-3- ML IE & ]
A EE )-S5 NE B )-3-[2-(F B IR B )-4- C & F &) R E R

TLC : Rf 0.31(& {5 : HE=19:1);

'H-NMR(DMSO-ds) : & 3.42 (s, 3H), 6.49 (s, 2H), 7.27-7.33 (m, 2H),
7.49-7.58 (m, 3H), 8.03-8.11 (m, 2H), 8.25-8.30 (m, 1H), 8.50 (d, 1H),
8.76 (s, 2H), 9.04 (s, 1H), 10.36 (s, 1H) -

[0470) EHEH 15-98 1 1-Q2-{4-[2-FF & -5-(Z & 5 #)-3-HL g & ]
FE A )-S5 IEE)-3-2-(F R E)-5-C R R &) E IR

[0471]
CF,
NH, O NS
,qj/Cf 1O
| P H H _ L
07" ~CH,
Fa

[0472] TLC : Rf 0.32(&fF : HEE=19: 1)
'H-NMR(DMSO-ds) : 6 3.38 (s, 3H), 6.49 (s, 2H), 7.24-7.32 (m, 2H),
7.48-7.58 (m, 3H), 7.64 (d, 1H), 8.06 (d, 1H), 8.24-8.29 (m, 1H),
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8.61-8.64 (m, 1H), 8.75 (s, 2H), 8.97 (s, 1H), 10.30 (s, 1H) -

[0473) BEHEB] 15-99 © 1-{2-[4-(2-B B -5-4-3- Tt U 6 ) 3 4R 2K ]-5-
W OE B }-3-[2-(4-&- 1H-ME e - 1- ) -5-(ZE R/ F )R E R

TLC : Rf 0.28(2 %% : ZEE ZHE=1:2):

'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.27 (d, 2H), 7.36 (dd, 1H),
7.51-7.57 (m, 3 H), 7.68-7.74 (m, 1 H), 7.93 (d, 1H), 8.06 (s, 1H),
8.56 (s, 1H), 8.62 (s, 1H), 8.69 (s, 2H), 9.10 (s, 1H), 9.80 (s, 1H) -
[0474) BEHEHT 15-100: 1-{2-[4-Q-B £=-5-8-3- ML g L) FE & £ )-5-
W E L )-3-[3-F 2R -5 (S A B EE IR

&fi [& (LC-MS/ELSD) : 100%(FREFHER ¢ 0.94 53) 5

MASS(ESI » Pos.) : 515(M+H)" ;

'H-NMR(DMSO-ds) : & 2.36 (s, 3H), 5.86 (s, 2H), 7.15 (s, 1H), 7.26
(d, 2H), 7.40-7.45 (m, 2H), 7.50 (d, 2H), 7.76 (s, 1H), 7.95 (d, 1H),
8.73 (s, 2H), 8.98 (s, 1H), 9.23 (s, 1H)

[0475) BEHEH] 15-101: 1-{2-[4-(Q-B £ -5- 8 -3- M e B ) R & £ - 5-
0 0 2 )32 2 -4-(= 4 26) S 25 1R

% B (LC-MS/ELSD) : 100%({REFBE T : 0.93 43)

MASS(ESI » Pos.) : 515(M+H)"

'H-NMR(DMSO-ds) : & 2.32 (s, 3H), 5.86 (s, 2H), 7.27 (d, 2H), 7.45
(d, 1H), 7.47-7.54 (m, 3H), 7.56 (s, 1H), 7.95 (d, 1H), 8.14 (d, 1H),
8.40 (s, 1H), 8.75 (s, 2H), 9.39 (s, 1H) «

[0476) BEHaf] 15-102: 1-{2-[4-(2-W £ -5-&.-3- ML e £ ) K & E]-5-
e L )-3-[2,5- B (=R P &) Rk

41 & (LC-MS/ELSD) : 100%(fRFFHERT  0.97 43) 5
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MASS(ESI » Pos.) : 569(M+H)" ;

'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.27 (d, 2H), 7.42 (d, 1H), 7.50
(d, 2H), 7.63 (d, 1H), 7.90-7.97 (m, 2H), 8.41 (s, 1H), 8.57 (s, 1H),
8.74 (s, 2H), 9.73 (s, 1H) -

[0477) EHEH 15-103: 1-{2-[4-(2-BF E-5- 8 -3- ML mE ) T & £ ]-5-
WA IE £ }-3-[2-FF | E-5-(E & FE)ETE K

%0 & (LC-MS/ELSD) : 100% (R ¥ 1%RT © 0.93 43)

MASS(ESI » Pos.) ¢ 531(M+H)" ;

'H-NMR(DMSO-ds) : & 3.96 (s, 3H), 5.86 (s, 2H), 7.17-7.37 (m, 4H),
7.42 (d, 1H), 7.50 (d, 2H), 7.95 (d, 1H), 8.48 (d, 1H), 8.66 (s, 1H),
8.72 (s, 2H), 9.60 (s, 1H) -

[0478) EHEFI 15-104: 1-{2-[4-2-BF & -5-8-3- ML B £ )R & £ ]-5-
e & }-3-[2- (R EEER £)-5-(C /A F &) F &K

[0479]

CF;

N O
JORPE
P Y Lo

[0480) &= (LC-MS/ELSD) : 100%(fA#FEFRG © 0.91 9) 5
MASS(ESI » Pos.) : 579(M+H)" ;

'"H-NMR(DMSO-d¢) : & 3.38 (s, 3H), 5.87 (s, 2H), 7.25-7.31 (m, 2H),
7.43 (d, 1H), 7.48-7.54 (m, 2H), 7.62-7.67 (m, 1H), 7.96 (d, 1H), 8.07
(d, 1H), 8.61-8..65 (m, 1H), 8.75 (s, 2H), 8.97 (s, 1H), 10.31 (s, 1H) -
(0481 BEHEHT 15-105: 2-([(2- (4-[2- B o-5-(= 450 FF 25 )-3-THL 0 25
54008 )5V U ) A P S 1A ) NN 42 R )%
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T B B
[0482]

" CR
NH, oTﬁL j\
Py o \N/CHa
Fs SH,

[0483) TLC : RE0.64(E)5% : ZMEZHh=1 4 ;
'H-NMR(DMSO-ds) © & 2.76 (s, 6H), 6.49 (s, 2H), 7.27-7.35 (m, 2H),
7.50-7.65 (m, 4H), 7.94 (d, 1H), 8.26-8.30 (m, 1H), 8.61 (s, 1H), 8.74
s, 2H), 8.99 (s, 1H), 10.31 (s, 1H) -

[0484) EHEHI 15-106: 1-{2-[4-2-B £ -5-F.-3-ML g B ) K & £ ]-5-
METEE)-3-(3 OR3-S HR )2 BE KR
4 B (LC-MS/ELSD) © 100% ({2 £ ES 1 ¢ 0.95 43) ;

MASS(EST * Pos.) : 607(M+H)" ;

'H-NMR(DMSO-ds) © & 4.59 (4, 2H), 5.28 (t, 1H), 5.86 (s, 2H),
7.22-7.33 (m, 3H), 7.36 (s, 1H), 7.37-7.53 (m, 7H), 7.93-7.98 (m, 1H),
8.06 (s, 1H), 8.42 (s, 1H), 8.66 (s, 2H), 9.42 (s, 1H) -

[0485) B Wi 15-107¢ 1-{2-[4-(2- B -5-45,-3- 1L B 0 )3 &6 2L )-5-
BELEEL }-3-[3 -(RHEE)A-CHEERE)-2-BEER
4 & (LC-MS/ELSD) © 99% (R 55 B% S ¢ 0.88 53) ;

MASS(ESI » Pos.) : 591(M+H)" ;

'H-NMR(DMSO-de) : & 4.58 (d, 2H), 5.28 (t, 1H), 5.57 (s, 2H),
7.22-7.32 (m, 3H), 7.35-7.56 (m, 8H), 7.94 (d, 1H), 8.06 (s, 1H), 8.42
(s, 1H), 8.66 (s, 2H), 9.42 (s, 1H) -

[0486) BEHEHI 15-108 ¢ 1-{2-[4-(2- B EE-5-5-3- Mk BE B ) 3 SR 2 - 5-
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mEE AL }-3-[37 -(1-BZE)-4-(Z & F E)-2- B E E 1R

& FE (LC-MS/ELSD) : 100%(fRFFHER £ 0.98 43) »

MASS(ESI » Pos.) © 621(M+H)" ;

'‘H-NMR(DMSO-ds) : & 1.36 (d, 3H), 4.74-4.93 (m, 1H), 5.21 (d, 1H),
5.86 (s, 2H), 7.22-7.36 (m, 3H), 7.38-7.56 (m, 8H), 7.95 (d, 1H), 8.09
(s, 1H), 8.37 (s, 1H), 8.66 (s, 2H), 9.40 (s, 1H) -

[0487) E MBI 15-109: 1-{2-[4-(2-FF E-5-4,-3- ML nE ) FE &/ £ ]-5-
WEE AL }-3-[37 -(I-RZE)4A-CEHKFE)-2-BERE R

& f% (LC-MS/ELSD) : 100%(fRFFHEH £ 0.91 43)

MASS(ESI » Pos.) : 605(M+H)" ;

'‘H-NMR(DMSO-ds) : & 1.36 (d, 3H), 4.74-4.93 (m, 1H), 5.21 (d, 1H),
5.57 (s, 2H), 7.22-7.57 (m, 11H), 7.94 (d, 1H), 8.09 (s, 1H), 8.37 (s,
1H), 8.66 (s, 2H), 9.40 (s, 1H) -

[0488) EHaAI 15-110 @ 1-Q2-{4-[2-FF £ -5-(= & H £)-3- ML e £ ]
REF)-5-EEE)-3-2-(ZREEE)-5-C R FEE)FH IR

TLC : Rf 0.59(2 % : ZBE ZE5=1: 4);

'H-NMR(DMSO-de) : & 1.15 (t, 3H), 3.45 (q, 2H), 6.48 (s, 2H), 7.27
(d, 2H), 7.51 (d, 2H), 7.55 (d, 1H), 7.62 (d, 1H), 8.02 (d, 1H),
8.24-8.28 (m, 1H), 8.64 (s, 1H), 8.74 (s, 2H), 9.00 (s, 1H), 10.32 (s,
1H) -

[0489) EFHEHT 15-111: 1-{2-[4-(2-B £ -5-8-3- ML BE Z)HE & £ 1-5-
e e A }-3-[5- & -2- (R R ) K E R

TLC : Rf 0.38(& {5 : BHEE=19: 1)

'H-NMR(DMSO-ds) : & 3.33 (s, 3H), 5.86 (s, 2H), 7.25-7.31 (m, 2H),
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7.36 (dd, 1H), 7.43 (d, 1H), 7.48-7.55 (m, 2H), 7.85 (d, 1H), 7.96 (dd,
1H), 8.33 (d, 1H), 8.75 (s, 2H), 8.88 (s, 1H), 10.26 (s, 1H) *

[0490) EEHEH 15-112 ¢ 1-(2-{4-[2-BR 5 -5-(Z 4 B £5)-3- M BE £ ]
G )5 0E I )-3-[5- 8- 2- (R IR R ) S 2 )R

& FE (LC-MS/ELSD) : 100%(fRFFHRERT ¢ 0.92 43)

MASS(ESI » Pos.) : 563(M+H)" ;

'H-NMR(DMSO-ds) : & 3.31 (s, 3H), 6.49 (s, 2H), 7.09-7.19 (m, 1H),
7.29 (d, 2H), 7.50-7.60 (m, 3H), 7.92 (dd, 1H), 8.11 (dd, 1H),
8.25-8.32 (m, 1H), 8.75 (s, 2H), 8.95 (s, 1H), 10.29 (s, 1H)

[0491) BEHEG 15-113 7 2-{[(2- {A-[2- B B -5-(= d, B L )-3-THE B K
REE)-S-WEE AT A )-4-5-NN-— F &K
44 ¥ (LC-MS/ELSD) © 100% ({2 55 B F5 © 0.98 43) 5

MASS(ESI * Pos.) : 592(M+H)" ;

'‘H-NMR(DMSO-ds) : & 2.70 (s, 6H), 6.49 (s, 2H), 7.09-7.18 (m, 1H),
7.28 (d, 2H), 7.48-7.59 (m, 3H), 7.80 (dd, 1H), 8.11 (dd, 1H),
8.25-8.30 (m, 1H), 8.74 (s, 2H), 8.98 (s, 1H), 10.29 (s, 1H) -

[0492) EHEBI 15-114: 1-{2-[4-(2-FF £ -5-5.-3- ML BE 2R ) IR & £ )-5-
WeE UE A }-3-[2-(R B 5 )-5-(Z A &) F & ik

TLC : Rf 0.25(2 %% : ZB&ZH=1:2);

'H-NMR(DMSO-ds) : & 2.53 (s, 3H), 5.56 (s, 2H), 7.26 (d, 2H),
7.35-7.43 (m, 2H), 7.49-7.56 (m, 3H), 7.92 (d, 1H), 8.18 (d, 1H), 8.44
s, 1H), 8.73 (s, 2H), 9.64 (s, 1H) - | |
[0493) EHEAI 15-115 ¢ 1-Q2-{4-[2-B &E-5-(Z & F &)-3- Mg &)
REE)-5-BIEE)-3-2-(FRERE)-5-(CZRFH)FEIR
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TLC : Rf 0.34(Z B ZB) ;
'H-NMR(DMSO-ds) : & 2.88 (s, 3H), 6.47 (s, 2H), 7.27 (d, 2H),
7.48-7.57 (m, 3H), 7.65 (d, 1H), 7.90 (d, 1H), 8.26 (s, 2H), 8.73 (s,
2H), 9.25 (s, 1H), 9.68 (s, 1H)

(0494 BEHEMT 15-116° 1-{2-[4-(2- B Bo-5- 45, - 3- L 12 B )26 &5, K )-5-
U U 3 -3 [2-(FF 5 R R 2L )-5-(= 48, B ) 2

TLC : Rf 0.32Z B8 Z.B) ;

'H-NMR(DMSO-ds) : & 2.88 (s, 3H), 5.56 (s, 2H), 7.27 (d, 2H), 7.36
(dd, 1H), 7.52 (d, 2H), 7.65 (d, 1H), 7.88-7.94 (m, 2H), 8.26 (s, 1H),
8.73 (s, 2H), 9.24 (s, 1H), 9.68 (s, 1H) °

[0495] BBl 15-117 1 1-Q-{4-[2-Br E-5-(= 45, FH 5)-3- M B 2 |
AR A }-5-BE0E B )-3-[5-8-2-(F R e B AR ) R A iR

TLC : Rf 0.43(Z & £ B + BHEE=19: 1) ;

'H-NMR(DMSO-ds) : & 2.86 (s, 3H), 6.48 (s, 2H), 7.27 (d, 2H), 7.35
dd, 1H), 7.51 (d, 2H), 7.55 (d, 1H), 7.67 (d, 1H), 8.00 (d, 1H),
8.25-8.29 (m, 1H), 8.73 (s, 2H), 9.24 (s, 1H), 9.69 (s, 1H) °

[0496) BEHEB 15-118: 1-{2-[4-(2-B £5-5- 8 -3- ML BE B ) K & £ ]-5-
WENE L }-3-[37 -(2-FRE-2-IEE)-4-(Z & &)-2- B 5 A 1R

il & (LC-MS/ELSD) : 100%({RFHERT : 1.00 £3) ;

MASS(ESI » Pos.) © 635(M+H)" ;

'{_NMR(DMSO-ds) : & 1.45 (s, 6H), 5.07 (s, 1H), 5.85 (s, 2H),
7.21-7.33 (m, 3H), 7.40-7.60 (m, 8H), 7.95 (d, 1H), 8.10 (s, 1H), 8.34
(s, 1H), 8.65 (s, 2H), 9.38 (s, 1H) -

[0497) EEHEH 15-119 : 1-(2-{4-[2-BE 5L -5-(= %, B &5)-3- Ik g o |
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REE)-S-BIEE)-3-[3° -Q-FE-2-FARE)-4-(ZEFE)-2-BF
B )il

4l £ (LC-MS/ELSD) © 100%({R 8GR © 1.06 43)

MASS(ESI » Pos.) : 669(M+H)" ;

'H-NMR(DMSO-de) : & 1.45 (s, 6H), 5.07 (s, 1H), 6.48 (s, 2H),
7.22-7.34(m, 3H), 7.41-7.60 (m, 8H), 8.10 (s, 1H), 8.25-8.29 (m, 1H),
8.34 (s, 1H), 8.65 (s, 2H), 9.39 (s, 1H) -

[0498] EHEMHI 15-120+ 1-{2-[4-Q2-B F-5- 8 -3- ML BE £ FE & H 1-5-
W5 E Bk }-3-[5-8-2-(1H-ME e - 1 - B ) S L 1R

TLC : Rf0.43(T¥% : ZBZBE=3:17);

'H-NMR(DMSO-ds) : & 5.87 (s, 2H), 6.63-6.64 (m, 1 H), 7.23 (d, 1H),
7.24-7.28 (m, 2H), 7.40-7.55 (m, 4H), 7.91 (d, 1H), 7.96 (d, 1H), 8.27
(d, 1H), 8.30 (d, 1H), 8.70 (s, 2H), 9.40 (s, 1H) , 9.91 (s, 1H) -
[0499) BB 15-121: 1-{2-[4-(2-BeE-5-8-3- ML g B EH 5 )-5-
A B }-3-[4- 21 H- B -1 35 )56 5 7

TLC : Rf 0.5k : ZBZE=3:17);

'H-NMR(DMSO-de) : & 5.86 (s, 2H), 6.61-6.65 (m, 1H), 7.26 (d, 2H),
7.41-7.47 (m, 2H), 7.52 (d, 2H), 7.64 (d, 1H), 7.91 (d, 1H), 7.96 (d,
1H), 8.14 (d, 1H), 8.36 (d, 1H), 8.69 (s, 2H), 9.37 (s, 1H) , 9.85 (s,
1H) -

[0500)] EHEB] 15-122: 1-{2-[4-(2-Fg 2k -5- 8- 3- 0L 0g B2 ) & £ 1-5-
mg;ufg;gg}-3-[2-(1H-1,2,3-£ﬂ§§-1-%)-4-(3f§a@%)X%lﬂ&

&1 & (LC-MS/ELSD) : 100%({R¥FEFRT : 0.87 43)

MASS(ESI » Pos.) : 568(M+H)" ;
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'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.26 (d, 2H), 7.42 (d, 1H), 7.50
(d, 2H), 7.89-7.92 (m, 2H), 7.95 (d, 1H), 8.09 (s, 1H), 8.45 (d, 1H),
8.68-8.70 (m, 4H),. 9.69 (brs, 1H) -

[0501) EHEBI 15-123: 1-{6-[4-(2-FF £ -5-8&-3- ML nE ) FE & 5 1-3-
Mh e & }-3-[2- & -5- (= /P B FE K

4 & (LC-MS/ELSD) : 100%({REFBE R ¢ 0.99 43)

MASS(ESI » Pos.) : 518(M+H)" ;

'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.07 (d, 1H), 7.17 (d, 2H),
7.39-7.53 (m, 5H), 7.94 (d, 1H), 8.05 (dd, 1H), 8.22 (d, 1H), 8.56 (dd,
1H), 8.96 (d, 1H), 9.25 (s, 1H) -

[0502) BEhaBl 15-124: 1-{6-[4-(2-Fg &-5-8-3- MM &) F & & ]-3-
0L o B }-3-[2-(1H-Oth e -1-F0)-4-(Z & B E) R E R

[0503) |

NH, Ny CF,
1P UHI”Q
e @ N

[0504) 4/ (LC-MS/ELSD) : 100%({% %R : 1.01 43) 5

- MASS(ESI * Pos.) © 566(M+H)" ; |
'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 6.65 (t, 1H), 7.05 (d, 1H), 7.16
(d, 2H), 7.40 (d, 1H), 7.47 (d, 2H), 7.74 (d, 1H), 7.81 (d, 1H),
7.93-8.00 (m, 3H), 8.22 (d, 1H), 8.42-8.44 (m, 2H), 9.42 (s, 1H), 9.84
(s, 1H) °
[0505) BEHEH] 15-125: 1-{6-[4-(2-Fa B -5- & -3- Mk g B ) FE & H ]-3-
e 2 }-3-[2-(1H-1,2,3- S0 1-25)-4-(Z 4. 5 25) K K 1R
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&1 Z (LC-MS/ELSD) : 100%(fRFFHER £ 0.93 43) 5

MASS(ESI » Pos.) : 567(M+H)" ;

'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.04 (d, 1H), 7.16 (d, 2H), 7.40
(d, 1H), 7.47 (d, 2H), 7.59 (dd, 1H), 7.72 (d, 1H), 7.94 (d, 1H), 7.99
(dd, 1H), 8.10 (d, 1H), 8.15 (d, 1H), 8.59-8.61 (m, 2H), 8.69 (s, 1H),
9.57 (s, 1H) «

[0506] EHEM 15-126: 1-{2-[4-(2-FF £ -5- 8 -3-ME ne &) FE & £ ]-5-
W IE & }-3-[5-&-2-(3- Mk B A5 ) R A 1 HR

4t & (LC-MS/ELSD) : 98%(4R#FHERT : 0.79 43) 5

MASS(ESI » Pos.) : 544(M+H)" ;

'"H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.23-7.30 (m, 4H), 7.42 (d, 1H),
7.49-7.55 (m, 3H), 7.80-7.85 (m, 1H), 7.95 (d, 1H), 8.08 (d, 1H), 8.14
(s, 1H), 8.56-8.65 (m, 4H), 9.21 (s, 1H) -

0507 EHEHI 15-127 ¢ 1-{2-[4-QQ-B £ -3- UL iE B & £ 1-5-1%
W E }-3-[2-(1H-ME e - 1-8)-5-(Z 8 F BB R B iR

4 5 (LC-MS/ELSD) : 100% ({2 5518 ¢ 0.76 53)

MASS(ESI » Pos.) © 533(M+H)" ;

'"H-NMR(DMSO-ds) : & 5.58 (s, 2H), 6.64-6.68 (m, 2H), 7.26 (d, 2H),
7.35 (dd, 1H), 7.47-7.54 (m, 3H), 7.75 (d, 1H), 7.93-7.95 (m, 2H),
8.42 (d, 1H), 8.59 (d, 1H), 8.70 (s, 2H), 9.60-10.08 (br, 2H) *

[0508) EHEHI 15-128 : 1-Q2-{4-[2-F2 K -5-(Z & F £)-3- Mg &)
R EL)-5-IEIE £ )-3-[2-B-T g B)-5-CHF BE)XE R

44 FE (LC-MS/ELSD) : 100%(fRFFEERG © 0.90 43) »

MASS(ESI » Pos.) : 612(M+H)" ; |
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'H-NMR(DMSO-ds) : & 6.48 (s, 2H), 7.24-7.29 (m, 2H), 7.50-7.58 (m,

6H), 7.86-7.91 (m, 1H), 8.25-8.28 (m, 2H), 8.38 (d, 1H), 8.62-8.71 (m,

4H), 9.25 (s, 1H) -

[0509) EHEHI 15-129 : 1-2-{4-[2-Ff £:-5-(Z & FH &)-3-M g 5]

HEE FR)-5-ME B B )-3-[2-(1H-1,2,3- = M- 1-5)-5- (S & F E)E & IR
- 45 (LC-MS/ELSD) = 100% (#R £ [ : 0.93 53) 5

MASS(ESI » Pos.) : 602(M+H)" ;

'H-NMR(DMSO-ds) : & 6.48 (s, 2H), 7.28 (d, 2H), 7.50-7.56 (m, 3H),

7.61 (dd, 1H), 7.74 (d, 1H), 8.10 (s, 1H), 8.27 (d, 1H), 8.58 (d, 1H),

8.69-8.73 (m, 4H), 9.67 (s, 1H) °

[0510) BEHEBY 15-130 1-{6-[4-(2- R B -5- 8- 3-IHh I 5 ) 36 4, B ] 3-

OBG 5  }-3- {5-( = 40 FF 2)-2-[3- (= 90 P 25 )- 1 HI-DHE 14 1 3 K )

4 F (LC-MS/ELSD) : 100%(fREF % © 1.08 43) s

MASS(ESI » Pos.) : 634(M+H)" ;

'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.04 (d, 1H), 7.14-7.18 (m, 3H),

7.40 (d, 1H), 7.45-7.49 (m, 2H), 7.56 (dd, 1H), 7.69 (d, 1H), 7.94 (d,

1H), 7.98 (dd, 1H), 8.16 (d, 1H), 8.45 (s, 1H), 8.47 (d, 1H), 8.51 (d,

1H), 9.40 (s, 1H) °

[0511) EHEAY 15-131: 1-{6-[4-(2-F 2= -5- 3 -3- ML BEH) K H £ ]-3-

e & }-3-(5-(ZH/ F &)-2-[3-(ZF F &)-1H-ME k- 1- B R E ) R

%fi ¥ (LC-MS/ELSD) : 100%({REFIERT : 1.01 )

MASS(ESI » Pos.) : 618(M+H)" ;

'H-NMR(DMSO-ds) : & 5.55 (s, 2H), 7.04 (d, 1H), 7.14-7.18 (m, 3H),

7.41 (dd, 1H), 7.46-7.51 (m, 2H), 7.55 (dd, 1H), 7.68 (d, 1H), 7.92 (d,
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1H), 7.97 (dd, 1H), 8.15 (d, 1H), 8.44 (s, 1H), 8.46-8.47 (m, 1H), 8.51
(d, 1H), 9.39 (s, 1H) °

[0512) BEHEH 15-132: 1-{2-[4-Q2-HE B -5-8-3-AL e ) F & £ -5-
W g £ }-3-[3-(1H-AE 8t -1-56)-5-(Z & B B ) R B 1 HR

&t B (LC-MS/ELSD) © 100% (R EEBERT : 0.93 43) 5

MASS(ESI » Pos.) : 567(M+H)" ;

'H-NMR(DMSO-ds) : & 5.87 (s, 2H), 6.58-6.59 (m, 1H), 7.28 (d, 2H),
7.43 (d, 1H), 7.49-7.54 (m, 2H), 7.80-7.84 (m, 3H), 8.00 (d, 1H), 8.25
(s, 1H), 8.63 (d, 1H), 8.75 (s, 2H), 9.09 (s, 1H), 9.55 (s, 1H) °
[0513) EHEHI 15-133: 1-(2-[4-QQ-FF £-5-8-3- ML g &) K & £ )-5-
W E K }-3-[3-(3- ML BE £ -5-(Z /A E) R E R

4l B (LC-MS/ELSD) : 100% ({505 RT : 0.82 43) 5

MASS(ESI » Pos.) : 578(M+H)" ;

'H-NMR(DMSO-d¢) : & 5.87 (s, 2H), 7.28 (d, 2H), 7.43 (d, 1H),
7.50-7.55 (m, 3H), 7.66 (s, 1H), 7.95-7.96 (in, 2H), 8.01 (s, 1H),
8.09-8.13 (m, 1H), 8.62-8.64 (m, 1H), 8.75 (s, 2H), 8.90 (d, 1H), 9.13
(s, 1H), 9.44 (s, 1H) °

[0514) EHEBF] 15-134: 1-{6-[4-Q-B 5 -5-8-3- ML e £ ) K & £ 1-3-
O OF B }-3-[2-(4-FF £ -1H-1,2,3- = M- 1-2)-5- (S & B E)F &£ IR

4l B (LC-MS/ELSD) : 100% ({2 F:BE RS © 0.96 53) ;

MASS(ESI » Pos.) : 581(M+H)" ;

'H-NMR(DMSO-ds) : & 2.39 (s, 3H), 5.84 (s, 2H), 7.04 (d, 1H),
7.14-7.17 (m, 2H), 7.39 (d, 1H), 7.45-7.48 (m, 2H), 7.56 (dd, 1H),
7.67 (d, 1H), 7.93 (d, 1H), 7.99 (dd, 1H), 8.15 (d, 1H), 8.38 (d, 1H),
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8.61-8.62 (m, 2H), 9.59 (s, 1H) -

[0515) E LB 15-135: 1-{2-[4-(2-B £5-5- 8- 3- ML BE 2 ) FE & £ )-5-
me N Bk }-3-[5-&-2-(1H-1,2,3- = M - 1 - BER ) R B 1R

4l & (LC-MS/ELSD) © 98% (IR EF %R ¢ 0.85 43) 5

MASS(ESI » Pos.) : 534(M+H)" ; |
'‘H-NMR(DMSO-ds): § 5.86 (s, 2H), 7.24-7.29 (m, 2H), 7.32 (dd, 1H),
7.42 (d, 1H), 7.48-7.53 (m, 3H), 7.95 (d, 1H), 8.06 (d, 1H), 8.27 (d,
1H), 8.51 (s, 1H), 8.59 (d, 1H), 8.67 (s, 2H), 9.60 (s, 1H) *

(05161 EHEBI 15-136: 1-{2-[4-(2-Fe £ -5- -3- UL B ) K - 5-
W IE £ }-3-[2-(5-FF & -3-MLBEE)-5-(Z & FH E)RE K

TLC : Rf 0.58(Z B 2B - HHEE=19: 1)

'H-NMR(DMSO-ds) : & 2.38 (s, 3H), 5.86 (s, 2H), 7.24-7.31 (m, 2H),
7.40-7.54 (m, 5H), 7.70-7.74 (m, 1H), 7.95 (d, 1H), 8.20 (s, 1H),
8.40-8.47 (m, 2H), 8.51-8.55 (m, 1H), 8.66 (s, 2H), 9.28 (s, 1H) «
[0517) EEHEH] 15-137: 1-{2-[4-(2- B 5= -5- .- 3- ML g 25 ) & A - 5-
I 2 }-3-[2-(5- B Bk -3- L I ) -5- (= 48, FF 3 ) S 2 1R

TLC : Rf 0.45(Z B Z. B : FEE=19: 1)

'H-NMR(DMSO-de) : & 2.38 (s, 3H), 5.57 (s, 2H), 7.22-7.31 (m, 2H),
7.37 (dd, 1H), 7.43-7.58 (m, 4H), 7.68-7.75 (m, 1H), 7.93 (4, 1H),
8.20 (s, 1H), 8.40-8.46 (m, 2H), 8.51-8.55 (m, 1H), 8.66 (s, 2H), 9.29
(s, 1H) °

[0518) EEHEH] 15-138: 1-{2-[4-(2-BE £ -5-%-3- ML 0 L) F & & 1-5-
W I B }-3-[2-(2- B -3- ML BE B )-5-(Z 8 B ) B E R

TLC : Rf 0.18(ZE Z Bs : HEE=19: 1) ;
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'H-NMR(DMSO-ds) : & 2.25 (s, 3H), 5.56 (s, 2H), 7.22-7.30 (m, 2H),
7.33-7.56 (m, 6H), 7.59-7.66 (m, 1H), 7.87 (s, 1H), 7.93 (d, 1H), 8.53
(s, 1H), 8.56-8.61 (m, 1H), 8.65 (s, 2H), 9.28 (s, 1H) - |
[0519) 45 15-139: 1-{2-[4-(2-F& #-5-8, - 3- ML B &) R & £ ]-5-
W IE K }-3-[5-FE E-2-(Z & B H)-4-ME g & 1R

TLC : Rf 0.44(E %% : ZBE ZBE=1: 4);

'H-NMR(DMSO-de): & 5.57 (s, 2H), 7.25-7.32 (m, 2H), 7.37 (dd, 1H),
7.50-7.65 (m, 7H), 7.94 (d, 1H), 8.42-8.47 (m, 2H), 8.69 (s, 2H), 8.75
(s, 1H), 9.74 (s, 1H)

(05201 EHEAI 15-140: 1-{2-[4-Q-Be &= -5-&.-3- ML BE B ) K & £ 1-5-
W U L }-3-[2-(6- FF L -3- ML BE £5)-5-(Z & &) FE 1R

TLC : Rf 0.68(Z B Z.B5 : FREE=9 : 1) ;

'H-NMR(DMSO-ds) : & 2.55 (s, 3H), 5.85 (s, 2H), 7.26 (d, 2H),
7.42-7.53 (m, 6H), 7.76 (dd, 1H), 7.95 (d, 1H), 8.20 (s, 1H), 8.42 (s,
1H), 8.50 (d, 1H), 8.67 (s, 2H), 9.28 (s, 1H)

[0521]1 BEHEB] 15-141: 1-{2-[4-(2-Be £ -5- - 3- ML W &R ) R &8 & )- 5-
W E K }-3-[2-FEE -5 (S A B E)-3-H e & R

TLC : Rf 0.43(TC ¥t : ZB ZHB=1": 3);

'H-NMR(DMSO-d¢) : & 5.57 (s, 2H), 7.27 (d, 2H), 7.38 (dd, 1H),
7.51-7.69 (m, 7H), 7.94 (d, 1H), 8.43 (s, 1H), 8.68 (s, 2H), 8.73 (s,
1H), 8.76 (s, 1H), 9.47 (s, 1H) -

[0522] EHEBI 15-142: 1-{2-[4-2-BE & -5- 8- 3-HE DR 2 ) K K )-5-
BEUE A }-3-[3 4 -ZHEA-CHEFE)-2-BEAEIR

TLC : RfF0.79(C %% : ZB ZB=1: 3);
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IH-NMR(DMSO-ds): § 2.29 (s, 6H), 5.56 (s, 2H), 7.13-7.56 (m, 10H),
7.93 (d, 1H), 8.01 (s, 1H), 8.45 (s, 1H), 8.67 (s, 1H), 9.45 (s, 1H) =
[0523) BEHEBI 15-143: 1-{2-[4-Q2-BE &-5-8.-3- M e )R & & 1-5-
I I B }-3-[2-(6- B B -3-THL g K ) - 5- (= 4 HF 5 ) 2R 2L 1R

TLC : RE 0.69(Z B Z. B8 : FIEE=9 : 1) :

'H-NMR(DMSO-ds) : & 2.55 (s, 3H), 5.56 (s, 2H), 7.26 (d, 2H),
7.35-7.57 (m, 6H), 7.77 (dd, 1H), 7.94 (d, 1H), 8.20 (s, 1H), 8.42 (s,
1H), 8.50 (d, 1H), 8.70 (s, 2H), 9.28 (s, 1H) *

[0524) EEHEHI 15-144 1 1-{2-[4- Q- H5-5-F-3- ML BE 2 E E 2 -5-
WEIE L )-3-[2 -FE-4-(Z R E)-2-BRE R

TLC : REO.59(Z & Hikt - ZBR LB - HEE=8:4:1);
'H-NMR(DMSO-ds): § 2.04 (s, 3H), 5.86 (brs, 2H), 7.16-7.46 (m, 9H),
7.50 (d, 2H), 7.72 (s,. 1H), 7.95 (d, 1H), 8.53 (s, '1H), 8.65 (s, 2H),
9.45 (s, 1H)

(0525 BB 15-145° 1-{2-[4-(2- B B&-5-%.-3-Mh W £ ) R & & -5-
WEE £ }-3-[2 -HE-4-CHEREE)-2-BEER

TLC : Rf 0.56(—&F¥e * ZBEZBE - FEE=8:4:1);
'H-NMR(DMSO-de): & 2.04 (s, 3H), 5.56 (brs, 2H), 7.16-7.48 (m, 9H),
7.52 (d, 2H), 7.72 (s, 1H), 7.93 (d, 1H), 8.53 (s, 1H), 8.65 (s, 2H),
9.45 (s, 1H) o

[0526) EHEHI 15-146 1-{2-[4-(2-F& & -5-&-3-ME e Z)F &K H1-5-
MEEEE}-3-[2" -ZE-4- (R E)-2-BEEE R

TLC : Rf 0.51(2 % : ZBZHE=1:2);

'H-NMR(DMSO-ds) : & 0.99 (t, 3H), 2.21-2.50 (m, 2H), 5.85 (s, 2H),
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7.16 (d, 1H), 7.15-7.51 (m, 10H), 7.66 (s, 1H), 7.94 (d, 1H), 8.53 (s,
1H), 8.64 (s, 2H), 9.47 (s, 1H) »

[0527) EHEBI 15-147: 1-{2-[4-2-BE E-5-5.-3- ML B B ) FE &K E]-5-
WENEEE)-3-[2 -ZE-A-(Z R E)-2-BEER

TLC : Rf 0.50(2 ¢ : ZBEZHE=1:2);

IH-NMR(DMSO-ds)i 5 0.99 (t, 3H), 2.21-2.50 (m, 2H), 5.56 (s, 2H),
7.16 (d, 1H), 7.22-7.56 (m, 10H), 7.66 (s, 1H), 7.93 (d, 1H), 8.53 (s,
1H), 8.64 (s, 2H), 9.47 (s, 1H) °

[0528) EHEBI 15-148: 1-{2-[4-(2-Br -5-%-3- ML BE 2 ) FE & H-5-
DR UE A }-3-{5-F-2-[4- (= & B B )- 1 H-ME ok - 1 - B TR R YR

TLC : Rf0.16(C ¥ : ZBRZHE * FEE=6:4:0.4);
'H-NMR(DMSO-de) : & 5.56 (s, 2H), 7.13 (t, 1H), 7.20-7.29 (m, 3H),
7.36 (dd, 1H), 7.46-7.57 (m, 3H), 7.92 (d, 1H), 8.11 (s, 1H), 8.23 (d,
1H), 8.58 (s, 1H), 8.67 (s, 2H), 8.90 (s, 1H) , 9.77 (s, 1H) °

[0529) EEHEH] 15-149: 1-{2-[4-(2- B £ -5- 4, - 3- Th g A ) 6 45 A ] -5-
BEUE £ }-3-{5-F-2-[3-(Z R P &)- TH-ME - 1- B VR B R

TLC : Rf 0.20(2 )% : ZEEZBs : HEE=6:4: 0.4) ;
'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.07 (s, 1H), 7.20-7.32 (m, 3H),
7.37 (dd, 1H), 7.43-7.57 (m, 3H), 7.92 (d, 1H), 8.18 (s, 1H), 8.37 (s,
2H), 8.65 (s, 2H), 9.43 (s, 1H)

[0530) BB 15-150¢ 1-{2-[4-(2- B £=-5- &.-3- ML g B ) K & £ 1-5-
W OE L }-3-[5-8-2-(4- % - 1H-ME - 1- BR ) R B AR

TLC : Rf 0.45(C ¥t : 2B ZBE=1" 2);

'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.19-7.30 (m, 3H), 7.38-7.54 (m,
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4H), 7.91-7.99 (m, 2H), 8.24 (d, 1H), 8.42 (d, 1H), 8.69 (s, 2H), 8.94
(s, 1H), 9.76 (s, 1H)

[0531) BEHEBI 15-151: 1-{2-[4- Q- 5 -5- &, - 3- Mk g 2 ) K &/ HL ]-5-
IR OE A }-3-[5-8-2-(4- % - L H-0h e - 1-E) R B TR

TLC : Rf 0.39(C %% : ZBE Z =1 2);

'H-NMR(DMSO-ds): 8 5.56 (s, 2H), 7.19-7.30 (m, 3H), 7.36 (dd, 1H),
7.44 (d, 1H), 7.51 (d, 2H), 7.92 (d, 1H), 7.95 (d, 1H), 8.24 (d, 1H),
8.42 (d, 1H), 8.68 (s, 2H), 8.94 (s, 1H), 9.75 (s, 1H) °

[0532) EHEB] 15-152: 1-{2-[4-QQ-B E-5-5,-3-ME g ) R & E ]-5-
BELEEL}-3-[4 -ZE-4-(ZRFE)-2-BEE R

TLC : Rf 0.31(2%E : ZF& ZH5=2* 3);

'H-NMR(DMSO-ds) : & 1.24 (t, 3H), 2.69 (q, 2H), 5.57 (s, 2H),
7.24-7.31 (m, 2H), 7.34-7.56 (m, 9H), 7.93 (d, 1H), 8.09 (s, 1H), 8.41
(s, 1H), 8.67 (s, 2H), 9.41 (s, 1H) »

[0533) MBI 15-153: 1-{2-[4-(2- B = -5- - 3- ML g 5 ) JE &8 £ ]-5-
iz U B }-3-[5- 4 -2-(3- Oth e B ) 3 TR

TLC: REOSI(ZBEZHE : HE=9: 1) ;

'‘H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.02 (dt, 1H), 7.24-7.31 (m, 3H),
7.42 (d, 1H), 7.49-7.55 (m, 3H), 7.82 (dt, 1H), 7.88 (dd, 1H), 7.95 (d,
1H), 8.12 (s, 1H), 8.58-8.65 (m, 4H), 9.23 (s, 1H) °

[0534) BEHEH 15-154:1 1-{2-[4-(2-BE £-5-8-3- ML 0E B ) & £ ]-5-
WEE K )-3-[3,4- B (S F ) EE R

4fi & (LC-MS/ELSD) : 100%(fR 3B R © 0.99 43)

MASS(ESI » Pos.) : 569(M+H)"
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'‘H-NMR(DMSO-ds) : & 5.87 (s, 2 H), 7.25-7.31 (m, 2 H), 7.43 (4, 1
H), 7.49-7.55 (m, 2 H), 7.86-7.98 (m, 3 H), 8.20 (s, 1 H), 8.74 (s, 2 H),
19.16 (s, 1 H), 9.77 (s, 1 H)

[0535) EHEHI 15-155+ 1-{2-[4-QQ-B & -5- & -3- ML IE B)F & & ]-5-
WEOE L }-3-[3-FH E-4-(CZEBFE)XE K

i [ (LC-MS/ELSD) : 100%(fRFFHFRT : 0.94 47)

MASS(ESI » Pos.) : 515(M+H)";

'H-NMR(DMSO-ds) : & 2.39 (s, 3H), 5.87 (s, 2H), 7.25-7.32 (m, 2H),
7.42-7.61 (m, 6H), 7.95 (d, 1H), 8.73 (s, 2H), 8.98 (s, 1H), 9.28 (s,
1H) - |

[0536) EFHEH 15-156: 1-{2-[4-(2- B Eh-5- 5, -3- ML UE B ) FE & 5 - 5-
EIE L }-3-[3-F-4-(CH&E B EH)FE R

4t & (LC-MS/ELSD) © 100% ({2 HERT ¢ 0.93 43) 5

MASS(ESI » Pos.) : 519(M+H)" ;

'"H-NMR(DMSO-ds): & 5.87 (s, 2H), 7.25-7.32 (m, 2H), 7.33-7.39 (m,
1H), 7.43 (d, 1H), 7.48-7.51 (m, 2H), 7.63-7.74 (m, 2H), 7.96 (d, 1H),
8.73 (s, 2H), 9.10 (s, 1H), 9.62 (s, 1H)

[0537) BEHEBI 15-157: 1-{2-[4-Q-B &-5- & -3- M e £ ) F | & ]-5-
mEIE K }-3-[3-F-4-CRFEB)EEIR

4l B (LC-MS/ELSD) : 100% ({R 0% FE : 0.90 43)

MASS(ESI > Pos.) : 531(M+H)" ;

'H-NMR(DMSO-ds) : 6 3.84 (s, 3H), 5.86 (s, 2H), 7.07-7.15 (m, 1H),
7.25-7.32 (m, 2H), 7.41-7.56 (m, SH), 7.95 (d, 1H), 8.73 (s, 2H), 8.98
(s, 1H), 9.38 (s, 1H) °
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[0538) EEHEBI 15-158: 1-{2-[4-QQ-B F-5-5-3- ML BE B & £ ]-5-
MRIE B }-3-[2,3- & -4-(C /& FEH)EE]K

% F¥ (LC-MS/ELSD) : 100% ({2 ¥ BE R : 0.95 43) ;

MASS(ESI » Pos.) : 537(M+H)* 5
H.NMR(DMSO-4) : 6 5.86 (s, 2H), 7.25-7.32 (m, 2H), 7.43 (d, 1H),
7.48-7.61 (m, 3H), 7.94-7.98 (m, 1H), 8.13-8.21 (m, 1H), 8.75 (s, 2H),
9.36 (s, 2H) °

(0530 BFHEHI 15-159¢ 1-(2-[4-(2- B 2o-5- -3 Wh e ) FE SR 2K 5.
BEUE B }-3-[4-FA EE&-3-(Z 5 FE) R E]RK

% ¥ (LC-MS/ELSD) : 100% ({2 & BE R ¢ 0.87 43) ;

MASS(ESI » Pos.) : 531(M+H)" ;

'H-NMR(DMSO-ds) : & 3.84 (s, 3H), 5.87 (s, 2H), 7.19-7.31 (m, 3H),
7.43 (d, 1H), 7.49-7.54 (m, 2H), 7.60 (dd, 1H), 7.80 (d, 1H), 7.95 (d,

~ 1H), 8.71 (s, 2H), 8.90 (s, 1H), 9.03 (s, 1H) -

[0540) BEHEHI 15-160: 1-{2-[4-(2- B F-5-8.-3- ML B 25 ) FE B 5 - 5-
BEIEE }-3-[3-HEE-S-(CZHFE)ERE K

4 & (LC-MS/ELSD) : 100%(fRH5BE R : 0.91 43) ;

MASS(ESI » Pos.) : 531(M+H)" ;

'H-NMR(DMSO-ds) : & 3.80 (s, 3H), 5.87 (s, 2H), 6.83-6.90 (m, 1H),
7.24-7.31 (m, 3H), 7.41-7.45 (m, 1H), 7.46-7.55 (m, 3H), 7.94-7.97 (m,
1H), 8.72 (s, 2H), 8.98 (s, 1H), 9.31 (s, 1H) -

[0541) BB 15-161 ¢ 1-{2-[4- (- £ -5-4, - 3-ThE I 5 ) S 45, 5 1-5-
g e A }-3-[3,4- 8 (/P BE)ERE K

41 & (LC-MS/ELSD) : 100%({RFHEFT © 0.92 53) 5
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MASS(ESI » Pos.) : 553(M+H)" ;

'H-NMR(DMSO-ds): & 5.58 (s, 2H), 7.25-7.33 (m, 2H), 7.38 (dd, 1H),
7.51-7.58 (m, 2H), 7.85-7.99 (m, 3H), 8.19-8.23 (m, 1H), 8.74 (s, 2H),
9.17 (s, 1H), 9.78 (s, 1H) -

[0542) EHEBI 15-162+ 1-{2-[4-QQ-F & -5- & -3-ML i )R & H1-5-
MEUEE }-3-[3-FHE-4-CHRFE)REIK

&l £ (LC-MS/ELSD) : 100%(4RFFBE 1 © 0.87 43) 5

MASS(ESI » Pos.) : 499(M+H)" ;

'H-NMR(DMSO-ds) : & 2.40 (s, 3H), 5.58 (s, 2H), 7.25-7.60 (m, 8H),
7.94-7.96 (m, 1H), 8.73 (s, 2H), 8.98 (s, 1H), 9.28 (s, 1H) °

[0543) BEHEH 15-163: 1-{2-[4-(Q2-B £-5-5,-3- ML IE £) FE & £ ]-5-
WELEEL}-3-[3-F-4- (S AP E)RE R

%l i (LC-MS/ELSD) © 100%({REFBEFS & 0.86 43) 5

MASS(ESI » Pos.) : 503(M+H)" ;

'H-NMR(DMSO-ds) : & 5.58 (s, 2H), 7.25-7.43 (m, 4H), 7.50-7.58 (m,
2H), 7.63-7.75 (m, 2H), 7.94 (d, 1H), 8.73 (s, 2H), 9.10 (s, 1H), 9.61
(s, 1H) °

[0544) EHaBI 15-164: 1-{2-[4-Q-BR E-5-8.-3- M e B ) FE & £ )-5-
B )-3-[2- B 4R 24 (= 40, R 2 ) L )T |

40 FE (LC-MS/ELSD) © 100% (R £ HERT : 0.87 43)

MASS(ESI » Pos.) : 515(M+H)" ;

'H-NMR(DMSO-de) : & 3.97 (s, 3H), 5.57 (s, 2H), 7.25-7.57 (m, TH),
7.94 (d, 1H), 8.29-8.36 (m, 1H), 8.69-8.75 (m, 3H), 9.66 (s, 1H) °
[0545] BRI 15-165 1-{2-[4-(2-RE £&-5-F.-3- ML € B ) K A H )-5-
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MELEEL}-3-[3- B & E-4-CE T E)FEIRF

i & (LC-MS/ELSD) : 100%(fRFFIF R : 0.83 43) s

MASS(ESI > Pos.) : 515(M+H)"* ;

‘H-NMR(DMSO-ds) © & 3.83 (s, 3H), 5.57 (s, 2H), 7.07-7.14 (m, 1H),
7.25-7.32 (m, 2H), 7.35-7.57 (m, 5H), 7.93 (d, 1H), 8.72 (s, 2H), 8.97
(s, 1H), 9.37 (s, 1H) -

[0546) EHEB] 15-166: 1-{2-[4-(2-FF £ -5-8,-3- ML BE £ )R & £ ]-5-
U E L )-3-[4-F-3-(C AR E)EEIR

&l FE (LC-MS/ELSD) : 88%(fREFIE T  0.83 4%) 3

MASS(ESI » Pos.) : 503(M+H)" ;

'H-NMR(DMSO-ds) : & 5.58 (s, 2H), 7.25-7.32 (m, 2H), 7.35-7.58 (m,
4H), 7.65-7.75 (m, 1H), 7.92-8.00 (m, 2H), 8.72 (s, 2H), 9.01 (s, 1H),
9.31 (s, 1H) °

[0547) BHEBI 15-167 1-{2-[4-(2-BE £ -5-5-3- ML 0 B )R & & ]-5-
W B )-3-[4-F -3 (2 P ) KR

&l % (LC-MS/ELSD) : 100% (55 R © 0.80 43) s

MASS(ESI » Pos.) : 515(M+H)"

'‘H-NMR(DMSO-de) : & 3.84 (s, 3H), 5.58 (s, 2H), 7.19-7.31 (m, 3H),
7.38 (dd, 1H), 7.50-7.57 (m, 2H), 7.58-7.65 (m, 1H), 7.78-7.83 (m,
1H), 7.93-7.96 (m, 1H), 8.72 (s, 2H), 8.90 (s, 1H), 9.03 (s, 1H) -
[0548) B HEBI 15-168: 1-{2-[4-(2-BRE-5-& -3- L I £ E & K 1-5-
WRIE £L }-3-[3-FH & E-5-(Z & F BE) X E R

4l & (LC-MS/ELSD) : 100%({R 505 © 0.84 43) s

MASS(ESI » Pos.) : 515(M+H)" ;
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'H-NMR(DMSO-de) : & 3.80 (s, 3H), 5.57 (s, 2H), 6.86 (s, 1H),
7.25-7.58 (m, 7H), 7.94 (d, 1H), 8.72 (s, 2H), 8.98 (s, 1H), 9.31 (s,
1H) - |

[0549) EHEBI 15-169: 1-{2-[4-(2-Fe e -5-5.-3- ML 0 25 ) FE . & ]-5-
BEUE A }-3-[2,6- & -3-(Z R FE)FEER

%0 B¥ (LC-MS/ELSD) : 100%({R #0515 © 0.84 43) ;

MASS(ESI * Pos.) : 537(M+H)" ;

'H-NMR(DMSO-de) : & 5.86 (s, 2H), 7.24-7.30 (m, 2H), 7.37-7.55 (m,
4H), 7.71-7.82 (m, 1H), 7.95 (d, 1H), 8.67 (brs, 1H), 8.72 (s, 2H),
9.38 (brs, 1H) °

[0550] EHEHI 15-170: 1-{2-[4-(2- B & -5- 4 -3- ML BE 6 ) K B H ]-5-
I 2 }-3-[2,6- — #R-3-(S 90 P ) K IR

4fi &% (LC-MS/ELSD) : 100%({RFMERT © 0.77 43) 5

MASS(ESI » Pos.) : 521(M+H)" ;

'H-NMR(DMSO-de) : & 5.57 (s, 2H), 7.24-7.31 (m, 2H), 7.35-7.56 (m,
4H), 7.71-7.82 (m, 1H), 7.92-7.96 (m, 1H), 8.66 (s, 1H), 8.72 (s, 2H),
9.37 (s, 1H) |

[0551) BEHEMI 15-171 1-{2-[4-QQ-Fr £ -5- 8- 3-THE I L ) 36 45, )-5-
DEUEE }-3-[3,5- B (=/m P E) X EIR

& (LC-MS/ELSD) : 100% (R FFHF R : 1.00 43)

MASS(ESI * Pos.) : 569(M+H)" ;

'H-NMR(DMSO-ds) : & 5.87 (s, 2H), 7.25-7.31 (m, 2H), 7.42-7.45 (m,
1H), 7.49-7.55 (m, 2H), 7.65-7.70 (m, 1H), 7.95-7.98 (m, 1H), 8.15 (s,
2H), 8.74 (s, 2H), 9.21 (s, 1H), 9.68 (s, 1H) «
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[0552) BEHEG] 15-172° 1-{2-[4- Q- £ -5- 8 -3- T e 25 ) 45, &L )-5-
BEIE R }-3-[3,5- B (E R FE) R ER

& & (LC-MS/ELSD) : 100%({RFFFSFT © 0.89 43) 5

MASS(ESI » Pos.) : 485(M+H)" ;

'"H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.05-7.13 (m, 1H), 7.25-7.37 (m,
3H), 7.43 (d, 1H), 7.48-7.56 (m, 2H), 7.95 (d, 1H), 8.20 (dd, 1H), 8.74
(s, 2H), 8.97 (s, 1H), 9.28 (s, 1H) °

[0553) EEMEHI 15-173 1 1-{2-[4- (- B -5- 50 -3- T I 5 ) 3 4, 2L - 5-
WEE A }-3-[3,5- B (ZH/F E)EE K

% & (LC-MS/ELSD) : 100%({ IS : 0.96 43)

MASS(ESI > Pos.) : 501(M+H)" i

'H-NMR(DMSO-de) : 6 5.86 (s, 2H), 7.20 (t, 1H), 7.25-7.31 (m, 2,
7.43 (d, 1H), 7.49-7.56 (m, 4H), 7.95 (d, 1H), 8.72 (s, 2H), 9.09 (s,
1H), 9.33 (s, 1H) =

[0554) BEHEAI 15-1741 1-{2-[4-Q-F £ -5-F-3- T 0E ) FE 5 L -5-
R UE A }-3-(3-&-5-FF B R E)

% £ (LC-MS/ELSD) * 100%({F R B  0.91 43) 3

MASS(ESI » Pos.) : 481(M+H)";

'H-NMR(DMSO-ds) : & 3.32 (s, 3H), 5.86 (s, 2H), 6.86-6.90 (s, 1H),
7.10-7.15 (m, 1H), 7.24-7.31 (m, 2H), 7.42-7.55 (m, 4H), 7.95 (d, 1H),
8.72 (s, 2H), 8.92 (s, 1H), 9.06 (s, 1H) -

[0555) BHEFN 15-175 1-{2-[4-Q2-F& F-5-8-3- M ng 2 ) FE & E)-5-
I UE £ }-3-(3-&-5- B B )R

41 fE (LC-MS/ELSD) : 100% (IR £ HE R © 0.90 43)
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MASS(ESI » Pos.) : 485(M+H)" ;
'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 6.98-7.06 (m, 1H), 7.25-7.55 (m,
7H), 7.95 (d, 1H), 8.72 (s, 2H), 9.06 (s, 1H), 9.36 (s, 1H)

(0556 BEHEBI 15-176 1-{2-[4-Q-BF £ -5-8,-3- ML iE B ) K & £ ]-5-
W E L }-3-(5-F-2-F | EFEHHR

& BE (LC-MS/ELSD) © 100%(fRE#0% 1T : 0.90 43)

MASS(ESI » Pos.) : 497(M+H)" ;

"H-NMR(DMSO-ds) : 6 3.88 (s, 3H), 5.86 (s, 2H), 6.98-7.08 (m, 2H),
7.25-7.32 (m, 2H), 7.43 (d, 1H), 7.49-7.55 (m, 2H), 7.95 (d, 1H), 8.18
(d, 1H), 8.56 (s, 1H), 8.72 (s, 2H), 9.59 (s, 1H) »

[0557) EHEB 15-177: 1-{2-[4-(2- B &= -5-5-3- L I B ) EE K )-5-
W E L }-3-(3- & -5-FF | AR FEEOHIR

4 % (LC-MS/ELSD) : 100%({R#rBERT : 0.87 43)

MASS(ESI » Pos.) : 497(M+H)" ;

'H-NMR(DMSO-ds) © & 3.74 (s, 3H), 5.86 (s, 2H), 6.60-6.66 (m, 1H),
6.95-7.00 (m, 1H), 7.15-7.20 (m, 1H), 7.24-7.30 (m, 2H), 7.43 (d, 1H),
7.45-7.55 (m, 2H), 7.95 (d, 1H), 8.71 (s, 2H), 8.93 (s, 1H), 9.13 s,
1H) o

[0558) EHEBI 15-178: 1-{2-[4-2-B £ -5- 8 -3- ML I B ) K & £ ]-5-
W UE L }-3-[5-8-2-(C /P E) R E R

4l fE (LC-MS/ELSD) : 100% (A EF %R © 0.94 43)

MASS(ESI » Pos.) * 535(M+H)" ;

'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.25-7.31 (m, 2H), 7.34-7.40 (m,
1H), 7.43 (d, 1H), 7.49-7.55 (m, 2H), 7.72 (4, 1H), 7.95 (d, 1H),
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8.10-8.14 (m, 1H), 8.42 (brs, 1H), 8.74 (s, 2H), 9.67 (brs, 1H) °
[0559) &t B 15-179: 1-{2-[4-(2-@%5-%-3-&&ﬂi%)*ﬁﬁ’ﬁ%l-s-
WEIE L }-3-(2,3- Z &K E)IR

& (LC-MS/ELSD) : 100%(fRFFHFRT © 0.91 43) 5

MASS(ESI » Pos.) : 501(M+H)" ;

'‘H-NMR(DMSO-de) : & 5.86 (s, 2H), 7.25-7.55 (m, 7H), 7.96 (d, 1H),
8.08-8.15 (m, 1H), 8.66 (s, 1H), 8.74 (s, 2H), 9.65 (s, 1H) -

[0560) EHER] 15-180: 1-{2-[4-(2-BH=-5-5-3- ML g £ ) K & £ 1-5-
WELE B }-3-(4-F-2- F R EFE)R

&l % (LC-MS/ELSD) : 100%(fR#FH5 R : 0.89 43) ;

MASS(ESI » Pos.) * 497(M+H)" ;

'H-NMR(DMSO-ds) : & 3.90 (s, 3H), 5.86 (s, 2H), 6.96 (dd, 1H), 7.10
(d, 1 H), 725-7.31 (m, 2H), 7.42 (d, 1H), 7.48-7.55 (m, 2H), 7.95 (d,
1H), 8.09 (d, 1H), 8.45 (s, 1H), 8.71 (s, 2H), 9.52 (s, 1H) »

[0561] EHEBI 15-181+ 1-{2-[4-(2-Fr B -5- 5 -3- M e 5 ) 3 45 £ - 5-
W L )-3-(4- 8- 2- FF AR E) R

4l & (LC-MS/ELSD) : 100% ({3 ERT : 0.87 43) 5

MASS(ESI » Pos.) : 481(M+H)" ;

'H-NMR(DMSO-ds) : & 2.23 (s, 3H), 5.86 (s, 2H), 7.18-7.31 (m, 4H),
7.42 (d, 1H), 7.48-7.55 (m, 2H), 7.80 (d, 1H), 7.95 (d, 1H), 8.22 (s,
1H), 8.72 (s, 2H), 9.21 (s, 1H) -

[0562) EHEHI 15-182: 1-{2-[4-(2-BRE-5-8-3-ME B £ ) & H-5-
B }-3-(4- G- 2- 9 ) R |

&l £ (LC-MS/ELSD) : 100%({R #5054 : 0.87 ﬁ) :
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MASS(ESI » Pos.) : 485(M+H)" ;
'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.20-7.55 (m, 7H), 7.95 (d, 1H),
8.09 (t, 1H), 8.73 (s, 2H), 8.56 (s, 1H), 9.22 (s, 1H) -
[0563) EHEB 15-183: 1-{2-[4-(2-BF £ -5-8-3- ML iE B ) K & F ]-5-
o UE B )-3-[4-R-2-(H R B )R E 1K
40 [ (LC-MS/ELSD) : 100% (IR FEEE RS ¢ 0.85 43) 5
MASS(ESI » Pos.) : 545(M+H)";
'H-NMR(DMSO-ds) : & 3.36 (s, 3H), 5.86 (s, 2H), 7.25-7.32 (m, 2H),
7.43 (d, 1H), 7.49-7.56 (m, 2H), 7.75-7.84 (m, 2H), 7.96 (d, 1H), 8.21
(d, 1H), 8.74 (s, 2H), 8.79 (s, 1H), 10.18 (s, 1H) °
[0564) E W 15-184: 1-{2-[4-(2-Bz B=-5-F-3-ML i B ) R | E1-5-
I IE B )-3-[4- 8 -3-(H B E) R E 1K
4 & (LC-MS/ELSD) : 100%({f ¥R : 0.75 43) 5
MASS(ESI » Pos.) : 545(M+H)" ;
'H-NMR(DMSO-ds) : & 3.35 (s, 3H), 5.87 (s, 2H), 7.25-7.32 (m, 2H),
7.43 (d, 1H), 7.49-7.55 (m, 2H), 7.63 (d, 1H), 7.78 (dd, 1H), 7.95-7.96
(m, 1H), 8.27 (d, 1H), 8.73 (s, 2H), 9.00 (s, 1H), 9.56 (s, 1H) °
[0565) B HEBI 15-185: 1-{2-[4-(2- B E-5- 8, -3- ML BE £ ) K & & -5-
R AR )-3-[4-F-2-C R E B EER |
4 B (LC-MS/ELSD) : 100% (R RS ¢ 0.93 43) 5
MASS(ESI » Pos.) : 535(M+H)" ;
'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 7.25-7.31 (m, 2H), 7.42-7.45 (m,
1H), 7.49-7.55 (m, 2H), 7.71-7.79 (m, 2H), 7.95-8.01 (m, 2H), 8.38 (s,
1H), 8.74 (s, 2H), 9.57 (s, 1H) -
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[0566) E Bl 15-186: 1-{2-[4-Q2-FF £ -5-&-3-Mh g H )X & H1-5-
W I 2 }-3-[2-(2,3- 2 8- 1H- B -5-55)-5-(= 48, 7 ) K 5 IR

[0567)
JOROENE
@ N u
' O

[0568] TLC : Rf 0.49(2fi : ZEEZ Es=1: 2) ;
'H-NMR(DMSO-ds) : & 2.00-2.10 (m, 2H), 2.93 (t, 4H), 5.85 (s, 2H),
7.17 (dd, 1H), 7.25-7.27 (m, 3H), 7.37-7.44 (m, 4H), 7.50 (d, 2H),
7.95 (d, 1H), 8.04 (s, 1H), 8.45 (s, 1H), 8.67 (s, 2H), 9.45 (s, 1H) °

[0569) B MM 15-187: 1-{2-[4-(2- B 5 -5-4,-3-THh I 3 ) 36 4, 55 -5-
W e B }-3-[2-(2,3- = & -1H-#1-5-)-5-(Zf H )R E K
TLC : Rf 0.44(B %% : ZE ZHe=1: 2) ;

'H-NMR(DMSO-ds) © & 2.00-2.10 (m, 2H), 2.93 (t, 4H), 5.57 (s, 2H),
7.16 (dd, 1H), 7.25-7.28 (m, 3H), 7.35-7.44 (m, 4H), 7.52 (d, 2H),
7.93(d, 1H), 8.04 (s, 1H), 8.45 (s, 1H), 8.67 (s, 2H), 9.45 (s, 1H) *
[0570) EHEBI 15-188: 1-{2-[4-(2-BF & -5-&-3- ML 0E B ) K & K ]-5-
CBELEEL}-3-[2-(2,3- & - 1- R HF BRI -5-5)-5-(Z 8 B E) R E IR
TLC : Rf 0.28(2 %% : ZBZBE=1: 2) ;
'H.NMR(DMSO-de): & 3.25 (t, 2H), 4.60 (t, 2H), 5.85 (s, 2H), 6.91 (d,
1H), 7.14 (dd, 1H), 7.24-7.29 (m, 3H), 7.37-7.42 (m, 3H), 7.50 (d, 2H),
7.95 (d, 1H), 8.03 (s, 1H), 8.44 (s, 1H), 8.67 (s, 2H), 9.45 (s, 1H) -

[0571) EEH] 15-189: 1-{2-[4-(2-Fe £ -5-5,-3- ML UE B )R & £ ]-5-

U OE £ }-3-[2-(2,3- =& - 1- K H BRI -5-F)-5- (/B F EB)FE R
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TLC : Rf 0.24(2 %% : ZBZH=1:2);
'H-NMR(DMSO-de): 6 3.25 (¢, 2H), 4.60 (t, 2H), 5.57 (s, 2H), 6.91 (d,
1H), 7.14 (dd, 1H), 7.25-7.29 (m, 3H), 7.35-7.42 (m, 3H), 7.53 (d, 2H),
7.94 (d, 1H), 8.03 (s, 1H), 8.45 (s, 1H), 8.68 (s, 2H), 9.45 (s, 1H) *
[0572] B HEBT 15-190° 1-{2-[4-(2- B 2 -5-0-3-T B 25 ) 4 2 1-5-
R E e }-3-{5-(Z @B E)-2-[3-(Z & FE)-1H-0 e -1- B 15K & YR

~ TLC : Rf 0.40(2 8% : ZEE Z =1+ 2) ;
'"H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.08 (d, 1H), 7.13 (t, 1H), 7.26
(d, 2H), 7.32-7.45 (m, 2H), 7.51 (d, 2H), 7.60 (d, 1H), 7.92 (d, 1H),
8.28 (s, 1H), 8.41 (s, 1H), 8.45 (s, 1H), 8.65 (s, 2H), 9.42 (s, 1H) -
10573 BEHEBI 15-191 1 1-{2-[4-(2-BE 5 -5- 45 -3-THE B 55 ) 35 45, 2K - 5-
e B }-3-{4-8-2-[3-(= & F &)- 1H-ME Mg - 1- 5 1R 4 Mk
TLC : Rf 0.45(C % * 2B ZBE=1" 2);
'H-NMR(DMSO-ds) : & 5.56 (s, 2H), 7.06 (d, 1H), 7.25 (d, 2H), 7.36
(dd, 1H), 7.49-7.62 (m, 4H), 7.92 (d, 1H), 8.02 (d, 1H), 8.35 (s, 1H),
8.38-8.42 (m, 1H), 8.64 (s, 2H), 9.36 (s, 1H) -
[0574) BB 15-192: 1-{2-[4-(2-FF £ -5-8.-3- M i ) K& H )-5-
IEBE £ }-3-[2,3-Z & -4-(C R F E) K E K
4fi ¥ (LC-MS/ELSD) © 93%({REFHE T ¢ 0.89 43) 5
MASS(ESI » Pos.) : 521(M+H)" ;
'H-NMR(DMSO-de)* & 5.57 (s, 2H), 7.26-7.33 (m, 2H), 7.38 (dd, 1H),
7.51-7.62 (m, 3H), 7.94 (d, 1H), 8.13-8.22 (m, 1H), 8.75 (s, 2H), 9.36
(s, 2H) -
[0575] EHEHI 15-193 1 1-{2-[4-(2- B B -5-8-3- ML UE B ) A £ )-5-
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BEIEEL }-3-[3-8-2-FA-5-(CEFE)FEEK

4l B (LC-MS/ELSD) : 100%({RFEEEE & 1.00 43) 5

MASS(ESI » Pos.) : 553(M+H)"

[0576) EHEBI 15-194 © 1-Q-{4-[2-FF &-5-(Z & F E)-3-UL1E &
FEEEL}-5-MEE AL )-3-[2-(5-FF & -3-MEIE B )-5-(Z | B FE K
4fi B (LC-MS/ELSD) : 100%({RFE5F : 0.89 43) ;

MASS(ESI » Pos.) : 626(M+H)"

'_NMR(DMSO-de): 6 2.38 (s, 3H), 6.48 (s, 2H), 7.24-8.54 (m, 13H),
8.66 (s, 2H), 9.29 (s, 1H) -

(05771 BEHEGI 15-195 : 1-(2- {A-[2-BF EE-5-(= 4 B 4)-3- M B K ]
REEE)-5-IEIEE)-3-[4-(Z & E)-2- B F & R

4l £ (LC-MS/ELSD) : 100% (R % E5R © 1.09 43) 5

MASS(ESI > Pos.) : 611(M+H)" ;

'H-NMR(DMSO-d9) : & 6.48 (s, 2H), 7.25-7.31 (m, 2H), 7.40-7.59 (m,
10H), 8.09 (s, 1H), 8.26-8.30 (m, 1H), 8.40-8.44 (m, 1H), 8.66 (s, 2H),
9.40 (s, 1H) °

[0578) EEHEHI 15-196 ¢ 1-(2-{4-[2-Fr e -5-(= 4 FF 55 )-3- MHh Ui ]
S )-S5 B )-3-[5- K -0 (S 4R ) -4-THE I A IR

4 F (LC-MS/ELSD) © 100%(FRFEFIFRE © 1.02 43)

MASS(ESI * Pos.) : 612(M+H)" ; |

'H-NMR(DMSO-ds) : 6 6.48 (s, 2H), 7.26-7.32 (m, 2H), 7.49-7.66 (m,
8H), 8.27-8.30 (m, 1H), 8.42-8.46 (m, 2H), 8.69 (s, 2H), 8.75 (s, 1H),
9.74 (s, 1H) o

[0579) EEHi] 15-197 © 1-(2-{4-[2-BE-5-(Z & B &5)-3- UL g ]
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CREE )-S5 EAL)-3-[2-FE-5- (= P A)-3- M A 1R
&l B (LC-MS/ELSD) © 100% (R IR & 1.01 43) 3
MASS(ESI > Pos.) : 612(M+H)" ;
'H-NMR(DMSO-ds) * & 6.48 (s, 2H), 7.25-7.32 (m, 2H), 7.49-7.70 (m,
8H), 8.26-8.30 (m, 1H), 8.43 (s, 1H), 8.68 (s, 2H), 8.74-8.75 (m, 1H),
8.76-8.78 (m, 1H), 9.47 (s, 1H) -
[0580] EEHEM 15-198 ¢ 1-(2-{4-[2-BEF £ -5-(= 4 FF 55)-3- ML e 25 ]
KEE)-5-BIEE)-3-[3" 4 -ZHEACGCHBEE)-2-BEE]R
i (LC-MS/ELSD) : 100%(fRFEF IR * 1.17 43)
MASS(ESI > Pos.) : 639(M+H)" ;
'H-NMR(DMSO-ds): & 2.29 (s, 6H), 6.48 (s, 2H), 7.12-7.58 (m, 10H),
8.01 (s, 1H), 8.26-8.30 (m, 1H), 8.45-8.48 (m, 1H), 8.67 (s, 2H), 9.46
(s, 1H) -
[0581) EHEB] 15-199 © 1-(2-{4-[2- B & -5-(= 4, B £5)-3- M g
R EL ) -5-MEIE A )-3-[2-(6-F & -3-ME BE B)-5-(Z B B E )R E R
& fE (LC-MS/ELSD) : 98%({RFMifE : 0.84 53) ;
MASS(ESI » Pos.) : 626(M+H)" ;
'H-NMR(DMSO-ds) : & 2.55 (s, 3H), 6.48 (s, 2H), 7.25-7.32 (m, 2H),
7.39-7.59 (m, 6H), 7.75-7.80 (m, 1H), 8.19-8.23 (m, 1H), 8.26-8.30 (m,
1H), 8.41-8.44 (m, 1H), 8.49-8.53 (m,1H), 8.67 (s, 2H), 9.28 (s, 1H)
[0582) EHEB] 15-200 ¢ 1-(2-{4-[2-BEE:-5-(= . F )-3- ML I 5 ]
REE)-5-BIEE)-3-3-(Z& FEH)EEK
%01 f& (LC-MS/ELSD) : 100% ({R 5 IR © 0.96 43)
MASS(ESI » Pos.) : 535(M+H)" 5 -
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'H-NMR(DMSO-de) : 6 6.49 (s, 2H), 7.26-7.36 (m, 3E), 7.48-7.66 (m,
5H), 7.96-8.00 (m, 1H), 8.27-8.30 (m, 1H), 8.73 (s, 2H), 8.9 (s, 1H),
9.33 (s, 1H) °

[0583) SEHEA 15-201 © 1-Q2-{4-[2- B -5-(= &5 2 )-3- Mg B 2 |
HEEE )5 NE R )-3-[2-F-4-(SH FE)VEE R

4l F (LC-MS/ELSD) © 100% ({55 Bl @ 1.00 43) ;

MASS(EST * Pos.) © 553(M+H)" ;

'H-NMR(DMSO-de) : 8 6.49 (s, 2H), 7.26-7.34 (m, 2H), 7.49-7.59 (m,
4H), 7.72 (dd, 1H), 8.26-8.31 (m, 1H), 8.37 (¢, 1H), 8.75 (s, 2H), 9.14
s, 1H), 9.34 (s, 1H) -

[0584] BEHEBT 15-202 1 1-(2-{4-[2-BFEE-5-(= 45 B 25 )-3- g B 2 |
REE)-5-BIEE)-3-2-8-4-CHFE)EEIK

TLC : Rf 0.28(ZBE Z. 1) :

'H-NMR(DMSO-de) © 6 1.20 (t, 3H), 2.68 (a, 2H), 5.57 (s, 2H),
7.25-7.46 (m, SH), 7.51-7.58 (m, 2H), 7.94 (d, 1H), 8.25 (s, 1H), 8.38
s, 1H), 8.75 (s, 2H), 9.34 (s, 1H) °

[0585) EMEAI 15-203: 1-{2-[4-(2-F & -5-&-3-ME e B ) K & H ]-5-
Wz g 2L }-3-[2-(6- 2 B -3-ME g E)-5- (=& H &) FE R

TLC : Rf 0.34( & H ) : ZBZHs : Hi=8:4: 1);
'H-NMR(DMSO-de): & 1.29 (t, 3H), 2.84 (a, 2H), 5.86 (brs, 2H), 7.26
(d, 2H), 7.39-7.54 (m, 6H), 7.80 (dd, 1H), 7.95 (d, 1H), 8.24 (s, 1H),
8.40 (s, 1H), 8.54 (d, 1H), 8.67 (s, 2H), 9.26 (s, 1H) -

[0586) B MM 15-204: 1-{2-[4-(2-BE 55 -5-40.-3- Tk 0 5) 6 6 5 1-5-
W OE & }-3-[2-(6-Z & -3-M g ) -5-(Z & B )X E R
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TLC : REO4(Z&EH W : ZEBEZH : FEE=8:4:1);
'H-NMR(DMSO-ds) : § 1.29 (t, 3H), 2.84 (q, 2H), 5.58 (brs, 2H), 7.26
(d, 2H), 7.37 (dd, 1H), 7.41-7.55 (m, 5H), 7.80 (dd, 1H), 7.94 (d, 1H),
8.24 (s, 1H), 8.40 (s, 1H), 8.54 (d, 1H), 8.67 (s, 2H), 9.26 (s, 1H) *
[0587) EHEBI 15-205: 1-{2-[4-(2- e & -5- - 3- ML i Eo ) E & B -5-
W UE £k }-3-[2-(5-Z & -3-TL g ) -5-(Z & FH E) FE R

TLC: RfO3(Z&EHR : 2B LB - FEE=8:4:1);
'H-NMR(DMSO-ds) : § 1.23 (t, 3H), 2.70 (q, 2H), 5.86 (brs, 2H), 7.26
(d, 2H), 7.42 (d, 1H), 7.45-7.55 (m, 4H), 7.73 (s, 1H), 7.95 (dd, 1H),
8.23 (s, 1H), 8.38 (s, 1H), 8.47 (d, 1H), 8.54 (d, 1H), 8.65 (s, 2H),
9.27 (s, 1H) °

[0588) EHEHI 15-206+ 1-{2-[4-(2-B B -5- % -3- ML B ) R & E ]-5-
W% UE L }-3-[2-(5-Z & -3-MLUE E)-5S- (=& &) FE K

TLC: Rf 0.33(Z& B : ZBZE - FE=8:4:1);
'H-NMR(DMSO-ds): & 1.23 (t, 3H), 2.70 (q, 2H), 5.57 (brs, 2H), 7.26
(d, 2H), 7.37 (dd, 1H), 7.47-7.56 (m, 4H), 7.73 (t, 1H), 7.93 (d, 1H),
8.23 (s, 1H), 8.38 (s, 1H), 8.47 (d, 1H), 8.54 (d, 1H), 8.65 (s, 2H),
9.27 (s, 1H) °

(05891 EHBI 15-207 1-{2-[4-(2-B& £ -5-F-3- ML BE B ) R & & |- 5-
BEIE R }-3-[2-BERE-S-(CEHE) X EIK

[0590]
Fa
s N
YORPE
'S N
HyC™ CH,
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[0591) TLC : Rf 0.38(ZBE ZFg)

'"H-NMR(DMSO-ds) : 6 1.22 (d, 6H), 3.14-3.27 (m, 1H), 5.57 (s, 2H),
7.26-7.33 (m, 2H), 7.36-7.57 (m, 5H), 7.94 (d, 1H), 8.12-8.15 (m, 1H),.
8.43 (s, 1H), 8.74 (s, 2H), 9.28 (s, 1H) °

[0592) BB 15-208: 1-{2-[4-(2-F F -5-&,-3- ML B FL ) & K ]-5-
W O Ak )-3-[2-(FR RS i 25)-4- (S 8 25 £ IR
TLC : Rf 0.62(Z B8 ZFg)

"H-NMR(DMSO-de) : & 3.42 (s, 3H), 5.58 (s, 2H), 7.27-7.34 (m, 2H),
7.38 (dd, 1H), 7.52-7.60 (m, 2H), 7.94 (d, 1H), 8.05-8.12 (m, 2H),
.8.46-8.56 (m, 1H), 8.76 (s, 2H), 9.04 (s, 1H), 10.36 (s, 1H) °

(0593 BEHEHT 15-200 ¢ 1-{2-[4-(2- B B -5- .- 3-THh 17 2 )36 46, B ]-5-
I U S }-3-[2- (4- B B - TH- TR B - 1-5)-5- (S 8 B B K IR
TLC : Rf 0.20(C %% : 4 LBs=1: 2);

'"H-NMR(DMSO-de) : & 5.85 (s, 2H), 7.26 (d, 2H), 7.41 (dd, 1H), 7.50
(d, 2H), 7.58 (d, 1H), 7.73 (d, 1H), 7.94 (dd, 1H), 8.52 (s, 1H), 8.54 (s,
1H), 8.69 (s, 2H), 8.80 (s, 1H), 9.13 (s, 1H), 9.63 (s, 1H) °

[0594) EHEH] 15-210: 1-{2-[4-(2-R E-5-5-3-0h g Z ) K & £ 1-5-
G U5 A }-3- [2- (4- S L - T H- M Mk - 1 2E)-5- (S 4 F ) S IR

TLC : Rf 0.16(C % : 28 ZBs=1": 2);

1H-NMR(DMSO-d6) : 0 5.56 (s, 2H), 7.26 (d, 2H), 7.37 (dd, 1H), 7.52
(d, 2H), 7.58 (d, 1H), 7.73 (d, 1H), 7.92 (d, 1H), 8.52 (s, 1H), 8.54 (s,
1H), 8.68 (s, 2H), 8.80 (s, 1H), 9.13 (s, 1H), 9.63 (s, 1H) = -

[0595) EFaBl 15-211: 1-(2-[4-(2-F & -5-8-3- ML BE B ) K & B ]-5-
I E L }-3- AR |
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4 & (LC-MS/ELSD) : 100%(fR#F0ERT © 0.77 43) 5

MASS(ESI » Pos.) : 433(M+H)"

'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 6.98 (t, 1H), 7.23-7.32 (m, 4H),
7.41-7.55 (m, 5H), 7.95 (dd, 1H), 8.72 (s, 2H), 8.85 (s, 1H), 8.93 (s,
1H) -

[0596]1 EHEM 15-212: 1-{2-[4-(2-FF £ -5- 8 -3- ML v B ) R & £ ]-5-
UEF e £ }-3-[5-(= & B £&)-2- I8 Iy B iR

[0597]
w{jw/O»T\N;\NiND: )

[0598) &fif& (LC-MS/ELSD) : 100%({#FF0ERI ¢ 0.90 43)
MASS(ESI » Pos.) : 507(M+H)" ;

'H-NMR(DMSO-ds) : & 5.86 (s, 2H), 6.62-6.66 (m, 1H), 7.25-7.32 (m,
2H), 7.38-7.45 (m, 2H), 7.49-7.55 (m, 2H), 7.95 (d, 1H), 8.72 (s, 2H),
9.23 (s, 1H), 10.60 (s, 1H) -

[0599) EHaM] 15-213: 1-{2-[4-(QQ-F B -5- 8- 3- ML g B ) K & A )-5-
WA T B }-3-[2- (4- 155 Uk 5 ) - 3- b e 2 1 R

4t £ (LC-MS/ELSD) : 100% (R B% R ¢ 0.71 43) s

MASS(ESI * Pos.) : 519(M+H)* ;

'H-NMR(DMSO-ds) : & 2.96-3.03 (m, 4H), 3.80-3.86 (m, 4H), 5.86 (s,
2H), 7.08 (dd, 1H), 7.25-7.32 (m, 2H), 7.43 (d, 1H), 7.48-7.55 (m, 2H),
7.95-8.02 (m, 2H), 8.14 (s, 1H), 8.28 (dd, 1H), 8.74 (s, 2H), 9.71 (s,
1H) -
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[0600) BRG] 15-214: 1-{2-[4-(Q-B 5 -5- 8- 3- ML BE £ ) ZE & H]-5-
A I S }-3-(2,3- - 1- 35 3 IR - 7- ) [ |

&4 & (LC-MS/ELSD) : 100% (4R FF 0  0.80 43)

MASS(ESI » Pos.) : 475(M+H)" ;

'H-NMR(DMSO-ds): & 3.22 (t, 2H), 4.60 (t, 2H), 5.86 (s, 2H), 6.76 (t,
1H), 6.89 (d, 1H), 7.24-7.30 (m, 2H), 7.42 (d, 1H), 7.49-7.55 (m, 2H),
7.77 (d, 1H), 7.95-7.98 (m, 1H), 8.35 (s, 1H), 8.71 (s, 2H), 9.24 (s,
1H) -

[0601) EHEH 15-215: 1-{2-[4-QQ-B F-5-8-3- M ng &) K & H ]-5-
EEBE R )-3-(2,3- T - 1-SE I R 52 IR

4t & (LC-MS/ELSD) : 100% (& EEFE © 0.75 43) 5

MASS(ESI » Pos.) : 475(M+H)" ;

'H-NMR(DMSO-ds): & 3.14 (t, 2H), 4.47 (t, 2H), 5.86 (s, 2H), 6.67 (d,
1H), 7.06 (dd, 1H), 7.24-7.29 (m, 2H), 7.34-7.38 (m, 1H), 7.42-7.44
(m, 1H), 7.48-7.55 (m, 2H), 7.95-7.98 (m, 1H), 8.65-8.97 (m, 4H) -

[0602) EHEHI 15-216 ¢ 2-[({2-[4-Q2-BF E-5-F-3-MIEE)R &
H-S-mEE I RERBESBEENN-ZHEA(CEFE)RHER
B

[ 0603]

@D 0L, ﬁg
0’ z/c

F

[0604) TLC : Rf 0.57(C ke * ZEEZHE=1" 4
'"H-NMR(DMSO-ds) * & 2.76 (s, 6H), 5.57 (s, 2H), 7.26-7.32 (m, 2H),
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7.38 (dd, 1H), 7.51-7.64 (m, 3H), 7.92-7.98 (m, 2H), 8.61 (s, 1H),
8.74 (s, 2H), 8.99 (s, 1H), 10.31 (s, 1H) -

(06051 EHEH] 15-217 + 1-{2-[4-Q2-FE £ -5- 8- 3- ML e B ) K & A& )-5-
U O B }-3-[2-(FR AR BE A5 ) F B 1R

4l f& (LC-MS/ELSD) * 99%(fA 5 © 0.76 43)

MASS(ESI » Pos.) @ 511(M+H)" ;

'H-NMR(DMSO-ds) : & 3.28 (s, 3H), 5.87 (s, 2H), 7.26-7.34 (m, 3H),
7.42-7.45 (m, 1H), 7.49-7.55 (m, 2H), 7.66-7.73 (m, 1H), 7.85 (dd,
1H), 7.95-7.98 (m, 1H), 8.15 (d, 1H), 8.75 (s, 2H), 8.77 (s, 1H), 10.13
(s, 1H)

[0606] B HER 15-218 1-{2-[4-(2- E -5~ 451 3- b 0 5 ) 35 4R 2 ]-5-
% OE A }-3-[2-(F R R ) K E R

40 8 (LC-MS/ELSD) : 100%(fR 8 S : 0.69 43) ;

MASS(ESI > Pos.) : 495(M+H)* ;

'H-NMR(DMSO-ds) : & 3.28 (s, 3H), 5.57 (s, 2H), 7.25-7.34 (m, 3H),
7.38 (dd, 1H), 7.51-7.57 (m, 2H), 7.69 (td, 1H), 7.85 (dd, 1H), 7.94 (d,
1H), 8.15 (d, 1H), 8.75 (s, 2H), 8.77 (s, 1H), 10.13 (s, 1H) =

(0607 BEHEH] 15-219 1 1-(2-{4-[2- B B -5-(= 45 B 25 )-3-E B 2K
REE)-5-BRIE E)-3-[2-(FEEEE ) E A R

%fi & (LC-MS/ELSD) * 100%({RFFHERT ¢ 0.85 43)

MASS(ESI * Pos.) : 545(M+H)" ;

'H-NMR(DMSO-ds) : & 3.28 (s, 3H), 6.49 (s, 2H), 7.26-7.33 (m, 3H),
7.50-7.59 (m, 3H), 7.69 (td, 1H), 7.85 (dd, 1H), 8.15 (d, 1H),
8.26-8.30 (m, 1H), 8.75-8.81 (m, 3H), 10.13 (s, 1H) °
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[0608) BB 15-220: 1-{2-[4-(2-F £ -5-&,-3- ML g E ) FE & £ 1-5-
DEE B }-3-(5-&-2- B A E) IR

4f F& (LC-MS/ELSD) : ' 100%(fR FFBF R : 0.82 43) ;

MASS(ESI » Pos.) : 465(M+H)"

‘H-NMR(DMSO-de) : & 2.22 (s, 3H), 5.57 (s, 2H), 7.00 (dd, 1H), 7.20
(d, 1H), 7.28 (d, 2H), 7.38 (dd, 1H), 7.52 (d, 2H), 7.93 (d, 1H), 7.97
(d, 1H), 8.26 (s, 1H), 8.74 (s, 2H), 9.30 (s, 1H) -

[0609) EHEHI 15-221 @ 1-Q2-{4-[2-F&E-5-(Z & H £)-3-MhBE £
REE)-S-BIEE)-3-[3 -(BREE)-4-CHEFE)-2-BHRER

& FE (LC-MS/ELSD) : 99%(fRFFHER & 1.01 43) 5

MASS(ESI » Pos.) : 641(M+H)" ;

~ 'H-NMR(DMSO-de) : & 4.58 (d, 2H), 5.28 (t, 1H), 6.48 (s, 2H),

7.22-7.58 (m, 11H), 8.06 (s, 1H), 8.27 (s, 1H), 8.42 (s, 1H), 8.66 (s,
2H), 9.42 (s, 1H) -
- [0610)] BEHEHI 15-222 @ 1-(2-{4-[2-F&E-5-(Z & B £)-3-ML g £
I )5V )3 (5 8-0-[3-(S LTI )- IEL- U -3 2
4l fE (LC-MS/ELSD) : 100%(fR ¥ BRI : 1.06 4%) 5

MASS(ESI » Pos.) : 635(M+H)" ;

'H-NMR(DMSO-ds) : & 6.48 (s, 2H), 7.08 (d, 1H), 7.22-7.35 (m, 3H),
7.43-7.59 (m, 4H), 8.18 (d, 1H), 8.23-8.29 (m, 1H), 8.36-8.42 (m, 2H),
8.66 (s, 2H), 9.44 (s, 1H) -

[0611) BEHEHI 15-223: 2-{[(2-{4-[2-FF & -5-(Z & B £)-3- Mg £ ]
RERE)S-BE ) EEFREIREE)N-FEACHEPFE)EEE
fz
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TLC : Rf 0.36(2 %% : ZBE ZBE=1: 4);
'H-NMR(DMSO-ds) : & 3.27-3.38 (m, 3H), 6.49 (s, 2H), 7.27-7.34 (m,
2H), 7.49-7.63 (m, 4H), 7.93-7.99 (m, 1H), 8.02-8.13 (m, 1H), 8.28 (s,
1H) 8.56 (s, 1H), 8.75 (s, 2H), 8.90 (s, 1H), 10.23 (s, 1H) -
[0612) EHEHI 15-224 ¢ 2-[({2-[4-Q2-B £ -5- 8 -3- ML BE H)E &
-5 I EEFBEBEEINN-CHE A CH T E)RER
Rz
- i (LC-MS/ELSD) : 100%(fRFFHF i ¢ 0.98 53) 5
MASS(ESI » Pos.) : 608(M+H)" ;
'H-NMR(DMSO-ds) : & 2.76 (s, 6H), 5.87 (s, 2H), 7.28 (d, 2H), 7.43
d, 1H), 7.52 (d, 2H), 7.60 (d, 1H), 7.92-7.98 (m, 2H), 8.61 (s, 1H),
8.75 (s, 2H), 8.99 (s, 1H), 10.31 (s, 1H) -
[0613) EHEH 15-225 ¢ 1-(2-{4-[2-FF & -5-(Z & F £ )-3- Mg 2]
A E)-5-IEEE)-3-[5-FE-2-(FEEEA)FE1K
4t & (LC-MS/ELSD) : 100% (f £ 8% f © 0.92 ﬁ) ;
MASS(ESI » Pos.) : 559(M+H)" ;
'H-NMR(DMSO-ds) : & 2.37 (s, 3H), 3.24 (s, 3H), 6.49 (s, 2H), 7.12
(d, 1H), 7.28 (d, 2H), 7.52 (d, 2H), 7.55 (d, 1H), 7.73 (d, 1H), 7.99 (s,
1H), 8.26-8.29 (m, 1H), 8.72 (s, 1H), 8.75 (s, 2H), 10.12 (s, 1H)
[0614) EHEHI 15-226 © 1-(2-{4-[2-BF £:-5-(Z & F & )-3-Mhng & ]
FEFE)-S5-BER)-3-[5-&-2-(FEEEE) K E K
%01 B (LC-MS/ELSD) : 100%(fR¥EB% T : 0.97 43)
MASS(ESI » Pos.) © 579(M+H)" -
[0615) BB 15-227: 1-{2-[4-2-B F-5- 8 -3- ML B B ) S &8 56 1-5-
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I OE £k }-3-[5-F - 2-(FH i ER B ) E & 1R

4 [ (LC-MS/ELSD) : 100% (R £ B 1 © 0.85 4) :

MASS(ESI » Pos.) : 520(M+H)" :

'H-NMR(DMSO-de) : & 3.15 (d, 3H), 5.87 (s, 2H), 7.10-7.19 (m, 1H),
7.28 (d, 2H), 7.43 (d, 1H), 7.52 (d, 2H), 7.92 (dd, 1H), 7.96 (4, 1H),
8.11 (dd, 1H), 8.75 (s, 2H), 8.95 (s, 1H), 10.29 (s, 1H) *

(06161 EEHEHI 15-228 ¢ 1-(2-{4-[2- B 2K -5-(= 9, B 25)-3-DE B 2K
S R )-5- MR BE)-3-[2-(F R E)-5-(2 48 ) 25 1R

TLC : Rf 0.30(E %% : ZBZ8E=1:2);

'H-NMR(DMSO-de) : & 2.53 (s, 3H), 6.47 (s, 2H), 7.27 (d, 2H), 7.40
(dd, 1H), 7.48-7.57 (m, 4H), 8.18 (s, 1H), 8.24-8.28 (m, 1H), 8.4 (s,
1H), 8.73 (s, 2H), 9.64 (s, 1H) °

[0617) EHEHI 15-229: 1-{2-[4-Q2-FE-5-&-3-MLBE &) K & K ]-5-
I IE £ }-3-[4-F-3-(E /B E)KE K

i 7% (LC-MS/ELSD) : 100% (R FE 55 1 ¢ 0.94 43) :

MASS(ESI » Pos.) : 519(M+H)" :

'H-NMR(DMSO-de) © & 5.86 (s, 2H), 7.27 (d, 2H), 7.40-7.57 (m, 41),
7.64-7.72 (m, 1H), 7.94-7.99 (m, 2H), 8.73 (s, 2 H), 9.03 (s, 1H), 9.33
(s, 1H) »

(06181 BEFHEG 15-230 ¢ 1-(2-{4-[2-BF 2-5-(= 48 B 25)-3- b B 25
HEE)-5-BBIER)-3-[3 -(1-BZE)-4-(ZF B E)-2-FE R E K
46 & (LC-MS/ELSD) ¢ 100% (IR 555 © 1.05 )

MASS(EST * Pos.) : 655(M+H)" :

'H-NMR(DMSO-d¢) : & 1.36 (d, 3H), 4.79 (quint, 1H), 5.20 (d, 1H),
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6.48 (s, 2H), 7.27 (d, 2H), 7.27-7.35 (m, 1H), 7.39-7.58 (m, 8H), 8.09
(s, 1H), 8.27 (d, 1H), 8.37 (s, 1H), 8.66 (s, 2H), 9.40 (s, 1H) ©
[0619) E MBI 15-231 ¢ 1-(2-{4-[2-B#E-5-(Z & F £)-3-MEBE £ ]
S )5 T )3 [5--0-(F B ) IR

TLC * Rf 0.55(ZB& Z. ) ;

'H-NMR(DMSO-ds) : & 2.42 (s, 3H), 6.48 (s, 2H), 7.08-7.14 (m, 1H),
7.27 (d, 2H), 7.43 (d, 1H), 7.51 (d, 2H), 7.55 (d, 1H), 8.06 (d, 1H),
8.25-8.28 (m, 1H), 8.48 (s, 1H), 8.73 (s, 2H), 9.76 (s, 1H) °

[0620] BB 15-232: 1-{2-[4-(2- B £=-5-8.-3- ML e ) FE & H )-5-
mE e B }-3-[5-&-2-(A &) R & 1R

TLC : Rf 0.42(ZB Z. %) ;

'H-NMR(DMSO-ds) : & 2.42 (s, 3H), 5.57 (s, 2H), 7.10 (dd, 1H), 7.27
(d, 2H), 7.37 (dd, 1H), 7.43 (d, 1H), 7.52 (d, 2H), 7.93 (d, 1H), 8.06
(d, 1H), 8.48 (s, 1H), 8.73 (s, 2H), 9.76 (s, 1H) -

[0621) BHEF 15-2337 1-{2-[4-Q2-BRE:-5-8-3- UL IE ) K& K ]-5-
W g L }-3-[5- 8- 2-(FF o R Bl BR ) R BRI R

TLC : Rf 0.61(Z B Z.B5 : FIEE=9: 1) ;

'H-NMR(DMSO-ds) : & 2.85 (s, 3H), 6.48 (s, 2H), 7.27 (d, 2H),
7.32-7.41 (m, 2H), 7.53 (d, 2H), 7.67 (d, 1H), 7.93 (d, 1H), 8.00 (d,
1H), 8.73 (s, 2H), 9.23 (s, 1H), 9.69 (s, 1H) -

[0622) EEHEH] 15-234 ¢ 1-(2-{4-[2-Br Es-5-(Z 8 B 6 )-3- M B & ]
S B )-5-MENE AL)-3-[2-(1-F AR - L H-ME 8 -5-B0)-5-(Z & BB E ]

s

4t € (LC-MS/ELSD) : 100% ({35050 © 1.02 43)
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MASS(ESI » Pos.) : 615(M+H)" ;

'H-NMR(DMSO-de) : & 3.65 (s, 3H), 6.48 (s, 2H), 7.27 (d, 2H),
7.46-7.61 (m, 6H), 7.62 (d, 1H), 8.10 (s, 1H), 8.27 (d, 1H), 8.56 (s,
1H), 8.68 (s, 2H), 9.50 (s, 1H) -

[0623) EHEH] 15-235 @ 2-[({2-[4-Q-B £ -5- & -3- M E ) E &
E]S-mEE EEFBEREIN-ZEN-FEACGEHEPER
7 Big Fir
TLC : Rf 0.65(Z B Z.F8) ;

'H-NMR(DMSO-ds): & 1.04 (t, 3H), 2.80 (s, 3H), 3.20 (g, 2H), 5.85 (s,
2H), 7.26-7.32 (m, 2H), 7.43 (d, 1H), 7.50-7.55 (m, 2H), 7.57-7.62 (m,
1H), 7.94-8.01 (m, 2H), 8.54-8.58 (m, 1H), 8.75 (s, 2H), 8.92 (s, 1H),
10.30 (s, 1H) -

[0624) BEHEGI 15-236: 1-{2-[4-Q2-BE £=-5-8.-3- ML iE £ ) K & £ 1-5-
W g L }-3-(PH & - 2H- ML IR -4- ) IR
4l £ (LC-MS/ELSD) : 100% ({2 #HER © 0.65 43) s
MASS(ESI » Pos.) : 441(M+H)" ;

'H-NMR(DMSO-de) : & 1.32-1.50 (m, 2H), 1.71-1.83 (m, 2H), 3.32-
3.42 (m, 2H), 3.60-3.89 (m, 3H), 5.85 (s, 2H), 6.48 (d, 1H), 7.22-7.28
(m, 2H), 7.42 (d, 1H), 7.47-7.54 (m, 2H), 7.95 (d, 1H), 8.54 (s, 1H),
8.65 (s, 2H) °

[0625) EBEHEH] 15-237 © rel-1-{2-[4-(2-BE £ -5-8-3- ML iE B X &
EE]-5-MELE R }-3-[(1R,28,5R)-2- B A £ -5-F A BT &R

[0626)
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CH,
NH, \NI(\";\ j’\ b
Saghags

[0627) &/ (LC-MS/ELSD) : 100%({R = HE[ : 1.01 53)
MASS(ESI » Pos.) : 495(M+H)" ;

'H-NMR(DMSO-ds) : & 0.70-1.15 (m, 12H), 1.32-2.04 (m, 6H), 3.31-
3.50 (m, 1H), 5.85 (s, 2H), 6.21 (d, 1H), 7.21-7.28 (m, 2H), 7.42 (d,
1H), 7.47-7.54 (m, 2H), 7.95 (d, 1H), 8.48 (s, 1H), 8.65-8.69 (m, 2H) °
[0628) EHEH 15-238: 1-{2-[4-(2-B £ -5- & -3-MEmE £ ) K & F -5-
B A )3 A B T ) IR |

&fi £ (LC-MS/ELSD) : 100%(fRFFEER © 0.67 57)

MASS(ESI » Pos.) : 455(M+H)" ;

'H-NMR(DMSO-ds) : & 1.00-1.35 (m, 4H), 1.45-1.70 (m, 2H), 1.78-
1.97 (m, 2H), 3.15-3.38 (m, 2H), 4.68 (d, 1H), 5.85 (s, 2H), 6.28 (d,
1H), 7.22-7.28 (m, 2H), 7.41 (d, 1H), 7.47-7.54 (m, 2H), 7.94-7.98 (m,
1H), 8.62-8.69 (m, 3H) -

[0629) BHEHI 15-239: 1-{2-[4-(2-B 5 -5- 8- 3- ML B £ ) FE & £ ]-5-
M nE B }-3-Q- AR O E )R

% & (LC-MS/ELSD) : 100% (R FFHERT & 0.65 43) 5
MASS(ESI » Pos.) : 455(M+H)" ;

[0630) EHE B 15-240 : 2-[({2-[4-Q-BE £ -5- & -3-MEE ) EE
B 1-5-WE TR A ) B R ) )N N- T Z A (SR T )RR
R
TLC : Rf 0.45(&15 : FHEE=19:1);
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'H-NMR(DMSO-ds) : & 1.03 (s, 6H), 3.30 (q, 4H), 5.87 (s, 2H), 7.25-
7.31 (m, 2H), 7.43 (d, 1H), 7.49-7.56 (m, 2H), 7.58 (dd, 1H), 7.96 (d,
1H), 8.00 (d, 1H), 8.49 (d, 1H), 8.75 (s, 2H), 8.84 (s, 1H), 10.30 (s,
1H) -

[0631] EHEBI 15-241+ 1-{2-[4-(2-B £-5- 8 -3- UL e B ) E & £ ]-5-
e O L }-3-[5- 8 -2-(4- A - 1H- bk - 1 - ) R AL | iR

TLC : Rf 0.40(2 %% : ZBEZFE=1" 2)

'H-NMR(DMSO-ds) : & 5.85 (s, 2H), 7.23-7.32 (m, 3H), 7.42 (d, 1H),
7.47-1.54 (m, 3H), 7.95 (d, 1H), 8.24 (d, 1H), 8.48 (s, 1H), 8.56 (s,
1H), 8.68 (s, 2H), 9.04 (s, 1H), 9.56 (s, 1H) ° |
[0632) BB 15-242 : 2-[({2-[4-Q-FEE-5-&-3-LIEE)E &
EL1-5-1 e B g A BRI R ) B 1-N- L SRR i

4 /& (LC-MS/ELSD) © 100% ({2505 R] : 0.80 43) ;

MASS(ESI * Pos.) : 526(M+H)" ;

'H-NMR(DMSO-ds): § 2.46 (s, 3H), 6.04 (brs, 2H), 7.19-7.33 (m, 3H),
7.47-7.65 (m, 4H), 7.72-7.80 (m, 2H), 7.98 (d, 1H), 8.12 (d, 1H),
8.71-8.79 (m, 3H), 10.06 (s, 1H) -

[0633] BEHEBI 15-243 ¢ 2-[({2-[4-(2-B& & -5- & -3-ME e B ) K &
E-5-mE A EEFBE ) EE-N-RE-4-CEF E)RBERK

4l & (LC-MS/ELSD) © 100%({R %R : 1.01 43) ;

MASS(ESI » Pos.)  622(M+H)" ;

'H-NMR(DMSO-ds) = 6 0.77 (t, 3H), 1.32-1.47 (m, 2H), 2.77-2.88 (m,
2H), 6.15 (brs, 2H), 7.27-7.35 (m, 2H), 7.50-7.62 (m, 4H), 7.96-8.04
(m, 2H), 8.17-8.25 (m, 1H), 8.54 (s, 1H), 8.76 (s, 2H), 8.89 (s, 1H),
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10.22 (s, 1H) «

[0634) EEHEBI 15-244 : 2-[({2-[4-(2-BF £ -5- 8 -3- ML BE B )R &

1505 e 3 ) B B 26 1N, N- R SRR R R

4l & (LC-MS/ELSD) : 100%({R EFH% R ¢ 0.85 43) 5

MASS(ESI » Pos.) : 540(M+H)" ;

'H-NMR(DMSO-de) 1 & 2.69 (s, 6H), 5.86 (s, 2H), 7.25-7.32 (m, 3H),

7.43 (d, 1H), 7.49-7.56 (m, 2H), 7.62-7.78 (m, 2H), 7.96 (d, 1H), 8.14

(d, 1H), 8.74 (s, 2H), 8.80 (s, 1H), 10.14 (s, 1H) -

[0635) EHMEHI 15-245 1 2-[({2-[4-(2-B £ -5- 8. -3- ML BE B ) E &

150 0 2 ) B 2 O ) B2 )-N- (2 FE P 2E)-N- B 2 4-(= 45,

) 7K s B B

&fi & (LC-MS/ELSD) : 100%(FRFEFIFFH. © 0.97 43)

MASS(ESI » Pos.) : 652(M+H)" ;

[0636) BB 15-246: 2-{[(2-{4-[2-FE = -5-(= & B £5)-3-THL o ]
 RRE)S-BREE)EEFEEIRE)-N-ZE-N-FEA-CHEFE)

R gk il e

4 FE (LC-MS/ELSD) © 100%(fR#FEF R : 1.07 43) 5

MASS(ESI » Pos.): 656(M+H)* ;

'H-NMR(DMSO-ds) : & 1.04 (s, 3H), 2.80 (s, 3H), 3.20 (q, 2H), 6.49

(s, 2H), 7.25-7.32 (m, 2H), 7.50-7.64 (m, 4H), 7.97 (d, 1H), 8.26-8.29

(m, 1H), 8.55 (d, 1H), 8.75 (s, 2H), 8.93 (s, 1H), 10.31 (s, 1H) -

[0637) E Bl 15-247 : 2-{[(2-{4-[2-}&%-5-(5%ﬁ%)-:a-ﬂttﬂﬁ%]'

KEE)-S-WEEMEFREIEE]NN-ZZE4-CHERFE)E

s i Pz
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& & (LC-MS/ELSD) : 100% (fR #5051 1.09 43) 5

MASS(ESI » Pos.) : 670(M+H)" ;

'‘H-NMR(DMSO-ds) : & 1.03 (s, 6H), 3.27-3.35 (m, 4H), 6.48 (s, 2H),
7.25-7.32 (m, 2H), 7.50-7.61 (m, 4H), 8.00 (d, 1H), 8.27-8.30 (m, 1H),
8.47-8.49 (m, 1H), 8. 75 (s, 2H), 8.85 (s, 1H), 10.30 (s, 1H) -

L0638 B HE B 15-248  1-(2-{4-[2- B 3E-5-(= f, F 2 )-3- e e 2
REE)S5-BEE)-3-R-(1-ERBTREBRERE)-S-CHEFE)E
B 1BR

&fi Z (LC-MS/ELSD) : 100%(fR#FHERT © 1.05 ) ;

MASS(ESI » Pos.) : 654(M+H)" ;

'H-NMR(DMSO-ds) : & 2.02-2.15 (m, 2H), 3.77-3.82 (m, 4H), 6.49 (s,
2H), 7.25-7.32 (m, 2H), 7.49-7.66 (m, 4H), 7.99 (d, 1H), 8.26-8.29 (m,
1H), 8.68 (d, 1H), 8. 75 (s, 2H), 8.94 (s, 1H), 10.35 (s, 1H) - |
[0639) BEHEH] 15-249: 2-{[(2-{4-[2-FR E-5-(Z & H £ )-3- ML g £
FEE)S-BEE)EEFREIRE)-N-Q-BRE)-N-FE-4-(=
& B ) A b R

LC-MS/ELSD : fRFEFEE : 1.02 43

MASS(ESI » Pos.) : 686(M+H)" ;

[0640] BEHEHI 15-250: 1-{2-[4-(2-B B -5- 8- 3- ML E L) FE 45 B )-5-
WEOEEL}-3-[2-B-RE-3-HETE)-S-CHPFE)EER

&fi & (LC-MS/ELSD) * 100%(fRFFEE R © 0.95 23) s

MASS(ESI » Pos.) : 587(M+H)" ;

'H-NMR(DMSO-ds) : 6 1.17 (s, 6H), 1.61-1.70 (m, 2H), 2.63-2.75 (m,
2H), 4.37 (s, 1H), 5.86 (s, 2H), 7.27 (d, 2H), 7.32-7.44 (m, 3H), 7.51
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(d, 2H), 7.95 (d, 1H), 8.09 (s, 1H), 8.39 (s, 1H), 8.74 (s, 2H), 9.28 (s,
1H) -

[0641) BHEH] 15-251: 1-{2-[4-(2-Br £ -5-&-3- ML e £ ) K & £ 1-5-
WEIE R }-3-[2-(3- A -3-FHE-1-T H-1-F)-5-Ca HE)FE R
4i % (LC-MS/ELSD) : 100% (IR &SR 1 1.01 43) ;

MASS(ESI » Pos.) : 583(M+H)" ;

'H-NMR(DMSO-ds) : & 1.54 (s, 6H), 5.60 (s, 1H), 5.86 (s, 2H), 7.28
(d, 2H), 7.35 (dd, 1H), 7.43 (d, 1H), 7.52 (d, 2H), 7.58 (d, 1H), 7.96
(d, 1H), 8.32 (s, 1H), 8.35 (d, 1H), 8.74 (s, 2H), 9.84 (s, 1H) *
L06421 EEHEHI 16

5 3 4-F B -5- R W g B AR 3-551-5-%“&[:“%-2-5&’ﬁﬁﬁﬁé’ZHi

EFRELEYESRELEMEREES 3 %%Z{bé\% ’
HITHERG 6~BEHG 7T HEZ®E > BESEEUATYUEEZ
ABHELEY - |

[0643] EEHEHI 16-1  1-(2-(4-(4- B Ba U IE -5- 55 ) 36 46, 26 ) W 2 - 5-
Z)-3-Q2-8-5-CHEHFE)ETEE)RK

[0644])

CF,3

Hy NS
JOROE! ﬁ?
® 2

[0645] TLC: RfO.58(ZE&ZEE - BHEE=19:1);

'H-NMR(DMSO-ds) : & 6.66 (s, 2H), 7.29 (d, 2H), 7.40 (d, 1H), 7.48
(d, 2H), 7.75 (d, 1H), 8.03 (s, 1H), 8.36 (s, 1H), 8.57 (s, 1H),"
8.75-8.79 (m, 3H), 9.72 (s, 1H) °
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[0646)] EHFEH] 16-2 : 1-(2-(4-(4-BE BB UE -5- L ) 78 &8, L ) % g - 5-
)3 (55 (= 9B ) ) IR

TLC ' Rf0OSI(ZBEZBE - HEE=19: 1)

'H-NMR(DMSO-ds) : & 6.67 (s, 2H), 7.28 (d, 2H), 7.43-7.54 (m, 4H),
8.03 (s, 1H), 8.36 (s, 1H), 8.52 (d, 1H), 8.75 (s, 2H), 9.10 (s, 1H),
9.30 (s, 1H) -
L0647 BEHEBI 16-3 : 1-Q2-(4-(4-BREE W BT -5- 55 ) K & 5 ) W5 BE -5-
£)3-Q-(HTE-3-8)-5-(S AP EEER

[0648]

CF,
" N
- \-JQ/\LMJ'Lu 3
(@
[0649) TLC : Rf 0.45(Z B Z 5 : Bl : &7K=9: 1: 0.5) ;

" 'H-NMR(DMSO-de) : & 6.66 (s, 2H), 7.26 (d, 2H), 7.45-7.58 (m, SH),
7.89 (d, 1H), 8.03 (s, 1H), 8.24 (s, 1H), 8.35 (s, 1H), 8.38 (s, 1H),
8.60-8.68 (m, 4H), 9.24 (s, 1H) =
[0650) BEHEBI 16-4 ¢ 1-(2-(4-(4- R BE WA 0 -5 ) 36 45, 2 ) W D - 5-
H)-3-G-(Z & HE)RE) K
TLC : Rf 0.51(Z B4 Z. B : FIBE © &K=9: 1: 0.5)
'H-NMR(DMSO-de) : 6 6.67 (s, 2H), 7.27-7.34 (m, 3H), 7.47-7.54 (m,
3H), 7.62 (d, 1H), 7.97 (s, 1H), 8.03 (s, 1H), 8.36 (s, 1H), 8.75 (s, 2H),
8.99 (s, 1H), 9.32 (s, 1H) °
(0651 EHREHI 16-5: 1-(2-(4-(4-BE B i g -5-B) & B )W IE-5-
£5)-3-(2-FE-5-(Z & &) e -3- )R
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[0652]

Fy
O AN 7
PJdogele
( :

[0653] TLC : Rf 0.25(Z & Z.B5) ;

'H-NMR(DMSO-de) : & 6.65 (s, 2H), 7.26 (d, 2H), 7.45-7.67 (m, TH),
8.02 (s, 1H), 8.35 (s, 1H), 8.55 (s, 1H), 8.67 (s, 2H), 8.72 (s, 1H),
8.74 (s, 1H), 9.60 (s, 1H) °

[0654) E MBI 16-6 1 1-(2-(4-(4-F B 1 g - 5- 55 ) K &8 KL )R IE - 5-
£)-3-(2-(3,4-Z A IR E)-5-(Z & F &)k e -3- 5 ) ik

TLC : Rf 0.68(Z B 2. B : FEE=9: 1)

'H-NMR(DMSO-ds) : 6 2.31 (s, 6H), 6.65 (s, 2H), 7.25-7.48 (m, 7H),
8.02 (s, 1H), 8.35-8.40 (m, 2H), 8.60-8.65 (m, 3H), 8.77 (s, 1H), 9.55
(s, 1H) °

06551 EHLBI 16-7 + 1-(2-(4-(4-Fg H W g - 5- 5L ) 75 &8 2L )W Ug - 5-
#)-3-3-(FB =T #)-1-(2,3- = &, - 1H-F3-5-F)- 1 H-0tE ok - 5-F0 ) ik

[0656)
Do o HiC, H:I
< .mif@&
pd\\ u H N
N"

[0657] TLC : Rf 0.49(ZB&ZBE : HFEE=10: 1) ;
'H-NMR(DMSO-ds) : & 1.25 (s, 9H), 2.05 (quint., 2H), 2.85-2.95 (m,
4H), 6.33 (s, 1H), 6.65 (s, 2H), 7.18-7.30 (m, 3H), 7.30-7.36 (m, 2H),
7.46 (d, 2H), 8.02 (s, 1H), 8.35 (s, 1H), 8.56 (s, 1H), 8.66 (s, 2H),
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9.19 (s, 1H) -
[0658] EMBI 16-8 : 1-(2-(4-(4-FF B W g -5- B ) R &8 B ) W g - 5-
2)-3-3-(B =T £&)-1-Gif - K & )-1H-MHh - 5-F0) Bix
TLC : Rf 0.48(Z B Z.B5 * B BE=9 : 1) ;
'H-NMR(DMSO-ds): & 1.25 (s, 9H), 1.99 (s, 3H), 6.34 (s, 1H), 6.66 (s,
2H), 7.25 (d, 2H), 7.31-7.48 (m, 6H), 8.02 (s, 1H), 8.35 (s, 1H), 8.40
(s, 1H), 8.64 (s, 2H), 9.07 (s, 1H) *
[0659) BB 17 : 3-JR-5-& 0L H [1,5-a] 5 1

B S5-I I [1,5-a] B0 (9g) 2 THF(147mL)ZR R 5 Bk -
RNEEREYHRMANIRT ZBEERE(11g) » M=ERBRE 1 /NES -
NEREREYTMALRRBEAKER » B 5 2ERREBZLE
X THF - REGZEBETMABENRBENKER » LB I
ZE - BESZAREDLENRBRIN/KBERESFE 2 ] DIAKES
|l REUEEMEEKEFE | R - BEZHEEREDREAEE - #
REABRELSE  EBSEBEUTYHREZEELEY(13.6g) -
TLC : Rf 0.40(2 %% : 4Bk ZBE=4: 1)
'H-NMR(CD CLs) : & 6.85 (d, 1H), 8.12 (s, 1H), 8.54 (d, 1H) *
(0660 B 6 18 © 3-38-5-(Hh e B - 125 )WL A 3.1, 5-a
[0661]

R

10662 REWMP 17 EZEEWQ.5)Z —HEEWELT »
& DMSO)(20mL) & K 1 A = Z B (2.25mL) K Uk 1% ng
(1.3mL) » REREFE 1 /N - H‘J“}iﬁgltb:l%FJAﬁ)—E&ﬁfmﬂ(/ﬁﬁ
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o UZBZEZERN - BRZABEBIUKKEMEEKESE » D
fEKMEAEZE RESGZEREREEREBEREAT - RES
ZEABETMASE=Z=TERR  EN EBESEEFLATYUEHEEZEE
L& ¥1(2.49g) - |

TLC : Rf 0.30(2 %t : ZBZB=211);

'‘H-NMR(DMSO-ds): & 1.95-2.12 (br s, 4H), 3.35-3.85 (br s, 4H), 6.14
(d, 1H), 7.80 (s, 1H), 8.18 (d, 1H)

(06631 EHBI 19 @ 2-(4-(5-(WE & g -1-BL ) OEL vk 3 [1,5-a] 45 OE - 3-
)R &) T -5-

[0664]

[0665) EREMAG] 18 M 2 AW ER 3-R-5-E0L-2-

B BITHERG 6 HEZE#F  BEEFUTYHREZEEL
& -
TLC : RFO.52(C 8 Ffk : ZBZF : HEE=8:4:1);
'H-NMR(DMSO-de) : & 1.94-2.08 (br s, 4H), 3.40-3.74 (br s, 4H),
5.05-5.35 (br s, 2H), 6.41 (d, 1H), 7.04 (d, 2H), 7.96 (s, 2H), 8.05 (4,
2H), 8.33 (s, 1H), 8.61 (d, 1H) -

[0666) B HEH] 20 : 1-(2-(1H-MEME-1-2)-5-(Z 8 B E)FH)-3-(2-
(4-(5-(UEL 1% B - 1- % ) OEE 1A 3 [ 1,5-a] W5 0 - 3-8 ) 75 &6 25 ) s g - 5- 20 iR

[0667)
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AT O
0

(0668 {5 i B M 19 S > (L& 9B AR B HI B 6 s>
Aee > EFEES 7R RE > BEAENTUREY A
SYELEY -
TLC : Rf 0.50(Z 8 Z85)
"H-NMR(DMSO-de): 6 1.94-2.08 (br s, 4H), 3.40-3.72 (br s, 4H), 6.42
(d, 1H), 6.67 (dd,. 1H), 7.15 (d, 2H), 7.51 (dd, 1H), 7.74 (d, 1H), 7.95
d, 1H.), 8.10 (d, 2H), 8.36 (s, 1H), 8.40 (d, 1H), 8.58 (d, 1H), 8.62 (d,
1H), 8.67 (s, 2H), 9.68 (br s, 1H), 9.92 (br S,llH) °
[06691 B Hi i 21 |
BRI HEB] 19 B 2 (LW B A S 2 AL &
SHEHI 19 B b AY B EHH 3 BE T LAY RE A
ST BERBR LAY RERBEL SRR 3 WE>
bay  EFRERN 7 AR R BELEUTYMEZ A
BEEY -
[0670) BEHEHI 21-1 1 1-(2-(4-(5- (AL TR T Jig-1-25) HE AR 36 [1,5-a]
W 5 -3- 5 ) 3 48, 2 ) M U - - )3 (2- (L 0 -3 25 )-5- (= 4, 25 ) 3 48 )
i
[0671)
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Fa .

[0672] TLC : Rf 0.22(&f5 : FEE=19: 1)

'H-NMR(DMSO-de) : 6 2.32-2.42 (m, 2H), 4.12-4.18 (m, 4H), 6.23 (d,
1H), 7.10-7.16 (m, 2H), 7.46-7.58 (m, 3H), 7.86-7.90 (m, 1H),
8.03-8.09 (m, 2H), 8.22 (s, 1H), 8.35-8.39 (m, 2H), 8.60-8.68 (m, 5H),
9.21 (s, 1H) °

[06731 BEHHI 21-2 ¢ 1-Q-(4-(5-(BFEIR T fe-1-2) ML 3£ 1,5-a]
0% E -3- 5 ) A AL )M IE -5-25)-3-(2-(1- F & - 1H-ME Mk -5-0)-5-(Z &,
FHER) R ) IR |

[0674]

CFy

@g@m@%}

0

[0675)] TLC: Rf0.33(ZEEZTE) ;

'H-NMR(DMSO-de) & 2.37 (1, 2H), 3.65 (s, 3H), 4.15 (1, 4H), 6.23 (d,
1H), 6.44 (d, 1H), 7.14 (d, 2H), 7.48 (d, 2H), 7.61 (d, 1H), 8.04-8.10
(m, 3H), 8.36 (s, 1H), 8.55 (s, 1H), 8.62 (d, 1H), 8.64 (s, 2H), 9.46 (s,
1H) -

0676 BEHEHI 21-3 ¢ 1-Q2-(4-G-(B I T be-1-5)L 3£ 1,5-a]
W e -3- 5 )R S B )W e -5- £ )-3-(2-(3- R B - 1H-MHE - 1-B6)-5- (= &
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R ) ) iR

TLC : Rf 0.66(Z B4 Z.BR) +

'H-NMR(DMSO-de) : & 2.35-2.44 (m, SH), 4.15 (1, 4H), 6.24 (d, 1H),
6.44 (d, 1H), 7.14 (d, 2H), 7.48 (dd, 1H), 7.69 (d, 1H), 8.06 (d, 2H),
8.26 (d, 1H), 8.36 (s, 1H), 8.56 (d, 1H), 8.62 (d, 1H), 8.67 (s, 2H),
9.78 (s, 1H), 9.87 (s, 1H) *

[0677] EHEHI 21-4 * 1-(2-(1H-HEIE-1-35)-5-(= £, B 26) ) -3-
(2-(4-(5-(FREER T Fe-1-E)ME M 5 [1,5-a] W8 g - 3- 25 ) 7 &8, 2 ) W O - 5-
&) x

TLC : Rf 0.47(Z B Z.B8) ;

'H-NMR(DMSO-de): & 2.37 (¢, 2H), 4.15 (t, 4H), 6.24 (d, 1H), 6.68 (d,
1H), 7.14 (d, 2H), 7.51 (dd, 1H), 7.74 (d, 1H), 7.95 (d, 1H), 8.07 (4,
2H), 8.36 (s, 1H), 8.40 (d, 1H), 8.58-8.67 (m, 4H), 9.68 (s, 1H), 9.92
s, 1H) * |

[0678) BRI 21-5 © 1-(2-(4-(5-(EHE I T 4e-1-5) b 3£ 1,5-2]
W UE - 3- 2% ) 7R & B ) e - 5-55)-3-B-(Z & H &) F E)IIR

[0679]

CF,

%O"T";Liﬁ)
N N B
Q

L]
[0680] TLC: RfO0.19(&fh : BHEE=19: 1)

'H-NMR(DMSO-ds) : & 2.33-2.43 (m, 2H), 4.06-4.12 (m, 4H), 6.25 (d,
1H), 7.13-7.20 (m, 2H), 7.33 (d, 1H), 7.52 (t, 1H), 7.62 (d, 1H), 7.98
(s, 1H), 8.05-8.12 (m, 2H), 8.39 (s, 1H), 8.65 (d, 1H), 8.71 (s, 2H),
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8.96 (s, 1H), 9.31 (s, 1H) -
(06811 EHEA 21-6° 1-(2-(MLBE-3-55)-5-(Z & B E)F £ )-3-(2-(4-
(5-(MEE I IE - 1 -5 ) PEE AR 3 [1,5-a] W IE - 3- 5 ) 36 48, 25 ) s 0 - 5- B0 ) IR
TLC : Rf 0.34(Z B Z 1) ;

'H-NMR(DMSO-de) 1 & 1.94-2.05 (m, 4H), 3.51-3.67 (m, 4H), 6.43 (4,
1H), 7.14 (d, 2H), 7.47-7.58 (m, 3H), 7.89 (dd, 1H), 8.10 (d, 2H), 8.23
(s, TH), 8.38 (d, 2H), 8.61-8.68 (m, SH), 9.2 (s, 11) -

[0682] E MBI 21-7 & 1-(2-(4-(5-(MLI& B - 1-F5 )L £ [1,5-a] M5 g
S3-E)EEFE)BEIE-5-F)-3-G-CaRFERE)ERDR

TLC : Rf 0.68(Z B Z. 1) :

'H-NMR(DMSO-de) 1 & 1.95-2.04 (m, 4H), 3.52-3.65 (m, 4H), 6.44 (d,
1H), 7.24 (d, 2H), 7.46 (d, 1H), 7.57 (t, 2H), 7.72 (d, 1H), 7.93 (s,
1H), 8.16 (d, 2H), 8.36 (s, 1H), 8.64 (d, 1H), 8.76 (s, 2H), 10.23 (s,
1H) -

(06831 EHMEHI 21-8 © 1-Q2-FE-5-(= & B £)HEnE-3-5)-3-(2-(4-
(5T T 5 -1 Y O A 3 [ 1, 5] -3 ) 35 4 5 5 U - - 0

TLC : RE0.76(Z B Z. ) :

'H-NMR(DMSO-do) : 6 1.92-2.05 (m, 4H), 3.52-3.65 (m, 4H), 6.43 (d.
1H), 7.15 (d, 2H), 7.56 (d, 3H), 7.65-7.68 (m, 2H), 8.11 (d, 2H), 8.39
s, 1H), 8.41 (s, 1H), 8.62 (d, 1H), 8.65 (s, 2H), 8.72 (s, 1H), 8.76 (s,
1H), 9.44 (s, 1H) -

[0684)  BEHEHI 21-9 ¢ 1-(2-(4-(5- B SEEE ML I FE [1,5-0] B B -3- 25
KA E ) IE-5-£5)-3-(2- (L BE-3-B)-5-(Z | H &) R E)H R

[0685) B
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SIS

[0686] TLC : Rf 0.45(ZB Z.BS) 5

'"H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.6_1 (d, 1H), 7.21 (d, 2H),
7.46-7.58 (m, 3H), 7.89 (dt, 1H), 8.10 (d, 2H), 8.23 (s, 1H), 8.39 (s,
1H), 8.58 (s, 1H), 8.64-8.68 (m, 4H), 8.93 (d, 1), 9.23 (s, 1H) *
[0687) EEHEH 21-10 : 1-Q-(IH-THE T4 -1- 2)-5-(= 45 B 26 )
B )-3-(2-(4-(5- B 45, B T DA 3 [1,5-a ) W 02 - 3- 5 ) 255 4, 25 )W B - 5- 25 R
TLC : Rf 0.45(& 15 : HEE=19: 1)

" 'H-NMR(DMSO-de) : & 4.04 (s, 3H), 6.62 (d, 1H), 6.68 (t, 1H),
7.20-7.26 (m, 2H), 7.53 (dd, 1H), 7.76 (d, 1H), 7.96 (d, 1H), 8.09-8.14
(m, 2H), 8:42 (d, 1H), 8.58-8.61 (m, 2H), 8.70 (s, 2H), 8.94 (d, 1H),
9.71 (s, 1H), 9.96 (s, 1H) -

(06881 BEHEH 21-11 ¢ 1-(2-(A-(5- 5 46 B ML S 34 [1,5-) WG -3 )
REE)EIE-5-F)-3-G-CEFE)EE)K

TLC : Rf 0.45(2 %% © Z B ZHE=1" 2)

'H-NMR(DMSO-de) : & 4.04 (s, 3H), 6.62 (d, 1H), 7.21-7.27 (m, 2H),
7.33 (4, 1H), 7.52 (t, 1H), 7.63 (d, 1H), 7.96-8.00 (m, 1H), 8.10-8.15
(m, 2H), 8.59 (s, 1H), 8.72 (s, 2H), 8.94 (d, 1H), 8.99 (s, 1H), 9.32 (s,
1H) -

L0689 BHEG 21-12  1-(2-(4-(5-((2- 5% Bk -0- B B P )i 5 ) I
F1,5-a]U50E -3- B ) R & ) IE -5-F)-3-B-(Z &8 FE)FE )R
[0690]
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[0691] TLC : Rf 0.41(& M5 : HEE=9: 1)

'H-NMR(DMSO-ds) : & 1.19 (s, 6H), 3.43 (d, 2H), 4.62 (s, 1H), 6.48
(d, 1H), 7.14-7.20 (m, 2H), 7.33 (d, 1H), 7.48-7.56 (m, 2H), 7.63 (4,
1H), 7.96-8.00 (m, 1H), 8.06-8.12 (m, 2H), 8.31 (s, 1H), 8.47 (d, 1H),
8.71 (s, 2H), 8.97 (s, 1H), 9.32 (s, 1H) °

[0692) EHEHF 21-13  1-(2-(4-(HEME I [1,5-a] B BE -3- B H &)
W IE -5-85)-3-(2- (ML BE -3-5)-5-(Z & B &)X FH)IF

[0693])
N\ 3
RO
9, O

[0694) TLC : Rf 0.22(Z B Z ) ;

'H-NMR(DMSO-de): § 7.11 (dd, 1H), 7.24 (d, 2H), 7.47-7.58 (m, 3H),
7.86-7.91 (m, 1H), 8.16 (d, 2H), 8.22 (s, 1H), 8.39 (s, 1H), 8.60-8.68
(m, 5H), 8.76 (s, 1H), 9.16 (dd, 1H), 9.23 (s, 1H)
[0695) EHEB 21-14 © 1-(2-(4-(H M FF[1,5-a] 5 B2 -3- ) FE & K)
WEIE -5-55)-3-3-(Z & B E )R E)IR

TLC : Rf 0.65(Z 8 ZBs)

'H-NMR(DMSO-ds) : & 7.11 (dd, 1H), 7.25 (d, 2H), 7.32 (d, 1H), 7.51
(t, 1H), 7.61 (d, 1H), 7.97 (s, 1H), 8.17 (d, 2H), 8.66 (dd, 1H), 8.71 (s,
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2H), 8.76 (s, 1H), 8.98 (s, 1H), 9.16 (dd, 1H), 9.32 (s, 1H) °

[0696) EHEMH 21-15 ¢ 1-(2-(1H-MEIE-1-58)-5-(= & &) FH)-3-
(2-(4-(UE s 3£ [1,5-a] M5 BF -3- 55 ) AR & 5 ) W e - 5- 25 ) AR
TLC : Rf 0.74(Z B Z. 1) :

'H-NMR(DMSO-ds) : & 6.67 (t, 1H), 7,11 (dd, 1H), 7.25 (d, 2H), 7.52
(dd, 1H), 7.74 (d, 1H), 7.95 (d, 1H), 8.17 (d, 2H), 8.40 (d, 1H), 8.58
(d, 1H), 8.64-8.70 (m, 3H), 8.75 (s, 1H), 9.15 (dd, 1H), 9.67 (s, 1H),
9.94 (s, 1H) ° |

[0697) EHEBI 21-16 ¢ 1-(2-(1H-1,2,3-= 8- 1-E)-5- (S & B E) ¥
£)-3-(2-(4- (ML M I [1,5-a] W5 WE - 3- B ) A &8 B ) W I - 5- B ) iR

TLC : Rf 0.60(Z B Z. B5) ;

'H-NMR(DMSO-de) : & 7.10 (dd, 1H), 7.24 (d, 2H), 7.61 (d, 1H), 7.73
(d, 1H), 8.09 (s, 1H), 8.16 (d, 2H), 8.57 (s, 1H), 8.66 (s, 2H),
8.67-8.70 (m, 2H), 8.75 (s, 2H), 9.15 (s, 1H), 9.63 (s, 1H) -

[0698] EBEHAI 21-17 : 1-Q-F-5-(Z & FE)FE)-3-(2-(4- (L g
F[1,5-a] 0% 0 - 3- 5 ) 7 & B )W g - 5- 5 ) iR

TLC : Rf 0.65(Z B Z. 1) ;

'H-NMR(DMSO-de): § 7.11 (dd, 1H), 7.26 (d, 2H), 7.37-7.44 (m, 1H),
7.46 (t, 1H), 8.17 (d, 2H), 8.51 (dd, 1H), 8.65 (dd, 1H), 8.72 (s, 2H),
8.75 (s, 1H), 9.08 (s, 1H), 9.15 (dd, 1H), 9.28 (s, 1H)

[0699]1 BRI 21-18 : 1-Q2-&-5-(Z & FH E) K E)-3-(2-(4-(Uth e
FE[1,5-a]5 BE - 3- 55 ) K &, & ) 8 UE - 5- 5 ) iR

TLC : Rf 0.69(Z B&E Z Bg) ;

'‘H-NMR(DMSO-ds) : & 7.10 (dd, 1H), 7.26 (d, 2H), 7.40 (dd, 1H),
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7.72 (d, 1H), 8.17 (d, 2H), 8.56 (d, 1H), 8.66 (dd, 1H), 8.73 (s, 2H),
8.75 (s, 1H), 8.77 (s, 1H), 9.15 (dd, 1H), 9.69 (s, 1H) -
(07001 EHEEI 21-19 * 1-Q-HE-5-(Z & H E)F E)-3-(2-(4-(tk
MK 3 [1,5-a W5 BE - 3- B8 ) 3K &, 5L ) W 0 - 5- 2 ) Ik
TLC : Rf 0.72(Z. B Z B) ;
'H-NMR(DMSO-de) * & 2.32 (s, 3H), 7.11 (dd, 1H), 7.26 (d, 2H),7.29
(d, 1H), 7.42 (d, 1H), 8.17 (d, 2H), 8.27 (s, 1H), 8.37 (s, 1H), 8.66 (dd,
1H), 8.73 (s, 2H), 8.76 (s, 1H), 9.16 (dd, 1H), 9.31 (s, 1H) -
[0701) EHEH 21-20 @ 1-G-H-5-(Z & F &) FEE)-3-(2-(4- (M e
FE[1,5-a] 08 -3 25 ) 36 825 ) 0 -5- ) R
TLC : Rf 0.76(Z. 1 Z. %)
'H-NMR(DMSO0-ds): § 7.11 (dd, 1H), 7.20-7.30 (m, 3H), 7.54-7.72 (m,
2 H), 8.18 (d, 2H), 8.65-8.76 (m, 4 H), 9.09 (s, 1H), 9.16-9.20 (m, 1H),
9.51 (s, 1H) ° .
0702 EHHI 21-21 : 1-(4-FE&-3-(ZHHF EHE)FEE)-3-2-(4-(H
DRSS [1,5-2] 5 UE - 3- 45 ) 75 &, &5 ) W UE - 5- 55 ) Ik
TLC : Rf 0.76(Z B Z 1) :
'H-NMR(DMSO-ds) : & 2.36 (s, 3H), 7.10 (dd, 1H), 7.25 (d, 2H), 7.33
d, 1H), 7.52 (dd, 1H), 7.88 (d, 1H), 8.17 (d, 2H), 8.65 (dd, 1H), 8.70
(s, 2H), 8.75 (s, 1H), 8.91 (s, 1H), 9.15 (d, 1H), 9.17 (d, 1H) -
[0703] EHiB 21-22: 1-(2-FE-5-(Z & F )M 5 -3-5)-3-2-(4-
(LA 34 [1,5-a] B 0 -3- 25 ) 3 46,25 ) B U -5 28 R
TLC : Rf 0.77(ZBE Z.Bs)
'‘H-NMR(DMSO-ds) : 6 7.11 (dd, 1H), 7.25 (d, 2H), 7.52-7.62 (m, 3
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H), 7.62-7.69 (m, 2 H), 8.17 (d, 2H), 8.41 (s, 1H), 8.62-8.80 (m, 6 H),
9.16 (dd, 1H), 9.45 (d, 1H) -

[0704] EHEHI 21-23+ 1-(3-(= % B £ )R £)-3-(2-(4- (LM H-[1,5-2]
2% I - 3- 6 ) 2K &R, &K ) W W - 5- 85 ) IR

TLC : Rf 0.73(ZEE Z.BS) ;

'H-NMR(DMSO-d¢) : & 7.00 (t, 1H), 7.11 (dd, 1H), 7.18 (d, 1H), 7.26
(d, 2H), 7.42 (t, 1H), 7.52 (d, 1H), 7.77 (s, 1H), 8.17 (d, 2H), 8.66 (dd,
1H), 8.71-8.76 (m, 3 H), 8.89 (s, 1H), 9.17 (d, 2H) »

[0705) EMH 21-24 : 1-3,5- — & FEH)-3-(2-(4-(HE 4 3 [1,5-a] -
I OE -3- 5 ) K &8 B ) W e - 5- 55 ) iR

TLC : Rf 0.74(Z. B Z.B8) ;

'H{-NMR(DMSO-ds) : & 6.80 (dt, 1H), 7.11 (dd, 1H), 7.19 (dd, 2H),
7.26 (d, 2H), 8.17 (d, 2H), 8.66 (dd, 1H), 8.70 (s, 2H), 8.75 (s, 1H),
9.00 (s, 1H), 9.16 (dd, 1H), 9.30 (s, 1H) °

[0706) B MBI 21-25 © 1-(2-(1H-HE M <1 3 )-4-( = 45, B 26 ) 3
5)-3-(2-(4-(5-(E B I T Jse-1- 2 ) I A 3 [1,5-a] W B -3- ) & 28 )
5 I - 5- 2 ) R |

[0707]
qﬂj . JLHQ
g,

]
[0708] TLC : Rf 0.63(ZB& ZB5) ;
'H-NMR(DMSO-ds) : & 2.45-2.42(m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
6.65 (t, 1H), 7.15 (d, 2H), 7.74 (dd, 1H), 7.82 (d, 1H), 7.93 (d, 1H),
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8.60 (d, 2H), 8.36 (s, 1H), 8.43 (dd, 2H), 8.63 (d, 1H), 8.67 (s, 2H),
19.54 (s, 1H), 9.26 (s, 1H) -

[0709) EHEAFI 21-26: 1-(2-(4-(5-(F R T J-1- )L £ [1,5-2]
UEE -3-5 ) K& BB IE-5-5)-3-2-R-4-(E & F E)FEB)IR

TLC : Rf 0.44(T %% : 7.8 2Bl 2) ; |
'H-NMR(DMSO-ds) : & 2.36-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
7.16 (d, 2H), 7.68 (dd, 1H), 7.87 (s, 1H), 8.07 (d, 2H), 8.37 (s, 1H),
8.42 (d, 1H), 8.63 (d, 1H), 8.72 (s, 2H), 8.78 (s, 1H), 9.73 (s, 1H) °

(07101 EHEBI 21-27: 1-(2-(4-(5-(BFER T Be-1-Z) LM F[1,5-2]
UE I -3-55 ) R A B ) W IE -5- 55 )-3- R A ik

TLC : Rf 0.20(& 15 : HFEE=19:1);

'H-NMR(DMSO-de) : & 2.33-2.43 (m, 2H), 4.11-4.19 (m, 4H), 6.25 (d,
1H), 6.95-7.02 (m, 1H), 7.13-7.19 (m, 2H), 7.25-7.34 (m, 2H), 7.42-
7.47 (m, 2H), 8.06-8.10 (m, 2H), 8.38 (s, 1H), 8.64 (d, 1H), 8.70 (s,
2H), 8.82 (s, 1H), 8.91 (s, 1H) -

[0711) B 21-28 ¢ 1-Q-F-4-(Z & F E)FE E)-3-(2-(4-(5-(H
I8 I - 1 - 5 YIEE AR 3 [1,5-2] M 0 - 3- 5 ) 3 4R 6 ) W I - 5- 5 ) MR

TLC: Rf0.62(“&FE - ZHZH: - HEE=8:4:1);
'H-NMR(DMSO-ds): & 1.92-2.06 (br s, 4H), 3.40-3.70 (br s, 4H), 6.43
(d, 1H), 7.17 (d, 2H), 7.69 (dd, 1H), 7.88 (d, 1H), 8.12 (d, 2H), 8.37
(s, 1H), 8.43 (d, 1H), 8.63 (d, 1H), 8.72 (s, 2H), 8.79 (s, 1H), 9.75 (s,
1H)

[0712) EHWAG 21-29 : 1-Q-8-4-(Z & FE)FE)-3-(2-(4-(Hh e
H[1,5-a] W% IE - 3-8 ) 4 &8, B ) 0g - 5- B ) iR
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TLC © Rf 0.80(Z B Z. ) :

'H-NMR(DMSO-ds) : & 7.10 (dd, 1H), 7.26 (d, 2H), 7.68 (dd, 1H),
7.87 (s, 1H), 8.17 (d, 2H), 8.42 (d, 1H), 8.66 (dd, 1H), 8.73 (s, 2H),
8.75 (s, 1H), 8.78 (s, 1H), 9.16 (d, 1H), 9.74 (s, 1H) *

(07131 BEHEHT 21-30 ¢ 1-(2-[4-(5-F 8 25 L W8 3 [1,5-a ] 2 -3- 36
G FE]-5-ME0E B }-3-[2-(1-FH & - 1H-ME 1 -5-F0)-5-(Z & H )R E ]
A%

4 & (LC-MS/ELSD) : 100%(fR £ EFT ¢ 1.01 43) ;

MASS(ESI > Pos.) : 602(M+H)" ;

'H-NMR(DMSO-ds) : & 3.65 (s, 3H), 4.03 (s, 3H), 6.45 (d, 1H), 6.61
(d, 1H), 7.22 (d, 2H), 7.46-7.52 (m, 2H), 7.62 (d, 1H), 8.09-8.12 (m,
3H), 8.56 (s, 1H), 8.59 (s, 1H), 8.66 (s, 2H), 8.93 (d, 1H), 9.48 (s,
1H) »

[0714] FHEAT 21-31 ¢ 1-(2-[4-(5-FH E B UL H[1,5-a] W5 BE -3- )
A EL]-5- B g L }-3-[2-(3- AR - 1 H-ME MR- 1-ED) -5 (=S | H A A
&

'H-NMR(DMSO-de) © 8 2.37 (s, 3H), 4.03 (s, 3H), 6.45 (d, 1H), 6.61
(d, 1H), 7.20-7.25 (m, 2H), 7.48 (dd, 1H), 7.69 (d, 1H), 8.09-8.13 (m,
2H), 8.28 (d, 1H), 8.57 (d, 1H), 8.58 (s, 1H), 8.68 (s, 2H), 8.93 (d,
1H), 9.80 (s, 1H), 9.90 (s, 1H) =

[0715) EEHI 21-32: 1-{2-[4-(5-FF R EMEME FH[1,5-a] B 0 -3-5%)
SEEE]-5-MBIE AL }-3-[2-(4- B & - 1H-M - 1-B)-5-(Z= & HE)FE]

q M

& E (LC-MS/ELSD) : 100%(fRFF e ¢+ 1.08 77) 5
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MASS(ESI » Pos.) : 602(M+H)" ;

'H-NMR(DMSO-de¢) : & 2.14 (s, 3H), 4.03 (s, 3H), 6.61 (d, 1H), 7.22
(d, 2H), 7.49 (dd, 1H), 7.70 (d, 1H), 7.78 (s, 1H), 8.11 (d, 2H), 8.18 (s,
1H), 8.57-8.58 (m, 2H), 8.69 (s, 2H), 8.93 (d, 1H), 9.83 (s, 1H), 9.95
(s, 1H) -

[0716] MM 21-33 : 1-{2-[4-(5-FF S B OHE 48 3 [ 1,5-a] MR g -3- 5 )
REE]-S-EIEE)-3-[2-G-UEE)-4-CEFE) R E K

4 & (LC-MS/ELSD) : 100% (2 # BRI © 0.92 5}) ;

MASS(ESI » Pos.) : 599(M+H)"

'H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.61 (d, 1H), 7.19-7.24 (m, 2H),
7.53-7.57 (m, 2H), 7.75 (dd, 1H), 7.88-7.92 (m, 1H), 8.08-8.12 (m,
2H), 8.24-8.29 (m, 2H), 8.58 (s, 1H), 8.64-8.68 (m, 4H), 8.93 (d, 1H),
9.28 (brs, 1H) -

[0717) EHHI 21-34 : 1-[2-&-5-(Z& F E)EE]-3-{2-[4-(5-F
SR ML FE[1,5-a] E IE -3- 55 ) K & B ]-5-18 0 &L AR

& fE (LC-MS/ELSD) : 100%(fRFFEFRT © 1.05 43) 5

MASS(ESI » Pos.) : 556(M+H)" ;

'H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.61 (d, 1H), 7.24 (d, 2H), 7.40
(dd, 1H), 7.73 (d, 1H), 8.11 (d, 2H), 8.57-8.59 (d, 2H), 8.73 (s, 2H),
8.78 (s, 1H), 8.94 (d, 1H), 9.70 (s, 1H) °

[0718) E MBI 21-35: 1-{2-[4-(5-FF & A LM [1,5-a] M5 0E -3- 5k )
FEE]-S-EIEE)-R-FE-S-CEPE)REIR

& & (LC-MS/ELSD) : 100% (fRFFHER ¢ 1.00 43)

MASS(ESI » Pos.) : 536(M+H)" ;
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'"H-NMR(DMSO-ds) : & 2.32 (s, 3H), 4.03 (s, 3H), 6.61 (d, 1H), 7.24
(d, 2H), 7.30 (d, 1H), 7.41 (d, 1H), 8.09-8.13 (m, 2H), 8.28 (s, 1H),
8.37 (s, 1H), 8.59 (s, 1H), 8.73 (s, 2H), 8.94 (d, 1H), 9.32 (s, 1H) -
(07191 EHBI 2136 © 1-(2d-= S E) 3 (2 [4-(5-FF & 2 e
FE [1,5-a05 0 -3- 5L ) 36 4, 2 |- 5 02 25 ) R

& JE (LC-MS/ELSD) : 100%(f=FFHEMHE : 1.03 493) 5

MASS(ESI » Pos.) @ 522(M+H)" ;

'"H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.61 (d, 1H), 7.23 (d, 2H), 7.39
(dd, 1H), 7.63 (d, 1H), 8.10-8.16 (m, 3H), 8.57 (s, 1H), 8.59. (s, 1H),
8.71 (s, 2H), 8.93 (d, 1H), 9.58 (s, 1H) °

[0720) EHEHI 21-37 1-(2-{4-[5-(= H B 5 )MbE 188 3 [1,5-a ] M5 g - 3-
5 A )5 R A )-3- [2-(3-ThE B 20 )-5- (= 48, 328 6 26 1 R
[0721]

Fa

!
HC

[0722) TLC : Rf 0.32(& {5 : HEE=19: 1)

'H-NMR(DMSO-ds) : & 3.19 (s, 6H), 6.62 (d, 1H), 7.12-7.17 (m, 2H),
7.46-7.57 (m, 3H), 7.86-7.90 (m, 1H), 8.06-8.11 (m, 2H), 8.22 (s, 1H),
8.37-8.38 (m, 2H), 8.61-8.68 (m, 5H), 9.21 (s, 1H) °

[0723) BEHEH 21-38: 1-(2-{4-[5-(= B Foe 5 ) OH 148 3 [ 1,5-a] W5 B - 3-
EIEEE)-S5-HEE)-3-[2-(1H-BE - 1-5)-5- R R H)FE R
[0724])
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CF,

2,0

w

“,

Hs
HsC

[0725] TLC : Rf 0.30(& 15 : B EE=19: 1);

'H-NMR(DMSO-de) : & 3.19 (s, 6H), 6.63 (d, 1H), 6.67-6.68 (m, 1H),

7.14-7.17 (m, 2H), 7.52 (dd, 1H), 7.75 (d, 1H), 7.95 (d, 1H), 8.08-8.11

(m, 2H), 8.39 (s, 1H), 8.41 (d, 1H), 8.59 (d, 1H), 8.64 (d, 1H), 8.68 (s,

2H), 9.69 (s, 1H), 9.93 (s, 1H) -

[0726) BB 21-39 @ 1-[2-F&-5-(Z & B &)FFH]-3-{2-[4-(5-H
EEME 1,5 a] W e -3- 50 ) K L 151 E VR

41 ¥ (LC-MS/ELSD) : 100%(fRFFHERT © 1.01 43) 5

MASS(ESI » Pos.) : 540(M+H)" ;

'H-NMR(DMSO-de) : & 4.03 (s, 3H), 6.61 (d, 1H), 7.21-7.26 (m, 2H),

7.39-7.53 (m, 2H), 8.09-8.14 (m, 2H), 8.53 (dd, 1H), 8.59 (s, 1H),

8.73 (s, 2H), 8.93 (d, 1H), 9.02-9.36 (br s, 2H) °

[0727) EHEHI 21-40 ¢ 1-[5-&-2-(3-MEmE B ) K E1-3-{2-[4-5-H &

EL O I 3 [1,5-a] WEIE - 3- B8 ) FE 48, 2K 1-5- I g A LR

4 FE (LC-MS/ELSD) © 100%(fR#F 0/ : 0.87 43) s

MASS(ESI » Pos.) : 565(M+H)"

'H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.60 (d, 1H), 7.20-7.30 (m, 4H),

7.53 (dd, 1H), 7.81-7.85 (m, 1H), 8.08-8.12 (m, 4H), 8.55-8.64 (m,

5H), 8.93 (d, 1H), 9.18 (s, 1H) -

[0728] BEHEBI 21-41 ¢ 1-{2-[4-(5-FH S E ML FF[1,5-a] 5 BE -3-5F)
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I 15U U 25 )3 (5-(= 48, 5 )-2-[3-(= 45 R )~ 1 - -1 25
i

4t i (LC-MS/ELSD) : 100% (IR £ AE[T © 1.09 43) ;

MASS(ESI » Pos.) : 656(M+H)" ;

Ph
Gl

=

'H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.61 (d, 1H), 7.12 (d, 1H), 7.20-
7.24 (m, 2H), 7.58 (dd, 1H), 7.10 (d, 1H), 8.09-8.13 (m, 2H), 8.47-
8.48 (m, 2H), 8.58 (s, 2H), 8.65 (s, 2H), 8.93 (d, 1H), 9.46 (s, 1H) *
[0729) |HEBY 21-42 * 1-{2-[4-(5-Z & ZMEMEFF [ 1,5-a] W € -3- 2 )
2 AR5 UE £ }-3-[2-(3- ML BE 25)-5-(Z 8 F B) F & AR

[0730]

K

[0731) &%
MASS(ESI » Pos.) : 613(M+H)";

(LC-MS/ELSD) : 100%(fr+FHFRG - 0.98 47) 5

'H-NMR(DMSO-ds) : & 1.40 (t, 3H), 4.49 (q, 2H), 6.58 (d, 1H),

7.18-7.22 (m, 2H), 7.47-7.58 (m, 3H), 7.87-7.91 (m, 1H), 8.05-8.10 (m,
2H), 8.23 (s, 1H), 8.39 (s, 1H), 8.57 (s, 1H), 8.64-8.68 (m, 4H), 8.92
(d, 1H), 9.23 (s, 1H) ° |
[0732) EHEHI 21-43 + 1-{2-[4-(5-B2 T ML e 3 [1,5-a] B 1E -3-55)
SEEE]-5-EIE A }-3-[2-(3- ML &) -5-(Z & B &) FEE R

4l & (LC-MS/ELSD) : 99%({RIF IR : 1.03 5) ;

MASS(ESI » Pos.) : 623(M+H)" ;

'H-NMR(DMSO-ds) L5 1.85-2.12 (m, 2H), 2.33-2.42 (m, 4H), 3.73-
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3.84 (m, 1H), 6.97 (d, 1H), 7.24 (d, 2H), 7.47-7.58 (m, 3H), 7.87-7.91
(m, 1H), 8.18-8.23 (m, 3H), 8.39 (s, 1H), 8.64-8.68 (m, 5H), 9.01 (d,
1H), 9.23 (s, 1H) -
[0733) Bl 21-44 : 1-{2-[4-(5-FH & A ML H[1,5-a] W IE-3-55)
K E]-5-UEE £ )-3-[2-(2H-1,2,3- S M- 2-56)-5- (= & B &) F E IR
4t B (LC-MS/ELSD) @ 100% (R ¥R © 1.09 43) 5

 MASS(ESI » Pos.) : 589(M+H)" ;
'H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.62 (d, 1H), 7.23 (d, 2H), 7.58
(dd, 1H), 8.05-8.13 (m, 3H), 8.33 (s, 2H), 8.59 (s, 1H), 8.65 (d, 1H),
8.70 (s, 2H), 8.93 (d, 1H), 9.66 (s, 1H), 10.00 (s, 1H) -
[0734] EEHEH 21-45 ¢ 1-[5-8-2-(2H-1,2,3-= Mb 235 5 1-3- 2-
[4-(5-FF & B Oh s 3 [ 1,5-a] W BE - 3-8 ) K &8 K ] -5- W e 6 J R
&fi & (LC-MS/ELSD) : 99%(fRFFHEME « 1.08 43)
MASS(ESI » Pos.) : 555(M+H)" ;
'H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.61 (d, 1H), 7.20-7.25 (m, 2H),
7.29 (dd, 1H), 7.80 (d, 1H), 8.09-8.13 (m, 2H), 8.26 (s, 2H), 8.33 (d,
1H), 8.58 (s, 1H), 8.69 (s, 2H), 8.93 (d, 1H), 9.36 (s, 1H), 9.91 (s,
1H) -
[0735) BEHEHI 21-46 ¢ 1-Q2-{4-[5-(1- B 2B T SE £ )MEmE 3 1,5-a)
W IE -3- 5L R B ) -5- W IE AL)-3-[4- (=& FF A&)-2- B R A R
TLC : Rf 0.24(& 45 : BHEE=19: 1) ;
'H-NMR(DMSO-ds) : § 2.31-2.44 (m, 2H), 4.10-4.19 (m, 4H), 6.24 (d,
1H), 7.10-7.18 (m, 2H), 7.39-7.59 (d, 7H), 8.03-8.12 (m, 3H), 8.37 (s,
1H), 8.41 (s, 1H), 8.60-8.66 (m, 3H), 9.37 (s,1H) °
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[0736]1 BEHEBI 21-47 ¢ 1-Q2-{4-[5-(1-FE I T ke )L F[1,5-a]
W UE -3-B: 1R & A }-5-E I & )-3-[2-(6- FF & -3- b g £)-5-(Z & H &)
R AR

TLC : Rf 0.33(& {5 * FEE=19:1);

'‘H-NMR(DMSO-ds) : & 2.32-2.43 (m, 2H), 2.55 (s, 3H), 4.10-4.19 (m,
4H), 6.24 (d, 1H), 7.11-7.18 (m, 2H), 7.40-7.51 (m, 3H), 7.76 (dd, 1H),
8.03-8.10 (m, 2H), 8.18 (s, 1H), 8.37 (s, 1H), 8.41-8.43 (m, 1H), 8.51
(d,1H), 8,61-8.69 (m, 3H), 9.25 (s, 1H) °

[0737) EHEBI 21-48 1 1-(2-{4-[5-(= FF g B )NEL oA 3 [1,5-a] M 1€ - 3-
R EE)-5- e £ )-3-[2-(6- FF & -3-HLIE B)-5-(Z /P HE)RE]
Hix |
TLC : REO3(Z&Hde : ZH LB © HEE=8:4:1);
'H-NMR(DMSO-ds) : & 2.55 (s, 3H), 3.19 (s, 6H), 6.63 (d, 1H), 7.15
(d, 2H), 7.38-7.52 (m, 3H), 7.76 (dd, 1H), 8.10 (d, 2H), 8.18 (s, 1H),
8.38 (s, 1H), 8.42 (s, 1H), 8.50 (d, 1H), 8.64 (s, 2H), 8.64 (d, 1H),
9.25 (s, 1H) » |

[0738] EHA 21-49 © 1-2-{4-[5-(1-F T T beF ML e I [1,5-2]
WEE-3-EE VR A AR )-S5 IEE)-3-[4) -H R4 (SR P E)-2-BEEE]
Hx

TLC : Rf 0.32(& (57 * HEE=19: 1)

'H-NMR(DMSO-de) : & 2.30-2.45 (m, 5H), 4.10-4.19 (m, 4H), 6.24 (d,
1H), 7.11-7.18 (m, 2H), 7.30-7.47 (m, 6H), 8.01-8.10 (m, 3H), 8.37 (s,
1H), 8.42-8.45 (m, 1H), 8.62-8.66 (m, 3H), 9.39 (s, 1H)

[0739) EHEH 21-50 1 1-(2-{4-[5-(= B Bz &= ) HE 48 3 [1,5-a] W5 B - 3 -
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E1EEE)-5-WIEE)-3-[2-FE-5-(Z & FH E&)-3- Mg £ 17

%fi £ (LC-MS/ELSD) : 100%(f£ 58RI : 1.01 4) s

MASS(ESI » Pos.) : 612(M+H)" ;

'‘H-NMR(DMSO-de) : & 3.19 (s, 6H), 6.63 (d, 1H), 7.12-7.19 (m, 2H),
7.51-7.68 (m, 5H), 8.05-8.13 (m, 2H), 8.36-8.47 (m, 2H), 8.62-8.67 (m,
3H), 8.71-8.73 (m, 1H), 8.75-8.78 (m, 1H), 9.45 (s, 1H)

[0740) EHEBI 21-51: 1-(2-{4-[5-(= B Jige 5 )Mk I 3£ 1,5-a] % g - 3-
IR EE)-S-WIEE)-3-[2-(1-FF & -1H-HL I -5-2)-5-(Z/mF &)X
1R |

[0741]

CFy

N\
TR
N ] NN
N & IN’CH3

Oy

N—CHa
Ha€

[0742) &ifE (LC-MS/ELSD) : 100% (A FFIE R ¢ 0.98 43)
MASS(ESI > Pos.) : 615(M+H)" ; |
'H-NMR(DMSO-de) : & 3.19 (s, 6H), 3.65 (s, 3H), 6.45 (d, 1H), 6.63
(d, 1H), 7.13-7.19 (m, 2H), 7.44-7.54 (m, 2H), 7.62 (d, 1H), 8.06-8.14
(m, 3H), 8.38 (s, 1H), 8.56 (s, 1H), 8.63-8.68 (m, 3H), 9.47 (s, 1H) -
[0743) BB 21-52: 1-(2-{4-[5-(Z B &5 ) ML £ [1,5-a] BB B - 3-
EIREE)-5- B0 £)-3-[2-(3-FF £ 1H-0E e - 1- ) -5 (Z /P E)H
B

4l B (LC-MS/ELSD) : 100% (4R EF ISR @ 1.04 43)

MASS(ESI * Pos.) : 615(M+H)" ;

325850D01D01 175



201716392

'H-NMR(DMSO-ds) : 6 2.37 (s, 3H), 3.19 (s, 6H), 6.45 (d, 1H), 6.63
(d, 1H), 7.14-7.21 (m, 2H), 7.48 (dd, 1H), 7.69 (d, 1H), 8.07-8.14 (m,

2H), 8.28 (d, 1H), 8.39 (s, 1H), 8.57 (d, 1H), 8.63-8.70 (m, 3H), 9.80
(s, 1H), 9.89 (s, 1H) -

[0744) BHEB 21-53: 1-(2-{4-[5-(= FR e 5 ) ML 4B 3 [1,5-a] 085 0 -3-
I 19K 482 )5 U )3 (5-(= AL FF 26)-2-[3-(= 43 28 1H- O,
-1-ER A Mk
%} B¥ (LC-MS/ELSD) : 100%({R 5505 : 1.07 5)

MASS(ESI » Pos.) : 669(M+H)" ;

'H-NMR(DMSO-ds) : 6 3.19 (s, 6H), 6.63 (d, 1H), 7.10-7.20 (m, 3H),

7.58 (dd, 1H), 7.70 (d, 1H), 8.07-8.14 (m, 2H), 8.38 (s, 1H), 8.45-8.50

(m, 2H), 8.57 (s, 1H), 8.63-8.67 (m, 3H), 9.45 (s, 1H) -

[0745) EEHEH 21-54 ¢ 1-[2-(4-&-1H-THE DK 1-)-5-(= & FE L) 3%

#251-3-2-{4-[5-(Z A e B )ME R FE [1,5-a) W5 B -3- B IR & & )-5- B8 I
)i |

&hi ¥ (LC-MS/ELSD) : 100%({fRFRF : 1.06 43)
MASS(ESI » Pos.) * 635(M+H)" ;

'H-NMR (DMSO-ds) 6 3.19 (s, 6H), 6.63 (d, 1H), 7.14-7.20 (m, 2H),

7.53 (dd, 1H), 7.70 (d, 1H), 8.06-8.14 (m, 3H), 8.39 (s, 1H), 8.56-8.71
(m, 5H), 9.09 (s, 1H), 9.78 (s, 1H) °

[0746) EHeHI 21-55: 1-(2-{4-[5-( = B JBr 5 ) ML 4R 3 [ 1,5-a] B I - 3-

EIFEE)-S5-HEE)-3-{5-(ZRFE)-2-[3-(ZH F £)-1H-1,2,4-
- 1- 2R 2R A VAR

1]

ngs - 1
&t & (LC-MS/ELSD) : 100%({##FEERT « 1.02 43)
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MASS(ESI > Pos.) : 670(M+H)" ;
IH-NMR(DMSO-ds) & 3.19 (s, 6H), 6.63 (d, 1H), 7.13-7.20 (m, 2H),
7.60-7.65 (m, 1H), 7.81 (d, 1H), 8.05-8.14 (m, 2H), 8.38 (s, 1H), 8.50
(d, 1H), 8.57-8.68 (m, 4H), 9.21 (s, 1H), 9.33 (s, 1H) -

[0747) BRI 21-56 : 1-[5-&-2-(2H-1,2,3- = M -2-F)FEH1-3-(2-
{4-[5-(:'$'Eﬁ%)ﬂttﬂ%#[1,5-a]ﬂlﬂu‘:=ﬂﬁ-3-;_.%]*z‘;§ﬁg}-5-@%%)%

i fE (LC-MS/ELSD) = 100%(fRFFIF T © 1.02 43) 5

MASS(ESI » Pos.) : 568(M+H)" ;

'H-NMR(DMSO-ds) : & 3.19 (s, 6H), 6.63 (d; 1H), 7.13-7.21 (m, 2H),
7.29 (dd, 1H), 7.80 (d, 1H), 8.07-8.14 (m, 2H), 8.26 (s, 2H), 8.32 (d,
1H), 8.38 (s, 1H), 8.64 (d, 1H), 8.68 (s, 2H), 9.36 (s, 1H), 9.90 (s,
1H) -

[0748) MBI 21-57 @ 1-[5-&-2-(3-THh e &) HE £ 1-3-(2- {4-[5-(=
B e B ) IEL O 3 [ 1,5-a ] W I - 3- FR | AR 4R L ) - 5- W I B0 ) R

4ji ¥ (LC-MS/ELSD) : 100%({R fFB% R © 0.83 43) 3
'MASS(ESI » Pos.) : 578(M+H)" 5

'"H-NMR(DMSO-de) : & 3.19 (s, 6H), 6.62 (d, 1H), 7.15 (d, 2H), 7.21-
7.30 (m, 2H), 7.49-7.55 (m, 1H), 7.80-7.85 (m, 1H), 8.06-8.12 (m, 4H),
8.38 (s, 1H), 8.56-8.66 (m, 5H), 9.17 (s, 1H) »

[0749) BEHEBF] 21-58 1-(2-{4-[5-(Z F B B )L M 3¢ [1,5-a] W5 B2 - 3-
BEIRSEE)-5-WEIEE)-3-[2-(1H-ME e -1-5)-4-(Z & FH E) K E K
4t & (LC-MS/ELSD) : - 100%(fR 55 i i ¢ 1.02 43) 5

MASS(ESI * Pos.) : 601(M+H)" ; |
'"H-NMR(DMSO-ds) : & 3.19 (s, 6H), 6.60-6.68 (m, '2H), 7.16 (d, 2H),
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7.74 (dd, 1H), 7.80-7.85 (m, 1H), 7.92-7.95 (m, 1H), 8.10 (d, 2H),
8.37-8.46 (m, 3H), 8.61-8.69 (m, 3H), 9.55 (s, 1H), 9.94 (s, 1H) -
[0750) EEHEA 21-59 1-(2-{4-[5-(= FF B k) UL I8 3F: [1,5-a] B BE - 3-
BIREE)-S5S-BEE)-3-2-F-4-CRFE)ETEIRK

4l & (LC-MS/ELSD) : 100%(£REF ISR & 1.00 43)

MASS(ESI » Pos.) : 553(M+H)" ;

'H-NMR(DMSO-de) : 6 3.16 (s, 6H), 6.62 (d, 1), 7.17 (d, 2H), 7.54
(d, 1H), 7.70 (d, 1H), 8.06-8.16 (m, 2H), 8.32-8.42 (m, 2H), 8.64 (d,
1H), 8.72 (s, 2H), 9.17 (s, 1H), 9.40 (s, 1H) «

[0751] %ﬁﬁ@u 21-60 1-(2-{4-[5-(= BF Fig 5 )ILE 1 3 [ 1,5-2] W5 IE - 3-
EIREE)-5-HIEE)-3-[3-(Z & HE)FE K

i & (LC-MS/ELSD) : 100% (fREFIE R & 0.97 43)

MASS(ESI » Pos.) : 535(M+H)" ;

'H-NMR(DMSO-ds) : & 3.19 (s, 6H), 6.63 (d, 1H), 7.17 (d, 2H), 7.32
d, 1H), 7.51 (¢, 1H), 7.62 (d, 1H), 7.97 (s, 1H), 8.10 (d, 2H), 8.39 (s,
1H), 8.64 (d, 1H), 8.70 (s, 2H), 8.96 (s, 1H), 9.31 (s, 1H) =
[0752) EHEH] 21-61 : 1-[2-&-5-(ZRFE)RE]-3-2-{4-[5-(=
PR e 5 ) ML I8 3 [1,5-a B I - 3- K6 1 46 B ) - 5 g L ) R

44 FE (LC-MS/ELSD) * 100%(fR¥FHERT © 1.03 43)

MASS(ESI » Pos.) : 569(M+H)" ;

'H-NMR(DMSO-ds) : & 3.19 (s, 6H), 6.63 (d, 1H), 7.17 (d, 2H), 7.39
(d, 1H), 7.72 (d, 1H), 8.11 (d, 2H), 8.39 (s, 1H), 8.57 (d, 1H), 8.65 (d,
1H), 8.72 (s, 2H), 8.78 (s, 1H), 9.69 (s, 1H) -

[0753) BEHEBI 21-62: 1-(2-{4-[5-(= FE g B ) otk 4k 3 [1,5-a] W5 g - 3-
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HIEEE)-5-BUEE)-3-2-FE-5-(CHF &)X E T

TLC : Rf 0.18(2%% : ZB Z =11 4) ; |
'"H-NMR(DMSO-ds) : & 2.32 (s, 3H), 3.19 (s, 6H), 6.62 (d, 1H), 7.16
(d, 2H), 7.29 (d, 1H), 7.41 (d, 1H), 8.10 (d, 2H), 8.27 (s, 1H), 8.37 (d,
2H), 8.64 (d, 1H), 8.71 (s, 2H), 9.30 (s, 1H) °

[0754) EHEH 21-63: 1-(2-{4-[5-( = FH B 25 )L 4R 3 [1,5-a] B I - 3-
RIS E)-S-HEEE)-3-2-F-5-CHRFH)EEIR

4 £ (LC-MS/ELSD) : 100%(FrFFEFTE © 0.99 73)
MASS(ESI > Pos.) : 553(M+H)" ;

"H-NMR(DMSO-ds) * & 3.19 (s, 6H), 6.62 (d, 1H), 7.16 (d, 2H), 7.36-
7.43 (m, 1H), 7.45-7.54 (m, 1H), 8.10 (d, 2H), 8.38 (s, 1H), 8.49-8.56
(m, 1H), 8.64 (d, 1H), 8.71 (s, 2H), 9.08 (s, 1H), 9.27 (s, 1H) °
(07551 EEHEBI 21-64 1 1-(2,4- = B IFEE)-3-Q-{4-[5-(Z R R &)
O DR 1 [ 1, 5-a] 5 IE - 3- 6 19 4R 2 ) - 5- U0 O o ) R
i B (LC-MS/ELSD) : 100%({R 051 : 1.01 43) :

MASS(ESI » Pos.) @ 535(M+H)" ;

"H-NMR(DMSO-ds) : & 3.19 (s, 6H), 6.62 (d, 1H), 7.16 (d, 2H), 7.38
(dd, 1H), 7.62 (d, 1H), 8.09 (d, 2H), 8.13 (d, 1H), 8.38 (s, 1H), 8.56 (s,
1H), 8.64 (d, 1H), 8.70 (s, ZHS, 9.56 (s, 1H) »

(07561 EHEBI 21-65 ¢ 1-{2-[4-(5-FF AL UL P4 3 [1,5-2) M 1 -3- 2% )
A E -5 M A )-3-[2-(3- I IR 2R -5- (S A R ) EE IR

[0757])
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A7 O g
&,

[0758] TLC: Rf0.43(=&H k% : HE=9: 1);
'H-NMR(DMSO-ds) : & 2.60 (s, 3H), 6.99 (d, 1H), 7.23 (d, 2H), 7.45-
7.59 (m, 3H), 7.89 (d, 1H), 8.14 (d, 2H), 8.23 (s, 1H), 8.39 (s, 1H),
8.61-8.72 (m, 5H), 9.00 (d, 1H), 9.23 (s, 1H)

[0759) EHEBI 21-66 : 1-(2-{4-[5-(Z B E ) ML M 3£ [1,5-2] 15 UE - 3-
BRI E A )51 0E B )-3-[2-(3-Mh e £ )-5-(= & B B R R iR
TLC : Rf 0.31(8& {5 : HEgE=19: 1) ;
'H-NMR(DMSO-ds) : & 1.22 (t, 3H), 3.38-3.47 (m, 2H), 6.26 (d, 1H),
7.11-7.18 (m, 2H), 7.46-7.65 (m, 4H), 7.86-7.92 (m, 1H), 8.04-8.11 (m,
2H), 8.23 (s, 1H), 8.31 (s, 1H), 8.37-8.41 (m, 1H), 8.46 (d, 1H),
8.61-8.69 (m, 4H), 9.22 (s, 1H) - |

[0760) BHH 21-67 @ 1-(2-{4-[5-(Z B Es )L 3 [1,5-a] 48 IE - 3-
EIREE)-S-WEL)-3-[3 -HEA-CHEFE)-2-BRER

[0761]

CF3

N7I©/D TJN;\N)OKN O
N H H
0y L

[0762] TLC: Rf 0.36(&1f5 : BEEE=19: 1)
'H-NMR(DMSO-ds) : & 1.22 (t, 3H), 2.38 (s, 3H), 3.36-3.48 (m, 2H),
6.26 (d, 1H), 7.11-7.46 (m, 8H), 7.60 (t, 1H), 8.00-8.11 (m, 3H), 8.30
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(s, 1H), 8.42-8.48 (m, 2H), 8.63 (s, 2H), 9.39 (s, 1H)

[0763) BEHEBI 21-68 : 1-(2-{4-[5-(1-F BB T e 2L 3 [1,5-a]
WEDE-3-E IR & E}-5-BIEE)-3-2-(FEEE)-S-(Z&8 FE)FE]
%

TLC : Rf 0.43(& {5 @ BEE=19: 1)

'‘H-NMR(DMSO-ds) : & 2.32-2.44 (m, 2H), 3.38 (s, 3H), 4.10-4.20 (m,
4H), 6.24 (d, 1H), 7.13-7.20 (m, 2H), 7.61-7.66 (m, 1H), 8.04-8.11 (m,
3H), 8.38 (s, 1H), 8.61-8.67 (m, 2H), 8.73 (s, 2H), 8.96 (s, 1H), 10.27
(s, 1H) «

[0764) B HEH] 21-69: 1-(2-{4-[5-(= B Fg =) ML 1k 3 [1,5-a] W% IE - 3-
BEIREE)-5-IBIEE)-3-R-(FERE)-S-CREE)EEIK
TLC : Rf 0.48(Z. 8 Z B) ;

'H-NMR(DMSO-ds) © & 3.19 (s, 6H), 3.38 (s, 3H), 6.63 (d, 1H), 7.15-
7.22(m, 2H), 7.61-7.69 (m, 1H), 8.05-8.15 (m, 3H), 8.39 (s, 1H), 8.63-
8.68 (m, 2H), 8.73 (s, 2H), 8.96 (s, 1H), 10.27 (s, 1H) -

[0765) FEHEH] 21-70 ¢ 1-(2-{4-[5-(= B e ) bk 046 3: [1,5-a] W B -3
EIREE)-5-BEER)-3-4-(Z&FE)-2-BFE 1K
[0766]

[0767) 4&ifE(LC-MS/ELSD) : 100%({## 0% © 1.09 9) 5
MASS(ESI » Pos.) : 611(M+H)" ; |
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'"H-NMR(DMSO-ds) : & 3.19 (s, 6H), 6.62 (d, 1H), 7.15 (d, 2H), 7.40-
7.58 (m, 7H), 8.06-8.12 (m, 3H), 8.38 (s, 1H), 8.41 (s, 1H), 8.61-8.66
(m, 3H), 9.36 (s, 1H)

[0768) EHHI 21-71 1-(2-{4-[5-(= B g L )0t o 3 [1,5-a] 5 g - 3-
EIREE)-S-BEE)-3-[4 -FEACHEFE)-2-FEER

& B (LC-MS/ELSD) © 100%({R#FHERT : 1.13 43) 3

MASS(ESI > Pos.) : 625(M+H)" ; |

'‘H-NMR(DMSO-ds) : & 2.39 (s, 3H), 3.19 (s, 6H), 6.62 (d, 1H), 7.15
(d, 2H), 7.28-7.47 (m, 6H), 8.03 (s, 1H), 8.09 (d, 2H), 8.38 (s, 1H),
8.43 (s, 1H), 8.61-8.66 (m, 3H), 9.39 (s, 1H)

[0769) EJeH 21-72: 1-(2-{4-[5-(:Eﬁﬂz‘fﬁé)ﬂttﬂﬂé#[l,&a]%‘ﬂi-& |
EIFEEE)-5-BIEE)-3-[4 -ZE-4-CEFE)-2-BHEER

%l & (LC-MS/ELSD) © 100% (R EFIERT © 1.16 43) 5

MASS(ESI » Pos.) : 639(M+H)" ;

'H-NMR(DMSO-ds) : & 1.24 (t, 3H), 2.68 (q, 2H), 3.19 (s, 6H), 6.62
(d, 1H), 7.14 (d, 2H), 7.35-7.49 (m, 6H), 8.03-8.12 (m, 3H), 8.38 (s,
1H), 8.41 (s, 1H), 8.61-8.66 (m, 3H), 9.38 (s, 1H) -

[0770) BEHEHT 21-73 1 1-(2-{4-[5-(Z B L) ME o [ 1,5-a] BE BE - 3-
BEIXGE)-5-WIEE)-3-[3 -FEA-CHFE)-2-BEEE]R
[0771]
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[0772) &% (LC-MS/ELSD) : 100%({%%%&@ D113 43) 5
MASS(ESI » Pos.) : 625(M+H)"

'H-NMR(DMSO-ds) : & 2.38 (s, 3H), 3.19 (s, 6H), 6.62 (d, 1H), 7.14
(d, 2H), 7.19-7.32 (m, 3H), 7.36-7.47 (m, 3H), 8.02 (s, 1H), 8.09 (s,
1H), 8.11 (s, 1H), 8.38 (s, 1H), 8.44 (s, 1H), 8.64 (s, 2H), 8.66 (s, 1H),
9.40 (s, 1H) - |
[0773) BHEBY 21-74 ¢ 1-(2-{4-[5-(= B e 25) L 146 31, 5-2] R 0 - 3-
BEIFREE)-5-BEE)-3-[3 -ZE4-CHBPE)-2-BEER

& B (LC-MS/ELSD) : 100% (R G RT : 1.17 43)
MASS(ESI » Pos.) : 639(M+H)" ;

'H-NMR(DMSO-ds) : & 1.22 (t, 3H), 2.68 (q, 2H), 3.19 (s, 6H), 6.62
(d, 1H), 7.15 (d, 2H), 7.22-7.36 (m, 3H), 7.40-7.49 (m, 3H), 8.05 (s,
1H), 8.10 (d, 2H), 8.38 (s, 1H), 8.40 (s, 1H), 8.63 (s, 2H), 8.66 (d,
1H), 9.38 (s, 1H) *

[0774) BHEG] 21-75 1-(2-{4-[5-(= B e ) MpE ™ F£[1,5-a] W5 BE - 3-
EIREHE)-5-BIEE)-3-[2 -FEA-CHERPE)-2-BEER
[0775)

Fs

JeSRonNS

L, J

HyC

[0776) &/ (LC-MS/ELSD) : 100% (R F05RT : 1.14 43) s
MASS(ESI * Pos.) : 625(M+H)";
'H-NMR(DMSO-ds) : & 2.04 (s, 3H), 3.19 (s, 6H), 6.62 (d, 1H), 7.10-
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7.22 (m, 3H), 7.26-7.46 (m, 5H), 7.70 (s, 1H), 8.09 (d, 2H), 8.38 (s,
1H), 8.53 (s, 1H), 8.62 (s, 2H), 8.65 (s, 1H), 9.42 (s, 1H) -

[0777) BEHEBI 21-76 1 1-(2-{4-[5-(Z EF B 25 )L W4 3£ [ 1,5-a] W I - 3-
BEIREE)-S-WEE)-3-[3 4 -ZHEA(CZHHEE)-2-BEE]
i

4l & (LC-MS/ELSD) © 100% (fRI%H5RT : 1.17 43) ;

MASS(ESI * Pos.) : 639(M+H)" ;

'H-NMR(DMSO-ds) : & 2.29 (s, 6H), 3.19 (s, 6H), 6.62 (d, 1H),
7.12-7.19 (m, 3H), 7.19-7.22 (m, 1H), 7.30 (d, 1H), 7.36 (d, 1H), 7.42
(dd, 1H), 8.00 (s, 1H), 8.09 (d, 2H), 8.38 (s, 1H), 8.44-8.48 (m, 1H),
8.62-8.67 (m, 3H), 9.42 (s, 1H) °

(07781 FEHEH] 21-77 © 1-(2-{4-[5-(FF B 35 )bt 088 3 [1,5-a] W5 BE - 3-
EIFREE)-S-BIEE)-3-R-(FBREE)-4-CHERPEE)EER

4l FE (LC-MS/ELSD) : 100%({RHFEERT 2 0.93 43) s

MASS(ESI » Pos.) : 599(M+H)" ;

'‘H-NMR(DMSO-ds) : & 2.93 (d, 3H), 3.41 (s, 3H), 6.27 (d, 1H), 7.17
(d, 2H), 7.56-7.67 (m, 1H), 8.03-8.17 (m, 4H), 8.32 (s, 1H), 8.43-8.55
(m, 2H), 8.73 (s, 2H), 9.03 (s, 1H), 10.33 (s, 1H) -

(07791 EHafl 21-78 : 1-(2-{4-[5-(FF Br £ )MHE 088 3F [1,5-a] B8 5 - 3-
EIREE]-S-BEE)-3-[2 -BFEA-(ZHFHE)-2-BEE IR
TLC : Rf 0.38(& {5 * BHEE=19: 1)

'H-NMR(DMSO-ds) = & 2.04 (s, 3H), 2.92 (d, 3H), 6.28 (d, 1H), 7.11-
7.45 (m, 8H), 7.56-7.73 (m, 2H), 8.06-8.13 (m, 2H), 8.31 (s, 1H), 8.46
(d, 1H), 8.51-8.54 (m, 1H), 8.62 (s, 2H), 9.42 (s, 1H) *
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[0780) EHEHI 21-79 : 1-(2-{4-[5-(FF B B ) IHL 8k 3 [ 1,5-a] W5 g - 3-
HIREE)-5-m g E)-3-[2-(3-MLBE &)-5-(Z & H E )R E 1R

TLC : Rf 0.30(& 15 * HEE=19:1);

'H-NMR(DMSO-ds) : & 2.92 (d, 3H), 6.27 (d, 1H), 7.11-7.18 (m, 2H),
7.46-7.65 (m, 4H), 7.89 (dt, 1H), 8.06-8.14 (m, 2H), 8.23 (s, 1H), 8.31
(s, 1H), 8.39 (s, 1H), 8.46 (d, 1H), 8.61-8.69 (m, 4H), 9.22 (s, 1H) -
[0781) EHEBI 21-80 @ 1-(2-{4-[5-(FF g &= ) mh i 3 [1,5-2] 18 BE - 3-
2R EE)-5-EA)-3-[4-(Z & P £)-2- B K E K

TLC : Rf 0.42(& {5 : HEE=19:1);

'H-NMR(DMSO-ds) : & 2.92 (d, 3H), 6.26 (d, 1H), 7.11-7.17 (m, 2H),
7.38-7.64 (m, 8H), 8.04-8.12 (m, 3H), 8.31 (s, 1H), 8.39-8.42 (m, 1H),
8.46 (d, 1H), 8.63 (s, 2H), 9.35 (s, 1H) «

[0782) BHaHI 21-81: 1-(2-{4-[5-(= BF R 55 ) I6B 3 [ 1,5-a] BB 152 -3
EIREE)-S-WIEE)-3-2-(FREEE)-S-(E&8F &) EEKR
TLC : Rf 0.14(Z. B Z.B8) ;

'H-NMR(DMSO-ds) : & 2.89 (s, 3H), 3.19 (s, 6H), 6.62 (d, 1H), 7.15
(d, 2H), 7.64 (d, 1H), 7.90 (d, 1H), 8.09 (d, 2H), 8.26 (s, 1H), 8.38 (s,
1H), 8.63 (d, 1H), 8.70 (s, 2H), 9.22 (s, 1H), 9.65 (s, 1H) =

[0783) BEHEHI 21-82: 1-(2-{4-[5-(Z B B 5 )ME 08 3£ [1,5-a] WE g - 3-
EIEEE)-S-BIEE)-3-[3 -(I-BZE)A-(ZEFE)-2-BE R E]
Hx

4 B (LC-MS/ELSD) © 99% ({2 FE RS ¢ 1.07 43) ;

MASS(ESI » Pos.) : 655(M+H)" ;

'H-NMR(DMSO-de) : & 1.36 (d, 3H), 3.19 (s, 6H), 4.74-4.83 (m, 1H),
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5.20-5.23 (m, 1H), 6.62 (d, 1H), 7.15 (d, 2H), 7.27-7.36 (m, 1H),
7.38-7.56 (m, 5H), 8.04-8.26 (m, 3H), 8.37 (s, 1H), 8.38 (s, 1H), 8.63
(s, 2H), 8.66 (s, 1H), 9.36 (s, 1H)

(07841 EHEHI 21-83 & 1-{2-[4-(5-FF & E LM HF [1,5-a] W BE -3-5L)
REAFR]-5-MENE AL }-3-[2-(1H- - 1- ) -4-(Z & B &) FEE IR

&t 7 (LC-MS/ELSD) : 100%({%%5@&5 :1.05 43) ;

MASS(ESI * Pos.) : 588(M+H)" ;

'H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.61 (d, 1H), 6.65-6.66 (m, 1H),
7.20-7.25 (m, 2H), 7.73-7.83 (m, 2H), 7.93 (d, 1H), 8.00-8.13 (m, 2H),
8.41-8.44 (m, 2H), 8.58 (s, 1H), 8.69 (s, 2H), 8.93 (d, 1H), 9.56 (brs,
1H), 9.95 (brs, 1H) -

[0785) BEHEBI 21-84: 1-[3-(Z & FH &) SEEL)-3-{2-[4-(5-FF &5 AL 1
U 3 [1,5-a] W5 g -3- 5 ) 2 &8, £k 1-5-1 0 L AR

&l & (LC-MS/ELSD) : 100% (R #HE : 0.92 %)

MASS(ESI » Pos.) : 504(M+H)" ;

'H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.61 (d, 1H), 7.00-7.24 (m, 4H),
7.42 (t, 1H), 7.52 (d, 1H), 7.78 (s, 1H), 8.10-8.13 (m, 2H), 8.59 (s,
1H), 8.71 (s, 2H), 8.90-8.95 (m, 2H), 9.16 (s, 1H) o

[0786] EHEHI 21-85: 1-(2,5- = & FEE)-3-{2-[4-(5- B &5 = 1H g
F[1,5-a] W5 BE - 3-8 ) 2 & £k )-5- M5 UE & VR

% £ (LC-MS/ELSD) : 100%({F 35/ © 1.04 43)

MASS(ESI » Pos.) : 522(M+H)"

'H-NMR(DMSO-ds): & 4.03 (s, 3H), 6.61 (d, 1H), 7.12 (dd, 1H), 7.21-
7.26 (m, 2H), 7.51 (d, 1H), 8.09-8.14 (m, 2H), 8.26 (s, 1H), 8.59 (s,
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1H), 8.63 (s, 1H), 8.72 (s, 2H), 8.93 (d, 1H), 9.66 (s, 1H)

[0787) EHEBI 21-86 : 1-(2,5- & K E)-3-{2-[4-(5- FF &, B 0 s
F[1,5-a] 05 0E -3- 25 ) 3 46 2 1-5- I 0 25 ) IR |

4l B (LC-MS/ELSD) © 100% ({1 B R © 0.94 43) 5

MASS(ESI > Pos.) : 490(M+H)" ;

'‘H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.61 (d, 1H), 6.81-6.89 (m, 1H),
7.21-7.34 (m, 3H), 7.93-8.00 (m, 1H), 8.10-8.14 (m, 2H), 8.59 (s, 1H),
8.72 (s, 2H), 8.92-8.96 (m, 2H), 9.25 (s, 1H)

(07881 EHMiBI 21-87 : 1-[2-F-4-(Z & F £&)F £]-3-{2-[4-(5-H
SAE ML MR FE[1,5-a] 0% 0 -3- B ) K E £ 1-5-HE I & R

4l FE (LC-MS/ELSD) © 100%({Z R F5 R © 1.06 43) ;

MASS(ESI » Pos.) : 556(M+H)" ;

'‘H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.61 (d, 1H), 7.22-7.26 (m, 2H),
7.69 (dd, 1H), 7.89 (d, 1H), 8.00-8.14 (m, 2H), 8.43 (d, 1H), 8.59 (s,
1H), 8.73 (s, 2H), 8.79 (s, 1H), 8.93 (d, 1H), 9.76 (s, 1H) -

[0780]1 EHEHY 21-88  1-{2-[4-(5-FF & E ML L H [1,5-a] B IE -3- )
SR EE]-S- M B }-3-[2-(4-FH - 1H-1,2,3- S - 1-E0)-5- (S & &)
5 iR

i (LC-MS/ELSD) : 100% (R 0% RS © 1.00 43)

MASS(ESI » Pos.) : 603(M+H)" ; |

H

i

ik

'H-NMR(DMSO-de) © & 2.38 (s, 3H), 4.03 (s, 3H), 6.62 (d, 1H), 7.20-
7.24(m, 2H), 7.58-7.71 (m, 2H), 8.08-8.13 (m, 2H), 8.33 (s, 1H), 8.51-
8.60 (m, 2H), 8.67 (s, 2H), 8.75 (s, 1H), 8.93 (d, 1H), 9.68 (s, 1H) *

L0790 WG 21-89 ¢ 1-[5-£-2-(1H-THE M -1 -5 )3 B 13- ( 2-[4-(5-
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B ML ME FF[1,5-a] BB UE -3- B ) R & F - 5-15 g £ R

4fi & (LC-MS/ELSD) : 100%(fR#FBER ¢ 1.05 43) 5

MASS(ESI » Pos.) : 554(M+H)"

'H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.59-6.62 (m, 2H), 7.19-7.24 (m,
3H), 7.51 (d, 1H), 7.89 (d, 1H), 8.08-8.12 (m, 2H), 8.26 (d, 1H), 8.27
(d, 1H), 8.58 (s, 1H), 8.67 (s, 2H), 8.92 (d, 1H), 9.36 (s, 1H), 9.87 (s,
1H) -

L0791 EEHEH 21-90 : 1-(2-{4-[5-(3-48 B BB T Jor s 45, 256 ) bt e
[1,5-a]0% W -3- B R & A ) -5-0 g 25)-3-[2-(3- ML g &)-5-(Z A F &)
HRE AR
4l B (LC-MS/ELSD) : 94%(fR ¥R & 0.89 43)

MASS(ESI » Pos.) : 641(M+H)" :

'H-NMR(DMSO-ds) : & 4.67-4.71 (m, 2H), 4.99 (t, 2H), 5.71-5.79 (m,
1H), 6.69 (d, 1H), 7.21-7.26 (m, 2H), 7.47-7.58 (m, 3H), 7.83-7.91 (m,
1H), 8.00-8.04 (m, 2H), 8.24 (s, 1H), 8.39 (s, 1H), 8.60 (s, 1H),
8.64-8.69 (m, 4H), 9.00 (d, 1H), 9.24 (s, 1H) =

L0792 EHEH 21-91 ¢ 1-[5-&-2-(1H-1,2,3- = M - 1-F ) FE £ ]-3-
{2-[4-(5-FA 45, B UL IKB 3 [ 1, 5-a ] W 0 - 3- 25 ) 36 46, 26 1-5- W5 0 5 ) .

40 fE (LC-MS/ELSD) : 100% ({5 B5 R = 0.95 43)

MASS(ESI * Pos.) : 555(M+H)" ;

'H-NMR(DMSO-ds) : & 4.03 (s, 3H), 6.61 (d, 1H), 7.22 (d, 2H), 7.31
(dd, 1H), 7.51 (d, 1H), 8.06-8.12 (m, 3H), 8.27 (d, 1H), 8.49 (s, 1H),
8.59 (s, 1H), 8.65 (s, 2H), 8.70 (s, 1H), 8.93 (d, 1H), 9.58 (s, 1H)
[0793) EHEHI 21-92 1 1-Q2-{4-[5-(1-EEE IR T S 25 )L e 3£ 1,5-2]
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EOE -3- B ]JEKAE)S-BIEE)I(S(ZF F E)2-B-(Z&HF
E5)-1H-0pE i -1 - 2R & R
40 & (LC-MS/ELSD). : 09% (/R F5BS 1 © 1.10 57) ;
MASS(ESI » Pos.) : 681(M+H)" ;
'H-NMR(DMSO-de) : & 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.23 (d, 1H),
7.12-7.17 (m, 3H), 7.58 (dd, 1H), 7.70 (d, 1H), 8.04-8.09 (m, 2H),
8.37(s, 1H), 8.48(s, 2H), 8.57(s, 1H), 8.62-8.65 (m, 3H), 9.45 (s, 1H) -
[0794) EHEHT 21-93 ¢ 1-(2-{4-[5-(1-FFERE T be )L 3 [1,5-a]
W% UE -3- B IR & AL ) -5-UF UE A )-3-[2-(4-F & - 1H-HE k- 1-F)-5-(Z &
B AR E TR
i & (LC-MS/ELSD) : 98% (R R AT 1 1.10 43) 5
MASS(ESI » Pos.) © 627(M+H)" :
'H-.NMR(DMSO-de) * & 2.15 (s, 3H), 2.32-2.42 (m, 2H), 4.15 (t, 4H),
6.24 (d, 1H), 7.15 (d, 2H), 7.49 (dd, 1H), 7.70 (d, 1H), 7.78 (s, 1H),
8.05-8.09 (m, 2H), 8.18 (s, 1H), 8.37 (s, 1H), 8.58 (d, 1H), 8.62-8.68
(m, 3H), 9.82 (s, 1H), 9.94 (s, 1H) * |
[0795) EHMBI 21-94 ¢ 1-(2-{4-[5-(1-FFEIR T b B )b 3 [1,5-a]
WEIE -3-ER R & A )-5-BF e A )-3-[2-3- I &E)-4-(Z & F EH)FEE]
i
4 & (LC-MS/ELSD) © 97% (S5 51 © 0.93 43)
MASS(ESI » Pos.) : 624(M+H)" ;
'H-NMR(DMSO-ds) : 6 2.32-2.42 (m, 2H), 4.15 (¢, 4H), 6.24 (d, 1H),
7.11-7.16 (m, 2H), 7.53-7.58 (m, 2H), 7.76 (dd, 1H), 7.88-7.92 (m,
1H), 8.06 (d, 2H), 8.23 (s, 1H), 8.28 (d, 1H), 8.37 (s, 1H), 8.62-8.68
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(m, 5H), 9.27 (s, 1H) -
[0796] EHMEHI 21-95: 1-2-{4-[5-(1-F B T Fe &)L H[1,5-a]
U OE -3-ZL 1R & AL ) -5-ME 0 BL)-3-[5-8K-2-(1H-IE Mg - 1- 26 ) SR AL AR

i £ (LC-MS/ELSD) * 100%({RFEEERT & 1.03 43)

MASS(ESI * Pos.) : 579(M+H)" ;

'H-NMR(DMSO-ds) : & 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
6.62 (t, 1H), 7.13-7.17 (m, 2H), 7.22 (dd, 1H), 7.51 (d, 1H), 7.89 (d,
1H), 8.04-8.09 (m, 2H), 8.26 (d, 1H), 8.28 (d, 1H), 8.37 (s, 1H),
8.62-8.66 (m, 3H), 9.37 (s, 1H), 9.87 (s, 1H)

(0797 BEHEHI 21-96 ¢ 1-(2-{4-[5-(1-E R T Lo &) LML H[1,5-a]
U E -3- R R S B }-5- M IE R )-3-[5-8R-2-(3- M & ) AL 1R

4ji £ (LC-MS/ELSD) : 100% (R 5B/ ¢ 0.86 43)

MASS(ESI > Pos.) : 590(M+H)" ;

'H-NMR(DMSO-ds) : & 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
7.11-7.16 (m, 2H), 7.23 (dd, 1H), 7.28 (d, 1H), 7.53 (dd, 1H),
7.80-7.85 (m, 1H), 8.04-8.12 (m, 4H), 8.37 (s, 1H), 8.59-8.65 (m, 5H),
9.17 (s, 1H) | |
(07981 EHREHI 21-97 : 1-(2-{4-[5-(1-F R T b Z)HE ™ 3£ [1,5-a]
W3- B SR )-SR )-3-(2- (2H-1,2,3- S k- 0-36)-5-(Z 45, B
)R E R

4fi BE (LC-MS/ELSD) © 100% (R R B5 1T ¢ 1.08 43) 5

MASS(ESI » Pos.) : 614(M+H)" ;

'H-NMR(DMSO-ds) : & 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
7.13-7.18 (m, 2H), 7.58 (dd, 1H), 8.05-8.09 (m, 3H), 8.32 (s, 2H),

325850D01D01 190



201716392

8.38 (s, 1H), 8.62-8.66 (m, 2H), 8.69 (s, 2H), 9.66 (s, 1H), 9.99 (s,
1H) -

[0799) EHEMI 21-98 : 1-(2-{4-[5-(1-FFEE T hr B )L H[1,5-a]
W5 I - 3- B | 6 45 B ) -5- M I A )-3-[5- 8K -2-(1H-1,2,3- S i -1 - H ) FE 5
7

4l & (LC-MS/ELSD) : 96%(fAFFIER 1 0.94 53)

MASS(ESI * Pos.) : 580(M+H)" ;

'H-NMR(DMSO-de) : & 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
7.12-7.17 (m, 2H), 7.31 (dd, 1H), 7.51 (d, 1H), 8.05-8.08 (m, 3H),
8.27 (d, 1H), 8.37 (s, 1H), 8.48 (s, 1H), 8.59-8.65 (m, 4H), 9.57 (s,
1H) -

[0800) EEHEAI 21-99 ¢ 1-(2-{4-[5-(1-F B T ke E)ME e 3£ [1,5-a]
W E -3-BR 1 AR A A ) -5- W IE A5 )-3-[5- &-2-(2H-1,2,3- = M - 2- L) TR AL ]
iz

4l & (LC-MS/ELSD) © 100% (R 5% R © 1.06 43)

MASS(ESI » Pos.) : 580(M+H)"

'H-NMR(DMSO-ds) : & 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
7.13-7.18 (m, 2H), 7.29 (dd, 1H), 7.80 (d, 1H), 8.05-8.09 (m, 2H),
8.26 (s, 2H), 8.33 (d, 1H), 8.37 (s, 1H), 8.64 (d, 1H), 8.68 (s, 2H),
9.36 (s, 1H), 9.90 (s, 1H) -

[0801) BEHEG 21-100: 1-(2-{4-[5-(1-FFE B T Se &)L 34 [1,5-a]
WELE-3-E IR E K )-5-EEE)-3-2-8-5- (SR FE) X E R

4l i (LC-MS/ELSD) : 100%({R £ EERT  1.03 43) 5

MASS(ESI » Pos.) : 581(M+H)" ;
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'H-NMR(DMSO-ds) : & 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
7.14-7.19 (m, 2H), 7.40 (dd, 1H), 7.72 (d, 1H), 8.05-8.09 (m, 2H),
8.38 (s, 1H), 8.57 (d, 1H), 8.64 (d, 1H), 8.72 (s, 2H), 8.78 (s, 1H),
9.69 (s, 1H) °
(08021 EHEHI 21-101: 1-(2-{4-[5-(1-FFEER T b & )b M 3 [1,5-a]
T 3B 1 R ) -5 )-3-[2-8-5- (S L ) K )R
40 FE (LC-MS/ELSD) © 100% (RS © 1.00 53) ;
MASS(ESI » Pos.) : 565(M+H)" ;
'H-NMR(DMSO-ds) : & 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
7.13-7.18 (m, 2H), 7.38-7.53 (m, 2H), 8.04-8.09 (m, 2H), 8.37 (s, 1H),
8.52 (dd, 1H), 8.63 (d, 1H), 8.71 (s, 2H), 9.08 (s, 1H), 9.27 (s, 1H) *
[0803) EHiMI 21-102: 1-(2-{4-[5-(1-E 2 B8 T h2 25 )M I8 3£ [1,5-a]
BELE-3-BE IR E ) -5-WIEE)-3-2-BE-S5-CZE FE)FE K
4 B (LC-MS/ELSD) & 99%(fR IR ¢ 1.03 43) 5
MASS(ESI » Pos.) : 561(M+H)" ;
'H-NMR(DMSO-de) : & 2.32-2.42 (m, 5H), 4.15 (t, 4H), 6.24 (d, 1H),
7.14-7.18 (m, 2H), 7.29 (dd, 1H), 7.41 (d, 1H), 8.05-8.09 (m, 2H),
8.27 (s, 1H), 8.37-8.38 (m, 2H), 8.64 (d, 1H), 8.72 (s, 2H), 9.31 (s,
1H) -
[0804) BEHEHN 21-103: 1-(2-{4-[5-(I-FFERE T b Z)MEME H[1,5-a]
B -3- R A )5 E)-3-(2,5- “ R E R
4l BF (LC-MS/ELSD) : 97%({REFEERT : 1.06 43)
MASS(ESI » Pos.) : 547(M+H)"
'H-NMR(DMSO-ds) : & 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
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7.10-7.18 (m, 3H), 7.50 (d, 1H), 8.05-8.09 (m, 2H), 8.26 (d, 1H), 8.38
(s, 1H), 8.63-8.71 (m, 4H), 9.66 (s, 1H) -

[0805] B MG 21-104° 1-(2- (4-[5-(1- SV HE TR T f52 56 HE 0 3¢ [1,5-a]
M-3R R )-SR E)-3-(2,4- S BER)F

&fi B (LC-MS/ELSD) : 100%(fRFFISRT = 1.02 43)

MASS(ESI » Pos.) : 547(M+H)" ;

"H-NMR(DMSO-ds¢) : 6 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
7.13-7.17 (m, 2H), 7.38 (dd, 1H), 7.63 (d, 1H), 8.04-8.09 (m, 2H),
8.14 (d, 1H), 8.37 (s, 1H), 8.56 (brs, 1H), 8.66 (d, 1H), 8.70 (s, 2H),
9.57 (brs, 1H) °

[0806] BEHEMI 21-105: 1-(2- {4-[5-(1-EL A 2R T He )b 48 3 [1,5-a1]
W 3R IR )5 D E)-3-(2,5- T KRR

&l JE (LC-MS/ELSD) : 100% (R £r05 ¢ 0.93 93) 5

MASS(EST » Pos.) : 515(M+H)" ;

'"H-NMR(DMSO-ds) : 6 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
6.81-6.88 (m, 1H), 7.13-7.18 .(m, 2H), 7.25-7.34 (m, 1H), 7.94-8.00 (m,
1H), 8.05-8.09 (m, 2H), 8.38 (s, 1H), 8.64 (d, 1H), 8.70 (s, 2H), 8.95
(s, 1H), 9.25 (s, 1H) °

[0807) E MBI 21-106: 1-Q2-{4-[5-(1-FE R 32 T e 25 ) e M 3£ 11,5-a]
B -3 5 1 G )-S- T 0 A )-3- [3- (T 4R ) 1 R

4fi FE (LC-MS/ELSD) : 99%(fr#FHFHT  0.90 43) 5

MASS(ESI * Pos.) : 529(M+H)" ;

'"H-NMR(DMSO-ds) : & 2.32-2.42 (m, 2H), 4.15 (t, 4H), 6.24 (d, 1H),
6.81-7.19 (m, 4H), 7.41 (t, 1H), 7.51 (d, 1H), 7.77 (s, 1H), 8.05-8.09
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(m, 2H), 8.38 (s, 1H), 8.64 (d, 1H), 8.70 (s, 2H), 8.89 (s, 1H), 9.16 (s,
1H) -

(08081 EHEBI 21-107 : 1-{6-[4-(5-F & B ML 1 3 [1,5-2] % UE -3-
)R G E]-3-Mh e & )-3-[2-G-HLie £)-5-(Z & F )R E R

&fi & (LC-MS/ELSD) : 100% (A EFE R © 0.96 43)

MASS(ESI * Pos.) : 598(M+H)";

'H-NMR(DMSO-ds) : & 4.02 (s, 3H), 6.60 (d, 1H), 6.99 (d, 1H), 7.10-
7.15 (m, 2H), 7.45-7.58 (m, 3H), 7.87-7.91 (m, 1H), 7.97 (dd, 1H),
8.07-8.09 (m, 4H), 8.42 (s, 1H), 8.56 (s, 1H), 8.64-8.69 (m, 2H), 8.92
(d, 1H), 9.16 (s, 1H)

[0809) EHEMI 21-108 : 1-{6-[4-(5-FF & B 0L I8k 3£ [1,5-2] M5 g -3-
H)F A E]-3-MEE & }-3-[2-(1H-HE e -1-5)-5-(Z & F &) K E 1R
4l & (LC-MS/ELSD) : 100%(fR 05 R] : 1.08 43) ;

MASS(ESI » Pos.) : 587(M+H)" ;

'H-NMR(DMSO-ds) : & 4.02 (s, 3H), 6.60 (d, 1H), 6.66-6.68 (m, 1H),
7.01 (d, 1H), 7.11-7.16 (m, 2H), 7.49 (dd, 1H), 7.73 (d, 1H), 7.94 (d,
1H), 7.99 (dd, 1H), 8.06-8.11 (m, 2H), 8.16 (d, 1H), 8.40 (d, 1H), 8.56
(s, 1H), 8.60 (s, 1H), 8.92 (d, 1H), 9.54 (s, 1H), 9.80 (s, 1H) °

[0810) BEHEBI 21-109 © 1-{6-[4-(5- B & BL UHL 4B 3 [1,5-a] WA U -3-
HE)REE]3-HIEE)}3-S5-EHRFE)-2-B-(ZF FE)-1H- e
-1-B R MR

4t FE (LC-MS/ELSD) * 100%(fRFFEER © 1.13 43) s

MASS(ESI » Pos.) @ 655(M+H)" ;

'‘H-NMR(DMSO-de) : & 4.02 (s, 3H), 6.60 (d, 1H), 7.01 (d, 1H), 7.12-
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7.15 (m, 3H), 7.55 (dd, 1H), 7.68 (d, 1H), 7.96 (dd, 1H), 8.07-8.13 (m,
3H), 8.43 (s, 1H), 8.47 (d, 1H), 8.52 (d, 1H), 8.56 (s, 1H), 8.92 (d,
1H), 9.38 (s, 1H) - |
[0811) EHEBI 21-110 : 1-(2-{4-[5-(= BF P 5 ) Ok 1 [ 1,5-2] %5 I
3-EEIEE A )5 E £ )-3-[2-(4- B - TH-THE IR - 1-25)-5-(Z 5 R )
KA R

4t & (LC-MS/ELSD) : 100% (& 0E 1 & 1.06 43)

MASS(ESI » Pos.) : 615(M+H)" ;

[0812] BB 21-111 & 1-(2-{4-[5-(= B B 5 ) 0L A 3 [ 1, 5-2] W I8
S-BR RS E)-S-EEE)-3-[2-B-ME E)-4- (S & F E)EE R

4l 7 (LC-MS/ELSD) : 100%({R & i F © 0.89 43)

MASS(ESI » Pos.) : 612(M+H)" ;

'H-NMR(DMSO-ds) * & 3.19 (s, 6H), 6.63 (d, 1H), 7.12-7.19 (m, 2H),
7.52-7.60 (m, 2H), 7.75 (dd, 1H), 7.90 (dt, 1H), 8.07-8.13 (m, 2H),
8.22 (s, 1H), 8.28 (d, 1H), 8.38 (s, 1H), 8.62-8.70 (m, 5H), 9.26 (s,
1H) -

[0813] EHMEMI 21-112 ¢ 1-(2-{4-[5-(= B e 25 ) Ok 14k 3£ [1,5- 2] W5 12
S-EIFEEE])-S-WEE)-3-R-(FREE)-4-CREE)XRER
TLC : Rf 0.50(Z. B Z.Fg)

'H-NMR(DMSO-de) : & 3.32 (s, 6H), 3.41 (s, 3H), 6.63 (d, 1H),
7.15-7.22 (m, 2H), 8.04-8.15 (m, 4H), 8.39 (s, 1H), 8.48-8.55 (m, 1H),
8.65 (d, 1H), 8.73 (s, 2H), 9.03 (s, 1H), 10.33 (s, 1H) -

[0814) BEHEBI 21-113: 1-(2-{4-[5-(1-F B T e &5 ) L 3£ [1,5-a]
EUE-3-ER RS A )-S5 A )-3-[2-(F R &)-4- (S E F &) FE
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AR

TLC : Rf 0.37(& 15 * BHEE=19: 1) ;

'H-NMR(DMSO-de) : & 2.31-2.42 (m, 2H), 3.41 (s, 3H), 4.12-4.18 (m,
4H), 6.24 (d, 1H), 7.10-7.19 (m, 2H), 8.01-8.11 (m, 4H), 8.37 (s, 1H),
8.49 (d, 1H), 8.63 (d, 1H), 8.73 (s, 2H), 9.02 (s, 1H), 10.32 (s, 1H)
(08151 EHEHI 21-114 ¢ 1-Q2-{4-[5-(Z= R B &5) bk 9 [ 1,5- ] W 2
S-EIEEE)S-EIEE)-3-[2-C-FHE&-3-HERE)-S-(ERFE)E
=il

&l B (LC-MS/ELSD) : 100%({R#FI%R] : 0.89 43) ;

MASS(ESI » Pos.) : 626(M+H)" ;

'H-NMR(DMSO-ds) : & 2.38 (s, 3H), 3.19 (s, 6H), 6.63 (d, 1H), 7.13-
7.19 (m, 2H), 7.44-7.53 (m, 2H), 7.69-7.73 (m, 1H), 8.07-8.13 (m, 2H),
8.18 (s, 1H), 8.38 (s, 1H), 8.42-8.45 (m, 2H), 8.51-8.54 (m, 1H),
8.63-8.67 (m, 3H), 9.25 (s, 1H) o

[0816] EHEAI 21-115: 1-2-{4-[5-(1-F B T beF )L M £ [1,5-a]
g -3- L 1R A )-5-ME IR B )-3-[2-(5- B -3- Mg E)-5- (& H &)
#E R

& fE (LC-MS/ELSD) : 99% (4R FFHERM © 0.90 43) 5

MASS(ESI » Pos.) : 638(M+H)" ;

'H-NMR(DMSO-de) : & 2.32-2.47 (m, SH), 4.12-4.19 (m, 4H), 6.24 (d,
1H), 7.12-7.18 (m, 2H), 7.43-7.53 (m, 2H), 7.70-7.73 (m, 1H), 8.04-
8.10 (m, 2H), 8.18 (s, 1H), 8.37 (s, 1H), 8.42-8.46 (m, 2H), 8.51-8.54
(m, 1H), 8.63-8.66 (m, 3H), 9.26 (s, 1H) -

[0817) BHEH 21-116: 1-(2-{4-[5-(1-FEE BB T e )L 3£ [1,5-a]
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EEVEEE)S-WIEE)-3-[3 4 T HE A (SR )2

I IE -3
Bt 2R 2L 1R
&i Z (LC-MS/ELSD) : 99%(f=HFHFRT - 1.19 43) 5

MASS(ESI * Pos.) : 651(M+H)"

'H-NMR(DMSO-d¢) : & 2.30 (s, 6H), 2.33-2.44 (m, 2H), 4.11-4.19 (m,
4H), 6.24 (d, 1H), 7.12-7.18 (m, 3H), 7.20-7.22 (m, 1H), 7.28-7.46 (m,
3H), 8.00 (s, 1H), 8.04-8.10 (m, 2H), 8.37 (s, 1H), 8.45-8.48 (m, 1H),
8.62-8.66 (m, 3H), 9.42 (s, 1H)

(0818 EHEBY 21-117: 1-(2-{4-[5-(1-FHER T L &)L H[1,5-a]
U IE-3- L AR R A )-5- I e E)-3-[37 R E-4-(E R/ P E)-2-HEE)
7 |

4l (LC-MS/ELSD) : 100%(fRFFRERT © 1.1543) 5

MASS(ESI » Pos.) : 637(M+H)"

'H-NMR(DMSO-de) : & 2.32-2.43 (m, 5H), 4.11-4.20 (m, 4H), 6.24 (d,
1H), 7.12-7.18 (m, 2H), 7.20-7.32 (m, 3H), 7.37-7.48 (m, 3H),
8.00-8.11 (m, 3H), 8.37 (s, 1H), 8.43-8.46 (m, 1H), 8.63-8.66 (m, 3H),
9.41 (s, 1H) °

[0819] %mu 21-118 = 1-(2-{4-[5-(Z= HF B &) ME M JF[1,5-a] W 0E
S3-E IR EE)-S-WIEE)-3-[2-(F R ER B A R

& f& (LC-MS/ELSD) : 100%(fR % : 0.86 43) ;

MASS(ESI » Pos.) : 545(M+H)"

'H-NMR(DMSO-ds) : & 3.19 (s, 6H), 3.28 (s, 3H), 6.63 (d, 1H),
7.14-7.20 (m, 2H), 7.27 (td, 1H), 7.65-7.71 (m, 1H), 7.85 (dd, 1H),
8.09-8.18 (m, 3H), 8.39 (s, 1H), 8.65 (d, 1H), 8.72-8.78 (m, 3H),
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10.09 (s, 1H) »

[0820) EEMEHI 21-119  1-(2-{4-[5-(HF B 6 )L 4 [ 1,5 -] W I - 3-
EIFREE)-S-BIEE)-3-R-(FREEE)-S-CHFEB)EE]R

&l (LC-MS/ELSD) : 100%(fRFFHFF © 0.92 43) s

MASS(ESI * Pos.) : 599(M+H)" ;

'H-NMR(DMSO-ds) : & 2.93 (d, 3H), 3.38 (s, 3H), 6.27 (d, 1H), 7.17
(d, 2H), 7.56-7.68 (m, 2H), 8.03-8.18 (m, 3H), 8.32 (s, 1H), 8.47 (d,
1H), 8.63 (s, 1H), 8.73 (s, 2H), 8.96 (s, 1H), 10.28 (s, 1H) *

[0821) EHEGI 21-120 : 1-(2-{4-[5-(Z B e 5 )bk e 3 [1,5-a] W O
BB IREE)-S5S-WIEE)-3-[2-(ZEEE)-S-CRFE)FEK
TLC : Rf 0.24(C %% * ZBEZBE=1": 4);

'H-NMR(DMSO-ds) : & 1.14 (t, 3H), 3.18 (s, 6H), 3.45 (g, 2H), 6.61
(d, 1H), 7.16 (d, 2H), 7.62 (dd, 1H), 8.01 (d, 1H), 8.10 (d, 2H), 8.38
(s, 1H), 8.61-8.67 (m, 2H), 8.72 (s, 2H), 8.99 (s, 1H), 10.28 (s, 1H) °
[0822) EHEBI 21-121 ¢ 1-(Q2-{4-[5-(= HA e =) ML o8 3 [1,5-a] W IE
S-E IR EE )-S5 IE E)-3-[2-(F AR E)-5-(Z & F ) E & 1k

TLC : Rf 0.28(Z B Z.Fg) |
'H-NMR(DMSO-ds) © 8 2.53 (s, 3H), 3.19 (s, 6H), 6.62 (d, 1H), 7.16
(d, 2H), 7.40 (dd, 1H), 7.54 (d, 1H), 8.10 (d, 2H), 8.19 (d, 1H), 8.38
(s, 1H), 8.42 (s, 1H), 8.63 (d, 1H), 8.70 (s, 2H), 9.62 (s, 1H) *

[0823) EEHEHI 21-122 ¢ 1-(2-{4-[5-(= B9 Fp 5 ) Obk 4 3£ [1,5-a] W8 I
3-ER IR A ) -5-MEIE A )-3-[5-F-2- (R R ER B ) R A 1R

%t & (LC-MS/ELSD) : 100%({R R  0.93 43)

MASS(ESI » Pos.) : 599(M+H)" ;
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'H-NMR(DMSO-ds) : & 3.20 (s, 6H), 3.30 (s, 3H), 6.63 (d, 1H), 7.09-
7.21 (m, 3H), 7.91 (dd, 1H), 8.08-8.17 (m, 3H), 8.39 (s, 1H), 8.65 (d,
1H), 8.72 (s, 2H), 8.93 (s, 1H), 10.26 (s, 1H) -

[0824) EMEHI 21-123 © 2-{[(2-{4-[5-(= BF B &5 ) ML 1t 3 [1,5-a] 4%
E-3- R EE )-S5 EE) M E FHEIRE)NN-ZFE-4-(E4

PR L ) 7K it S R
[0825]
CF;
O N.
Y ¢

N ] JJ\L‘;J\H

N S CH,
N (o]

N\ Hs

N-CHs

[0826]) &fifE (LC-MS/ELSD) : 100%({#FFIERE © 1.04 43) 5
MASS(ESI » Pos.) : 642(M+H)" ;

"H-NMR(DMSO-ds) : 6 2.75 (s, 6H), 3.19 (s, 6H), 6.63 (d, 1H), 7.17
(d, 2H), 7.59 (dd, 1H), 7.94 (d, 1H), 8.11 (d, 2H), 8.39 (s, 1H), 8.61
(d, 1H), 8.65 (d, 1H), 8.72 (s, 2H), 8.98 (s, 1H), 10.28 (s, 1H) -
[0827] EEHEHT 21-124 1 2-{[(2-{4-[5-(1- S HE 38 T Jop 6 AL 1S 3
[1,5-a]088 B2 -3- 2 |3 46, 2 )-5- W5 0 25 B 2 R BB 25 )P 25 ) -NON- — B
£ o4-(= 55 ) BRI

4ii IE (LC-MS/ELSD) : 100%(fRFFHERT - 1.06 43)

MASS(ESI » Pos.) : 654(M+H)";

'"H-NMR(DMSO-d¢) : & 2.31-2.44 (m, 2H), 2.75 (s, 6H), 4.15(t, 4H),
6.24 (d, 1H), 7.16 (d, 2H), 7.60 (dd, 1H), 7.95 (d, 1H), 8.08 (d, 2H),
8.38 (s, 1H), 8.61 (d, 1H), 8.64 (d, 1H), 8.72 (s, 2H), 8.98 (s, 1H),
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10.28 (s, 1H) °

(0828 FEHEGI 21-125 1 2-{[(2-{4-[5-(= P B 25 )L P8 3 [ 1,5-a] 085
e -3- B 35 4R )-5- T e ) B AL P R 1B 2 )4 -NON- T
T B B

% £ (LC-MS/ELSD) : 100%(fRFFIFFRT © 0.98 43) &
MASS(ESI » Pos.) : 592(M+H)" ;

(0829 B HEMHI 21-126 ¢ 1-(2-{4-[5-(Z FH ) M PR 3F [ 1,5-a] W 2
B-EEVEEE )5 WEE)-3-[3 -G8 )4 (S P )2 B A
7

& (LC-MS/ELSD) : 100%(fRFFIFE © 1.04 43)
MASS(ESI » Pos.) : 641(M+H)" ;

'H-NMR(DMSO-ds) : & 3.19 (s, 6H), 4.58 (d, 2H), 5.28 (t, 1H), 6.63
(d, 1H), 7.15 (d, 2H), 7.31 (d, 1H), 7.36 (s, 1H), 7.37-7.56 (m, 4H),
8.04 (s, 1H), 8.10 (d, 2H), 8.38 (s, 1H), 8.42 (s, 1H), 8.62-8.68 (m,
3H), 9.39 (s, IH) °

[0830] B i 21-127: 1-(2-{4-[5-(1- AR B2 T f5 25) 0 V48 3£ 1,5-a)
U E -3 | )-SR )-3-[3 (R D)4 (SR P E)-2- B
R

&1 /& (LC-MS/ELSD) : 100%(fRHFEF R - 1.05 43)

MASS(ESI » Pos.) @ 653(M+H)" ;

'H-NMR(DMSO-ds) : 6 2.37 (quint, 2H), 4.15 (t, 4H), 4.58 (d, 2H),
5.30 (t, 1H), 6.24 (s, 1H), 7.14 (d, 2H), 7.24-7.56 (m, 6H), 8.02-8.09
(m, 3H), 8.37 (s, 1H), 8.42 (s, 1H), 8.60-8.63 (m, 3H), 9.38 (s, 1H) -
[0831] B HEH 21-1287 1-Q-{4-[5-(1- B HE T e 25 LR 3£ [1,5-a]
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BEE-3-F IR A B )-5-IE £)-3-[3° -(BZE)-4-(= & HE)-2-%
R HR

4t & (LC-MS/ELSD) : 100%(fAEF 05 R] : 1.08 53) 5

MASS(ESI » Pos.) : 667(M+H)" ;

EN

'H-NMR(DMSO-ds) : & 1.36 (d, 3H), 2.37 (quint, 2H), 4.15 (t, 4H),
4.75-4.82 (m, 1H), 5.21 (d, 1H), 6.24 (d, 1H), 7.14 (d, 2H), 7.29-7.34
(m, 1H), 7.38-7.53 (m, 5H), 8.02-8.10 (m; 3H), 8.37 (s, 2H), 8.62-8.64
(m, 3H), 9.37 (s, 1H) -

[0832] EHMEHI 21-129 = 1-(2-{4-[5-(= B B 25 ) NHL 088 3£ [1,5-a] 35 g
S-EIVEREE)S-BIEE)S[Z -Q-BEL2AKEE)4(ZE T
B)-2-Bt AR

4t £ (LC-MS/ELSD) : 100%({f##BERT : 1.06 43) 5

MASS(ESI » Pos.) : 669(M+H)" ;

[0833] BB 21-130 : 1-[3° -(BEHE)A(ZF P H)-2-Bt %
£1-3-{2-[4-(5-FF E ML MEFE[1,5-a] R BE - 3- B ) R & B 1-5-05 UE & R
4l B (LC-MS/ELSD) : 100% (R0 1 1.02 43)

MASS(ESI » Pos.) : 612(M+H)" ;

'H-NMR(DMSO-ds) : & 2.60 (s, 3H), 4.58 (d, 2H), 5.28 (t, 1H), 6.98
(d, 1H), 7.23 (d, 2H), 7.30 (d, 1H), 7.34-7.56 (m, 5H), 8.05 (s, 1H),
8.14 (d, 2H), 8.42 (d, 1H), 8.65 (s, éH), 8.66 (s, 1H), 9.00 (d, 1H),
9.40 (s, 1H) °

[0834) EHEMI 21-131: 1-[3° -(I-RZEH)-4-(SHHE)-2-B X
BL1-3-{2-[4-(5- B B L 3 [1,5-a] W5 € - 3- 5 ) SR B AL 1-5- 1 o 35 IR

4 fE (LC-MS/ELSD) : 100%(fRF5IRT : 1.04 4) s
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MASS(ESI » Pos.) : 626(M+H)" ;

'"H-NMR(DMSO-ds) : & 1.36 (d, 3H), 2.60 (s, 3H), 4.74-4.83 (m, 1H),
5.21 (d, 1H), 6.98 (d, 1H), 7.23 (d, 2H), 7.27-7.35 (m, 1H), 7.39-7.52‘
(m, 5H), 8.07 (s, 1H), 8.10-8.17 (m, 2H), 8.37 (s, 1H), 8.64 (s, 2H),
8.66 (s, 1H), 9.00 (d, 1H), 9.38 (s, 1H) °

[0835) BHeHl 21-132:1-[3° -(2-FKE-2-NIiEE)-4- (=& B £)-2-
B 2 B 13- (2-[4-(5- FR B THE P 3 [ 1,52 ] W U -3- 35 36 48, 2 -5 - W U 2 )
i

4l FE (LC-MS/ELSD) : 100%(f#FHER « 1.06 43)

MASS(ESI » Pos.) : 640(M+H)" ;

"H-NMR(DMSO-d¢) : & 1.45 (s, 6H), 2.60 (s, 3H), 5.07 (s, 1H), 6.98
(d, 1H), 7.23 (d, 2H), 7.24-7.31 (m, 1H), 7.41-7.59 (m, 5H), 8.08 (s,
1H), 8.11-8.18 (m, 2H), 8.34 (s, 1H), 8.64 (s, 2H), 8.66 (s, 1H), 9.00
(d, 1H), 9.37 (s, 1H) -

[0836) EHMEH 21-133 ¢ 1-{2-[4-(5-FH A ML H[1,5-a] 8% BE-3-E)
REE]-S-BEE)-3-{5-(CZEFEH)-2-[3-(ZF FE)-1H-ME - 1-2)
9 5 ) IR

afi F (LC-MS/ELSD) : 100%(fREFHERE « 1.09 43)

MASS(ESI s Pos.) : 640(M+H)" ; |
'"H-NMR(DMSO-ds) : 6 2.60 (s, 3H), 6.98 (d, 1H), 7.12 (d, 1H), 7.23
d, 2H),A 7.58 (dd, 1H), 7.70 (d, 1H), 8.14 (d, 2H), 8.47 (s, 2H), 8.57 (s,
1H), 8.63-8.67 (m, 3H), 9.00 (d, 1H), 9.46 (s, 1H) -

[0837) EEHEHI 21-134 : 1-[2-CREEERE)-5-(S & F £)HEH]-3--
(4[5 (3- 4502 T T 0 2 4 0 ) O A 9 [1,5-a] W3- 25 ) 3E 42K ) -5
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0E 2 ) AR |
&l £ (LC-MS/ELSD) : 100% (A FFEERT © 0.97 43) 5
MASS(ESI - Pos.) : 642(M+H)" ;
'H-NMR(DMSO-de) : & 3.38 (s, 3H), 4.63-4.76 (m, 2H), 4.96-5.04 (m,
2H), 5.76 (quint, 1H), 6.70 (d, 1H), 7.26 (d, 2H), 7.64 (d, 1H),
7.99-8.11 (m, 3H), 8.59-8.64 (m, 2H), 8.75 (s, 2H), 8.93-9.03 (m, 2H),
10.29 (s, 1H) °
[0838] & il 22

EAERER 6-EKMIH[1,2-b B alE > HE 2 BLa
WE R R S-S5 E AT EE 2 B 19 £
BEp 3 EZ(EY  REBFEAHEZEEFRELAYRE
SHRELEVERERG 3HEZEY > BTHEERM 7HE
ZHBIE BEEAUTYMHEZASHLEEY -
[0839] ‘EHHI 22-1: 1-Q2-(1H-MEME-1-KL)-5-(Z & HE)FEE)-3-
(2-(4-(6-(FFEER T He-1-F)BKIME £ [1,2-b] W& W -3- B8 )3 &8, 25 ) 5 g - 5-

)ik
[08401]
NegstSe
0

[0841]1 TLC : Rf0.50(ZB 25 : HEE=9: 1) ;
'H-NMR(DMSO-de) : & 2.32-2.42 (m, 2H), 4.08 (t, 4H), 6.64-6.68 (m,
2H), 7.27 (d, 2H), 7.51 (d, 1H), 7.74 (d, 1H), 7.88 (d, 1H), 7.95 (s,
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2H), 8.21 (d, 2H), 8.40 (d, 1H), 8.58 (s, 1H), 8.69 (s, 2H), 9.69 (s,
1H), 9.95 (s, 1H) °

[0842) EHEHI 22-2 1 1-Q2-(4-(6-(EFEIR T Jog-1-E5)BRME H:[1,2-b]
W& M- 3-8 ) K &R B ) B U - 5- B )-3-(2-(HEBE -3- 8 )-5-(ZE @ FH )R E)
fix

TLC : Rf 0.52(Z B 205 - HEE=9: 1);

'H-NMR(DMSO-ds) : & 2.32-2.42 (m, 2H), 4.08 (t, 4H), 6.66 (d, 1H),
7.24-1.27 (m, 2H), 7.47-7.58 (m, 3H), 7.87-7.95 (m, 3H), 8.20-8.23 (m,
3H), 8.38 (s, 1H), 8.65-8.68 (m, 4H), 9.24 (s, 1H) -

[0843) EHEHI 22-3 © 1-Q2-(4-(6-(FFETR T fe-1-2)BK M 3£ [1,2-b]
ugtn;q&g-;__%)xﬁ;;-g)mzni-s-;_%)-s-(?,-(z%Eﬁ%)ﬁ%)% |

TLC : Rf 0.28(& {5 : BHEE=19: 1) ;

'H-NMR(DMSO-ds) : & 2.33-2.43 (m, 2H), 4.06-4.12 (m, 4H), 6.67 (d,
1H), 7.25-7.36 (m, 3H), 7.52 (t, 1H), 7.62 (d, 1H), 7.90 (d, 1H),
7.96-7.99 (m, 2H), 8.19-8.26 (m, 2H), 8.73 (s, 2H), 8.99 (s, 1H), 9.31
(s, 1H) *

[0844) EHEBI 22-4 : 1-(2-(4-(6-(BFEEE T he-1-H)BR L 3£ [1,2-b]
M I -3 )55 4 AR ) B I - 5- K )-3- (- - 5- (2 & B )L B -3- ) R

TLC : Rf 0.34(& 15 : FEE=19: 1)

'H-NMR(DMSO-de) : & 2.33-2.43 (m, 2H), 4.06-4.11 (m, 4H), 6.68 (d,
1H), 7.25-7.29 (m, 2H), 7.53-7.61 (m, 3H), 7.64-7.69 (m, 2H), 7.90 (d,
1H), 7.97 (s, 1H), 8.20-8.25 (m, 2H), 8.43 (s, 1H), 8.69 (s, 2H),
8.72-8.75 (m, 1H), 8.76-8.79 (m, 1H), 9.47 (s, 1H) *

[0845] EHMEG 22-5: 1-(2-(HLBE-3-%)-5-(Z & &) FH)-3-(2-
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(4-(6- (PR 4 T - 145 ) R OAB 3 [1,2- 08 I - 3-8 36 4 2 ) W 0 - 5 -2 R
[0846]

[0847] TLC : Rf0.59(ZH ZBs : FHEE=9: 1)
'H-NMR(DMSO-ds) : & 1.96-2.01 (m, 4H), 3.47-3.52 (m, 4H), 6.87 (d,
1H), 7.25-7.28 (m, 2H), 7.50-7.58 (m, 3H), 7.85-7.94 (m, 3H),
8.23-8.28 (m, 3H), 8.39 (s, 1H), 8.65-8.68 (m, 4H), 9.24 (s, 1H) -
[0848) B HERY 22-6  1-(2-(4-(6-(PH: S U - 1- 5 ) 04k 3 [1,2-b]HE 1
3-B)FE R E)BIE-5-5)-3-G-(Z & HE)EFE) IR

TLC : Rf 0.40(Z B8 Z.Bs) ;

'H-NMR(DMSO-ds) : & 1.96-2.02 (m, 4H), 3.47-3.54(m, 4H), 6.88 (d,
1H), 7.26-7.36 (m, 3H), 7.53 (t, 1H), 7.61 (dd, 1H), 7.87 (d, 1H),
7.95-7.99 (m, 2H), 8.28 (d, 2H), 8.73 (s, 2H), 8.98 (s, 1H), 9.31 (s,
1H)

(08491 B 22-7 : 1-Q-FE-5-(Z & F &)U 0E-3-5)-3-(2-
(4-(6-(PHE T T2 - 125 YOI DA 3 1,2 DV - 3- 0 ) 3 46 25 ) W 0 - 525 R
TLC : Rf 0.50(Z B Z. 85 © HHEE=9 : 1);

'‘H-NMR(DMSO-de) : 6 1.96-2.03 (m, 4H), 3.46-3.55 (m, 4H), 6.87 (d,
1H), 7.27 (d, 2H), 7.52-7.69 (m, 5H), 7.86 (d, 1H), 7.94 (s, 1H), 8.26
(d, 2H), 8.40-8.44 (m, 1H), 8.67-8.78 (m, 4H), 9.45 (s, 1H)

[0850) EHEAI 22-8 : 1-(2-(4-(6-FH & A DRI H[1,2-b]E 1 -3- )
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KA E)ELE-5-F)-3-2-(ME g -3-F)-5-(Z & H E)E )R
[0851) |

Fa
N\
(\K@) I%Iuiu
C} <
Hy

[0852] TLC: Rf0.27(ZBEZ W5 : HHEE=9: 1);
'H-NMR(DMSO-ds) : 6 4.01 (s, 3H), 6.95 (d, 1H), 7.29-7.32 (m, 2H),

&

7.47-7.58 (m, 3H), 7.87-7.91 (m, 1H), 8.07-8.10 (m, 2H), 8.20-8.24 (m,
3H), 8.39 (s, 1H), 8.65-8.69 (m, 4H), 9.25 (s, 1H) -

[0853) BEHEMHI 22-9: 1-(2-(1H-MHE R - 1-35)-5-(= £, B 55 ) £)-3-(2-
(4-(6-BF & L BRMR 3£ [1,2-b] 08 Ik -3- 5L ) JE &8 B g -5 -5 iR

TLC : Rf 0.68(ZE& Z.Fs + BREE=9 : 1) ;

'H-NMR(DMSO-de) : & 4.02 (s, 3H), 6.68 (t, 1H), 6.95 (d, 1H),
7.31-7.34 (m, 2H), 7.52 (dd, 1H), 7.75 (d, 1H), 7.96 (d, 1H), 8.07-8.10
(m, 2H), 8.21-8.24 (m, 2H), 8.41 (d, 1H), 7.58 (d, 1H), 8.71 (s, 2H),
9.70 (s, 1H), 9.97 (s, 1H) °

[0854) BB 22-10 : 1-(2-(4-(6- B & A BRI 3£ [1,2-b] M8 Ik -3- %)
A IE-5-F)-3-C-(Z R HE)FE)R

TLC : Rf 0.59(Z. B Z.Bs : HEg=9: 1) ;

'H-NMR(DMSO-ds) © & 4.02 (s, 3H), 6.95 (d, 1H), 7.31-7.34 (m, 3H), |
7.51 (t, 1H), 7.62 (d, 1H), 7.98 (s, 1H), 8.07-8.10 (m, 2H), 8.21-8.24
(m, 2H), 8.74 (s, 2H), 8.99 (s, 1H), 9.31 (s, 1H)

[0855] EEHEHY 22-11 ¢ 1-(2-(4-(6-(2-FRE PR e -2- 55 ) DR 4 3£ [1,2-b]
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I -3- R ) IR BB E -5-2)-3-3-(Z & F E)EE)IF
[0856]

[0857] TLC : Rf 0.20(& {5 @ HE=19: 1)

'H-NMR(DMSO-d¢) : & 1.59 (s, 6H), 5.61 (s, 1H), 7.31-7.38 (m, 3H),
7.50-7.64 (m, 3H), 7.97-8.00 (m, 1H), 8.17 (d, 1H), 8.22-8.28 (m, 3H),
8.75 (s, 2H), 9.00 (s, 1H), 9.32 (s, 1H) *

[0858) BEMEM] 22-12 1 1-(2-(4-(6-(1-58 Z, 25 )BK I 3 [1,2-b] R 1 -3-
EVRER)BLE-5-F)-3-G-CE /&P E)EE)R

TLC : Rf 0.19(& 45 : B EE=19: 1);

'H.-NMR(DMSO-d¢) : 6 1.49 (d, 3H), 4.85-4.93 (m, 1H), 5.74 (d, 1H),
7.31:7.37 (m, 3H), 7.41 (d, 1H), 7.52 (t, 1H), 7.60-7.65 (m, 1H),
7.97-8.00 (m, 1H), 8.18-8.25 (m, 4H), 8.75 (s, 2H), 9.00 (s, 1H), 9.32
(s, 1H) -

(0859 BEHEMT 22-13 ¢ 1-(2-(4-(6-((2- ¥R B -0- F 2 T 25 ) e A ) B P
3£ [1,2-b10E W -3-50) FE 46, B0 A 0 -5 25 )-3-(3- (= 48, FF 8) 6 ) iR
[0860]

Woget¥el
Qﬂm:a

325850D01D01 207



201716392

[0861) TLC: Rf0.35(ZE&ZHs : HEE=9: 1);
'"H-NMR(DMSO-ds) : 6 1.19 (s, 6H), 3.27 (d, 2H), 4.57 (s, 1H), 6.87-
6.90 (m, 2H), 7.26-7.34 (m, 3H), 7.51 (t, 1H), 7.62 (d, 1H), 7.73 (d,
1H), 7.85 (s, 1H), 7.97 (s, 1H), 8.20-8.25 (m, 2H), 8.73 (s, 2H), 8.98
(s, 1H), 9.31 (s, 1H) -

[0862) E MBI 22-14: 1-(2-(4'(%@‘.#[1,2']3][[12::{”#-3-%)%%%)
B -5 )-3- (2-(HE - 3- 25 )-5- (= f7 B ) 36 ) I
[0863]

F3
o

SO

O @ |
[0864] TLC : Rf 0.50(ZEZHE : FEE=19: 1) ;
'H-NMR(DMSO-de): & 7.26-7.34(m, 3H), 7.47-7.58(m, 3H), 7.87-7.93
(m, 1H), 8.15-8.28(m, 5H), 8.38(s, 1H), 8.63-8.70(m, 5H), 9.24(s, 1H) -
(08651 TEHEA] 22-15 ¢ 1-(2-(1H-1,2,3-= Wb 1-)-5-(= 45 B 25 )3
3£ )-3-(2-(4-(OK T 3% [1,2-bIBS T -3-25 ) 35 46 25 O -5 25
TLC : R 0.45(Z 4 Z.B) :
'H-NMR(DMSO-d) : & 7.27-7.38 (m, 4H), 7.59-7.65 (m, 1H), 7.74 (d,
1H), 8.10 (s, 1H), 8.16-8.28 (m, 4H), 8.58 (s, 1H), 8.63-8.73 (m, 4H),
9.66 (s, 1H) *
[0866) EH B 22-16 : 1-Q2-(1H-ME M -1-F)-5- (= & H &) K
E5)-3-(2-(4-(BR IS FH[1,2-b] W& I -3- 55 ) 2 &8, 5 ) W B - 5- & ) R
TLC : Rf 0.38(C )2 : B ZHE=1" 2);
'H-NMR(DMSO-de) : & 6.67-6.72 (m, 1H), 7.26-7.40 (m, 3H), 7.50-
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7.57(m, 1H), 7.75 (d, 1H), 7.95-8.00 (m, 1H), 8.16-8.30 (m, 4H), 8.40-
8.45 (m, 1H), 8.59 (s, 1H), 8.64-8.68 (m, 1H), 8.70 (s, 2H), 9.70 (s,
1H), 9.96 (s, 1H) °

(0867 EHA 22-17 : 1-Q-&-5-(ZH F E)KE)-3-(2-(4- (SR
F[1,2-b]RE W - 3- 55 ) 38 &8 B )W 0 - 5- B ) R

TLC : Rf 0.27(ZB Z.Fg)

'H-NMR(DMSO-de) : & 7.28-7.43 (m, 4H), 7.74 (d, 1H), 8.16-8.27 (m,
4H), 8.56 (dd, 1H), 8.64 (dd, 1H), 8.75 (s, 2H), 8.78 (s, 1H), 9.72 (s,
1H) -

[0868) EHAI 22-18 : 1-Q2-F-5-(Z&H F E)KE)-3-(2-(4-(BR
F[1,2-b]mE - 3-8 ) 58 48, 55 ) U g - 5- 25 ) iR

TLC : Rf 0.30(ZFE Z.B5)

'H-NMR(DMSO-ds): & 7.27-7.54 (m, 5H), 8.16-8.27 (m, 4H), 8.53 (dd,
1H), 8.63 (dd, 1H), 8.75 (s, 2H), 9.08 (s, 1H), 9.31 (s, 1H) -
- [0869) BEHEHI 22-19 © 1-(2-(4-(BRIEF[1,2-b] IS M -3-E)HE & &)
W IE -5-%5)-3-Q-F E-5-(Z & FE)EE)R

TLC : Rf 0.43(Z 8 Z.B5) ;

'‘H-NMR(DMSO-ds) : & 2.32 (s, 3H), 7.27-7.41 (m, 6H), 8.17-8.26 (m,
6H), 8.64 (dd, 1H), 8.75 (s, 2H) - |

[0870) EHEH] 22-20 ¢ 1-Q2-(4-(BRIEF[1,2-b]"E B -3-E) EH )
BENE-5-)-3-B-(Z A P E)EE)R |

TLC : Rf 0.47(Z B Z.B8) ;

'H-NMR(DMSO-ds) : & 7.27-7.36 (m, 4H), 7.51 (t, 1H), 7.62 (d, 1H),
7.97 (s, 1H), 8.17-8.26 (m, 4H), 8.64 (d, 1H), 8.74 (s, 2H), 8.99 (s,
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1H), 9.31 (s, 1H) °

[0871) EHEB 22-21 : 1-B-8&-5-(Z & F E)FEE)-3-(2-(4-(BR
F£[1,2-b] & W -3- 55 ) 4 &8, & ) Wi IE - 5- 2 ) iR

TLC : Rf 026 Z B Z.Fg) ;

'H-NMR(DMSO-ds) : & 7.22-7.37 (m, 4H), 7.62 (d, 1H), 7.70 (s, 1H),
8.15-8.27 (m, 4H), 8.26 (d, 1H), 8.63 (dd, 1H), 8.73 (s, 2H), 9.12 (s,
1H), 9.52 (s, 1H) °

[0872) BB 22-22: 1-(2-(4-(6-(BFETR T Fe-1-2)BK M 3£ [1,2-b]
B uE-3-E)REE)EIE-5-8)-3-Q-8-4-CHFE)FE) K

TLC : Rf 0.57(Z B Z B : HE=9 : 1 ; CHROMATOREX NH TLC
PLATE) ;

'H-NMR(DMSO-ds) * & 2.32-2.42 (m, 2H), 4.08 (t, 4H), 6.67 (d, 1H),
7.27-7.30 (m, 2H), 7.69 (dd, 1H), 7.88-7.91 (m, 2H), 7.97 (s, 1H),
8.21-8.24 (m, 2H), 8.44 (d, 1H), 8.75 (s, 2H), 8.82 (br s, 1H), 9.76
(brs, 1H) -

[0873) EHEHI 22-23 : 1-Q2-&-4-(Z & H &) F £)-3-(2-(4-(6-H
45,k DR I 3E [1,2-b] RS Ik -3- 5 ) 45 &5 B )R B -5- 5 ) iR

TLC : Rf 0.53(Z B Z. 85 : HEE=9: 1)

'H-NMR(DMSO-ds) : & 4.02 (s, 3H), 6.95 (d, 1H), 7.32-7.35 (m, 2H),
7.69 (dd, 1H), 7.89 (d, 1H), 8.07-8.10 (m, 2H), 8.21-8.24 (m, 2H),
8.43 (d, 1H), 8.76 (s, 2H), 8.80 (s, 1H), 9.78 (s, 1H) -

[0874) EEMEH 22-24 : 1-Q2-8-4- (S & FH E)FEE)-3-(2-(4-(Bk
FE[1,2-b]IRE W -3- 55 ) 3R & & ) W g - 5- 5 ) iR

TLC : Rf 0.33(Z.F8 Z.Bg)
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'H-NMR(DMSO-de) : & 7.31 (dd, 1H), 7.36 (d, 2H), 7.68 (dd, 1H),
7.88-7.92(m, 1H), 8.17-8.28 (m, 4H), 8.43 (d, 1H), 8.64 (dd, 1H), 8.75
(s, 2H), 8.79 (s, 1H), 9.78 (s, 1H) -

08751 EHEBI 22-25 ¢ 1-(2-(4-(BREE I [1,2-b] & W -3- B ) & &)
WEE -5-)-3-(4-(= 45, B ) S 26 )R |
TLC : Rf 0.20(2 05 © Z W ZBe=1 : 3)

'H-NMR(DMSO-ds): & 7.28 (dd, 1H), 7.35 (d, 2H), 7.61-7.69 (m, 4H),
8.16-8.28 (m, 4H), 8.64 (d, 1H), 8.74 (s, 2H), 8.9 (s, 1H), 9.37 (s,
1H) -

[0876]1 Bt Bl 22-26 1 1-(2-(4-(6-CRFEIR T Be-1-E)BKME 3 [1,2-b]
M I -3- 2L ) R &8 B ) M g - 5- 85 )-3-(3,5- & AR £ iR

TLC : Rf 0.25(Z B Z.7) :

'H-NMR(DMSO-ds): 6 6.76-6.85 (m, 1H), 7.19 (dd, 2H), 7.27-7.35 (m,
3H), 8.17-8.27 (m, 4H), 8.64 (dd, 1H), 8.72 (s, 2H), 9.15 (s, 1H), 9.46
(s, 1H) -

[0877)] EEHEBI 22-27 1 1-(6-(4-(DRIE 3£ [1,2-b]0E B -3-25) 3 &6 )
Ot I -3-85)-3-(3-(Z & H B ) K E)HR

[0878]

CF;

N’ﬁ/O/D @ﬂiﬂ/@
Or

[0879)] TLC: RfO0.51(ZE ZEg)
'H-NMR(DMSO-de) : 6 7.07 (d, 1H), 7.22-7.31 (m, 4H), 7.50 (t, 1H),
7.59 (d, 1H), 7.97-8.00 (m, 1H), 8.03 (dd, 1H), 8.14-8.25 (m, 5H),
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8.63 (dd, 1H), 8.90 (s, 1H), 9.14 (s, 1H) °

[0880] EHEHAI 22-28 © 1-{2-[4-(6-FF &AL BKRMEF[1,2-b]RE I -3-5)
REE]-5-mEnE B }-3-[2-(1-F &-1H-HE e -5-5)-5-(Z/m H &) HF &)
HR

4 i (LC-MS/ELSD) : 96%((RF¥FERS : 0.87 43) 5

MASS(ESI * Pos.) : 602(M+H)" ;

'H-NMR(DMSO-ds) : & 3.65 (s, 3H), 4.01 (s, 3H), 6.45 (d, 1H), 6.95
(d, 1H), 7.30-7.33 (m, 2H), 7.46-7.52 (m, 2H), 7.62 (d, 1H), 8.07-8.23
(m, 5H), 8.56 (s, 1H), 8.69 (s, 2H), 9.50 (s, 1H) ©

[0881]1 E MBI 22-29 1;{2-[4-(6-$%%%U%#[I,Z-b][%ﬂ#-};%)
R EE]-5-U E B ) -3-[2-(3-FR - 1H- ML - 1) - 5- (S BB ]
Hx

4 & (LC-MS/ELSD) : 99%({RFF B[ : 0.94 43) 5

MASS(ESI » Pos.) : 602(M+H)" ;

'H-NMR(DMSO-ds) : & 2.37 (s, 3H), 4.02 (s, 3H), 6.45 (d, 1H), 6.95
(d, 1H), 7.30-7.35 (m, 2H), 7.49 (dd, 1H), 7.70 (d, 1H), 8.07-8.11 (m,
2H), 8.23-8.25 (m, 2H), 8.28 (d, 1H), 8.57 (d, 1H), 8.71 (s, 2H), 9.81
(s, 1H), 9.93 (s, 1H) °

[0882] FEHEGY 22-30 1 1-{2-[4-(6-FF SR DKL 3 [1,2-b] W8 W3- )
A E]-S-BEUE R }-3-[2-(4-FH A - TH-M - 1-K)-5-(Z & &) R AL )
o

&l B (LC-MS/ELSD) * 96%(fR¥FHERT : 0.95 43)

MASS(ESI » Pos.) : 602(M+H)" ;

'"H-NMR(DMSO-de) : & 2.14 (s; 3H), 4.02 (s, 3H), 6.95 (d, 1H), 7.32
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(d, 2H), 7.49 (dd, 1H), 7.70 (d, 1H), 7.79 (s, 1H), 8.07-8.11 (m, 2H),
8.19-8.24 (m, 3H), 8.57 (d, 1H), 8.71 (s, 2H), 9.84 (s, 1H), 9.98 (s,
1H) -

[0883) BEHEBI 22-31 1 1-{2-[4-(6-FF & FLDK U 3 [1,2-bI W& W -3-55)
EE -5 )-3-[2-(B- ML BE 5)-4- (S & H)EE )R
&fi F£ (LC-MS/ELSD) : 100%(fREI5RT © 0.78 43)

MASS(ESI > Pos.) : 599(M+H)" ;

'H-NMR(DMSO-ds) : & 4.01 (s, 3H), 6.95 (d, 1H), 7.31 (d, 2H), 7.54-
7.57(m, 2H), 7.76(dd, 1H), 7.88-7.92(m, llH), 8.07-8.10 (m, 2H), 8.20-
8.29 (m, 4H), /8.65-8.69 (m, 4H), 9.30 (s, 1H) °

[0884] EEHEHI 22-32 ¢ 1-{2-[4-(6-FF G HE DK IE 3£ [1,2-b]IE T -3- )
KE -5 )-3-[2-FE-S- (SR P ) EEF
i £ (LC-MS/ELSD) : 100%({REFHER © 0.87 43)

MASS(ESI » Pos.) : 536(M+H)" ;

'H-NMR(DMSO-de) : 6 2.32 (s, 3H), 4.02 (s, 3H), 6.95 (d, 1H),
7.29-7.34 (m, 3H), 7.42 (d, iH), 8.08-8.11 (m, 2H), 8.20-8.25 (m, 2H),
8.28 (s, 1H), 8.38 (s, 1H), 8.75 (s, 2H), 9.34 (s, 1H) -

[0885) E MBI 22-33 ¢ 1-{2-[4-(6-FH & DKM F[1,2-b] B 1 -3- %)
KEH]-S-HIRE)3-(5-CHEFE)-2-B3-(SH FE)-1H-HE M -1 5]
37
4t £ (LC-MS/ELSD) : 100%(f# 705/ ¢ 0.97 93) 5
MASS(ESI » Pos.) * 656(M+H)" ;

H

4

s

'H-NMR(DMSO-ds) : 6 4.01 (s, 3H), 6.93 (d, 1H), 7.12 (s, 1H), 7.31
(d, 2H), 7.58 (d, 1H), 7.70 (d, 1H), 8.07-8.10 (m, 2H), 8.21 (d, 2H),
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8.47 (s, 2H), 8.59 (s, 1H), 8.67 (s, 2H), 9.49 (s, 1H) *

[0886] BHLH 22-34 1 1-{2-[4-(6-Z & EBKMEFE[1,2-b] 5 W -3- 5% )
REE]-5-EE AL }-3-[2-(3-Th g B)-5-(Z R/ F E)RE K

[0887] |

CF,

[0888] &fifE (LC-MS/ELSD) : 99%(fR#FHERS © 0.86 43) »
MASS(ESI » Pos.) : 613(M+H)" ;

'H-NMR(DMSO-ds): § 1.41(t, 3H), 4.40(q,2H), 6.92(d, 1H), 7.28-7.32
(m, 2H), 7.47-7.58(m, 3H), 7.87-7.91(m, 1H), 8.05-8.09 (m, 2H), 8.16-
8.20 (m, 2H), 8.24 (s, 1H), 8.38 (s, 1H), 8.64-8.68 (m, 4H), 9.24 (s,
1H) o

[0889) MBI 22-35: 1-Q2-{4-[6-G-E B T e & &)k 3
[1,2-b]0 W -3-BE | R &8 4 ) -5- U U A5 )-3-[2-(3- ML g £ -5-(Z |/ F £)
A BR

& E (LC-MS/ELSD) : 99%(fRIFHER © 0.79 47)

MASS(ESI » Pos.) : 641(M+H)" ;

'H-NMR(DMSO-de): & 4.70 (dd, 2H), 4.95 (t, 2H), 5.62-5.71 (m, 1H),
7.02 (d, 1H), 7.32-7.36 (m, 2H), 7.36-7.59 (m, 3H), 7.87-7.91 (m, 1H),
8.06-8.10 (m, 3H), 8.15. (d, 1H), 8.25 (s, 1H), 8.39 (s, 1H), 8.65-8.69
(m, 4H), 9.26 (s, 1H) o

[0890) EHEGI 22-36 : 1-{2-[4-(6-FF EBRK UL I [1,2-b] & I -3- )
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4 ]S-I IR B ) -3-[2-(3- T B 2 )-5-(= 5 B L) 3 R

& £ (LC-MS/ELSD) : 100% (R #FHFRT £ 0.76 43)

MASS(ESI » Pos.) : 583(M+H)" ;

"H-NMR(DMSO-d¢) : & 2.59 (s, 3H), 7.19 (4, 1H), 7.29-7.34 (m, 2H),
7.47-7.58 (m, 3H), 7.87-7.91 (m, 1H), 8.09 (d, 1H), 8.16-8.24 (m, 4H),
8.39 (s, 1H), 8.64—8.69 (m, 4H), 9.25 (s, 1H)

(08911 BEHEB 22-37 1 1-[2-40-5-(S R B )2 4£1-3-(2- (4-16-3-
S0 T TN 4 ) OR U 3 (1,2- D] I -3- B 1 R )-5- U B ) IR
[0892]

N N NN ¢
9,

[0893) TLC : Rf 0.31(& M5 * HEE=19: 1);
'H-NMR(DMSO-de) : 6 4.70 (dd, 2H), 4.96 (dd, 2H), 5.63-5.71 (m,
1H), 7.03 (d, 1H), 7.34-7.55 (m, 4H), 8.06-8.13 (m, 3H), 8.15 (d, 1H),
8.53 (dd, 1H), 8.76 (s, 2H), 9.13 (s, 1H), 9.32 (s, 1H) -

[0894) BEHEAI 22-38 1 1-[3° -(Q-$EE-2-F i E)-4-(Z & F £)-2-
B AR ]-3-2-{4-[6-C-F B T i A& E )R H[1,2-b]mE 1 -3- 5]
g )-5-m g O R

4 B (LC-MS/ELSD) : 100% (IR FFFF 1 & 0.94 43) 5

MASS(ESI » Pos.) : 698(M+H)" ;

'H-NMR(DMSO-de): & 1.45(s, 6H), 4.70 (dd, 2H), 4.95 (dd, 2H), 5.07
(s, 1H), 5.61-5.72(m, 1H), 7.02(d, 1H), 7.29(d, 1H), 7.35(d, 2H), 7.41-
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7.60 (m, SH), 8.03-8.19 (m, 5H), 8.34 (s, 1H), 8.67 (s, 2H), 9.39 (s,
1H) -

[0895) E MBI 22-39 * 1-{2-[4-(6-FF & A DR IE H[1,2-b] & f -3- )
KA E]-5-MEIE A }-3-[2-(1H-T M- 1-28)-4-(Z & B ) FEE R

&l B (LC-MS/ELSD) : 98%({R 5 HERT : 0.91 43) 5

MASS(ESI » Pos.) : 588(M+H)"

'H-NMR(DMSO-ds) : & 4.01 (s, 3H), 6.65-6.66 (m, 1H), 6.95 (d, 1H),
7.32 (d, 2H), 7.75 (d, 1H), 7.83 (s, 1H), 7.94 (d, 1H), 8.07-8.11 (m,
2H), 8.22 (d, 2H), 8.41-8.44 (m, 2H), 8.71 (s, 2H), 9.57 (s, 1H), 9.98
(s, 1H) |

[0896) EHEHI 22-40 1 1-[3-(Z % B )R E]-3-{2-[4-(6- B & H ok
I 3 [1,2-D] W& B -3- )2 &8, B 1-5- 1 0 K VAR

&l € (LC-MS/ELSD) : 100%({REFIERS : 0.77 43)

MASS(ESI » Pos.) : 504(M+H)" ;

'H-NMR(DMSO-ds) : & 4.02 (s, 3H), 6.82-7.19 (m, 3H), 7.31-7.35 (m,
2H), 7.42 (t, 1H), 7.52 (d, 1H), 7.78 (s, 1H), 8.08-8.11 (m, 2H),
8.20-8.25 (m, 2H), 8.74 (s, 2H), 8.92 (s, 1H), 9.17 (s, 1H) *

(08971 EHEAI 22-41 : 1-[2-&-5-(Z & P E)FE]-3-{2-[4-(6-F
. ZE ORI 5T [1,2-b]08 B -3-20) 3 &8 & 1-5- W g £ R

4l 2 (LC-MS/ELSD) : 100% (IR IERT & 0.91 43)

MASS(ESI » Pos.) : 556(M+H)" ; |
'H-NMR(DMSO-ds) : & 4.02 (s, 3H), 6.95 (d, 1H), 7.31-7.36 (m, 2H),
7.40 (dd, 1H), 7.73 (d, 1H), 8.08-8.11 (m, 2H), 8.21-8.25 (m, 2H),
8.57 (d, 1H), 8.76 (s, 2H), 8.79 (s, 1H), 9.72 (s, 1H) °
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[0898) EEMEHI 22-42 : 1-[2-8&-5-(Z & F E)FEE]-3-{2-[4-(6-F
A A PRI [1,2-b]E Wk -3- B ) & & ]-5- 1% UE & R

41 ¥ (LC-MS/ELSD) : 100%(fRFBE R : 0.87 43)

MASS(ESI » Pos.) : 540(M+H)" ;

'‘H-NMR(DMSO-ds) : & 4.02 (s, 3H), 6.95 (d, 1H), 7.31-7.36 (m, 2H),
7.38-7.54 (m, 2H), 8.08-8.11 (m, 2H), 8.20-8.25 (m, 2H), 8.53 (dd,
1H), 8.75 (s, 2H), 9.10 (d, 1H), 9.31 (s, 1H) -

[0899) EHEBI 22-43 : 1-(2,5- =& F£)-3-{2-[4-(6- FF & ok
F[1,2-b] W& W -3- B ) R & A )-5- W 0E & ) R

4l B (LC-MS/ELSD) : 100% ({38 © 0.89 43) 5

MASS(ESI » Pos.) : 522(M+H)" ;

'H-NMR(DMSO-ds) : & 4.02 (s, 3H), 6.95 (d, 1H), 7.11 (dd, 1H),
7.31-7.35 (m, 2H), 7.50 (d, 1H), 8.07-8.10 (m, 2H), 8.20-8.26 (m, 3H),
8.64 (s, 1H), 8.74 (s, 2H), 9.68 (s, 1H) -

[0900] EHEBI 22-44 : 1-(2,4-Z &K E)-3-{2-[4-(6-F & H ok e
FF[1,2-b]08 W -3- B8 ) 3K & £ - 51 U & AR

4 [ (LC-MS/ELSD) : 100% (R £ F5 R : 0.89 43) ;

MASS(ESI » Pos.) : 522(M+H)" ;

'H-NMR(DMSO-de) : & 4.02 (s, 3H), 6.95 (d, 1H), 7.31-7.35 (m, 2H),
7.39 (dd, 1H), 7.64 (d, 1H), 8.07-8.11 (m, 2H), 8.14 (d, 1H), 8.20-8.25
(m, 2H), 8.58 (s, 1H), 8.74 (s, 2H), 9.60 (s, 1H) °

[0001) EEHEBI 22-45: 1-(2,5- =& K E)-3-{2-[4-(6- F & EL pk mk
FE[1,2-b]WE W -3-55 ) 8 & £ - 5- 0% g & iR

&l £ (LC-MS/ELSD) : 100% (4R ¥5BE RS : 0.79 43)
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MASS(ESI » Pos.) : 490(M+H)" ;

'H-NMR(DMSO-ds) : & 4.02 (s, 3H), 6.81-6.90 (m, 1H), 6.95 (d, 1H),
7.26-7.35 (m, 3H), 7.94-8.00 (m, 1H), 8.08-8.12 (m, 2H), 8.20-8.25 (m,
2H), 8.74 (s, 2H), 8.97 (s, 1H), 9.28 (s, 1H)

(0902 EHEH 22-46 : 1-{2-[4-(6-FF EEDR M F[1,2-b] B Wk-3-E)
REFE]-5-MEIEEL)-3-[2-(4-F E-1H-1,2,3- Z - 1-5)-5- (S & F &)
=il
&l & (LC-MS/ELSD) © 99%({R B BE I © 0.86 4F) 3
MASS(ESI » Pos.) : 603(M+H)" ;

H

4

i

'"H-NMR(DMSO-de) : & 2.38 (s, 3H), 4.01 (s, 3H), 6.95 (d, 1H),
7.30-7.34 (m, 2H), 7.59 (dd, 1H), 7.70 (d, 1H), 8.07-8.10 (m, 2H),
8.20-8.24 (m, 2H), 8.39 (s, 1H), 8.60 (s, 1H), 8.69 (s, 2H), 8.76 (s,
1H), 9.70 (s, 1H) -

(09031 EHBI 22-47 : 1-[5-&-2-(1H-MEME-1-F5 ) K EL]-3-{2-[4-(6-
B AL DR ME £ [1,2-b] s I -3- L ) IR &8 BE 1-5- 1 g = ) R

4 B (LC-MS/ELSD) : 100%(fR 5 ES 5 1 0.88 43) s

MASS(ESI » Pos.) : 554(M+H)" ;

'H-NMR(DMSO-de¢) : & 4.01 (s, 3H), 6.61-6.63 (m, 1H), 6.94 (d, 1H),
7.22 (dd, 1H), 7.30-7.34 (m, 2H), 7.51 (d, 1H), 7.89 (d, 1H), 8.07-8.10
(m, 2H), 8.19-8.24 (m, 2H), 8.26 (d, 1H), 8.27 (d, 1H), 8.69 (s, 2H),
9.37 (s, 1H), 9.89 (s, 1H) -

[0904) EHEBI 22-48 1 1-[5-8-2-3-MEBE £)FEHK1-3-{2-[4-(6-F &
BRI [1,2-b1ms Ik -3- B0 ) &8 5 1-5- 15 0 £ ) R

& & (LC-MS/ELSD) : 77%(fR#F0FRT ¢ 0.75 43) »
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MASS(ESI » Pos.) : 565(M+H)" ;

'"H-NMR(DMSO-ds) : & 4.02 (s, 3H), 6.95 (d, 1H), 7.22-7.34 (m, 4H),
7.54 (dd, 1H), 7.80-7.85.(m, 1H), 8.07-8.23 (m, 6H), 8.59-8.66 (m,
4H), 9.20 (brs, 1H) -

[0905) EHER 22-49 1 1-{6-[4-(6- B 6 F bR e 3£ [1,2-b]B& I -3-55)
K& E]-3-MhEE }-3-[2-3-MLE B)-5-(C & F E)EE K

4 B (LC-MS/ELSD) : 98%({RiF GRS : 0.83 43)

MASS(ESI » Pos.) : 598(M+H)" ;

'‘H-NMR(DMSO-ds) : & 4.00 (s, 3H), 6.94 (d, 1H), 7.05 (d, 1H), 7.18-
7.23(m, 2H), 7.45-7.59(m; 3H), 7.87-7.91(m, 1H), 8.00 (dd, 1H), 8.06-
8.21 (m, 6H), 8.42 (s, 1H), 8.64-8.69 (m, 2H), 9.18 (s, 1H) °

[0906] EHEH] 22-50 ¢ 1-{6-[4-(6-FF & BRI 3 [1,2-b] S I -3-£)
S ]3I )34 [2- (LT P -1 26)-5-(= 9, R ) 2 2 1R

401 J& (LC-MS/ELSD) : 100%({REE IR ¢ 0.95 43) 5

MASS(ESI » Pos.) : 587(M+H)" ;

'H-NMR(DMSO-ds) : & 4.01 (s, 3H), 6.67-6.68 (m, 1H), 6.94 (d, 1H),
7.07 (d, 1H), 7.19-7.24 (m, 2H), 7.50 (dd, 1H), 7.73 (d, 1H), 7.95 (d,
1H), 8.00-8.10 (m, 3H), 8.18-8.21 (m, 3H), 8.40 (d, 1H), 8.59 (s, 1H),
9.56 (s, 1H), 9.83 (s, 1H)

(09071 BEHEHT 22-51 ¢ 1-{6-[4-(6-FF K E DKL I [1,2-b] W& W -3- )
KEE]-3-MEEE)-3-{5-(EH P E)-2-3-(ZF HE)-1H-ME sk -1-E ]
MR

& & (LC-MS/ELSD) * 100%({R#FFEFR] © 1.01 47) 5

MASS(ESI » Pos.) : 655(M+H)" ;

§
i
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" 'H-NMR(DMSO-de) © & 4.01 (s, 3H), 6.94 (d, 1H), 7.07 (d, 1H), 7.13
(d, 1H), 7.19-7.24 (m, 2H), 7.55 (dd, 1H), 7.69 (d, 1H), 7.99 (dd, 1H),
8.01-8.21 (m, 5H), 8.45-8.52 (m, 3H), 9.40 (s,1H) -

[0008) EHEBI 22-52 ¢ 1-(2-{4-[6-(3-EFEIB T B & & 4 )pk ik 3
[1,2-b]IE E-3- B | 2R ) -5- e £5)-3-[3-(Z & R B FE R

41 FE (LC-MS/ELSD) : 100% (R FFMRT © 0.84 43) 5

MASS(ESI » Pos.) : 564(M+H)" ;

'H-NMR(DMSO-ds): & 4.68-4.72(m, 2H), 4.93-4.98(m, 2H), 5.63-5.72
(m, 1H), 7.02 (d, 1H), 7.31-7.40 (m, 3H), 7.51 (t, 1H), 7.61 (d, 1H),
7.96-8.00 (m, 1H), 8.07-8.17 (m, 4H), 8.74 (s, 2H), 9.00 (s, 1H), 9.32
(s, 1H) -

[0909]1 EHEBI 22-53 ¢ 1-[2-8&-5-(Z & B &) FE]-3-(2-{4-[6-(3-
ST I E S )R [1,2-bE E-3- B IR L )-5- M g 2R
& B (LC-MS/ELSD) : 100%(f&FFHERI © 0.90 43) ;

MASS(ESI » Pos.) : 598(M+H)" 5 |

'H-NMR(DMSO-ds): & 4.68-4.73(m, 2H), 4.93-4.99(m, 2H), 5.63-5.72
(m, 1H), 7.03 (d, 1H), 7.35-7.43 (m, 3H), 7.73 (d, 1H), 8.07-8.17 (m,
4H), 8.57 (d, 1H), 3.76 (s, 2H), 8.80 (s, 1H), 9.73 (s, 1H) *

[0910) EHEFI 22-54: 1-[2-FF E:-5-(Z & B &) K E1-3-(2-{4-[6-(3-
ST b B S E) R [1,2-bIE 1 -3- B A 5 )-5- W 0E 25 )
&l (LC-MS/ELSD) : 100% ({7 3B ¢ 0.86 43) s

MASS(ESI » Pos.) : 578(M+H)" ;

'H-NMR(DMSO-ds) : & 2.32 (s, 3H), 4.67-4.74 (m, 2H), 4.93-4.99 (m,
2H), 5.63-5.71 (m, 1H), 7.03 (d, 1H), 7.27-7.45 (m, 4H), 8.07-8.18 (m,
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4H), 8.27-8.30 (m, 1H), 8.39 (s, 1H), 8.76 (s, 2H), 9.35 (s, 1H) -
[0911] FEHEHI 22-55 1 1-Q2,4- BIHEE)-3-(2-{4-[6-G-EHBET
b B S AL BRI 3 [1,2-b] 08 M -3- B 13K &8 5L }-5- M 0 &L ) R

4 & (LC-MS/ELSD) © 100% (4 55 B% 1 © 0.87 43)

MASS(ESI » Pos.) © 564(M+H)" ;

'H-NMR(DMSO-ds): & 4.67-4.74(m, 2H), 4.92-5.00(m, 2H), 5.63-5.72
(m, 1H), 7.03 (d, 1H), 7.34-7.43 (m, 3H), 7.64 (dd, 1H), 8.06-8.19 (m,
SH), 8.59 (s, 1H), 8.75 (s, 2H), 9.61 (s, 1H) -

[0912) E MBI 22-56 © 1-(5-&-2-FHEFE)-3-2-{4-[6-G-E 5
T e B | A DRI FF[1,2-b] e I - 3- B 178 &8 B }-5- g 25 ) R

4l & (LC-MS/ELSD) © 100% (5L RERS [ © 0.84 43) ;

MASS(ESI » Pos.) ! 544(M+H)" ;

'H-NMR(DMSO-ds) : & 2.22 (s, 3H), 4.70 (dd, 2H), 4.96 (dd, 2H),
5.63-5.72 (m, 1H), 6.98-7.05 (m, 2H), 7.20 (d, 1H), 7.36 (d, 2H), 7.98
(d, 1H), 8.05-8.19 (m, 4H), 8.27 (s, 1H), 8.75 (s, 2H), 9.31 (s, 1H) «
[0913) EHEB] 22-57: 1-Q2,5- & FE£)-3-Q-{4-[6-G-E BT
e B A )PRME FE[1,2-D] R I -3- B R & 2 }-5- M g X ) R

4l i (LC-MS/ELSD) © 99% (£ RE B8 ¢ 0.81 43) ;

MASS(ESI » Pos.) © 532(M+H)" ; |

'H-.NMR(DMSO-de) : & 4.70 (dd, 2H), 4.96 (dd, 2H), 5.62-5.72 (m,
1H), 6.81-6.92 (m, 1H), 7.03 (d, 1H), 7.23-7.32 (m, 1H), 7.38 (d, 2H),
7.93-8.01 (m, 1H), 8.04-8.19 (m, 4H), 8.75 (s, 2H), 8.98 (s, 1H), 9.29
(s, 1H)

(09141 E Al 22-58+ 1-[5-FF &-2-(FF R g 25 ) &£ 1-3-(2-{4-[6-(3-
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SRR T EE SRR [1,2-b]E IE-3- B 1K & £ ) -5- BB IE B AR
4 (LC-MS/ELSD) : 100% (IR EERE R ¢ 0.77 43) ;

MASS(ESI » Pos.) : 588(M+H)" :

'H-NMR(DMSO-ds) : 6 2.37 (s, 3H), 3.24 (s, 3H), 4.71 (dd, 2H), 4.96
(dd, 2H), 5.62-5.72 (m, 1H), 7.03 (4, 1H), 7.12 (d, 1H), 7.37 (d, 2H),
7.73 (d, 1H), 7.99 (s, 1H), 8.05-8.20 (m, 4H), 8.73 (s, 1H), 8.77 (s,
2H), 10.13 (s, 1H) -

[0915) EEHEBI 22-59 1 1-[5-%-2- (5 RAHE £ )ZE £ ]-3-(2- {4-[6-(3-
SFEIR T SRS E )R F[1,2-b] itk -3- B | R & 5 }-5-B8 0 L) R
401 £ (LC-MS/ELSD) : 100%(fRE5E ] © 0.83 43) ;

MASS(ESI » Pos.) : 608(M+H)" :

'H-NMR(DMSO-ds) © 6 3.32 (s, 3H), 4.70 (dd, 2H), 4.95 (dd, 2H),
5.63-5.71 (m, 1H), 7.03 (4, 1H), 7.23-7.31 (m, 3H), 7.85 (d, 1H),
8.03-8.19 (m, 4H), 8.33 (d, 1H), 8.77 (s, 2H), 8.8 (s, 1H), 10.14 (s,
1H) -

[0016) EHEH 22-60 : 1-[5-%-2-(FF Rl s B ) HE £ 1-3-(2- {4-[6-(3-
SFEIE T eSS E)RMEFH[1,2-b]E MR -3-F IR & & }-5-EIE B)HIR
4t FE (LC-MS/ELSD) : 99%({R #5151 © 0.79 43) :

MASS(ESI » Pos.) : 592(M+H)" :

'H-NMR(DMSO-ds) © 6 3.32 (s, 3H), 4.71 (dd, 2H), 4.96 (dd, 2H),
5.62-5.72 (m, 1H), 7.03 (d, 1H), 7.20-7.30 (m, 1H), 7.37 (d, 2H), 7.92
(dd, 1H), 8.03-8.20 (m, SH), 8.76 (s, 2H), 8.95 (s, 1H), 10.30 (s, 1H) *
(09171 B MBI 22-61 ¢ 1-[2-(F B4 BE 2)-5-(= 9 B ) B K ]-3-
2-{4-[6-B-F R T I EEE)DRBEF[1,2-b]E H-3- B 1K & £ }-5-
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5 E 35 )R |
&l fE (LC-MS/ELSD) * 98%(fREFIERT  0.87 &%) s

MASS(ESI » Pos.) ! 642(M+H)* ;

'‘H-NMR(DMSO-ds) : & 3.39 (s, 3H), 4.70 (dd, 2H), 4.95 (dd, 2H),
5.62-5.73 (m, 1H), 7.03 (d, 1H), 7.37 (d, 2H), 7.64 (d, 1H), 8.03-8.20
(m, 5H), 8.63 (s, 1H), 8.77 (s, 2H), 8.98 (s, 1H), 10.32 (s, 1H) °
(0918 T|HEBI 22-62 ° 1-[2-(FREEEE)F E1-3-2-{4-[6-3-F %
BT be | E)PRIE I [1,2-b] i W -3- B IR & £ }-5- 15 g ) iR

4l BE (LC-MS/ELSD) © 93%({RIF BRI : 0.73 43)

MASS(ESI » Pos.) : 574(M+H)" ;

'‘H-NMR(DMSO-ds) : & 3.28 (s, 3H), 4.70 (dd, 2H), 4.96 (dd, 2H),
5.62-5.73 (m, 1H), 7.03 (d, 1H), 7.25.7.33 (m, 1H), 7.37 (d, 2H),
7.62-7.72 (m, 1H), 7.85 (dd, 1H), 8.04-8.20 (m, 5H), 8.77 (s, 3H),
10.14 (s, 1H) -

[0919) EEHHI 22-63 : 2-[({2-[4-(6-Z & ELBR M 3 [1,2-b]IE i -3-
B)VEREE]S-BEEMEAFEE)FEEINN-ZHEA(ZEFE)
R T iR |

41 f& (LC-MS/ELSD) © 100%(fA 3% BF R ¢ 0.99 43)

MASS(ESI » Pos.) : 643(M+H)" ;

'H-NMR(DMSO-ds) : & 1.41 (t, 3H), 2.76 (s, 6H), 4.42 (q, 2H), 6.92
(d, 1H), 7.33 (d, 2H), 7.60 (dd, 1H), 7.94 (d, 1H), 8.05-8.10 (m, 2H),
8.20 (d, 2H), 8.61 (s, 1H), 8.75 (s, 2H), 8.99 (s, 1H), 10.31 (s, 1H)
[0920] BEHEHI 22-64 © 1-(2-[4-(6-Z EEEBR L I [1,2-bIE WF-3-2)
REE]-S5-BEE)-3-R-(FEEE)-5-CHFE)EE KR
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4l £ (LC-MS/ELSD) : 100% (R FFHFFT © 0.94 43) 5

MASS(ESI » Pos.) © 614(M+H)" ;

'H-NMR(DMSO-ds) : & 1.41 (t, 3H), 3.38 (s, 3H), 4.42 (g, 2H), 6.93
(d, 1H), 7.33 (d, 2H), 7.64 (d, 1H), 8.03-8.26 (m, 3H), 8.20 (d, 2H),

8.63 (s, 1H), 8.76 (s, 2H), 8.97 (s, 1H), 10.31 (s, 1H) *

(09211 EHEHI 22-65: 1-[5-&-2-(FREER £ ) E]-3-{2-[4-(6-Z
S AR I [1,2-b]PE M -3- B0 ) K & F 1-5- 5 g £ iR

& 5 (LC-MS/ELSD) : 100% (£ R HFFT ¢ 0.91 43) 5

MASS(ESI » Pos.) : 580(M+H)" ;

'‘H-NMR(DMSO-de) : & 1.43 (t, 3H), 3.32 (s, 3H), 4.45 (q, 2H), 7.26
(d, 1H), 7.35-7.41 (m, 3H), 7.85 (d, 1H), 8.18 (d, 2H), 8.27 (d, 1H),
8.33 (d, 1H), 8.40 (s, 1H), 8.77 (s, 2H), 8.89 (s, 1H), 10.33 (s, 1H) -
(09221 BEHH 22-66 : 1-[3° -(REE)A(ZHH E)-2-BE
F]-3-Q2-{4-[6-(3-E R BB T he £ 8 55 ) DKM I [1,2-D] W8 0 -3- B 2K &R
% }-5-WE UE & ) R

%fi £ (LC-MS/ELSD) © 99%(fR & % R © 1.07 43)

MASS(ESI » Pos.) : 670(M+H)"

'H-NMR(DMSO-ds) : § 4.58 (d, 2H), 4.70 (dd, 2H), 4.95 (dd, 2H),
5.29 (t, 1H), 5.67 (quint, 1H), 7.03 (d, 1H), 7.27-7.56 (m, 8H),
8.04-8.15 (m, 4H), 8.15 (d, 1H), 8.42 (d, 1H), 8.68 (s, 2H), 9.43 (s,
1H) °
(0923 BRI 22-67 : 1-[3° -(I-BZE)4-(Z& FHE)-2-B 3
#1-3-2-{4-[6-G-F MR T KA )R IF[1,2-b]E 0 -3- B K&
& }-5-1 I £ AR
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& fE (LC-MS/ELSD) : 99%(FRFFHF R ¢ 0.94 43)

MASS(ESI » Pos.) : 684(M+H)" ;

'H-NMR(DMSO-ds): & 1.36 (d, 3H), 4.70 (dd, 2H), 4.76-4.83 (m, 1H),

4.95 (dd, 2H), 5.21 (d, 1H), 5.67 (quint, 1H), 7.02 (d, 1H), 7.27-7.56

(m, 8H), 8.03-8.13 (m, 4H), 8.15 (d, 1H), 8.37 (s, 1H), 8.67 (s, 2H),

9.41 (s, 1H) ° |

[0924]1 E MBI 23
EHFHERAEE BB eyl E 2 HEZRE

EYEREHER S-SHMIHF[1,5-WEFrals 2 B 19 &

RAERE 3 MEZLEY  REFERAEEZBREFRELEYR

BEBRELEYBERERY 3 WE ey - BFTEEWL 74

EZ#fE  BEEREUATYREZARZHLEEY

(09251 EHAI 23-1: 1-(2-(4-(6-FF EAEPRIEFH[1,2-a]HL BE-3-K)

REE)BELE-5-5)-3-C-(EHFE)EE)IK

[0926]

4 CF,
O NS

BeogeSse

Ny H H

Q,

~CHj

[0927) TLC: Rf0.52(ZFZB5 - BHEE=9: 1)
'H-NMR(DMSO-ds): 6 3.81 (s, 3H), 7.10 (dd, 1H), 7.30-7.37 (m, 3H),
7.52 (t, 1H), 7.54-7.65 (m, 2H), 7.71 (s, 1H), 7.73-7.77 (m, 2H),
7.98-8.03-(m, 2H), 8.75 (s, 2H), 9.00 (s, 1H), 9.32 (s, 1H) °
109281 BB 23-2 * 1-(2-(4-(6-Q2-FRE A FE-2-F)BR M 3 [1,2-4a]
I 32 ) S BE -5-2) 3- G- (S A R ) )R
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TLC : Rf 0.26(& 15 : FEE=19: 1)

'H-NMR(DMSO-ds) : & 1.48 (s, 6H), 5.30 (s, 1H), 7.30-7.43 (m, 4H),
7.49-7.74 (m, 6H), 7.95-7.99 (m, 1H), 8.50-8.53 (m, 1H), 8.75 (s, 2H),
9.00 (s, 1H), 9.32 (s, 1H) «

[0929) EMH] 23-3 ¢ 1-(2-(1H-ME - 1-F)-5-(Z & B &) K E)-3-
(2-(4- (3K 8 3£ [1,2-a] HE BE - 3- 5 ) 26 48, 6 ) W 0 - 5- 55 )

TLC : Rf 0.59(Z. B Z. B : HEE=9: 1)

'H-NMR(DMSO-ds) : & 6.67 (t, 1H), 6.96 (t, 1H), 7.27-7.37 (m, 3H),
7.51 (d, 1H), 7.64-7.77 (m, 5H), 7.95 (s, 1H), 8.41 (d, 1H), 8.55-8.58
(m, 2H), 8.71 (s, 2H), 9.70 (s, 1H), 9.97 (s, 1H) -

[0930) BB 23-4 ¢ 1-Q-(4-(BKME F[1,2-a] B BE-3-ER) K& )
W O -5-5)-3-(2-(Mh g -3-F8)-5-(Z & B) BB R

TLC : Rf 0.27(Z. B Z.B8) ;

IH-NMR(DMéo-ds): § 6.95-7.00(m, 1H), 7.27-7.36(m, 3H), 7.48-7.60
(m, 3H), 7.64-7.72 (m, 3H), 7.77 (s, 1H), 7.88 (dt, 1H), 8.24 (s, 1H),
8.39 (s, 1H), 8.56 (d, 1H), 8.65-8.69 (m, 4H), 9.25 (s, 1H) -

(09311 EHEAl 23-5° 1-(2-(4-(BRMEFE[1,2-a] Mt BE -3- ) K & &)
B -5-)-3-(3-(Z 5.5 ) 5 )R

TLC : Rf 0.46(Z. 8 Z. %)

'H-NMR(DMSO-ds) : & 6.95-7.05 (m, 1H), 7.28-7.38 (m, 4H), 7.52 (t,
1H), 7.60-7.74 (m, 4H), 7.78 (s, 1H), 7.98 (s, 1H), 8.57 (d, 1H), 8.74
(s, 2H), 9.02 (s, 1H), 9.34 (s, 1H) »

[0932) EHEB 23-6  1-(2-(4-(BK M 3£ [1,2-a] M B -3- ) EE )
W E -5-55)-3-(2- K A -5-(Z 8 B A )k e - 3-8 ) Ik
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TLC : Rf 0.29(Z B ZF§)

‘H-NMR(DMSO0-ds) : 6 6.95-7.01(m, 1H), 7.27-7.37(m, 3H), 7.54-7.78
(m, 9H), 8.43 (s, 1H), 8.56 (d, 1H), 8.70 (s, 2H), 8.73 (s, 1H), 8.76 (d,
1H), 9.48 (s, 1H) -

[0933] EHEBI 23-7+ 1-(2-(4-(1H-BEIZ 3 [2,3-DIMEBE-5- 2 ) R & )
W U -5- 4 )-3-(2- (L B -3-25)-5-(Z & FF B &) R

[0934] |
g NN
HN__ :L

»[0935] TLC : Rf 0.23(ZL B8 ZTg) »

"H-NMR(DMSO-ds) : & 6.49 (d, 1H), 7.26 (d, 2H), 7.47-7.58 (m, 4H),
7.73 (d, 2H), 7.90 (d, 1H), 8.19-8.25 (m, 2H), 8.39 (s, 1H), 8.49-8.51
(m, 1H), 8.65-8.68 (m, 4H), 9.24 (s, 1H), 11.7 (s, 1H) °

[0936) EHEHI 23-8: 1-(2-(4-(1H-MEOZ F£12,3-b] ML BE -5- ) FE & L)
WU -5 B )-3- (3-(Z 44, F BL) 2 I

TLC : Rf 0.60(Z B Z Bg) ;k

'H-NMR(DMSO-de): 6 6.49-6.50(m, 1H), 7.26-7.36(m, 3H), 7.46-7.54
(m, 2H), 7.62 (d, 1H), 7.74 (d, 2H), 7.97 (s, 1H), 8.21 (s, 1H), 8.50-
8.53 (m, 1H), 8.73 (s, 2H), 8.98 (s, 1H), 9.31 (s, 1H), 11.7 (s, 1H) °
[0937) BBl 23-9: 1-(2-(4-(6-5'&§-1H-”H:U§#[2,3—b]ﬂ[:|:UE-S-
B )3 G YR -5-3K)-3-(2- (B 5 -3- 28 )-5-(= 45, P 25 ) 96 25 )R
[0938]
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Fa

c
NH, NS
) TR
@ NN
N i k

[0939] TLC: Rf 0.35(ZE& Z8g) ;

'H-NMR(DMSO-ds) : & 5.19 (s, 2H), 6.20-6.24 (m, 1H), 6.99 (t, 1H),
7.23 (d, 2H), 7.46-7.58 (m, 6H), 7.88-7.92 (m, 1H), 8.23 (s, 1H), 8.38
(s, 1H), 8.63-8.68 (m, 4H), 9.23 (s, 1H), 10.9 (s, 1H) «

(09401 EHEBI 23-10 © 1-(2-(4-(BRPEEFE[1,2-a] LR -3-F) K & E)
W E - 5- Bk )-3-(2- (ML BE -3-25)-5-(Z & B FE &) R

[0941]

CFs
O N
S USROE
\\\Q:]/O/ J\”Jku )
N

[0942] TLC : RfO0.34(—& FH ke : BHEE=9: 1);
'H-NMR(DMSO-de) : & 7.38 (d, 2H), 7.46-7.59 (m, 3H), 7.78 (d, 2H),
7.85-7.91 (m, 1H), 7.92 (d, 1H), 8.06 (s, 1H), 8.24 (s, 1H), 8.38 (s,
1H), 8.58-8.69 (m, 5H), 9.13 (d, 1H), 9.25 (s, 1H) -

(0943 EHEAI 23-11 ¢ 1-(2-(4-(HEMEF[1,5-a] b BE -3-2) FEF K )
W IE -5-55)-3-(2-(HE BE-3-50)-5-(Z & B &) FEE)HR
[0944]

CF3

S
O g

[0945)] TLC : Rf 0.29(ZH ZBS) ;
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IH-NMR(DMSO-ds): 0 6.94 (t, 1H), 7.74-7.35 (m, 3 H), 7.46-7.58 (m,

3H), 7.71 (d, 2H), 7.89 (d, 1H), 7.96 (d, 1H), 8.23 (S, 1H), 8.36-8.38

(m, 2H), 8.64-8.74 (m, 5H), 9.22 (s, 1H) ° )

[0946) EHEH] 23-12 ¢ 1-(2-(4-(1H-MEEME H-[3,4-b]HE IE -5-F) K &
) BETE-5-5E)-3-(2- (W BE-3-2)-5-(= 4 B 2 5 ) IR |

[0947]

CF;

ON, o
@/@»LI"L"
H H
H N 7z )
\ N

[0948) TLC: Rf0.23(ZB ZB5) ;

'H-NMR(DMSO-ds) : & 7.29 (d, 2H), 7.47-7.58 (m, 3H), 7.79 (d, 2H),
7.87-7.93 (m, 1H), 8.18-8.21 (m, 1H), 8.24 (s, 1H), 8.38 (s, 1H), §.47
(d, 1H), 8.64-8.68 (m, 4H), 8.83 (d, 1H), 9.23 (s, 1H), 13.7 (s, 1H) °
ZHERA

S EERG 1 HEER AE TrkA RIRMAM . TrkA KBS INHS
3

BN A L TrkA BB Z AIHEEAER AE TrkA R
NFAT-bla 2 CHO-K1 40 i (CellSenser™ TrkA-NFAT-bla CHO-K1 4H
Bfl » Invitrogen A E] 8BS )E I -

FE 43 M B9 Al — KR 7 CellSenser™ TrkA-NFAT-bla CHO-K1 40 A
BENOWMBERE(EE 0SPENMBEERRK 4B RIE
(Invitrogen A B #35)~ 0.1mM JE 25 58 B2 & & (Invitrogen 2 5] 8435 )
1mM 7 B B $4 (Invitrogen 2 B 835 ) K JL £ ¥)E (100U/mL £ JE 78 #£

(penicillin) & 100 ¢ g/mL #8818 & (streptomycin)(Invitrogen /A T 8 i)
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Z 0 #8 Zx ok B 4% fn 7% /i & (Opti-MEM1 Reduced Serum Medium)
(Invitrogen A F &) » DL 2.4x10° /40 u LA Z B EBER
96 JF #Z B3 JE 8% (Corning A B8 » Em&RIR ¢ 3882) - X » ¥ —f
STRYE SRR 40 LERZ i m B (EAE) - o E R 96
B (Costar AT B » EméEHE * 3363)F 7% 10mM Z A EFH(L
& ¥I(DMSO %)% » L DMSO FEERHRR » 8L 3 (5 ALL 2
2 M BERIIUSTEEERE 100Z AR I0BREZ
AEZEHHIEEYBBROMSO BE 1%) s REBEMARZBPRMA
ZHEEY SL LA > 7 5%C0:~ 95%ZE R ~ 37CZ COTHBHEN
BEEINoE HRERZHHEGRMN S LIAZE%F 1%DMS0 Z
SMBEEEERAZRHLEYAER REREFRIMEE NGFUN
B 2.58 ~ RAREI ~ Invitrogen A E BE) 2 i B E 5S¢ LI (NGF
ZEEEE P 50ng/mL) R 5%CO0:2~ 95%ZE R ~ 37 CZ CO B RHE
NIEE 5 /N - ZHBGBM Se LAz S imEE &SR NGF -
788 ORI ¥R & B H 93 BT (reporter “assay) B A BUE 10 ¢ L/JH
%o REXT  MNEBRERE 2058 - X BEERSTRIA
s 2% DL LiveBLAzer™-FRET B/G Loading Kit(Invitrogen 2 5] 84 #%):8
&Y o {8 FH Analyst GT((Molecular Devices H &~ (B%)A B &#E) » N &
S8 405nm Z B &% 0 HIE 460nm K 530nm ZELIHRE o
T zHA 1 EHEREZBEZEEERIREEEM (TR-FREDL
[0949]) [ 1]
TR—FRETI= (A,s0x—Aussor) ~ (Aszox—Ass0r)

[0950) Asox : ZEFHIEEY - HRARZEEEH 460nm Z 2 KR
i3
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Aseor * LM FE 460nm 2 BB E
Assox * REHEESY - WRERZE O H 530nm 2 #HARE
Assor © FEAH B 530nm 2 B YEIRE

AFFEEYZ TR-FRET fIHR(DGEATHZ &K 2 &
W oo
[0951] [& 2]

2R (%)={1— (Ax— As) /(Ac— A5)}x100

(09521 Ax: RiIAZHH/IEYEFZ TR-FRET b
As ' ZZHE Z TR-FRET tE
Ac: B4 Z TR-FRET Lt

AZHEEHZ ICo EGRRBAZHILCY S BRE Z HIH
o MG EEL -

[0953] &R - AEHILEWZ ICHEFE 054 M BLF >
R AZHLCSWER TrkA HFEE - F140 - BERZEHLEY
ZICoERMTAR 1| R 2R -
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- [0954]) (5= 1]

BBl T r k A IIHEE

(1C50; uM)
7 0. 001
8—1 0. 001
8—2 0. 002
—4 0. 001
- 0. 003
-2 0. 001
11 0. 001
13—-1 0. 002
14-5 0. 001
14—-6 0. 001
15—4 0. 001
15—56 0. 003
15—-6 0. 002
15—52 0. 004
15—-55 0. 004
15—58 0. 002
15—-63 0. 002
15—71 0. 002
16—-77 0. 002
15—87 0. 001
15—96 0. 0004
15—98 0. 0008
15—104 0. 0005
15—105 0. 004
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(09551 [% 21

BRI T r k A filiEt:
(IC50;uM)
21—1 0. 001
21—-2 0. 001
21—9 0. 001
21—13 0. 001
21—-37 0. 001
21—51 0. 001
21—-65 0. 0007
21—-67 0. 004
21—-70 0. 002
21—-73 0. 003
21—75 0. 004
22—8 0. 001
22—9 0. 001
22—-34 0. 001
23—3 0. 001
23—-7 0. 002
23—-10 0. 001
23—11 0. 001
23—12 0. 001

[0956] ZEEFEERG 2 © B Trk PAOh 2 E A BB Z BB RIM&1E
HEABREEEER)

B E(REHCEY)EREN " mE  FHE 3 MR
mEZ 100 BREZER - & BERE LS EEHKQOmM
HEPES ~ 0.01%TritonX-100 ~ 2mM DTT > pH7.5)% % 25 & » fE B
BYIEER - B B ERE R FAE N R E S -
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(09571 HUSHEERAEZ SuL 2 4 BEREHBYE
BR-~S5uL 24 /E%fg:ﬂf%;/ATP/%E/ﬁﬁ(ﬁ)& 100l Z 228
EHBERNERNGHEEZ 4 AR ZHNERES  REBRETK
FE 1 /NBERIN 60 L Z 4% IE4E @i%&‘(terminatién buffer)(QuickScout
Screening Assist MSA ; Carna Biosciences)# & JE{Z 1F - ¥ & FEB W&
PZEBEREBRRLKIEE - €8  c HBERKEAUREERSE

EECHBEREKSESE@STEZ ERYEL@®/@+S))8 it - /E
Ry Bl 2 B EE f E P B A0 b-Raf & KDR 2 B » 1T HEGEIES
B - UTZRIRTINEERBBRNHEERBTPERZE
BE-EEEREE - ATPRERGHEHEYE -

[0958]) [=& 3]

Qi 2B ATP(e M) [BHEHEDE
% 7 (nM)

b-Raf MAP2K1 1 1000 ZM336372

KDR CSKtide 1000 75 Staurosporine

[0959]1 W&R/ATENEEKRZEREZ FEERER 0%
aE > BFRECRFMEBER)Z FIEEREL 100%H0H > #2455
WESBEEZ FEERRENHER - HER - £ 3uM BEZXE
ZHEEVEHRN S BE NG RMU TR 4 Fimx -
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(09601 [3= 4]

HHasl HHEIE (%)
b—Ra f KDR
7 40 0
8—1 6. 5 o
8—2 21 0
13—1 33 7. 5
14—5 13 0
14—-6 45 1. 7
15—4 0 0
15—6 37 0
15—-52 20 0
15—556 30 0
15—58 30 0
15—63 43 0o
15—71 40 0
15—-77 32 0
1656—87 34 0
15—96 22 2
15—98 23 8
15—104 53 18
15—1056 26 0
21—1 36 1. 5
21—-2 30 1
21—37 50 16
21—51 49 9
21—65 58 19
21—67 19 0
21—70 19 0
21—-73 21 0
21—-75 41 0
22—34 56 19
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[0961)] WRZERHE » XAEHIEWHPN TrkA M ZH
filr B B8 - 140 b-Raf & KDR Z BEE Z #1559 - B TrkA HiRW
M- M2 ABALLCYREEERS | ZE&R » B TrkA
MMFNGHRIETIE] ICoFE 0.5 MBAT » B5—7H » REFERH 2 2
G PR TrkA B2 B ASRES - BIER 30 M BEZLaY
{3 RHNE 0BZESLY 58% - FTLl - B A S L&Y E T TrkA &
ZERENES BEEBRZHMIEERE - |
ZEERA 3 BN KRB NCFFHEMEBESE TEZIMNFEER

P AP EYN RN ZH N TrkA 2SS - R3EE
EE R EEME CD(SD)IGS KE(7 £ 9 #Hi® - HA Charles River 24 5]
BB ORTFERNNBEZAZERHLLEYWETFEE © Sml/kg) -
HRHREREER COETFTNEGETEE  Smlke) & F 6-
12 /NEFEG 14 /NES 1% 12 5 i (halothane) Wi BE T » WNE L 3 EH 5
BERETFEREHE 0.1%BSA(Sigma-Aldrich AT8®E)> £ H A H
Rl 2 314 g/mL Z NGFUNER 2.5 s ~ RARE ~ Invitrogen /A T &
B)BEBEETFTEE  50uL/site) - WRIEER > WEH 3 @K
N FEH 0.1%BSA ZEHBHERETEE 5 501 Lisite) - FIN
ETFTRELREEBRAETUEECERAMR Y 19F LETE
(Evans blue)(RFEALKE) AT HE)FETEE © 3mL/ke) - #&F 10
Gy 88 12 V)BT RE B R BIAK - A dn B3k - AL W T 3 AL (3 [ J5)
ZHEEE Kz EERE—EEEE 48 B EH T A EHE)
ZEEF RBHESEEMNAFRERE 0.8mLMFE  BELEFE R
60CHFE—ME - # 200 L ~ FHERRZZEBURTE 2 96 JHM » (FR%
Y = #8 47 7 4 (Microplate reader)(SpectraMAX190 » Molecular
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Devices HA(BR) AT HEB)HEFBER PRENHZFNLTES
REECER © 620nm) - FIRHERBENFEER 2 FLFEZE R
(0~ 0.78~1.56~ 3.13~ 6.25~ 12.5+ 25 &% 50 1 g/mL)Z%'aﬁ%fEGEzl% :
620nm)EER A IE 4R - REZKREMGFHEZABE IR AEREL &
B2 FRLTERE - EHAE—ERRN 3 2 R e
ZERAWMEREZVHE  FAZERZE  FAUATZAESR
AEHIEEYWZRKRE NGFFEME B EMEITEMFER -
[0962] [% 3]
&I 2R (%)={1— (Ax— An),” (Ac— Ax) }x100

[0963] Ax: #ER{EEWCFNFEREER —HEEZ 3 8%
34 ) |
A IEEBZFAHERE(E—ERZ 38K 2Fi9E)

- HRHEZALFEREE—ERZ 3 AR Z F15E)

H&E&R  REHLEEYOmg/kg s &F 6 NNEFR)Z KE NGF
BRMEBSEMEITLEMNGHRRBY 70% > HEAZFHEESYEIFEL

BREHE > RO MESEEZTTE

[0064] @40 B{EAZEHLE( me/kg: &TF 14 /NR#&
HI2/NER)ZKENGFFEMNEZEE TENGHEAEUMNTZ
TESREOFIMN -
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(09651 [%% 5]

B Ha MEBFEETTENFIER (%)
(BFEEEE (h))
7 97% (14h)
8—1 94% (14h)
8—2 100% (14h)
8—4 96% (14h)
9—1 86% (14h)
9—2 100% (14h)
11 100% (14h)
13—1 100% (14h)
14—5 93% (14h)
14—6 78% (12h)
15—4 100% (14h)
15—5 92% (14h)
15—6 95% (14h)
15—52 96% (14h)
15—55 94% (14h)
15—-58 100% (14h)
15—63 99% (14h)
15-71 100% (14h)
15-77 100% (14h)
15—-87 86% (14h)
15—96 90% (14h)
15—98 80% (14h)
15—104 100% (14h)
15—-105 100% (14h)

325850D01D01
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[0966] [ 6]

=yiix| MEBEETTENFE (%)
(BTFHREME (h))
21—-1 87% (14h)
21—2 100% (14h)
21-9 100% (14h)
21—-13 100% (12h)
21—-37 98% (14h)
21—51 95% (14h)
21—-65 92% (14h)
' 21-67 90% (14h)
21—70 100% (14h)
21—73 92% (14h)
21—-75 100% (14h)
22-—-8 100% (14h)
22—9 100% (14h)
22—-34 91% (14h)

[0967) ZEEEERA 4 HANEMAZBMFLZHUAE Y H
38 1

[ PR EA Z B $ (LU T > A% & MIA)(Sigma-Aldrich Japan)
FHETEUNAR  EABH LAY ZEBEER -
[0068] (1)EL/E MIA 558 > B X B

7 B 855 (isoflurane) R B F 31 4 A BL75 1 I Bk F6 18 0 5 » 51 P
HtA 29G : 54t 27 E 54 % (BD Rhoads ~ H Z& Becton * Dickinson 2%
H ) NARNBEENRT 120me/mL 2 MIA &% 254 L -
RIER S RS FAEE AW 25uL -
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[0969]1 (BB KEEST4H |

DIEEHRE FREEE - i RBYERTHRABES
(Tramadol)#& FEFEIE & PR HBRET - BT EE BB
Gh LN EH(DNZ FEABIEZ MIA S 14 R 2B KREA
BRZEFESLERCUEREANRER) MEHERNETEES
tbRfEREZ T ETEHIE -
09701 O)FETHBYWE - hE L ELE

o # BB 2 RS Y L Wellsolve(Celeste 23 5] 84 i) %
i SHBIAK 0.10.3 B0 Img/mL AR - B3R E 2 0.1+ 0.3 5 Img/mL
BRI KHE 5 & FHEE 0.02 0.06 5 0.2mg/mL B
(Wellsolve Z i 48 IRE 1 20%) - i EHIRE S HE S UAEHEAE
BB - AR 2me/mL B - B HEE B A EA
HR AR - B 0.6me/mL B - N B ER TR - % MIA
Ha 14 HE 22 HEREAILL  BHBYWESKO.1 0.3 2 Img/ke)
SHIR > REEOHT 108 - 5 - RIE MA 58 24 B4
ARANAMEESLRY 3 /NRAIKORFHREMBESR KN 1 /N
R TR TEERER - HNHESR PEREEE TR - #
MIA %% 14 HZ 23 H#/IE 1 H 2 X KELOET
20%Wellsolve 10 B » 5 » WIS MIA 58 24 HEZ A RN &R
EEthRZ 3 /NFRIEZKORT 20%Wellsolve » 1 1 /NIFHT T
T % £ 8 R (10me/ke) B S HE S & Bme/ke) - X » ¥R IEH % EE
HEREREEREE RMASFHE 4 HZ23H%BIE1H 2%
REBZKORKLT 20% Wellsolve 10 H - 55 » FAHIE MIA 86548 24 H#&
ZERMEHERLRY 3 /NEHMEOHRTF 20%Wellsolve » 7 1
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INGRIR TR TEHEBRER -
[0971] WEZHAFEZRLERZ JE
f£ A Linton Incapacitance Tester (MJS Technology Inc., UK)3H]

ELEEBHZAFEE - /81 > B AKEBZE Linton Incapacitance
Tester EXBHET  EEAZBRMAUNERZSZSFNEE 2 82 E
EHNERASE HRERKRBZEBREARABRRFERER  JHEEL
FEERAEEZEHEEIDE KEEERBRKEBERFAFESR
AME3IR -BTEBZEZHNEE  ER MIAFREHNEESR 14
HRRBEZE 5 BUERRERESHETFABIR 20 28250
E-S o REFEEHNERTFILEI05E  IEETHEE - M
ENRMAFE 4HBEZHESERERN 4 HRZZTEEHRBE - &
RYRE ERYERTEH®ET I IRR)  HESKRTEHEF
1 /NEB)RBEHRTFTEHET | MNERZEAERHNEAREER -
BEAERREBNEEZ FHENTHAZENX 4 EHRWEN &
EEFZARRAZATEELR - JITESERTER - ki MIA
B U HBRZEHZEERNETEELERD TR ZE N SE LK
BYMEZAZFHEEWIHAEZER S ERYE (KEHELEEY)
ZHEEEH -

[0972] [# 4]

 EREEFHEENRE B (%)={A/ (Ax+ A)x100)

[0973)] A GRMZAFEEE —EBHNE 3 RZEZFHHE)
Av: FERNZETEEE-EBAE 3 RZEZFHYHE)

[0974] [% 5]

TRYWENMZER (%)={1—(Br— Bc),”/ (Bx— Bc)}x100
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[0975] Bc: IEEHREZFHEE
Bn ¢ BB IREE Z P TE
Br: HBYBERTEHZF9E

HER  ABHALCEUCUSRRFAFREFEERZER
ZHEZRERRFU LZHER - Fit - HEAZFHEEDZ
EREHERABME S RBERFU EZEREEA -

[0976) B4l > BEAZFHESHHER MIA FHRERKE
ZHBERAMERNUTZR (ERBESFERGEY RER
ZERNFSUERERERGEHRERZER)FTR -

09771 [ 7]

=yl ER (%)
7 61
8—1 60
14-5 | 47
15—6 51
21—9 6 4
21—13 6 6

R P 3 T 2 BER (%)
5% 43
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(09781 [%% 8]

=¥ WEE (%)
14—6 53
15—52 6 0
15—55 6 2
15—-63 53
15—77 55
15—87 57
15—98 57
15—104 54
21—-37 67
21—51 6 8
21—70 61
21—73 62
5T 3 BEE (%)

NS 5 4

[0979]) [B4HI %]
LA B 1

BUTZERIRBEXREGRITHR  BEE&HTEE 10m
g VEMERR T Z M 1 BT -
o 1-(2-(4-(2-BE = -5-EMEE -3-25) R & E )W g -5-55)-3-(2-(4- F &%
S1H-1,2,3-Z 8 1-E)-5- (S E EHE)EE)R - - oor e e 100g
c SRR AT FE (HE ) e e e e s e (g
. @Hgmg(%%gﬂ)................................................ 10g
c BREE B MR AE TS e e e e e s e 87 (g

325850D01D01 243



201716392

5] 51 2

BT SRAMBELREBUREAEEEE  S5X%
M Sml > UEEBESMARE  BESEHTSE 20me FiE
RO RE 1 BY -

- 1-(2-(4-(2- P B -5-F ML BE - 3- 2 ) R | B ) WE e - 5- 55 )-3-(2-(4-FH &
S1H-1,2,3- =0 1-5)-5-(S & FE)IEE)R - oo veveevereen e 200g
BB e e e ee ee e e e e e e e e e e e e s e e )()g
(19

[EX EFIHZ T EM]

(0980 Z#HZAEEMER Trk IFEE - HR Trk2F
ZBRWE  BIAEYE ~ BRE - TIMRERER - fiw - BEMEER -
RIEEBEERRRENIIRERR A R/BRREER
[AF5eaRi ]

-
i
70N
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HH B S A #

5
1 —EEROFTZEY L8 2 N-S{LY - HERLY

B 5% % 2 Al BE 2
(R1)
o A1 p
(R2)
(Ra)r H
= o

BCyRRC3IE L Z%ﬁ%‘bﬁﬁ B _BEAKR -HEL4ZE 10
BEBEARBER _BAREE
B Cy.Rnf 1,3-BR-S-EZEBBRIINZ 4 2 10 BERAR
BRE IR RER
Ri TR

(DONEERET -

Q) EEE BHONERREF &G)FEFTREE 2 AR ER
RZCIZE65EHE ~C2ZE 6 FEL C2 & 6 &

()& 1226 RHAZ C5 F 6 EBEAHKE -

HEE T Z2ERARZSZE 6 BEEREARERE

(5)-S(O)m1-Rs »

(6)-SO:NR7Rs »

(7)-C(O)ORs »

(8)-NR1oC(O)R1u1 »

(9)-C(O)NR1z2R13 »

(10)-ORuis ~

(11)-NRisRis ~

325850D01D01 1
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(1) F ALK

(13)54 £ -
Rs 5%

OREETF

(2)-S(0)ms-Ri7 ~

(3)-SO:NRusR:» ~

(4)-C(O)ORuo ~

(5)-NR2:C(O)Raz -

(6)-C(O)NRasRa »

(7)-ORas ~

(8)-NR2sR27 ~

O E -

(10)F4 £ 5%

ADTEBEEHOREETF - (i) 5 K (i)l 4 5 57 5 B
HYRMRERAZ C1E 3 fE
Rs % 2 fBF% > Rs & EBIL > THENRTRE
5.0 {H REEBEIME Cl B 3 mERKE > RHIEE C5
T EBAMBE S E 6 BEBAME L Y ERIE T
ST —E W AR -
Re % R & H BB R () EE FI0E Q)& 18 & T35 (i)
REWMAZ C1 = 6 k>
Ri & R & EBILHE CL E 6 (B REET—BHRE
R. %578

OEEETF -

§lbll:
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QEHEONRERERFHMOBENRZ C1 £ 6 bk
G ITEOHEERFE FEGREMAR L C3 F 6 Bhi& -
HITERRERETFIAZ C1 £ 6 e & »
(5)-NR2sR2s ~
(6)3 2 7 B HBA R
(7)-0-C &7 EEBREAFER)
R & Ry BHBUHRRNDEREFHEQTEONERFH
(HREWMARZ Cl1 E 6 k& >
A K A% B B 1L R 7R =CRs-E;=N- -
As~ Au~ As B A H B IR SR=CR+-E(=N- >
Re  Re BEHBIUMBRRERE FHEERTF »
mlRm0E 2 ZEE
m2Rm0E2Z2EE
PERMNOE T ZEE -
ORTOE T ZEBH
rRNO0E 2 ZEE
e p a X r BEERT2UEZEEE R -REREEE
ir > AHEERTAE -
oo FEBR 1-(2-(4-Q2-Fg F -5- | ML e -3- ) K & &) W 0E -5-
£)-3-(2-(HmE-3-F)-5-CHFE)EFEER UK
1-{2-[4-(2-Fg £ -5- . -3- ML 0E 2 ) & B )-5- MR g & }-3-[2- (R H&
BEE)-5-CR:BE)FEER -
MHFEMNEES | HFR ZEE&Y Ed 3% Cy: B 1,3-

325850D01D01 ) 3
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RFERE -

WMEEEFEESE | HNE 2 Btz &y Hb > %8
Cy: R UEIEER ~ WEER - MLME P IFUE 3R - DRIE HE B TEER - DRk
FFOLUEER « WEUR FF UL WE IR « DR E I O o BR B Opp WK S MR ER O o
MEHEFEES 1 HEE 3 EREA—ERR e &
B AR AMEM—J5%K=N-» 5— 7 R=CH-H2&T& 5
=N- > As~ A+~ As ;& Ae B5=CH-F& -

MHFFEFEESE 1 HFfd 2 by Hd - BROLEEBEXI-)
Bl (DR RE ¢

(Ri) (Rolp (R‘)' (Ri) " (Ry),

! N, SOOI h
,L)j/g \J\NJ\H (1-i) @Q U\QJ\H@ (i)
’\(Rz-a)q-c )\(Rz-a)q-a

AP ' RBEREEBER GaRROEIZEH tRT0E4
ZEE HMAFHRENHFEFNGESE | BB FRER
B MM aRtBR2MUEZEHE R.EREBBIL 7
MHEIREARE -

WHFBEMNGES 1 HiZtay HP - ZEBBAORBER

DB R ERE

' (Ro. (R;,), (R4), (R;.)
0 1)p
I¥G) L0
Q/O/ N (i n N ()
&(Rz-b)qo (Rz-b)qxa

P> RE REBZE  GODERO0E 4 28E » HFHE
WEHFEEMNGEESE 1 HRE SHASEE Z2AREESE M qb
RR2U EZEHE > R REBIL > TTHEIRTRE o

325850D01D01 4
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7. WHBEHEFNEEE 1 EHEE cEPTEA—EFRRZIEEY &
o B CyRAEBENSESEBAFTHRER -

8. MEHFEEMEGLES 7 IEF)? L Z L&Y B &ZE Cni /HERER
0L OE ER B L MR IR 3 -

0. MHFEHEFWEE | BEE S BOAA—EBRLE®HR LS
Yo Hp o ZLEYR
(1D1-2-(1H-RE M- 1-25)-5-(Z & B 2) T E)-3-2-(4- Q- &-5- 8
MHE BE - 3-8 ) 45 &R, o ) W e - 5- B ) R
(2)1-(2-(4-(2-Fe % -5- S ML 0 - 3- 5 ) 38 48, K )W 0 -5- 25)-3- (2-(4-
£-1H-1,2,3- =1 -1-E)-5-C BB EHE)EXE)K »
(3)1-(2-(4-(2-B = -5- R ML B -3- B & )W IE -5-5)-3-(5-(Z &
B E)-2-GB-(Z & FH E)-1H-nkme-1-E) R EHIR ~
4)1-(2-(4-Q-BF Z-5- 8 Mg -3- B ) K & &) B E -5-F)-3-2- &
S-(CEEFE)EE)R -
(5)1-(2-(1H-ME M -1-5)-5- (= 0 FF &) R & -3-(6-(4-(2- B & -5- 8
ML g - 3- % ) 8 &R & ) ME i - 3- 5 R
(6)1-(2-(1H-1,2,3- =M -1-5)-5-(Z & B &) T & -3-(6-(4-Q-F &
-5- L e -3- 5k ) AR & &)L E - 3- ) ik
(1) 1-(6-(4-(2-Fr B -5- S ML e -3- ) 70 8 25 ) h g - 3- 5 )-3- (2- (kg
3-F)-S5-CEEFE)FE)RK
(8)1-(2-(4-(2-Biz 5 -5- L ME g - 3- 2 ) FE & B ) B g - 5- 55 )-3-(2-(1-F2
B -1H-MEME-5-20)-5-(Z R/ B E)FEE)K -
N1-(2-(1H-1,2,3- = M- 1-55)-5-(Z & F &) F 5)-3-(2-(4-2- Bz &
-5-F L BE -3-BR ) FE A A ) W UE - 5- B

‘*‘ﬁ'fé

325850D01D01 5
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(11)1-(2-(LH-Wh 5 - 1- 26 )-4- (= 4, B L) 36 26 )-3-(2-(4-(2- B 2 -5-
S0 5 - 3- 2 ) 45 B U - 5- R

(12)1-(2-(4-(2- 2 2 -5- SR OHE 0 -3 25 ) 3 46 2L ) W 0 -5- 36 )-3-(2- R,
4 (SR E)FEE)IF - |
(13)1-(2-(4-(2- B2 = -5- &ML 0E -3- 2 ) R & & )W e -5-2)-3-(2- &
A-(ZF P E)FEE)R - |
AD1-Q-(4-[2- B E-5-(ZH FE)3- WK K S E )-5- B0
H)S3-(S-(CHRFE)2-B-(SHFE)-1H- MW -1- 2L R -
(15)1-{2-[4-(2- i B -5- 4, -3- L 5 2 ) 36 4 1-5- W 0 5 )34 [4-(=
FEE) BRI -

(16) 1= (2-[4-(2- B -5 350-3- T W 2 ) 36 5 2 1505 T 2K )-3-[4-(=
9. B )-2- B 1R

(17)1-{2-[4- (-t 2 -5- 55, -3-THE U5 S5 ) 3 4 6 )-S5 Mg 0 2 }-3-[2- (4-
8- TH-UE 0 - 1-6)-5-(= 4 B K ) SE 2K 1R

(18)1-{2-[4-(2- % 2 -5-80-3- Ut 0 26 ) 3 R 2 )-5- W 02 25 )-3- (5-
2-[3-(Z 4 B ) 1H-ME M- - B 3 R VAR
(19)1-{2-[4-(2- Bt 2 -5- -3 PHE 0 5 ) 35 4 2 1-5- W 0 2 }-3-[2,4-
(=R E)EEIR -

(20)1-(2-{4-[2- B 25 -5-( = 45 B B2 )-3- ThE U 5 ] 3 4, 2 )-5- 185 0
H)-3-[2-(4- - L H- T -1 -85 )-5-( = 450 86 ) 25 2 1R -
(21)1-{2-[4-(2-JF 5 -5- 48, -3-TbE I 385 ) 38 4 6 1-5- W5 0 % }-3-[2- (B
BEEEE)-5- (SR B E)EER -

(22)1-(2-{4-[2- B 2 -5-(= 45 B L )-3- Oht 0 6 ) 36 48, A% )-5- I I
H)-3-[2- (IR E)-5- (SR FE)EER - =

325850D01D01 6
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10.

(24)2-{[(2-{4-[2- B 2 -5-(= 45, FF 56)-3-ThE 0 385 1 36 6 25 )-5- g
BB B R A B ) -NN-CHE A (SR P )RR -
MEFENBEEE 1 EHEE4ERE B EN—HE R 1L
&Y Hd > LAYk

(1)1-(2-(4-(5-CR IR T for-1-2) L Mk FF [ 1,5-a] W5 BE -3- ) SE 46 )
I 5 - 5- 25 )-3-(2- (WL BE - 3- 5 )-5-(= 48, FF ) ZE )R »
(2)1-(2-(4-(5-(F R T BE-1-F ) ME e 3£ [1,5-a] M5 g -3- B0 K& &)
W O - 5- 55 )-3-(2-(1- B k- T H- DR B - 5 6)- 5 (= 6 F B EO R -
(3)1-(2-(4-(5- B 48, 5 W0 4B 3 [1,5-a] 9% B -3- 25 ) 35 &, 25 ) W I - 5-
;%)-3-(2-01&1;ﬂ%&%)-S-(E%Eﬁ%)*ﬁ&%)ﬂﬁ .
(4)1-(2-(4-(UEL P48 3 [ 1,5-2] W5 I - 3- 55 ) 3 45, 6 ) WS g - 5- ;az) 3-(2-(Mk
I -3-5)-5-(ZH B E)FE)R -

(5)1-(2-{4-[5-( = BF e 225 ) OHk I8 3 [1,5-a] M5 B -3- 25 1 6 45 Bk )-5- 5
e 2 )-3-[2- (3- Mg B 2)-5- (= 9 R 45 R 1R

(6)1-(2-{4-[5-( = BF e 22 ) 0bk IA 3 [ 1,5-2] W B -3- 2R 1 6 4 6 )-5- 085
U )-3-[2-(1- FE 25 - 1 H- I R -5- 55 -5- (S8 R 25 B & 1R -
(T1-{2-[4-(5- 57 & UfL I8 3 [1,5-a) W8 BE -3- B ) % & £ ]-5- w5 I
E)-3-[2--HEBEE)-5-(SH HE)FEIF -
(8)1-(2-{4-[5-(Z. Br 55 ) WL Ik 3% [1,5-0] WA BE -3- B | SR &6, 2L )-5- W o
£)-3-[37 -HEA(SEFE)-2-BEER -
(9)1-(2-{4-[5-(= B B 5 ) 0L Tk 3 [1,5-2] W5 BE -3- | E 6 5 )-5- 1%
I 5 )-3-[4-( = 4, B B )-2- B S L 1R -

(10)1-(2-{4-[5-(= B B 25 ) L I8 3 [1,5-] W BE - 3- 6 | E 6. 25 ) -5- 1
EE)-3-[37 -BEA-CHEBE)-2-BHELF -

325850D01D01 7
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11.

12.
13.

(11)1-Q2-{4-[5-(= BF gt £ )L M 3 [1,5-a] W BE - 3- 2 [ &8 K } - 5- 1%
DEEL)-3-[2° -FE-4-CERFE)-2-BEEIR -
—EBEERY GEeRFUFFENEESE 1 itz &0
RNZAEEY - HE - E N-|tY - BB EZEZR
FeEERARMES -

WMEHFREFEEE 11 HA 2 BEEHRY) » Efh Trk MHIH -
WMHFEEMNEES 11 HRRAZ BEERKY - Hfh Trk FEE

R ZTREG R/ EIR A -

14.

RS BRI 13 EEL S BB R K o 3% Trk B

CERWEREE - AR BEE - TMRERER - /% - BEHE

15.

16.

&R~ REEBRFERENHTRH -

WMHAFEFEER 4 HRcBEERY - Hf - ZKER
BEMBEGXAFEZRRE  EEXE BEEBE - BER
RIEFTHBEZERE - FIRE  BERREMEXEB KR -

S S P R 1 S R T 4 4 A

¥ PO A LR T ~ BB P LB R - P B R 3%
P S - T P R B AR B U B R (R R
PR 0 (R - 11 v O B 3K T P B 9

—EEE REOEEEARES | EFRY BROBR
& W - E NS/ ZRBCURZ ST HIER 6
% /b — T8 B b 3% B 2 BB 5 B (acetaminophen) « J5JH B B 14
REEE ERSE  AEEE . SN - N-FED-RA
R 5 5 ~ LB RR B ~ B0 R BB I R B

BREEE B R

325850D01D01 8
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17. —%& Trk BBERFBZHGR/BOEE T % E4HBRERTE
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