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AKERATRROITEDBEALEALFTFPHRAR. RAERT, KAXH
FEETRARABEITHRY TREFABMEAGRAGET. &
KRR T ERE TR REZRE A XA AR, AREFHHERL
MR R ETT.

EHEAFRPENREFRE, LARELZRARY, XLiEF
ARFTFFERBY. FEAERABE VT FHGEHIERGRECHEM
AHERKRK, RMEAKASAFRRBRA. b, EFHEFL2FIIL
faditk G EL CHERER.

B AEOEMEERAYER: EW, 814, E3H R
BE., GARA—BREEHWMR. BRP2BAIREFX. MEAK
REZADFEFATEE 1, 000AFH LA, £60F L EHAFRTR
ARNMWEE L100ATH LA,

ERFHECBEEHBANENPMESCRETYT $ BRI A RE
HEREZTHEARAOER. ERATHRGY BW—RZAEMER
K% 69 16 AR R A I 37 3k S B a3k,

BATAAMEARAGTEEATHEERENRT % (L=
AER B (L-DOPY)), $EEABAIH (Hlde Deprenyl™), %€
B AR M F A (B 43R B F Ao FT AN G ) FefLfin sk b 35 (F] e XLt &,
AMFEEEE). AEERBRATELRLERBABGERES, ¥
MRAEAKHHAFEYERGSEELE TN, RBLXFHFEFTLERE
AR BRGAMEES, BufoRebfy XK, WIMRA 5T R RKHS
FIREEEZRGE AL AREYRTHAZLERER. LEAFH D
B, EFIREZATEFHRR, LARMERIRAGRIT .
RKINZ, EERLBFLHEGERST,, SRV PEIRAAXYE
Bk, el A ERBTEFEEERRGA KT X,

RiE A BRELXARGAFCEREAH5EHEFH oM ERANER
(Richardson, P. J. %, Trends Pharmacol. Sci. 1997, 18, 338-344)
Fa % 3% &k o 8§ 74 57 (Gao, Y. # Phillis, J. W., Life Sci.
1994,55,61-65) R HF Au ZARERANEZBHEF oML EARAFHE
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EEXAME OB MIPE Mally, J. F= Stone, T. W., CNS Drugs,
1998,10, 311-320).

BER—FARGEEYGRSEYE, CEASHASTEENATH
fefek BAER, ABHHEARAT XA BRBEFG T RFE R L% (CNS) 4

5 RHHNIANER, BHRSEEHE CNS BATRAGETHK
(Jacobson, K. A. %, J. Med. Chem. 1992, 35,407-422), &X#4
FRABRIERGZ AR R AN GHRF FEXERITGHELS D
(Bhagwhat, S. S.; Williams, M. Exp. Opin. Ther. Patents 1995,
5,547-558).

10 BEZERERSBERPBEFZAEAYGEE (P), HEESZ
R, TZHNAREFEARANRELARERHRE A, Au, An (HFKF
A& H 8 ) #  As(Fredholm, B. B., ¥ , Pharmacol. Rev.
1994, 46,143-156) . AR i 4 A& TF CNS(Fredholm, B. B., News
Physio. Sci., 1995,10,122-128) .

15 P %4k A-5 3 M 843kt ek 3F& 1L (Jacobson, K. A., Suzuki, F.,
Drug Dev. Res., 1997, 39, 289-300; Baraldi, P. G. %, Curr. Med.
Chem. 1995,2,707-722), Jf B iXieqt. &8 ARiE A F I35 S oo A
BEMHEER, Pl ERAKEF (Willians, M. Fe Burnstock,
G. Purinergic Approaches Exp. Ther. (1997), 3-26. Editor:

20 Jacobson, Kenneth A.; Jarvis, Michael F. Publisher: Wiley-
Liss, New York, N. Y.).

R, FRMMTEDHedFETAR{—FEEHISHR
% ) B 7% (ADHD) #9786 77 7 N. K EAFF04E WA ook B 24 42 4] ADHD &9 K
B A A K #E (Carfinkel, B. D. %, Psychiatry, 1981, 26, 395-

25 401). MEZARORREABAABE T B AAKRTHERTH
A, HFEBERBRHE A ZAGEFTABREE ADHD &4 F K4
wwele B B9 AE A) . PTRAGREEME Au RARAEFUA T A Sh ADHD REA #6974
FAREABNTEFAXGTRIAEA.

AMARIREFXAEATRRRXN TR ERMEN, FALLHFL

30 RERAMNHI b FRLAARKASUAFTUARERFE
(Porkka-Heiskanen, T.3, Science, 1997,276, 1265-1268). H
B Y EAE PR AR W A A TV R IR P &G4 &9 KA A BB AR IF A K
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A4 (Satoh, S.,3%, Proc. Natl. Acad. Sci., USA, 1996). A
sh, HBEM A ZAERRRN T A A TIK0H R REF G e IR E XK
VHBRTGLTERE.
RFNEBEA THPREEE LR L R P IRF B A F
5 KW HBPRE, BTET ARG ATRAFTRALTHARLT
#2 % (Berk, M.%, 2001, Bur. Neuropsychopharmacol. 11,183-
186) . Shp AR Py LW IEIEIE T A AR LG FLAR F RILIPARE M
(E1 Yacoubi, M% Br. J. Pharmacol. 2001,134,68-77). Bk, Au
ZHRBERAMNTRAEE T ERTRALCHRERQE T RE—IH
10 #77%,
BEF ARAYBHEF LT E (Ongini, E.; Fredholm, B. B.
Trends Pharzacol. Sci. 1996,17(10), 364-372). A tiXiitm
A A MR AKX IE B B FF A 36 5T F —FF T R 694 R AL RARFE A AR
5 CNS # 3 Bk D. LHRZX R EBRKIEGER., — 2T HGHL (Flde
15 Ferre, S. ¥, Stimulation of high-affinity adenosine A
receptor decreases the affinity of $ &M D. receptor in rat
striatal membranes. Proc. Natl. Acad. Sci. U.S.A.
1991,88,7238-41) e B A B HE K 6§ X F + (Fuxe, K F,
Adenosine Adenine nucleotides Mol. Biol. Iitegr. Physiol.,
20 [Proc. Int. Symp.], 5th(1995), 499-507. Editors: Belardinelli,
Luiz; Pelleg, Amir. Publisher: Kluwer, Boston, Mass.; Ferre,
S. %, Trends Neurosci. 1997,20,482-487).
RE & X S AR 7 69 25 RIEA BB A R4R 4 CNS PRI EEHMEA, £
AR AMZAESEBAHGERZAN XGEKNHME (Ferre ¥, Neurosci.
25 Lett. 1991, 130,162-4; Mandhane, S.N.%.,Eur. J. Pharmacol
1997, 328, 135-141) A ExfaHEMLELME A XAEGHHR ML
ARKAYTHREABALFRTTHR.
ERFEBATFHEEARAEATHNRABYEBHERALT
BHEFHGET, ERF ABENTEG—AREETLTRSTHE
30 AAHALEREF. BY M BRAGAHAZERPEACELITR
(Ongini, B.; Adami, M.; Ferri, C.; Bertorelli, R., Ann. N. V.
Acad. Sci. 1997, 825 (Neuroprotective Agents), 30-48) . %72,

10
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AABSEARW BRI ELZR T, A LT LG FRLAF A A F F R MPTP
HE G2 HEHGHZ2HKP %M (Chen, J-F., J. Neurosci. 2001, 21,
RC143), skéb, ZFEIBHAMAIER S A AR A 4R oveiE
BN 5 TMeEAKKARMAE A X (Ascherio, A. F, Ann
5 Neurol., 2001, 50,56-63; Ross G W, %, TAMA, 2000, 283, 2674-
9). Bivh, Au ZARRRMNTUEAFAZERARS SRR T RE
G BEAHERPERNGET.
EBAFEERSITLEDEAIRE L ZARRAMNTUARTRAET S
T A ARG ARTIRGER, HlohdERABEL, #l,
10 BP-A-565377).
— A LA FH RS ERYE A RN CSCI8-3-RXT
$#%2) ok B ] (Jacobson %, FEBS Lett., 1993,323,141-144),
Fok(1,3-—FEERD), ~FHEXRKEF RELRT A f AuTh
GRS RA, CBHTEAEE. HATREZIAFRETHRERLMN Y
15 #ANRFEMEERRTPAME, A5 LMERRAELZTRATTH
AXAKE, AR o REAZFMN Q50 ng/R)EFKR 12/, 1 AE
fF R FLE 4. 44ng/L. AR L AR B EGEFHFHERALEE
FHH 11 ARETEREEITNKE Mally, J., Stone, T. W. J
Pharm. Pharmacol. 1994, 46,515-517).
20 KF 17837[(B)-8-(3,4-—FREXZTHE)-1,3-—AKX-T-FX
FEA]REFHBRT A TARERAN, RAUVRLENASEBIRS
A ZARB B A CGS 21680 BENLHFIRMGLHEEASE. KF 17837
LEBRR A PFHELGZAMGK. s, KF 17837 mik
L-DOPA B ¥4 T RA TR L FBEEHER, #57T KF 17837
25 RPABEHBREF AuRARAMNA R ELIRMK (nigrostriatal) 24
B OB RBBT A AR RN ik (Kanda, T. %, Eur. J.
Pharniacol. 1994,256,263-268). KF 17837 #44:# &M X % (SAR)
€ % /2 9 (Shimada, J. % , Bioorg. Med. Chem. Lett.
1997,7,2349-2352) , 34T X F Au AR A KV-6002 #3748
30 (Kuwana, Y %, Soc. Neurosci. Abstr. 1997,23,119. 14; #= Kanda,
T. %, Ann. Neurol. 1998,43(4), 507-513),
R REA KB EEHFGER RS LM @I SCH 58261 &

11
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H 474 4 (Baraldi, P. G. %, wbetif[4, 3-el-1,2,4-=+&[1, 5]
wgEwr 47 % H: Potent and Selective A Adenosine Antagonists. J.
Med. Chem. 1996, 39, 1164-71). SCH 58261 (7-(2-X Z &) -5-& %
-2- (2-vkvh ) —wbet - [4, 3-el-1, 2, 4= 5f [1, 5—c]H®) TFLRF

5 AiEFHEANSSRAK (Ongini, E. Drug Dev. Res. 1997,42(2),
63-70) - A3 K THE—&F| &4 Baraldi, P. G. %, J. Med.
Chem. 1998, 41(12), 2126-2133),

LEFRRPAARTEGRFGELEARATHEOENRE A
HEFERANERGE .

10 HaWAN, Rbiid, AEH L5 RFIARRALX,
sHIEHE P) AR ESNGRAMNEASFLS S, FEFINAAMRIT A
2k, REHRASHEARTAATARTER, RV RS2HK, FHE
PR AR L ERRRRE A TR EY, TURFAAER. Bk
o TRER TEHERGET, FlrFREFFEFHEK

15 AHEFHER. FALARNEXAGEROENEERRK, HEXE
KEKAm, BREL, REHARAENAPRRILRR.

P 640 8- B T A K B E R T AR Afefeit ety (BIEFTH
FABERA) . EHIMMEARR. ADID. EHHBRRNETIA FHE
P

20 ERAXAFRBX (1) 6§49

R2
N AN
<L
7
'i‘ N~ TR,
R

3

£
Rliﬁaﬁi‘, %i, ﬁiga %i‘gi ﬁﬁﬁg’ ﬁ‘ﬁ%gi CNa

12
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62 6-(2-vk b ) -9-(4-F X TX)-9HI-E%-
(K) 2R

63 I-2-FRETHK)-6- Q- L) -9H-%&%
(X) -2-H

64 j& 6-(2-vk &) -9-(3-F A T X)-9H-"%w -
(X) “ 2-Ji

65 6—(2-vkv X)-9-2-FX-2-TH-4-X)-
() OH— v —2- B

66 9—F X-6- 2=k i) -IH-R%—2-B

(X)

67 9-(4-RFRX)-6-(Q2-"kvh &) -9H-"R -2
(K) B

68 6-(2-ekh X)-9-3-F X QL) -IH-FH%-
(KX) 2

69 2-RE-6-(2-skvh i) -IH-E%-9-Z8 T
(X) : 5

70 -— W R RE-6-(Q2-vkvhR)-9H-"F%-9-
(L) Wy ok L8R A B
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71 3 1-— F & B L6 -k &) I E A —9—
(B) b 8 TS

72 2, 6—-—= (2-=k v &) -9H-"£%-9- T B8R T B
(A) :

73 _,5:& 1-F AR -6- 2-skwh &) -9H—R%—9-Z 8%

M) ° ’

74 6- 2k R)-2-FRE-I-Q-=Z=FEX T4
) / Bk T RE T E) -9H-R%

75 6- (2-skwp ) -2-F f A -1H-%%

(©) (e

76 o& 6- (2-kr &) -1H—Ro%—2-B

(0)

77 2-RE-N-FA-6-2-EDX)-9IH- %% -9
(©) o Bk

78 2-RE-6-Q2-EypX)-IH-F%-9- FE &
(A) ~ T B

79 oﬁj& 21— F K -N- (4- B EK) —6- 2-vk b &) ~9H-
(©) o o —9— % Bk A

80 2-RE-N-3,4-—fFR)-6-Q-whi)-
(6) 9H— R o4—9- F Bh A
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81 T 6- (2-ck b ) -9- (2-% % T &) —9H-"F -
(X) 1B

82 ,Qfg“ 9- (1- (4-RE L) T &) —6- 2k £ ) -9H-
() o o —2— i

83 c& 6- 2-k &) -9- (4-F AL FR) -9H-Fo
() “ 0 ~)— Rk

84 c& 9- (3, 4-= R E L) -6- -k vk X ) -9H-"E o
(X) g ~2-M

85 015:8' 1-F & -6- (2-vk &) -N-3 X —9H—Rob-0-
(P) : T B

86 o 2-F A -N-F £ -6-Q2-skvh L) -9H-"F%—9-
) ZBLE:

87 . 2-RE-6- (2-kwh ) -IH—"R%—-9- T Bt Bk
(Q °

88 6- (2-vkwh ) -9- 2-AAR-2- (1-vbei it )
Q) LX) -9H-"gwp—-2-f

89 2-RE-6-(2-skwhX)-N-9F KX -9H—®w-9-
Q) ~ s

90 ) 6-(5-F & —[1,2,4] "% —wk-3-%)-1H-*%
(R) -2 B
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91 2-RAE-N-FE-6-5-FX-[1,2,4]%=
(G) 4 op—3— R ) 9N —9— F SR

92 -RE-6-2-kmE)-N-Q-XX T X)-
(6) ' OH-"%%—9— F BLAE

93 —Qj?g\ 1-FE-N-Q2, 4-=FEXK)-6- Q-sktX) -
(G) & OH-"®%—9— ¥ BLAE

94 ,?8\ (1RS) -2-F & —6- 2-vk v &) —N- (1- (1- %
(©) L ) TX) -9H-Roh-9- F BLAK

95 - E-6-(2-%kmE)-N-2-C-F AWK L
(G) ) -2-AK) -9H-"F%-9- F Bu i

96 -RE-6-Q2-%kmE)-N-Q2-EXTH)-
Q) ) OH—"&w—9— Z, BE AR

97 6— (2-vk" K) -9- 2-FAAK-2-(4-F E-1-%
Q) %X)LR)-9H-EB-2- A

98 2-BE-N-Q-RTX)-6-(2-= " X)-9H-
(G) R—9- T BLIg

99 2-RE-N-G-RALX)-6-2-=kwhL)-9H-
(G) * -9 ¥ BE B

100 3-(2-RE-6-(2-rkwh ) -9H-"Ewh-9- 1)
(6) - EERA AR B
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101 2 - 2-F A -6- -k &) —9H-"F % —9-X)
(6) ' BEAER--RA AR

102 6- (2-"k v X)-9-(2- (2-wkez &) T R)-9H-
(S) -2k

103 6-(2-skwh &) -9-(2-(1-%% L) TX)-9H-
(S) w2 —fi

104 6— (2-wkh X)-9- (2-(1-"k2 &) T X)-9H-
(S) o -2- B

105 P& 6- (2-ck b &) -9- 2- (1- BB EX) L) -
(S) A - -2 -

106 2-R A -6-Q2-vkvh ) -IH-F % -9-F 8 ¥
(T) . By

112 N-FE-2-FRE-6-Q-kwh ) -IH-"F%-
(G) % 9- ¥ Bt A

113 9-(2-(4-FREX) THR)-6-(2-=vh L) -9H-
(S) -2

114 j& 9-(2-(4-—FEREXR) ZA)-6-(-%
() f ) -9H— R -2

115 f& 6- 2-ck &) -9- Q-XEX T R)-9H-Fo
(S) O~ -2-J
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116 ﬁ -FR LA FE-6-Q-vkuh ) -9H-"Ro—2-
© | ol |m

117 9-(3-RT A AE)-6-Q2-kwhR)-9H-E%
(S) —2-B

118 f&. 1-FE-N-F K -6- Q- b X) -N-F £ -9H-
119 2-FHE-6-(Q2-skhX)-N-Q-wbz X FR)-
Q OH-"EW%-9-Z Bt &

120 cg; 6- (F ek wh—2-2) -10-Bo-2- Bk

(0)

122 L@g\ 2- K -6- (2-vk &) -N- (2-woz &) -9H-
Q) O~ Rh—9- T Btk

123 L{g\ 2-R A -6-Q-khA)-N-Q-FRA T H)-
Q | O~ OH-R -9 7, Bh Ak

124 2-RE-6-(Q2-skwhX)-N-iF HR-9H-E -
Q 90— Z, Bk A

125 ;};é\‘ 9- (3-FLE£)—6- Q-k b &) —IH- R -2
(S) n B

126 pﬁ‘ 6-(2-vk il &) -9- (3- F X ¥ X)-9H-F o —
(S) 2-B
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127 o 6—(2-ek vl K)-9-(4-F X FXK)-IH-"%%-
(S) e a s 2-f

128 2-RE-6-(KHrekuh-2-%)-N-F X -91-%
(6) w—9- Bt

129 6- (5-R—2—Ewr i) -1H-"%%-2-B&

(0) 3

130 2-RE-N-FE-6-(5-R-2-E%£)-9H-¢
(6) ' W —9— B Bk i

131 6- (2-=kwh &) -9-(1, 2, 3, -9 & -4 ok-2-
(I) ERE) -9H-f%-2-f

132 6- (2-vkwh ) -9-(1-v| Rk X K X )-9H-%
(1) -2 -

133 N 6-(1-F A -1H-vtbei—2-R) - 1082
(A) '

134 1-RE-N-F R -6-(1-F X -10-vb g -2-
(6) A) -9H- "R -9 F BLAE

137 6— (5—ved X ) - 1H-®%-2 -k

(Y) &f;

139 2-RAE-N-FE-6-(5—Fet £)-9H-"E% 9
(G) \ Ll S
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140 prg‘ 2-F A 6-2-kHE)-N-2-FEEE)-
© : IH-"Rw—9- Z BL Ak

141 -R/AE-N-(-8FE)-6-Q-whi)-9H-
Q) -9 Z, Bt Ak

142 -8 XK -6-(2-=kwh ) -N-(4-vbez X ) -9H-
Q . oo —9- Z, Bk A

143 2-R A -6-(Q2-=k ) -N-(-sboz X)-9H-
(1) : Rob—9— Z, Bkl

144 -RE-N-(4-RFR)-6-Q2-kwh £)-91-
Q R -9 7 Bt

145 . 2-RE-N-FE-6-Q-=kwhX)-N-FX-9H-
Q - ®o—9- T BE A

146 6-(2-sk v &) -9-(2- (4-wkve &) T X) -9H-
(S) v -2 Bk

147 6-(2-ekwh X)) -9-(2— (4-"Gok X)) Z &) -9H-
(S) i o —2 — B2

148 6—(2-vkwh &) -9- (3-vboT R PR )-9H-"Ew%
(S) -2-R

150 %\. 6— (3-F & -2—v&wy K ) -1 H-Rod—2 i

(4)
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151 7 3- (2- KA —6- -k &) -9H—E o —9- &)
(AA) o B B8

152 I-(2-R A -6-(2-wk v X)-9H-"£ % -9-X)
(M) %R

153 N 6-(2-skw X)) -2-F X -1H-%%

(AB) O

154 N-¥ R -6-(2-vkwb i) -2-F X -9H-F%-9-
(©) P R

155 Jﬁ 6- (2-vkwh A) -9-F % 2 BBt A& —9H- R -
(1) e 2-F

156 2-R-6-(Q2-=kvhRX)-9-(4-F X ¥ X)-9H-
(AC) oI TS

157 9-(2-FKFX)-6-(2-vkwh X )-9H-"F%-2-
(AC) ;3

158 6-(2-sk v ) -9-3-AAF L) -9H-F % -
(AC) ° 2Bk

159 6-(2-skhE)-9-4U-Z R FEL¥L)-9H-%
(AC) - o2

160 {:& 6- (2-skwh X&) -9- G- X X X) Shs A -9H-
(B) £ -2 fe

47



02806258. 2

wooB B ZE41/96 T

161 QE& 9- (2-3k X A) BB A -6- Q- L) -II-%
(1) C wh—2— R

162 g:& 9- (4- X K) BB E-6- Q- L) -9H-%
H) O -0

163 | 9-(4-FE L) HBE-6- Q2-=kh ) -9IH-%
(1) O b2 R

164 j’g» 6— (2-vk v &) —9- T Ak BE A —9H- "R -2
(1) sl

165 - T B A -6- (2-vkwh XK)-9H-F%-2-
(H) . 3

166 2& 6 (2-wk b &) —9— (8- ok 2k Bk ) —9H-"R o4
(H) g ~2-F

167 @%\ 9- (3, 5-— F £ Fo-8ek—4- 1) BHBE—6- (2-
(1) ol ok v ) 9 H—"R -2

168 6-(2-mkwh X)-9-(5-(2-wb2 X )-2-K%
(H) E) sk -0 % -2-

169 1-RE-6-Q-%kmE)-N-4-FEE-2-F
Q) AFK) -IH-E%-9-TL B

170 -REA-N-Q4-—FEXE)-6-(2-7%k"h
Q £) -9H-"R -9 T WLl
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171 ® RN, 2-= F A -6-Q-khA)-IH-%
(1) -9 Bt Ak

172 6-(2-wk R)-9-(4-A A FR)-9H- 2% -
(AC) 2B

173 6- (2-kwh X)-9-(4-F X FX)-IH-"%%-
(AH) 2-F Bk

174 6-2-%wA)I-Q-X_FHRERKKXT
(X) ’ £) -9H—"R-2-f

175 2-F A -N-4-REL)-6-(2-%hX)-9H-
Q weh-9-7 Bt

176 2-RA-N-(3,4——8_EEX)-6-Q2-=%kwhX)-
(Q 9H-"%wh-9-T Bt

177 I-(3-RAFR)-6-(2-v ) -IH-F%-
(AC) 1B

178 Qj:& 9- (2-F. 3% &) -6- (2-vkwh &) —9H- R —2-
(AC) - 3

179 O*bﬁa N-(5— (2-F K —6- (2- vk vty ) —9H- % % -9
(H) ) AABE)-2-KH A FTR)-4-REFBE
180 972& 9— (2,1, 3-F H"E vk —4-2) B BEE-6- (2-
(1) : ko ) —9H- %2 K
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181 3-(2-RE-6-Q2-sk i) -IH—R%-9-5 Bt
(H) K)Ey-2-9 8 9 85
182 (;S\ 6- (2-ek &) -9- (5- (- "Bok-3- %) -2-oK
(H) a P oK) st E -9 R -2k
183 v 6- Q- ) -9- (5-F-1, 3-— F A -1H-%
(H) L, [He-a- ) BB R -9 H-R -2 R

Mo : ro
184 i;& 9-(4-ZBEE X R ABA)-6- Q-ckvh ) -
@ | PO JIE SIS
185 {:& 6-(2-skhR)-9-Q-F X THE) Bt X -
(H) QJTO OH—=god—2 -
186 5\ 9-Z BB K —6- (2-vk b &) —9H—"Rob -2 Bk
(H) .q;"g%
187 p 6—(2-vkwh X)) -9-(2-wboz X FR)-9H-"E%
(S) —2-
188 y 6— (2-sk v K) -9-(4—vbuz X F ) -9H--% %
(S) -2-Re
189 OJJ{S\ 6- -k b &) -9- (3- (3-wkoz &) & L) -9H-
(S) o od— 2B
190 @}g\ 6—(2-=k &) -9-(3- (4-wbe X)) A L) -9H-
(S) ‘ B2
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191 2-RAEA-N-(1-(4-3FXEX) TE)-6-(2-"kH
(G) X) -9H—%%-9- 7 Bt

192 I-(3-REFR)-6-Q-=khK)-IH-"E%-
(AD) 2

193 .P?& 3- (- A —6- 2-ok b &) -9H-%%-9-X F
(AC) “{ R)XTRFE

194 - (4-FRAFR)-6-(2- v X)-IH-F%-
(AC) 21-BE

195 6—(5-F XA -2-wkvh i) -1H-R%-2-&

(Y)

196 ,fE& 9-E -k B & —6- -k &) —9H- R -
(H) . ! 2Bk

197 6— (- ) -9- (- X FXK)-IH-"F% -
(AC) 2Rk

198 6- (2-skwh ) -9- G-F REAFE) -IH-%%
(AC) ~2-f

199 P})& 3- (- F A —6- (2-vkvh &) -9H-F B -9- & F
M) ° ESES

200 NN-—F R -6-Q-skwhR)-9-4-FEF
(B) C | R) 92— B
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201 P%\ 1-F A -6- 2k b ) —N- Q-ck Ak T ) -
(©) oL 9 H—=f W —9— F Bh AR

202 f& 2-F A -6-Q2-=khE)-N-Q-Ep X FH)-
(6) O 9 H—wf wh—9— 1 Bk i

203 9-(3-AFR)-6-(2-skwh &) -9H-"§h-2-
(AC) Rz

204 % - E-N-FE-6-(5-FHA-2-wkvh})-9H-
(G) v —9— ¥ Bt B

205 I-(3-ZBAAFR)-6- Q- i) -9IHI-%
(AF) " -2~

206 @P& 6- (2-ckwh &) -9- (4- FAABLA E X) 90—
(AC) ! -2 i

207 9-2-FAAFR)-6-Q2-=kwhi)-9IH-"f%-
(AD) 2-R

208 I-(4-FRAFR)-6-(5-F A -2-vkwhX)-
(AC) § OH-g -2

209 e 6— (1-F & —1H-okod—5— %) -1H—"f-2-BE
(Y) a9

210 Cfg 6- -k &) -9-(2- FABE KL FR)-
(AF) 5 OH-vfwh—2— it
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211 3 9- (2, 6= R FK) —6- -k K ) —9H-E %
(AC) -2-R

212 Qﬁé\ 6- (2-sk i £ ) —9- (6-F A -2z K) F X~
(S) . OH-"Rwh—2 i

213 6- (2-"kwh &) -9- 3-ckwh i ¥ X&) -9H-F%
(S) A 3

214 9-F K s BE X -6- (2-vkwh ) -IH-R%-2-
(H) )i 3

215 ' 4- -F A -6-Q-=kwh ) -IH-F%-9-X F
(AC) R EXFRTE

216 \}OP& 4- 2-FE-6- Q-ckh &) -IH-"FH-9-% F
(M) 3 BXTR

217 6-(2-vkv ) 9-C-FHBEEREFTR)-
(AF) 9= od—2— i

218 gB. RES6-C-kRE)N-Q-kRETR)-
() & IH-F-9-TBLI

219 9-(3, 5-—FHRAFR)-6-(2-=kvhK)-9H-
(AC) Rod—2 -

220 QF&- 9-(2-TBLREF ) -6-(2-kwh &) -9H-%
(AF) g wh—2 -
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221 6-(2-sk X)-9-(3-F X FK)-IH-%%-
(AG) 2R

222 N-(Q2-Q-A X -6-(Q2-=kwhX)-9H-"E%-9-
(S) ) TR)-4-vbre ¥ sk

223 6—(2—"kwh ) -9-(3—Eu X FX)-9H—%%
(S) ~2-B

224 9- (1-F A -1H-sk=-2-X FXK)-6-(2-=h
(S) A) -9H-"f -2 -

225 9-(4-FH A FR)-6-(2-vkvh X ) -IH-F %
(AD) 2

226 3-(2-RA-6-(2-"kw ) -IH-F-9-X F
(P) A)-N-FEXFBLAE

227 4— (2-RA X -6-(Q2-vkv ) -IH-F%-9-KX F
(P) A)-N-FEXF Bl

228 6- (2-wkwh ) -9-(4-F E XA BBt ) -9H-
(H) . R -2-R

229 9-(3,5——F R FTodk—4-K FR)-6-(2-%
(H) wh i) -9H-F-2-f

230 3-(2-R A -6-(2-"kwh ) -9H-RS-9-X F
(P) )N, N-—F XX 78 hk
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231 2-RE-6-Q-kHmE)-N-G-FREEXER)-
Q) OH-"®o—9- T Btk

232 6-Q2-skwhE)-9-4-FHRBEAREFE)-
(AF) e OH—=Rwh—2— i

233 4— (2-AE-6-(Q2-vkvh X)) -IH-F%-9-X F
(P) ) -N,N-—FEX TR

234 Qf& N-(2- (2- S & ~6- (2—ok % 2 ) ~9H— "% % —9-
(AF) '3 EAFR)ER)RAR FoLik

235 6- (- X )-9-(2-(1-F R -1H-k = -4~
(AF) . ABEARL) FL)-IH-R%-2-8

236 5 2-RE-6-(2-kmE)-N-Q-FAREFE)-
Q) 9H-"fw—9- T BL B

237 Qﬁ 1-FE-N- Q- B ¥ £)-6- -k k&) —9H-
() & R -9- Z B

238 O%gg\ 6-(2-ck v £)-9-(2- Q-Ewr £ Bt X &
(AF) A)FR)-IH-F%-2-

239 ) 6- (2-k &) -9-(2-(3,5-= TR Tk -
(AF) e 4-E BB R RR) F L) -9H-RA-2-B

240 D§é< 9- (5-F-2-EH A FA)-6-Q-khik)-
(AC) L 9wl wh—2 i
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241 o%: 6- (5-F K -2-wto &) —1H—"R 2Bk

(Z)

242 N-(6-(2-skwh £)-9-(2-2-F X ABAX)

(AF) X FE)-9H-R%-2-XK) -2-F KX At

243 9- (2-BF X)-6-G-F X -2-wbvz £)-9H-

(AC) -2

244 E: - (2-F T &) —6-(4- T £ -2k ok X ) -9H-
(AT) Qfa\ R -2~

245 2-RE-N-FE-6-Q2-=khA)-9H-"E%-9-
(AK) LB IR (acetimidamide)

246 2-R A -6-Q-,wE)-N-(1-FEARK)-
Q) " OH—=§ -9 7 Bt B

247 1-RE-N-T A -6-Q2-=kwh L) -9H-E%-9-
Q) - 3

248 N-3% A A -2-RE-6-(Q2-=kwhR)-IH-"£%-
(1)) " 9- T Bk

249 2-RE-N-(3,4—REXX)-6-Q2-=hR)-
Q 9H-"g%—9- T BLAE

250 ﬁ;:oj:& 6— (2-wk v ) -9- (3- (3, 5-= F & F"Toi -
(AF) : 4-X BB A RE) FE) -IH-RS-2-k
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251 N ﬁ; (28)-9- - RA-1-AX) -6- 20—k k) -
(AL) &ff T Y LT

252 -RA-N-Q-—FERETHK)-6-(2-%%h
Q £) -9H-R%-9- 7 BB

253 9-(4- R F X)-6-(Q2-vk v £)-9H- R % -2-
(AC) Jie

254 }El (2R) -9- Q-F L -1-FA X)) -6- Q- £) -
(AL) Nl OH—v wh—2— B

255 ﬁi., 9- (- (TEAZERX) ZX)-6-Q-%
x) o™ | R) 92— B

256 ,Ofgvn,. N, 9-= (4-F £ ¥ £)-6- Q-ek ) 91—
(AC) o2

257 li 9- (- A T &) -6- 2-skh &) -9H- % -
(F) H{‘r T

258 6- (2—ck v £)-N, N, 9-= (4-F A ¥ X)-9H-
(AC) oA -2 -

259 9-2-R-5S-AEFE)-6-(2-=k"hK)-9H-
(AC) B ofod— 2 — e

260 6-(2-sk i R)-9-(4-L X FX)-IH-F%-
(AG) 2-Bi
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261 2 6- 2=k ) -9-(4-F REFTX) -IH-%%
(AC) u, -2-B

262 9- (2-FFX)-6-(1H-vbrd—3-K) -9H-E v
(AM) —2-M

263 9— (2-FFA)-6-(1H-=wk-3-%) -9H-E o
(AM) N R

264 Qj:&' 9- (3-F A T K) -6- (1H-vbmi—3-2) -9H-=%
(AM) \ wh—2— R

265 I--REFR)-6-(5-F X -1H-wb o -3-
(A0) X)) -1H-"%%-2-fi&

266 3 I-(3-FHREFR)-6-(5-FE-2-vkvhit)-
(AC) OH- " —2—fik

267 9- (2-/FA)-6-(Ew-5-XK)-9H-F%-2-
(AC) )3

268 - (6-H A AL FR-2-wbm X)-6-(2-%vh
(AC) &) -9H-Fw-2-fik

269 VQ}& 9-(3-F R -4-AAF X)-6-Q-khE)-
(AC) p IH-"R-2-F

270 4- 2-R A -6-Q-vkwh X)) -1H-8%-9-X F
(AC) )il k-1-FRRTE
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271 6— 2k ) —9- (4-73| kX F X) -9H-%%
(AQ) -2-

272 @P& 6- (2-vk b K ) -9- (5-% Sk & F X&) -9H-"E v

(AQ) -2-k

273 &L@F& 5- (2-F K —6- 2—vkwh ) -10-R%—9-3 &

(AC) X) %l%—l—‘f’&&‘fﬁ%
FiEA
2-F-6-Q2-kHhR)-9-Q-ZFEAFHEACAEFTR)-II-H% (%
1)

5 #2,6-—f-9-Q-ZFRAFARECHAEXFTH)-IH-E% (957ng,
3mmol) /£ DMF (2.5 mL) ¥ #3%#% A PdCl.(PPh;).(105mg, 0.15mmol)
Fo 2 - (ZTRAE) vkvh (944pL, 3mmol) &3, FE TFHIE 16 A0,
A BtOAc #&, MRk, TR MegS0) AR, BdE#ksi
[Si0:; EtOAc: fix, (1:2)] AT R EAKEL & (BIX) 52| H784

10 A% (738mg, 70 %), XAHBEEK,

ZiE B
NN-—FE-6-Q-kwhi)-9-Q-ZFRAFERAZAREFTL)-9H-
-2 (L34 2)

15 2-F-6-Q2-kmE)-9-Q-ZFEAFARKTARXTE)-IH-F%
(488 mg, 1.4mmol) AR ABEE (5 L) P ERAHLAFAK (1 ol) F&
40%—F XA E, @R 2 I, AZREHETEFELEM[SI0;
EtOAc: &gt (1: 1) 143 8 45 M 4044 (431mg, 86 %), HAH G &HEK,

20 F&EC
N, N-=F E-6-(2-=kvh XX) - 1H-Rop—-2-f& (£ &4) 3)
N, N-—FR-6-Q-%hR)-9-Q-ZFAFRRACELTFTR)-
9H-"@%—-2-f& (200mg, 0.56mmol) & THF(S omL) P& ERAWETA
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#Fib4 (1-M &£ THF $, 0.67 mL, 0.67mmol) %32, &#i 4 )0, %
3, MAKTH A Et0Ac FIK. HF4-F 69K b Tk (MgS0), AZK
4% 8 it &% 5k 4h4k (Si0:; EtOAc) 73| 4AE1L4% (98mg, 76 %), A
A &K E B4R,

FiED
6- (2—ck vl X)) -1H-®%-2-B (F£#4] 11)
N-(3,4-— FHEREFRX)-6-Q-vkwh)-10-F%-2-5 (194mg,

0. 55mmo1) £ TFA (1mL) P 8938 % & 60T Fimik 30 04F, MAKT, A
10 EtOAc EIR B4 494 AAa-TF 5k MgS0.), AZREH BT E#Ksk

46 (Si0z; 4 5%MeOH & EtOAc) . ¥ A5 % & B4R B M AE MeOH F, A

HC1 (1-M A& Bt.0 W) it 13 24z 44% (T5ng, 57 %), EAHFKE

B4k,

15 Fi&kE
6— (2-k ) -2-BAA T AL -IHN—R%4—9-F B4R T B (L& 4] 12)
-8 ~-6-(2-vkvh X ) -9H-E%-9- F B 4 T &% (320mg, 1lmmol) /£
1-F X -2-sbeg 3 8 (2 ml) b &9 % A NaSMe (140mg, 2mmol) &3, A
110C Fhndt 48 Joud, &40, MAKRYP, A CHCL: FERHEFAHF69A
20 AuAR TR MgS0.) A 2% . W ATAFe 8 & a4k EM A THF 2 ol) +,
F BB —4 T8 (218mg, 1lmmol) . Et:N(139uLl, lmmol) fet{b ¥4
DMAP 422, B3 18, MAKY, A CHCL: FERHF#&4-5F694 i
F 3k MgS0.), AZEREFELEHELA[SI0; KI:Et0Ac(4:1)]
F R A A (106mg, 32 %), HAHFREK,
25
F % F
6- (2-vk b RX) -2-2AK T RE-1H-R% (L 44 13)
6-(2-k v X )-2-AR FRE-II-"Eoh-9-F B T 8 (75mg,
0. 23mmol) £ ="%4% (0.5 nl) # HERA AL TSR ¥ HC1(4-M,
30 0.5mL, 2mmol) &, FETFHH 30 £94F, MALEA NaHCO: ¥, A
EtOAc X IR B&4 69 A AT 1k MgS0.), AZREAMFHTFRE
A A BtOAc B4 i3 BT 2| AR L4 (46mg, 86 %), HAHFKREK.
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FikG
- A -N-FE THE-6-Q2-skwh ) -9H-—R%-9-F Bt (L4 36)
6— (2-"kwh &) -1H-"£%-2-4 (0. 050 g, 0.25mmol) F= DMAP (5mg,
5 0.03mmol) £ &K DMF(1 wl) ¥ é&§&E % A ETXFRERE (0. 029 g,
0.30mmol) %38, /£ 65C Fik# 1 I 0, MAKRSHAR (0 0l) ¥, £
0C T4 15 4r Hit BB eyRx BAE P.0s EAT TR, FIHEA
- (T4mg, 100 %), K HéE EBE4&K.

10 F*%kH
9- (4- T A XA BBL) -6- 2k i) -IH-F%-2-K (£8&4] 27)
6-(2-=kwh &) -1H-"%%-2-8 (100mg, 0. 5mmol) £ THF(2 mlL) F=
DMF (0.5 mL) P 8 & A 4-RTEXEXABK (116ng, 0.5nmol) F=
Et:N(69uL, 0.6mmol) 3, #& 60C Fhm#k 2 Jout, A3, AKHE
15 Hit i priF e B4k 3F A BtOAc bk, 247144 (106mg, 53 %),
£ HFRKEK,

Fik 1
6- (2-vkwh ) -9- (1-vbe B A K K) -9H—F -2 (3£ 34) 29)

20 wheg dt (50 mL, 0. 6mmol) AF XK (2 ol) PERAXAKLEFTEY
#2k (0. 31 mL, 1.93-M, 0. 6mmol) &3, /& 80°C Fheik 30 54, %
HHAALTRE. BARALAWEMRE THFQ ol) FH A 6-(2-khE) -
1H- =@ v -2— B (100mg, O.5mmol) H= Et:N(83 mL, 0.6mmol) #&
DMF (0. 5mL) " #9 & A, &£ 60C FHH 16 0, MAAK Y HLA EtOAc

25 FIR, #4F A AT IR MeS0), A ERE AT EKA Et0Ac/
B L R AT B AR A (92mg, 62 %), HAFIKREMK.

FiE K
9-(2-FTEX T E)-6-(2-"kwh i) -IH-F%-2-B (£ 4] 54)

30 6- (2-vk v &) -1H-"®%-2-B (25mg, 0.12mmol) Z£ &K DMF (0.5
ml) e XK THE(2 oL) P YRR A ZXEBREXTH (65mg, 0. 25mmol)
Fa 2-FR A B (35mg, 0.25mmol) 2, TR TS 10 547, AIB
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F—FE —dx T A (0. 058 g, 0.25mmol) &%, ¥R F4&S 16 I o, it
EHA TR, KRN R RBEMRAE CH:CL, (2 nL) #= TFA(1 ol) ¥,
#zh 2P EETRE. $HRNORPEMRE CHCL.(3 nl), & 1-
M HC1(1 ol) REZR—&RES 15 24 AWML SR E AT &#%
%4k (Si0:; EtOAc) 3B/ 47M44 (22ng, 57 %), HAREEK.

FikL

- FRBE-6-Q-khR)-IH-R%-9- B F DB (k4] 70)
2-F.-6- (2-kwh &) -9H-"%%—9-Z & T 8 (100mg, 0.33 mol) A&

FAEQ o) PHERASET KT 406 FRBLE, QK2 )

i, &49, MAKYT, A EtOAc FIR B4 5 694 Huda T Bk (MgS0.), A

R g AL &SR [Si0:; KR EtOAc, (1:1)] F 2| HFHALLWH

(20mg, 19 %), #Hé & E4K.

FiEM

2-R A -6- (2-=kvhR)-IH-"R%-9-Z B (FL#%4] 73)
2-RA-6-Q2-"kwh X) -9H-K%-9-Z B & (200mg, 0. 69mmol)

7£ MeOH (3 mL) ¥ #9325 F) NaOH (2-M, 0.5 ml, 1 mmol) RERKAE, &

F10 4, A3, AARE, A HCL KER (1-M) BibFeid & A75 69

Bk, RAKKEFTREINFHELSY (129ng, 72 %), AAXKEE

4.

Z ik N
6-Q2-%hE)-2-FRE-I-Q=ZFRAFEARETZAEXTR) 91§
e (3841 74)

¥ 2-R-6-Q-%mR)--Q-ZFRAFHERX AR T L) -9H-
w2k (0. 35g, 1.0mmol) F= P &%4h (60mg, 1.1mmol) £ F& (5 nl) &
BEREA23DE, A, ATRERHTFAGEEARLEE, ALBRR
% pH 4, A EtOAc IR, T3k (Na.S0.), AZEREHFiLE#ks%
A [Si0:; EtOAc: Bk (1:1) 14524z 1k4-% (232mg, 67 %), HAH XK
* & B,

62



02806258. 2 oM 1 ZE56/96T1

Fik 0
6— (5—R|—2—Ewup X ) —1H-—"%%-2-B (L84 129)
N, 9-= (w & vitwh—2-2)-6-R-9H—-%%-2-4 (1. 01g, 3. Ommol)

#2 Pd (PPhs) .« (250mg, 10 mol%) /£ THF (20 mL) P &9:E %A 5-R-2-%
5 wyrERBg (536mg, 3. 3mmol) FedbF NaHCO: R (10 mL) &, BR 1

Joad, A OH.0 #&, A EtOAc IR B A Huia-F ik (MgS0), A ZR&EHF

it &k [Si0:; BE:BtOAc (2: 1) 1153188 =4, A AXRKE

¥k, BXHHFEMRA McOH (20 nl) P BHE5 Amberlyst-15 MAGAE

S0CTFAIASBH 1 8. L BaEAAg, A MeOH b 1K, MEEIH
10 ZFAHSEH MeOH (20 nl) F, A NH:ZE¥% (2-M & MeOH ¥, 2.0 nL)

R, £ SOCTRIASE 1 6, L&, WHEA MeOH 26 2 Kk, 3

HHFRRETREFE M4 (230ng, 36 %), KAHKEHK,

Z# %k P
15 2-RE-6-(Q2-"kvhE)-N-EX-9H-F%-9-TBhE (341 85)
2-R E-6-(2-scvh X)-9H-"F % -9-Z &8 (129mg, 0. 5mmol) f&
DCM (2 mL) ¥ #4333 A EDCI (96mg, 0. Smmol) F= 3 A& (45 uL, 0. Smmol)
2, ERTHIFIX, A DMAHE, MAKkE, TR MgS0), A%
R Bt &35k 440 (S10:; 4 1% MeOH &) EtOAc) 5 3| A4 4%
20 (51mg, 31 %), EAHéEEK,

7 % Q
2-RE-N-FR-6-(2-kvh L) -IH-%%-9- T BLAE (4] 86)
2-R A -6-(2-vkvh &) -9H-®%-9-Z & (129mg, 0. 5mmol) &
25 DMF(2 mL) #éy R BRAHEE —okek (81 mg, 0.5Smmol) & ®, FET
B 1, AFBEGSUL, 0. 5mmol) 43, FEFHH 2 buF, A
K#AE, LERFTRFHAFEAAH (1150g, 66 %), FEHéEEEK,

FiER
30 6-(5-FA-[1,2,4]-—"8S—w-3-%)-1H-"%%-2-8& (5£3&4] 90)
% B B % ®aAY (847mg, 12.2mmol) F= & £ 4L 47 (855mg,
15. 3mmol) £2 BtOH ¥ &) A ek 30 0-4F, A ¥, LEKR L HARL
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47, A 9-Q-wErhE)-2- (- S b R R -9H - Ro%—6-F AF
(1. 0 g, 3.05mmol) &2, WM& 1 b, ExREFELSHA Et.0
FHFHRFKEERK Q.12 ), 45469 (600 mg) XFHME N, N-
PR LB —FRALHBEINCTHRIELIN, AEREHBELE#
44k (Si0:; EtOAC) AR R FEXKZ (212 ng) . RAFNBRERA
MeOH 5/ 50C F 5 Amberlyst—15 A8 B A\ Bt 4k 1 B BLit 8 o REAR
H ) MeOH 2t 1 K. HASRLE E8 &F A4 MeOH ¥, AA AT MeOH
b4y NH: 3R % (2-M, 2mL) &3, £ 60CTFAABME L N, T3E, A
MeOH %% 2 &k, H¥RRATREFIFHELSH (T3ng, 21 %), X
AHERRE B,

Fik S
6—(2-vk v R) -9- (2- 2-vkm2 X)) T X)) —IH-F%-2-f& (F£364] 102)
6- (2-vkwh &) -1H-"£%-2-M (50mg, 0.25mmol) fe = XA BEX
ZH (0.21 g, 0.62mmol) £ %7K DMF (0. 5 mL) #= & 7K THF (2 ml) ¥ &
RoMA 2-Q2-FATR)w 2 (61mg, 0.50mmol) &, R TS
10 5047, AR —FBR—4&TH (0.115 g, 0.50mmol) &3, #£3h 16
hat, HEBRERALTRE HFEL E#% %44 [Si0; CHCL-
MeOH (100: 5) 1 4F 2| 47 B 4L.4-% (36mg, 47 %), R AKX E B,

FiET
2-RAK-6- (2-=k v R) -9H-F"-9- F BR F B¢ (5£464] 106)

6- (2-vkvh &) —1H-"%%-2-8 (0. 201 g, 1.0mmol). & TR Y&
(0.20 mL, 1.1mmol). =Z A (0.21 mL, 1.5mmol) #= DMAP (15 mg)
A DMF (10 ol) P M ERA TR FTHRHE 4 b, MASKE, SCTAH
37 30 -4F LT 8 AT AT oY B4k 5F 4 40°C T FIRAF 2 4581049 (0. 327 g,
98 %), HAHFKREK,

Zik X
2, 6-— R -IH-"E%-9-T 8 T &%

2, 6-—H-1H-"%% (1.89 g, 10mmol) & THF(10 ml) &k % &
% ) NaH(60%& 8 ¥, 440mg, 11mmol) P43, 0OC FHFE 30 04%, A
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BB TE(1.22 nL, 1lmmol) &3, TR THIF 2 I 0, HMALEH
NaHCO: ¥, A EtOAc FEIRH 4§46 94 Aufa T 4k MgS0.), A= R&H
Wit G e 4L [Si0:; &L Et0Ac (2:1) 14524784629 (1. 46 g,
53%), ELbEEBEK: IR Vax Nujol) /cm™'3106, 2985, 2955, 2924,
2854, 1734, 1598, 1557, 1374, 1341, 1298, 1156 #884; NMR &+ (400
MHz, CDC1:) 1.31(3H, t, J 7. 0Hz), 4.29(2H, q, J 7. 0Hz), 5. 01 (2H,
s), 8.17(1H, s).

FikY

6- (5—-F X -2-wkwb ) -1H-"854—-2-Bk (£ 44] 195)

# N, 9-= (w9 & vty -2-X)-4- K -9IH- =% o -2- 8 (338mg, 1
mmol) . 5-FE-2-(ZTAF4HX) kA Pd (PPh:):C1: (70 mg) £ DMF
ik A 80C Fimfk 5 o 0d, Adp, A HLO##B, A EBtOAc XREAE
A AR T R (MgS0), A =R A 6 #0% ki [Si0; &
$:Et0Ac (6: 1) 143 2| ®BK = 4. WiZH/MEMRA MeOH(20 nl) ¥, A
S0CTF4H Amberlyst-15 AARABIABS 1 JoF, HMETE BRIEHA
MeOH #bik 1 K. MISRE 4 &iF A4 649 MeOH (20 ml) F, A NH
BA&R(Q-MAEMOE F, 1.0 mL) &, £ SOCTAIASH 1 I,
J&, I MeOH b3k 2 R, ¥ B RATREFIFMA% (45ng, 21 %),
XX T EEK,

Fik L
6-(5-FR-2-wbor X)) -1H-§%-2-B (k4] 241)

S-F R -2-wbvz KR4 (0.5M, 8mL, 4mmol) & B HEZE A
Pd (PPhs)+ (250 mg) #= N, 9-= (W9 & vb—2-K) —4-F -9IH-"E -2
(676mg, 2mmol)&3E, WK 1.8, 449, A LOAE, A Et0Ac £
B, HERETHR MS0), AFTREHELE#E L[S0 £
$:EtOAc (1:2), FMEE BtOAcl4F3|1B%E =4 (498 mg) . H—HH WX
K (100 mg) &% £ MeOH ¥, A HCL&93% % (4-MA="%5%, 0. 50L)
a7, B 17 06, A Bt:.0 H#BHiLERF I AFELASY (3Tng, 35
%), 3hFERK,
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7 ik AA
3-(2-RA-6- (2= R) -IH-F%-9-X) HBR T8 (£38&4] 151)
6— (2-vk v &) —1H-"£%—2-A& (0. 70g, 3. 48mmol) F= K.CO: (0. 48¢g,
3.48mmol) /& DMF (20 ol) P &9E& M RH R FEE (3.3 g, 38. 3mmol)
5 %, BFHA40.0H, A EtOAc HB, TERBREIRSANKRE, AKE
&, T HR MgS0.), K %R it E#%ksh4b[Si0:; EtOAc- &M%
(4:1)] B3 47Hes% (114ng, 11%), H A G 6 E4K.

7 ik AB
10 6-(2-wkwh i) -2-F 2 -1H-"%% (£44] 153)
2- | -6-(2- % wh X )-1H- =& % (1.1 g, 5.0mmol) #=
Pd (PPhs)«(0.58 g, 0.5mmol) & 1,2-—R K (50 mL) PHERAE
BTAMm=9%40G.3nl, 2.0MEK)AE, O&K 16 6, AK 100
mL) B/ EtOAc (100 mL) & 3, B+ 60 0 Bk M g 4R 58,
15 S BAMNA, TR MgS0.), AZTKREHLMFGEEMNINTH T T4
d, FFB)FFHAS W (0.30 g, 30 %), HAXBEEK,

7 %k AC
6— (2-sk v &) -9- - K F ) -IH-"F%-2-1 (5£364] 158)
20 6—- (2-"k v &) -1H-"§%-2-F& (201mg, 1mmol) /£ DMF (6 mL) ¥ &)
A ER M Nall (44mg, 1. 1mmol) k32, HH 30 54, A 3-AEAFR
i (238mg, 1.1mmol) &2, TR FTHIF 30, AKLEHTENF
HEAREFETHY, SH 30 94, FTEFIIFEASH (201ng,
60 %), HAH¥KEHK,
25
F % AD
9- (3-SR EF ) -6- 2-skvhX) -IH—E%-2-B (L84 192)
6-(2- vk wh X )-9-(3- A K F X )-9H- & % -2- & (400mg,
1.12mmol) &£ EtOH(10 mL) &&E&F S0CA SnCl.. 2H:0(808 mg,
30 3.58mmol) &K HC1(1.8mL, 21.42mmol) JéyEk4 3, B 1.5 )
B, %30, MAE pH 10(1-M NaOH) Rit B ATFW Bk, BEATH
b, AAAEF= 3P HC1(4-M, 2 nl) &®, ALBRFEBFTEM
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B AFMALS% (90ng, 22 %), HAHFEEK,

Jr ik AF
9-(3-TBEREFR)-6-2-=® k) -IH-R%-2-B (£ 84 205)

9-(3- R A F £)-6-(2- % X )-9H- & % -2- & (145mg,
0. 48mmo1) fEvtto% (3ml) P &Gk B E A A LB K (38uLl, 0. 53mmol) &
B, OB, AKREMN, A EtOAc B, T (MgS0), AFRE
518 it &, % ik 4h4k (Si0:; TIR:EtOAc (1: 3) £ EtOAc: MeOH (99:1)) /%
B A4 (Ting, 43 %), RAHEEK,

7 7% AG
6—- (2-=kwh &) -9- 3-F X FK) -9H—F%-2-Rk (£ 84] 221)

6-(2— ek vy 2 )-9-(3- F F A& F X )-9H- % % -2- & (160mg,
0. 5mmol) £ DCM(3 mL) ¥ &4k %A% % A BBr:(1mL, 1-M & DCM ¥,
lmmol) & 28, £ O0C FHH 3 Jud, AW Anéy BBr: (2oL, 1-M /£ DCM
v 2mmol) At 3E, Bk 16 JoBf, A NH.C1 &2, A EtOAc K, F
¥ (MgS0.), ATRE, ALSMAFALTE. FIFNEAETEEREA
HRERY, ASER, KAABALEpH 7T B3 RAAFOEK, &§F 4
WEEs A HCI A= %% (4-M, 2 ol) & E, A EHBIHTRFHIF
L4 (82mg, 48 %), HA¥ & EK,

# % Al
6- (2-vk ) -9- (4-F X FRX) -9H—"F%-2-F ik (5£4&4] 173)

- R -6-Q-wk v X )-9-(4- F X F X)-9H- %% (0.10 g,
0. 31mmol) #= Bt.NCN(0.10g, 0.62mmol) £ Z Ak (10 mL) P& EZEA
DABCO (0. 07g, 0.62mmol) & 22, Btk 48 o B, A TRE, ERAR
4% (50 mL), AA#%x%EQ x 30 mL), FiE MegS0.) A = k45133
AL (S6mg, 57 %), AARGERK,

ik Al

-8 E-9- (2-RFK) -9IH-R%-6-HA F 8
- E-9-2-FRFE)-IH-R%—6—F M (680mg, 1.85mmol) £
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7B (50ml) ¥R ERM HS AR IE 154547, M/E M Et:N(0. 51 oL,

3. 7Tmmol) %3, & 50C FhAe#k 1 Jood, A EFR%, A Bt.0 it

BB 47 A% (15Tmg, 100 %), H %% & E4k; NMR 5.(400 MHz,

DMS0) 5. 36 (2H, s), 6.66 (2H, br s), 7.06-7.43(4H, m), 8.15 (1H,
5 s), 9.81(1H, br s)#10.22(1H, br s).

F ik AT
9- 2-AFE) —6- (4-F X -2-Eed X) -IH-F%-2-B (£ 85] 244)
2-RA-9- 2-F£FA) -9H-F%-6-5A TS (200mg, 0. Smmol)
10 Ff AW Qol) AFAHE Gol) PSR ERAE 80C Fhud 2 W,
W B R A RSB i &8k b0 [Si0:; Et0AC] 75 3| AR AL &
# (26mg, 12 %), R AFEBHK.

# i AK

15 2-BRE-N-FR-6-Q-skwhX)-IH-£%-9-T B LA (FE4] 245)

2-RE-6-(2-vkwh X)-9H-"%%-9-Z A (0.24 g, 1.0mmol) £-F

BEEXG o) PHERTERATAAETTFEFHN-FATERAL
43(1.2-M, 5 nmL, 6.0mmol) &3, AZS0CTFTh# 3N, ERTHHF
16 B, MA Si0:(5 g)#= CHC1:(25 mL) 89 ¢ & BB 5 o4, i

20 BiEXER, BERATREALFFYE4&ELE# k44 [Si0;
CH.C1.-MeOH-NH.OH (100: 10: 1) ] fF 2| 47 HE 4. 4-% (0. 16g, 46 %), £ 3
G & Bk,

F ik AL
25 (28)-9-(2-RA A -1-AX)-6-Q2-kvh X&) -9H-F % -2- & (5 5 4]
251)

6- 2"k &) -1H-"8%-2-8 (0.1 g, 0.5mmol) Z DMSO ¥ &5 %k
F¥raey KOH(112mg, 2mmol) %28, ##3) 10454F, A N- THRER
E-L-ARMFHMA (316mg, 3mmol) &3, £ 40CT#—F#E3 17

30 B, AR &R TBE(655ng, 3mmol) &3, st—HEF) 30 5-4F,
A .0 ##, A EtOAc R IR A& X BORT MR MgS0.), A ZR&EHdEid
&3k bt [S10:; (EtOAc) ]. 3 AT4F 69 3R BR B4R B M & MeOH (3 mL)
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W HCL &% (4-MA="S5¥, 0.5nl) & 3E, 4 17408, A Et:0
HB ARG D IFHAL W (6Tng, 45 %), EAKEBK,

7 i AM
9- (2-FF £) —6- (1H-wtbmk-3-K) —9H-"® -2k (4] 262)

¥ 1-Q-ZFR2AFRARECAEATRA)-1H-wte-5-M R,
Pd (PPhs) « el = NaHCO; K % A& THF & ¢ R4 & AR o B A B 1
JoEE, A3p, A BtOAc ##, ARk, TR MgS0), AZRGHE
it 6 [S10; F O Et0Ac (2: 1) 1218 = 8. WXHHA
BARA MeOH(2 nl) %, /A HC1 E& (4-MA=Mz¥, 2 nl) &, B
17 08, A B0 Bt EF R 4FHL A (161mg, 46 %), A
FAREK,

Z % AQ
- 3-RAFR)-6-(5-FA-1H-mbr-3-%) - 1H-"%%-2-f& (% % 4]
265)

3% 6-8.-9- 3-M A F L) -1H-"8%-2-8 (304ng, 1 mmol) .1-((2-
ZPAFTHREACAL) FA)-1H-wbd-5-7 8 (2. 4omol)
Pd (PPhs)+ (110mg, 10 mo1%) F=48#= NaHCO: (5 mL) & THE (20 mL) ¥ &4
AMER 3 B, AR Ay Pd(PPhy)«(50mg, 5 mol%) AFE Bit—H &
F1T B, AR H0#HB (50ml), A EtOAc FIR (2 x 25 L),
T3 MgS0.), ARt &#%k sk [Si0:; F TH:Et0Ac(1:2)]
2348 B, XA B/K A MeOH (10 mL) = 10% Pd/C &£ ®, ERAR
FTHE 30 o4, 2AFTERARFATRE. FARORBRERLE
MeOH (5 mL) J, /A HCl &k (4-M A="%% ¥, 1 oL) 42, HH 17 )
atELit i, 5 iM% 25ng, T %), EAKEEK.

7 % AP
2 RREFTR-6R FERR

6-H A EE FEAE-2-FH (.56 g, 8.72mmol) = X KB
(2. 74g, 10.5mmol) £ —R FH (40 L) P& E AR T 0CTFTo#A
CBr:(4.34 g, 13.1mmol) &3, B 1 )8, AZREII AL E#%k

69



02806258. 2 oM P ZE63/961

4646 [Si0:; FFTbt: EtOAc (3:1) 1452|4749 (1.99 g, 94 %),

EAXLEDHKRY: NMR 5, (400 MHz, CDC1:)7.71(1H, t, J 7.5 Hz),

7.40(1H, d, J 7. 5 Hz), 7.34(1H, d, T 7. 5 Hz), 6.03-5.93(1H,

m), 5.37-5.32(1H, m), 5.26-5.22(1H, m), 4. 64 (2H, s), 4.54 (24,
5 s)#A=4.14-4.12(2H, m).

Z % AQ
6- (2-k 7 A) -9- (5-5| %A T L) -1H-Fo-2- (% #4] 272)
5-(2-RE-6-(2-wkvh X)) -1H-B5-9- X FR) 3%-1-FRRT
10 B (352mg, 0.82mmol) &£ MeOH(3 mL) ¥ & & % A NaOMe (221mg,
4. 1lmmol) & ¥, WK 17 K, AK (10 ol) HFEHHiLEF I FHLES
# (168mg, 62 %), AAB/ER K.

7 % AR
15 5-38 ¥ A9 %k-1-FERWTH
S—P R v wk—1-F B4 T B (2. 07g, 9. 0mmol) £ CC1.(50 mL) ¥ &%
HEHRF N-BLFEABEE (1.60 g, 9. 0mmol) Feit f ALK T8 (75%4 H:0
P, 276mg, 9.0mmol) &, BRK 3 N, ATREHAETEH KL
A [Si0:; f Tbt: Bt0Ac (20: 1) 1452|4740 4-9 (1. 67 g, 60 %), #
20 A EHIKH: NMR 5:(400 MHz, CDC1:)8.11(1H, br d, J 8. 5 Hz),
6.72(1H, d, T 3.5Hz), 7.59(1H, d, J 1. 5 Hz), 7.35(1H, dd, J
8.5,1.5 Hz), 6.54(1H, d, J4. 0 Hz), 4.64(2H, s)F 1.67 (94, s).

F ik AS
25 6 HARAFTE-2-HFE
2, 66— — P85 (5.0 g, 35.9mmol) £ DMF (30 mL) ¥ &% F 0
CTTFTRAEAMNM(1.44 g, 35.9mmol) 4 3E, HH 30 94, AHEAR
(3.42 ml, 39.5mmol) X%, TR FHHF 16 I8, MIAKYF (150al),
A EtOAc FI (3 x 30 ml) HI&A-I 654 uta-T Bk MgS0), AERSE
30 Hifid &3k [Si0:; KO EtOAc(3:1-1:1) 143345124
(1.56 g, 24 %), A AL EHIKM: NMR 5 (400 MHz, CDC1:) 7. 69 (1H,
t, J 7.5 Hz), 7.37QH, d, J 7.5 Hz), 7.13(1H, d, T 7.5 Hz),
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6. 04-5.93(1H, m), 5.38-5.21(2H, m), 4.74(2H, d, J 5.0 Hz),
4.65(2H, s), 4.15-4.09(2H, m) A 3.76 (1H, t, J 5.0 Hz).

F 7 o R4k aE it b T kA A

6-F—9- (3-AHAFK) -1H-R%-2-B&

Aoy 6-FR—-1H-"%% 2B id 7 3k AC 414: NMR 5+ (400 MHz, DMSO)
8.82 (1H, s), 8.20-8.13(2H, m), 7.73-7.61(2H, m), 6.94 (2H, br
s) A= 5.45(2H, s).

6-8-9-G-FARRAFHE) -1H-"%%-2-8

Ed 6-F-1H-"%%-2-Bei it Fik AC #14&: NMR 3. (400 MHz,
DMS0) 8. 22 (1H, s), 7.25(1H, t, T 7. 5 Hz), 6.91(2H, br s),
6.89-6.84 (2H, m), 6.79 (1H, d, T 7. 5Hz), 5.25(2H, s)F= 3. 72 (3H,

s).

6-R-9- (2-AF &) - 1H-Fp-2-8&

Hd 6-R-1H-B%-2-BelidFik AC $1&: IRGRAEZH) /cn
3488, 3379, 2926, 1569, 1568, 1465, 1378, 918 #= 756; NMR 3+ (400
MHz, DMSO) 8.17(1H, s), 7.43-7.33(1H, m), 7.29-7.21(1H, m),
7.20~7.07 (2H, m), 6.91(2H, br s)#= 5.35(2H, s).

2,6-—f-I9-Q-=ZFEFARATAXFTR)-II-E%

AEd2, 6-—R-11-2%Bid F ik XH &, Fa M0 eH (.77 g,
78 %), RA X B &bk NMR 5:(400 MHz, CDC1:)0.00(9H, s),
0.94(2H, t, J 8.3 Hz), 3.63(2H, t, T 8.3 Hz), 5.63(2H, s)
F2 8. 25(1H, s).

2-RA-6-FIH-F-9-FTRRT &

A 6-R-1H-R%-2-Bef —RR R THRELT % ¢ #4732
FHALEH (862mg, 64 %), XAHAEEMAK; mp > 350C; IR veu (R
&%) /em™' 3521, 3304, 3193, 3129, 2955, 2925, 2854, 1772,

71



02806258. 2 o 15 ZE65/961

10

15

20

25

30

1730, 1632, 1561, 1511, 1367, 1308 #= 1155; NMR &:(400 MHz,
DMSO0) 1. 58 (9H, s), 7.06(2H, s), 8. 36(1H, s).
CioHi2C1Ns0: 473t H 44 : C, 44.54;H, 4.48; N, 25.96. L R{E: C,
44.27;H, 4.54; N, 25.88,

2-R A -6-R-IH—R%-9-F R F T 8

A 6-F-1H-®-2-B@8 T 5k T4 &, F 34781064 (528ng,
98 %), kA& & E4K; IR va GRAKB M) /cm™' 3519, 3310, 3201, 3124,
2955, 2925, 2854, 1778, 1624, 1560, 1469, 1367, 1301 F= 1186;
NMR 8+ (400 MHz, CDC1s)1. 07 (6H, d, J 7.0 Hz), 2.10-2.25(1H, m),
4.29(2H, d, J 6.6 Hz), 5.48(2H, s)#=8.25(1H, s).

2-RE-N-RTE-6-FR-IH-"£%-9-F Bt B

Ay 6-R-10-—-Roh-2-BlBidF % C 44, FI4EL0H (286
mg, 53%), EAHEEBK; IR Ve GRAGH) /cn™' 3501, 3299, 3190,
3156, 2993, 2955, 2924, 2854, 1742, 1627, 1563, 1506 #= 1369;
NMR &:(400 MHz, CDC1:)1.46(9H, s), 7.40(1H, s), 8.45(1H, s)
F= 8.57(1H, s).

2-RA-6-R-IH-R%-9-FREK
R 6-R-1H-®-2-Bed@idt 7% T #l&, FRRfFHELESD
(625mg, 100 %), R AHEBK,

2-AE-6-R-N-FXEX-9IH—8%-9-F Bt B

Ao 6-R-1H-R®%—2-Rcil id 5 ik G 41 4, F 2] 4514 (424mg,
73 %), KA EBE4K; IR va.GRAKBH) /cn™' 3506, 3333, 3292,
3191, 3140, 2925, 2854, 1740, 1653, 1637, 1562, 1481 F= 1367;
NMR 5. (400 MHz, DMSO0)7.20 (1H, m), 7.44-7.50(2H, m), 7.61 (2H,
s), 7.75-7.81(2H, m), 8.60(1H, s), 10.86(1H, s).

2-RA R -6-F-N-T X -9H-"F%-9- 7 BLA&
Al 6-R-1H-%%-2-Bif it 5 3 G # &, F 2 A7 M4 (449mg,
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93%), R 4G EEK; IR va. GRAGH) /cm' 3404, 3324, 3304,

3222, 3125, 2925, 2854, 1730, 1646, 1614, 1547, 1514, 1484,

1460, 1370 #= 1228; NMR 5:(400 MHz, DMSO0)1.25(3H, t, J 7.0 Hz),

3.37-3.46 (2H, m), 7.37(2H, s), 8.47(1H, s), 8.64(1H, t, J 5.5
5 Hz).

2-RE-6-F-N-F T EA-IH-B%-9-F Bt
A 6-R-10-fh-2-BeB ik G 414, FR47H404049 (1.66
g, 53%), R A& EE4K; NMR 54 (400 MHz, CDC1s)1.29-1. 41 (1H, m),
10 1.42-1.54(4H, m), 1.60-1.70(1H, m), 1.74-1. 86(2H, m),
2.00-2.10(2H, m), 3.88-4.00(1H, m), 8. 13(1H, d, J 6. 7 Hz)
#= 8. 81 (1H, s).

2-RE-9- 2-RFK) -9H-R%—6-F

15 el 6-R-9-(2-RFR)-9IH-F%4-2-BEd 5k A 414, 53
WA A A 4 (450mg, 84 %), XA FRE4K; NMR 3.(400 MHz,
DMS0) 5. 39 (2H, s), 7.12(2H, br s), 7.12-7.45 (4H, m) #= 8. 41 (1H,
s).

20 R 2-DHE
HPLC #| B F 5| &4 47: A Waters Xterra RP 18(50 x 4. 6 mm);
#E SuM; A3hA8 MeOH : 10 mMNH.OAc K% (pH 7 84); HAE:
50:50 % 1 940, MG & MAE 50:50-80:203% 5 94, K& 80:20
FHE 344 Rk 2.0 ol/94F; AREKA=230 oM. RE MR E
25 2 Fraw.
& HPLC ) A F 5] &4 47: A Supelcosil ABZ' (170 x 4. 6 mm),
# B 5uM, A3048 MeOH : 10 mMNH.0Ac K% (80: 20), (80: 50), (70:
30), (60: 40) K (50: 20) (B4 R& 2), Rik 1.0 ol/44F, BRK
KA =230 oM. £ 8RR S48 B LK 2,
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¥

&4
BE (%)

mp 105.8 — 106.2 °C; IR Vo G4 54/cm™ 3552, 3146, 3892, 3082, 2054, 2924,
2854, 1589, 1566, 1484, 1370, 1319, 1250, 1219 1162, 1095 #= 841; NMR &
.| a | 70 | @00MHz CDCL) 0.0 (9H, 5), 0.97 (2H, t, J 8.3 Hz), 3.66 (2H, t, J 8.3 Hz), 5.6
(2H, 5), 6.69 —6.73 (1H, m), 7.82 (1H, 5), 7.92 (1H, 4, J 3.5 Hz) # 8.24 (1H, s);
HH3t J4E CisHLGCIN,OoSi: G, 51.35; H, 5.46; N, 15.96.5 ®4ii: C, 51.39; H,
5.45; N, 15.97.
mp 81.5 — 822 °C; IR Vo, (eizs/cm’ 3142, 3109, 2927, 2854, 1601, 1585,
1560, 1465, 1397, 1372 # 1106; NMR 8y (400 MHz, DMSO) -0.04 (SH, s),
» | B | 56 |095 @ tJ83H2), 329 (6H. 5), 3.64 (2H, 1, J 8.3 Ha), 551 (2H, 5), 6.60 -
6.63 (1H, m), 7.67 (1H, d, J 2.5 Hz); 7.73 - 1.74 (1H, m) % 7.87 (1H, s); 54
#3545 CHasNsO5Si: C, 56.80; H, 7.01; N, 19.47.3: #i4i : C, 56.40; H, 6.98; N,
19.27.
R Vo, i#z4)/cm 3132, 3105, 2924, 2854, 1631, 1588, 1563, 1538, 1466,
1401, 1364, 832 # 780; NMR &y (400 MHz, DMSO) 3.21 (6H, s), 6.74 - 6.80
3 | C | 76 |(1H, m), 7.77 (H, 4, J 2.9 Hz), 8.00 (1H, s), 8.11 (1H, s), 12.76 (1H, 5); 447
3344 CuHuNsO - 0.1 HyO: G, 57.18; H, 4.89; N, 30.31. % %44 C, 57.14; H,
4.81; N, 30.26.
1ap 125.9 — 1264 °C; IR Vguy (et =¥)fcm™ 3376, 3327, 2955, 2024, 2854, 1605,
1588, 1537, 1462, 1410, 1367, 1356, 1248, 1094 # 835; NMR &y (400 MHz,
4 | B | 60 |CDCl;)-0.03 (9H, 5), 0.94 (2H, t, J 8.3 Hz), 1.21 (1H, d, J 6.5 Hz), 3.61 H, t, J
8.3 Hz), 3.69 (2H, q, J 5.6 Hz), 3.90 (2H, q, J 4.8 Hz), 5.49 (2H, 5), 5.56 - 5.64
(1H, m), 6.62 — 6.66 (1H, m), 7.72 (1H, d, J 5.6 Hz) # 7.79 (1H, d, J 3.5 Hz).
mp 227.1 — 228.1 °C; IR Vo, (s ycm’ 3428, 3113, 2924, 2854, 1626, 1588,
1576, 1541, 1485, 1457, 1404 #= 1371; NMR 8 (400 MHz, DMSO) 3.41 (2H,
5 | ¢ | 86 |q,J60Hz),3.53-3.62 (2H, m), 4.67 - 4.76 (1H, 5), 6.74 - 679 (1H, m), 6.81 -
6.94 (1H, s), 7.69 — 7.78 (1H, s), 7.98 (1H, s), 8.05 — 8.15 (1H, 5) # 12.68 —
12.81 (1H, 5).
1P >305 °C4M; IR Ve Gk s 3/cm 3130, 3111, 2925, 2854, 1776, 1755, 1596,
1558, 1467, 1373, 1302, 1288, 1153 # 1135; NMR 8y (400 MHz, CDC};) 1.71
7 | A | 48 | (9H,s), 6.63 - 6.72 (1H, m), 7.78 — 7.81 (1H, m), 7.90 (1H, 4, J 3.5 Hz) # 8.50
(IH,s);  ##it H48 C,H;,CIN,Oy: C, 52.43; H, 4.09; N, 17.46. & @i C,
52.68; H, 4.08; N, 17.50.
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mp >303 °C 4 #; IR Vi, ik s /e 3101, 3042, 2927, 2854, 1628, 1556, 1448,
1364, 1283, 1166, 1023, 921, 837 # 752; NMR &g (400 MHz, DMSO) 6.84 —
8 A | 61 |6.91 (1H, m), 7.73 - 7.93 (1H, s), 8.13 (1H, s), 8.65 — 8.75 (1H, 5) # 13.71 -
13.84 (1H,s); %47t 4 CH,CIN,O: C, 49.00; H, 2.28; N, 25.38.% #l{&i: C,
48.78; H, 2.54; N, 25.10.
mp 130.9 — 131.5 °C; IR Vgu thaz9)/cm’ 3526, 3218, 3111, 3070, 2924, 2855,
2733, 1629, 1600, 1560, 1518, 1463, 1375 # 835; NMR &y (400 MHz, DMSO)
9 B 64 1.85 - 2.08 (4H, m), 3.42 - 3.66 (3H, m), 3.67 - 3.78 (1H, m), 4.15-4.25 (1H, 5),
| 4.81 -5.09 (1H, s), 6.76 - 6.80 (1H, m), 7.73 - 7.79 (1H, s), 8.01 (1H, s), 8.09 —
8.16 (1H,s) # 12.78 -12.87 (1H,s); & ## F4h CHisNsOz: C, 56.27; H,
5.57; N, 23.44. % ®4: C, 56.35; H, 5.52; N, 23.18.
mp 206.5 — 207.4 °C; IR Vo (k4 z3)/cm’ 3389, 3121, 2924, 2854, 1620, 1590,
1570 1539, 1515, 1465 # 1026; NMR 3y (400 MHz, DMSO) 3.71 (3H, 5), 3.73
0! B so | GH s), 4.49 (2H, d, J 5.9 Hz), 6.77 (1H, s), 6.82 — 6.94 (2H, m), 7.06 (1H, s),
7.41 - 7.56 (1H, s), 7.76 (1H, s), 7.98 (1H, s), 8.08 (1H, 5) # 12.72 (1H, s);
2#r it F4E CiHysNsO, - 0.5 HzO: C, 59.99; H, 5.03; N, 19.43.% #{4: C,
59.81; H,4.75; N, 19.07.

mp >230 °C #; IR Vg, Giss3)/cm™ 3370, 3134, 3085, 2924, 2854, 2481, 1674,
11 | D | 57 | 1616 # 1465; NMR 8y (400 MHz, DMSO) 6.91 - 6.97 (1H, m), 7.91 (1H, s),
8.25 (1H,s) # 8.71 (1H, s); M/Z 202 (M+H)".

mp 112.0 — 113.0 °C; IR Vi, (e s¥)/cm’ 3113, 2925, 2854, 1775, 1749, 1596,
12 E 32 | 1460, 1374, 1303, 1139 # 762; NMR 8y (400 MHz, CDCl;) 1.72 (9H, s), 2.68
(3H, s), 6.63 - 6.68 (1H, m), 7.77 (1H, s), 7.82 (1H, d, J 3.6 Hz) # 8.44 (1H, 5).

mp 239.5 ~ 2399 °C; IR Vaux @ s8)/cm™ 3371, 3044, 2924, 2854, 2703, 1624,
1606, 1584, 1563, 1465, 1307 # 843; NMR 8 (400 Mz, DMSO) 2.61 (3H, s),
13 | F | 8 [3.93-545(2H, s), 6.80 - 6.86 (1H, m), 7.79 (1H, d, J 3.6 Hz), 8.07 - 8.09 (1H,
m) f 853 (1H,s);, ¥t H4E CyHgNLOS - 0.25 HCL - 0.5 H;0: C, 48.26;
H,3.7L; N, 22.14. % #14:C, 47.97, H, 3.72; N, 22.38.

mp 143.2 - 144.1 °C; IR Vux ei s s/em” 3512, 3394, 3324, 3215, 2955, 2925,
2854, 1769, 1749, 1639, 1587, 1565, 1372, 1298 # 1143; NMR &y (400 MHz,
14 | A | 69 | CDCly) 1.68 (9H, 5), 5.38 (2H, 5), 6.62 — 6.66 (1H, m), 7.71 —7.73 (1H, m), 7.82
(1H,d,J3.6Hz) #= 8.17(1H,s);  ### J4h CoHisNsOy: C, 5581 H, 5.02;
N, 23.23.% ®{é: C, 55.73; H, 5.06; N, 22.84.

mp 185.5 - 186 °C; IR Va ks s#)/cm™ 3307, 3141, 3077, 2954, 2924, 2854,
1604, 1542, 1460, 1368, 1247 # 1093; NMR 8y (400 MHz, CDCl;) 0.00 (9H,
5),0.97 (2H, t, J 8.3 Hz), 3.66 (2H, t, J 8.3 Hz), 4.19 (2H, t, J 5.8 Hz), 5.15 - 5.20
(1H, m), 5.30 - 5.37 (1H, m), 5.54 (2H, 5), 5.96 — 6.09 (1H, m), 6.63 - 6.69 (1H,
m), 7.74 =7.76 (1H, m), 7.81 (1H, d, J 3.5 Hz) # 792 (1H,s); 4t Faa
CysHysN5O,Si: C, 58.19; H, 6.78; N, 18.84. % Rl : C, 58.14; H, 6.80; N, 18.73.
mp 160.1 = 160.8 °C; IR Vo, ek z8)/cmn 3312, 3143, 3095, 2924, 2854, 1605,
1580, 1552, 1467, 1396, 1367, 1249 # 1092; NMR 8 (400 MHz, CDCl;) 0.00
(9H, 5), 0.99 (2H, t, J 8.3 Hz), 3.11 (3H, d, J 5.0 Hz), 3.68 (2H, ¢, J 8.3 Hz), 5.21
- 5.29 (1H, s), 5.56 (2H, 5), 6.64 - 6.69 (1H, m), 7.74 (1H, 5), 7.81 (IH, d, J 2.9
Hz) # 7.91 (IH,s);  ##i# 4k CiHpNsO,Si - 0.2 H;0: C, 55.05; H, 6.76;
N, 20.06.% #4é: C, 55.03; H, 6.60; N, 20.12.

mp 158.7 - 160.1 °C; IR Vo, sk zs)/cr’ 3397, 3528, 3084, 2924, 2854, 1626,
1592, 1536 #= 1460; NMR 5y (400 MHz, DMSO) 3.99 (2H, t, J 4.9 Hz), 5.06
(1H, d, 7 10.2 Hz), 5.21 (1H, 4, J 18.9 Hz), 5.91 - 6.03 (1H, m), 6.72 - 6.79 (1H,
m), 7.12-7.20 (1H, 5), 7.76 (1H, 4, J 3.0 Hz), 7.97 (1H, 5) # 8.08 (1H, s).

15 B 45

16 B 82

17 C 58
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mp 235 - 236 °C ##: IR Ve G4 58/cm™” 3311, 3102, 2924, 2854, 1630, 1587,
s | o | s | 1555 1460, 1400 = 1370; NMR 8 (400 MHz, DMSO) 2.87 (3H, d, J 4.8 Hz)
6.74 — 6,78 (1H, m), 6.90 — 7.01 (1H, s), 7.76 (1H, 4, J 3.5 Hz), 7.96 (1H, 5) #=
8.07 (1H, 5).
1 177.6 — 178.2 °C; IR Vygy itk za/cm’ 3511, 3406, 3289, 3254, 3164, 3132,
2024, 2854, 1723, 1636, 1600, 1588, 1549, 1467 # 1403; NMR 8y (400 MHz,
0| a | 41 |DMSO) 123134 (15, m), 136 - 1.54 (4H, m), 1.58 - 168 (1€, m), 1.73 -
1.81 (2H, m), 1.94 — 2.06 (2H, m), 3.73 - 3.84 (1H, m), 6.75 ~ 6.81 (1H, m), 6.91
(14, s), 7.76 (1H, d, J 2.6 Hz), 7.9 (1H, s), 8.44 (1H, 5) # 8.80 (1H, d, J 7.5
Hz).
p >300 °C 4 #; IR Vo it 5 s/cr™ 3368, 3323, 3217, 3140, 3128, 2956, 2025,
2855, 1750, 1641, 1590, 1565, 1468, 1400, 1371, 1274 #= 995; NMR 8y (400
o0 | A | 24 | Mz DMSO) 1.04 (6H, d, J 6.3 Hz), 2.03 - 2.19 (IH, m), 4.23 (2H, d, J 7.0 Hz),
6.77 - 6.81 (1H, m), 6.85 (2H, s), 7.74 (1H, d, J 3.6 Hz), 8.01 (1H, s) # 8.46
(1H, 5); 243 H4 C HN:Os: C, 55.81; H, 5.02; N, 23.23. & #4é: C,
55.84: H, 5.08; N, 23.24. '
mp 205 °C 2 #; IR Vo otk z39/ce” 3517, 3310, 3269, 3190, 3127, 3082, 2924,
2854, 1734, 1644, 1627, 1603, 1561, 1468 #= 1369; NMR 8y (400 MHz, CDCl;)
21 | A | 73 | 1.52(9H, 5), 5.14 (2H, 5), 6.62 - 6.70 (1H, m), 7.72 - 7.74 (1H, m), 7.86 (1H, d, J
35 Hz), 847 (1H, s) & 8.59 (1H,s); 247 J48 CiHiNeO;: C, 55.99; H,
5.37;N, 27.97.% #4i: C, 55.78; H, 5.35; N, 27.79.
10p >300 °C 47 IR Vo 146 5 /e 3499, 3298, 3179, 3117, 2924, 2854, 1790,
1635, 1589, 1373, 1302 # 1193; NMR 8y (400 MHz, DMSO) 6.78 — 6.82 (1H,
s | A | 75 |m) 696 QH,3), 7.37 - 7.44 (1H, m), 7.44 - 7.50 QH, m), 7.50 - 7.59 (2H, m),
775 = .77 (2H, m), 8.02 - 8.03 (1H, m) # 865 (1H, s); 247 H4k
CiHyN5Os - 0.25 H;0: C, 58.99; H, 3.56; N, 21.50. £ #l44: C, 58.79; H, 3.32; N,
21.82.
1ap 3330 °C 73 IR Vyey Gz /cr 2924, 2854, 1678, 1613, 1597, 1568, 1355,
1288 # 751; NMR 8 (400 MHz, DMSO) 6.88 — 6.93 (1H, m), 7.09 (1H, t, J 7.4
o3 | A | 26 |H2»741QH . J8.1Hz), 7.75 (IH, d, J 80 Hz), 7.92 (IH, 5), 824 (1H, 5), 8.48
(H, s), 1002 (1H, s), 1235 (1H, s) # 1342 (1H, s);  #¥tHi
CiHiNsO;: C, 60.00; H, 3.78; N, 26.22. % #i4# - C, 59.60; H, 3.75; N, 26.01; M/Z
321 (M+ED".
1p 5280 °C 2 #:; IR Vimex G465 s)/crn” 3510, 3292, 3161, 3112, 3053, 2955, 2925,
2854, 1749, 1725, 1645, 1603, 1591, 1567, 1468, 1401, 1372 #= 748; NMR By
aa | A | 74 | (400 MHz DMSO) 1.26 (3H, t, 7 7.2 Hz), 3.38 - 3.49 (2H, m), 6.78 - 6.83 (1H,
m), 7.05 (2H, 5), 7.77 (1H, d, J 3.5 Hz), 8.02 - 8.04 (1H, 5), 8.48 (1H, 5) #= 8.86
(1H,t,J55Hz);, #4748 CoHuNeOy: C, 52.94; H, 4.44; N, 30.85.5% mifi:
C, 52.94; H, 4.59; N, 30.65.
mp >300 °C 24 IR Vg G 5 3p/cm” 3392, 3315, 3193, 3135, 3114, 2924, 2854,
1728, 1641, 1601, 1557, 1509, 1479, 1468, 1405, 1377, 1270, 1240 # 763;
25 | A | 21 |NMR 84 (400 MHz, DMSO) 6.80 - 685 (IH, m), 723 (1H, t, J 7.4 Hz), 7.31
(2H, 5), 7.48 (2H, t, J 8.0 Hz), 7.78 ~ 7.85 (3H, m), 8.04 — 8.07 (1H, m), 8.60 (1H,
s) # ILI3(IH, s);  S#1itHdh CieHpNeO,+ 0.5 Hy0: C, 58.36; H, 3.98; N,
25.52.% 3 - C, 58.38; H, 3.70; N, 25.61.
mp >300 °C 7 #; IR Vo, ek s 4/cm” 3515, 3279, 3187, 3131, 2924, 2854, 1725,
1631, 1600, 1552, 1465, 1400 #= 1373; NMR 55 (400 MHz, DMSO) 4.66 (2H,
o6 | G | g4 |4762H2),679-683 (IH, m), 7.06 2H, s), 7.29 - 7.45 (SH, m), 7.78 (1H,d, J
3.5 Hz), 8.03 (1H, s), 853 (1H, s) # 934 (1H, t, J 62 Hz);  H#rit ik
CyHiN¢O; - 0.1 Hz0: C, 60.74; H, 4.26; N, 25.00. % #i44 : C, 60.94; H, 4.25; N,
24.67.
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mp 238.7 — 239.2 °C; IR Ve zs)/cm™ 3500, 3343, 3221, 3135, 3064, 2925,
2854, 1628, 1593, 1566, 1478, 1383, 1349, 1146 F= 1065; NMR 3y (400 MHz,
DMSO0) 1.29 (9H, s), 6.65 — 6.79 (1H, m), 7.05 (2H, s), 7.69 (1H, d, J 3.5 Hz),
7.73 (2H, d, J 9.1 Hz), 7.98 - 8.01 (1H, m), 8.19 (2H, d, J 8.6 Hz) # 8.53 (1H,
s); it Sk CioHigNsOsS « 0.1 H,0: C, 57.16; H, 4.85; N, 17.54. £ #i44: C,
57.04; H, 4.86; N, 17.22.

mp >300 °C £ #; TR Vpmyy et 5 /e 3497, 3283, 3158, 3129, 2931, 2854, 1720,
1627, 1593, 1467, 1392, 1360, 1259, 1180 # 746; NMR 85 (400 MHz, DMSO)
28 | H | 65 |1.23-135(1H, m), 1.39 - 1.58 (4H, m), 1.69 — 1.82 (3H, m), 1.95 - 2.04 (2H,
m), 3.94 - 4.03 (1H, m), 6.77 — 6.80 (1H, m), 6.91 (2H, m), 7.74 (1H, d, J 3.5
Hz), 7.99 - 8.09 (1H, m) # 8.56 (1H, 5).

mp >300 °C ##; IR Vo 14t 2 9)/cm™ 3414, 3312, 3206, 3137, 3118, 2922, 2854,
a0 | 1 | 62 | 16811629, 1588, 1565, 1464, 1403, 1368 # 1194; NMR &y (400 MHz, DMSO)
1.82 - 2.01 (4H, m), 3.49 — 3.63 (4H, m), 6.76 — 6.80 (1H, m), 6.81 (2H, 5), 7.72 —
7.77 (1H, m), 8.06 (1H, s) # 8.31 (1H,s).
1p >300 °C 5#: IR Ve g5 /cmu” 3550, 3378, 3309, 3242, 3139, 3054, 2924,
2854, 1715, 1640, 1603, 1588, 1543, 1465 # 1377; NMR 8y (400 MHz, DMSO)
30 | 6 | o |132(6H. d,J 6.6 Hz),3.98 - 4.10 (IH, m), 6.78 - 6.81 (1H, m), 7.08 (2H, s),
7.76 (1H, d, J 3.5 Hz), 8.01 — 8.04 (1H, m), 847 (1H, s) # 8.79 (1H, d, J 74
' Hz); ##it544 CuHiNO, - 0.9 HzO: C, 51.62; H, 5.26; N, 27.78. 5 #l#
C, 51.80; H, 5.04; N, 27.51.
mp 177.4 — 177.8 °C; IR Vg Gt z9/cm’ 3304, 3126, 3106, 2926, 2854, 1726,
1597, 1567, 1548, 1465, 1377 # 768; NMR 8y (400 MHz, DMSO) 1.29 — 1.41
31 | A | 38 | (1H, m), 1.4 - 1.53 (4H, m), 1.60 — 1.69 (1H, m), 1.75 — 1.85 (2H, m), 2.00 —
2.10 (2H, m), 3.89 - 4.00 (1H, m), 6.67 — 6.72 (1H, m), 7.80 - 7.82 (1H, m) #
7.94 (1, d, J 3.5 Hz).
mp 1754 — 176.1 °C; IR Vyuuy Gk s)/cm™ 3497, 3294, 3173, 3122, 2924, 2854,
1729, 1623, 1595, 1463, 1392, 1376 #= 1359; NMR 8y (400 MHz, CDCls) 1.09
(6H, d, J 6.5 Hz), 2.27 - 2.42 (1H, m), 3.24 (2H, d, J 6.3 Hz), 5.16 (1H, 5), 6.62 —
6.66 (1H, m), 7.70 - 7.73 (1H, m), 7.82 (1H, d, J 3.5 Hz) # 8.48 (1H, s); 24
I CHisNsOz: C, 58.94; H, 5.30; N, 24.54. £ #4ii: C, 58.84; H, 5.30; N,
24.19.

27 | H| 53

33| H 17

mp >300 °C # #; NMR 8y (400 MHz, CDCls) 2.94 (3H, s), 5.21 (2H, s), 6.62 -

3 | H | 141 60 (1H, m), 7.72 (1, 5), 7.83 (1H, d,J 3.6 Hz) 4 8.48 (1H, 5)

mp 175.5 °C; IR Vux ez sd/cm 3282, 3131, 3116, 3033, 2924, 2854, 1735,
1587, 1576, 1538, 1478, 1462, 1375, 1204 #= 1201; NMR 85 (400 MHz, CDCl,)
2.35 (3H, s), 4.69 (2H, d, J 5.5 Hz), 6.63 — 6.67 (1H, m), 7.33 — 7.44 (5H, m),
7.77-1.78 (1H, m), 7.84 (1H, d, J 3.4 Hz), 8.65 (1H, s) # 8.96 - 9.03 (1H, s);
A7 AL CgHisNsO,S: C, 59.17; H, 4.14; N, 19.16. £ R4k : C, 59.00; H,
4.14; N, 18.95.
IR Voo g s 3)/cm™ 3399, 3317, 3204, 1717, 1643, 1603, 1557, 1510, 1403, 1268
A 1232; NMR 35 (400 MHz, DMSO0) 0.94 (3H, t, J 7.3 Hz), 1.39 2H,* &4 ,J
36 | G | 100 | 7.4 Hz), 1.61 (2H, £ %, J 7.3 Hz), 3.38 (2H, q, J 6.5 Hz), 6.78 (1H, dd, J 1.5,
3.5 Hz), 7.02 (2H, br s), 7.74 (1H, dd, J 1.0, 3.5 Hz), 8.00 (1H, dd, J 1.0, 1.5 Hz),
8.46 (1H,s) & 883(1H,t,J54Hz);: HR&HE: 4.12 54

NMR 3y (400 MHz, DMSO) 3.74 (3H, s), 4.55 (2H, d, J 5.9 Hz), 6.78 (1H, dd, J

1.5, 3.5 Hz), 6.93 (2H, 4, J 8.5 Hz), 7.01 (2H, br s), 7.33 (2H, d, J 8.5 Hz), 7.75

(1H, dd, J 1.0, 3.5 Hz), 8.01 (1H, m), 8.49 (1H, s) # 923 (1H, t, J 6.3 Hz);
RgatiE: 4.62 454

351G | 8

37 { G | 100

(i
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NMR §; (400 MHz, DMSO0) 2.29 (3H, s), 4.58 (2H, d, J 6.1 Hz), 6.78 (1H, dd, J
38| G | 97 1.5, 3.5 Hz), 7.01 (2H, br s), 7.17 (24, d, J 8.0 Hz), 7.29 (2H, d, J 8.0 Hz), 7.75
(1H, dd, J 1.0, 3.5 Hz), 8.01 (1H, dd, J 1.0, 1.5 Hz), 8.50 (1H, s) # 9.26 (1H,t,J

63Hz); JREME: 55554

NMR & (400 MHz, DMSO) 4.69 (2H, d, J 6.6 Hz), 6.79 (1H, dd, J 1.5, 3.5 Hz),
39 G | 100 | 7.00 (2H, br s), 7.36 (2H, m), 7.51 (2H, m), 7.76 (1H, dd, J 1.0, 3.5 Hz), 8.02 (1H,
m), 8.50 (1H, s) # 941 (1H,t,J64Hz); #@utia: 563454

NMR 8y (400 MHz, DMSO) 6.77 (1H, dd, J 1.5, 3.5 Hz), 7.00 (2H, brs), 742 -
40 G 96 | 7.68 (7H, m), 7.75 (1H, dd, J 1.0, 3.5 Hz), 8.01 (1H, dd, J 1.0, 1.5 Hz), 8.22 (1H,
s) #= 9.21 (1H, s); wa@uia. 69494, (80:50).

NMR 8y (400 MHz, DMSO) 0.86 (3H, ¢, J 6.8 Hz), 1.22 ~ 1.39 (10H, m), 3.37
a | 6 | 70 |@Ha)67H),678(1H,d4,J 15,35 Ha), 7.02 2H, brs), 7.74 (I, dd, J 1.0,
3.5 Hz), 8.01 (1H, dd, J 1.0, 1.5 Hz), 846 (1H, s) # 8.84 (1H, t, J 5.7 Hz);

RBEE: 6.96 54

NMR § (400 MHz, DMSO) 2.44 (3H, s), 6.81 (1H, dd, J 2.0, 3.5 Hz), 7.10 (2H,
42 G | 100 | brs), 7.16 (2H, m), 7.29 (1H, m), 7.34 (1H, m), 7.78 (1H, m), 8.03 (1H, m), 8.60
(1H,s) #= 10.64 (1H,s); #@wiH: 3.82 min

NMR 85 (400 MHz, DMSO) 2.37 (3H, 5), 6.80 (1H, dd, J 1.5, 3.5 Hz), 7.02 (1H,
43| 6 | 9 |m) 732 GH m),7.61 2H, m), 7.77 (1H, br d, J 3.5 Hz), 8.03 (1H, d, J 1.0 Hz),
8.57(IH,s) # 11.05(1H,s); H&HE: 6.54 54

NMR 8 (400 MHz, DMSO) 6.81 (1H, dd, J 1.5, 3.5 Hz), 7.03 (2H, br s), 7.07
44 | G | 91 |(1H, m), 7.27 (1H, m), 7.46 (1H, m), 7.79 (1H, dd, J 1.0, 3.5 Hz), 8.04 (1H, m),
8.27 (1H,m), 8.62 (1H,s) # 1L.12(1H,s); HK&wE: 6.65 54

NMR &y (400 MHz, DMSO) 1.60 (3H, d, J 7.0 Hz), 5.11 (1H, £ €%, J 7.2 H2),
5 | ¢ | &7 6.78 (1H, dd, J 1.5, 3.5 Hz), 7.13 (2H, br s), 7.29 (1H, m), 7.38 (2H, m), 7.45 (2H,

m), 7.75 (1H, dd, J 1.0, 3.5 Hz), 8.02 (1H, m), 8.45 (1H, s) & 9.34 (1H, d,J8.0
Hz), #&9atiE: S5.1194F

NMR 84 (400 MHz, DMSO0) 1.60 (3H, d, J 7.0 Hz), 5.12 (1H, quintet, J 7.1 Hz),
6 | 6| ot 6.79 (1H, dd, J 1.5, 3.5 Hz), 7.13 (2H, br s), 7.29 (1H, m), 7.38 (2H, m), 7.46 (2H,

m), 7.75 (1H, dd, J 1.0, 3.5 Hz), 8.01 (1H, dd, J 1.0, 1.5 Hz), 8.44 (1H, 5) #=
9.34 (1H,d,J8.0Hz); fk@gutid: 5.14 54

NMR 8y (400 MHz, DMSO) 2.30 (3H, s), 4.59 (2H, d, J 6.2 Hz), 6.79 (1H, dd, J
271 | 9 2.0, 3.5 Hz), 7.02 (2H, br s), 7.09 (1H, m), 7.20 (2H, m), 7.26 (1H, m), 7.75 (1H,
brd, J 3.5 Hz), 8.01 (1H, m), 8.50 (1H, s) # 9.28 (1H, d, J 6.1 Hz); %R &M A:

5.63 24

NMR &y (400 MHz, DMSO0) 2.32 (3H, s), 6.80 (1H, dd, J 2.0, 3.5 Hz), 7.25 (2H,
48 G | 89 |d,J8.0Hz),7.28 (2H, brs), 7.68 (2H, d, J 8.0 Hz), 7.77 (1H, br 4, J 3.1 Hz), 8.03
(1H, m), 8.57 (1H, s) # 11.02(1H,s); H@eiE: 6.6654F
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NMR 8 (400 MHz, DMSO) 3.99 (3H, s), 6.80 (1H, dd, J 1.5, 3.5 Hz), 6.89 (2H,
49 | G | 100 { brs), 7.01 (1H, m), 7.17 (2H, m), 7.79 (1H, dd, J 1.0, 3.5 Hz), 8.04 (1H, m), 8.16
(1H,m), 8.60 (1H,s) # 1098 (1H,s); RGHE: 6.28 94

NMR &8y (400 MHz, DMSO) 3.78 (3H, s), 6.80 (1H, dd, J 1.5, 3.5 Hz), 7.02 (2H,
50 G 77 d, J 9.1 Hz), 7.26 (2H, br 5), 7.69 (2H, d, J 9.0 Hz), 7.77 (1H, dd, J 1.0, 3.5 Hz),
8.03 (1H, dd, J 1.0, 1.5 Hz), 8.56 (1H, s) # 10.93 (1H,s); & @&ti: 5.70

Eid ‘

NMR &g (400 MHz, DMSO) 6.38 (2H, br s), 6.80 (1H, dd, J 2.0, 3.5 Hz), 7.52
51 | G | 100 | 2H,d, J9.0Hz), 7.77 (1H, br d, J 3.5 Hz), 7.84 (2H, m, J 9.0 Hz), 8.03 (1H, m),
8.58 (1H,s) #= 1L21 (1H,s); ®@wim: 7.1944

NMR &y (400 MHz, DMSO) 0.90 (3H, t, J 7.1 Hz), 1.35 (4H, m), 1.63 (2H,
52 G 62 £ ¥%,J72Hz), 3.37 (2H, q, J 6.7 Hz), 6.78 (1H, dd, J 1.5, 3.5 Hz), 7.02 (2H,

brs), 7.74 (1H, dd, J 0.5, 3.5 Hz), 8.01 (1H, m), 8.46 (1H, s) # 8.84 (1H,t, J 5.8
Hz);, #@gutE: 52744

NMR 8y (400 MHz, DMSO) 0.83 (3H, t, J 6.8 Hz), 1.19 - 1.38 (18H, m), 1.62
s3 | 6 | g1 | @LAEH, 770 Hz), 337 (2H, q,J 6.4 H2), 6.78 (1H, dd, J 1.5, 3.5 Ha), 7.02

(2H, brs), 7.75 (1H, dd, J 0.5, 3.5 Hz), 8.01 (1H, m), 8.46 (1H, 5) #= 8.84 (1H, ¢,
J59Hz); R@HE: 107654

IR Vaus Gk ssd/cm’ 3431, 3384, 3334, 3220, 3122, 1665, 1648, 1587, 1564,
1302, 1210 # 1130; NMR 8 (400 MHz, CDCls) 1.01 (2H, m), 1.17 — 1.32 (4H,
54 | K | 57 |m), 1.66-1.82(7H, m), 4.14 (2H, t, J 7.5 Hz), 6.32 (2H, br 5), 6.69 (1H, m), 7.81
(1H, m), 7.89 (1H, m) # 7.99 (1H, m); M/Z 312 M+H)*; REWE: 509
24

IR Vyuax 64 5 9)/cm” 3320, 3218, 3109, 3029, 2926, 2854, 1734, 1601, 1587, 1550,
1464 #= 1375; NMR 8 (400 MHz, DMSO) 3.31 (6H, s), 4.66 (2H, d, J 5.5 Hz),
6.80 - 6.82 (1H,m), 7.30 — 7.36 (1H, m), 7.38 — 7.43 (2H, m), 7.44 — 7.50 2H,m),
7.80 (1H, d, J 3.5 Hz), 8.05 — 8.07 (1H, m), 8.53 (1H, 5) #= 9.11 (1H, t, J 5.0
Hz), 447 4k CioHNeOz- 0.25 Ho0: C, 62.20; H, 5.08; N, 22.91, 5 #i44:
C, 62.42; H, 5.01; N, 22.58.

mp 212.6 - 213 °C; IR Vau (i z4)/cm’ 3138, 2925, 2854, 1601, 1555, 1463,
1372, 1352, 1183, 670 # 584; NMR Sy (400 MHz, DMSO) 2.41 (3H, s), 3.21
56 | H | 86 |(6H,s),6.76~6.80 (1H, m), 7.53 (2H, d, J 7.9 Hz), 7.72 (1H, d, J 3.5 Hz), .02 -
8.04 (1H, m), 8.12 - 8.16 (2H, m) # 854 (1H,s); 447t 4k CigHpNsOsS:
C, 56.39; H, 4.47; N, 18.26.% M1k : C, 56.20; H, 4.48; N, 18.23.

NMR Oy (400 MHz, CDCl;) 4.89 (2H, dd, J 1.5, 6.0 Hz), 5.09 (2H, br s), 6.37
57 K | 21 [OE dt, J 6.0, 16.0 Hz), 6.59 (1H, dt, J 1.5, 16.0 Hz), 6.64 (1H, dd, J 1.5, 3.5 Hz),

7.28 - 7.38 (5H, m), 7.72 (1H, dd, J 1.0, 1.5 Hz), 7.82 (1H, dd, J 1.0, 3.5 Hz) #=
7.84 (1H,s); M/Z 318 M+H)*; &K@rE: 3.8254

55| G | 63

NMR 8y (400 MHz, CDCLy) 1.74 (3H, m), 4.65 (2H, m), 5.06 (2H, br s), 5.71
58 | K | 18 |(2H, m), 6.63 (1H, dd, J 1.5, 3.5 Hz), 7.71 (1H, dd, J 1.0, 1.5 Hz), 7.78 (1H, s)
# 7.80 (1H, dd,J 1.0,3.5 Hz); M/Z 256 (M+H)"; K @WiE: 1.19 54

59 | K | 40 | M/Z258 M+H)"; H@wmiE: 14094

60 | K | 20 | MZ270M+H)"; HEwid: 143 54
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61 | K 18 | M/z244 M+H); & BHE: 0.87 94

NMR & (400 MHz, CDCl;) 1.68 (2H, £ ¥, J7.5Hz), 1.92 2H, £ &%.J 7.5
62 | K 34 | Hz),2.67 (2H,t,J7.5Hz),4.12 (2H, t, J 7.1 Hz), 5.63 (2H, br ), 6.67 (1H, br s),
7.12-730(5H,m), 7.77 2H, m) #& 7.89 (IH,m); &®K&E®&: 4.6045 4}

NMR &y (400 MHz, CDCl;) 3.79 (2H, t, J 5.0 Hz), 4.30 (2H, t, J 4.8 Hz), 4.51
63 | K | 43 |(2H,s), 6.17 (2H, br s), 6.69 (1H, dd, J 1.5, 3.5 Hz), 7.20 - 7.32 (SH, m), 7.80
(1H, m), 798 (1H, m) # 8.00 (1H,s); HR@w®: 188454

NMR 8y (400 MHz, CDCl;) 0.99 (6H, d, J 6.5 Hz), 1.62 (1H, £ &*.J 6.6 Hz),
64 K 19 | 1.78 (2H, q,J 7.4 Hz), 4.13 (2H, t, J 7.2 Hz), 5.15 (2H, br s), 6.63 (1H, m), 7.71
(IH,m) & 7.802H, m); &Kgwig: 22154

NMR &g (400 MHz, CDCl;) 1.82 (6H, d, J 6.6 Hz), 4.68 (2H, d, J 7.0 Hz), 5.41
65 | X | 31 |(H,t,J7.0Hz), 6.24 (2H, br 5), 6.69 (1H, m), 7.80 (1H, m), 7.87 (1H, m) #
7.98 (1H, m); HK@stiE: 1.82 54

6 | k€ | 22 NMR 8§y (400 MHz, CDCly) 5.29 (2H, s), 5.85 (2H, br s), 6.63 (1H, m), 7.33 -
7.46 (4H, m), 7.57-7.72 B m) # 822 (1H,s); #H@uria: 18744

a7 | x | 21 NMR &y (400 MHz, CDCL;) 5.27 (2H, s), 5.97 (2H, br s), 6.55 (1H, m), 7.29 -
7.60 (6H, m) # 821 (1H,s); #k@ntiE: 3.93 94

NMR &y (400 MHz, CDCl;) 2.26 (2H, £ ¥4 ,J 7.2 Hz), 2.71 (2H, t, J 74 Hz),
68 | K 23 |4.14 (2H, t, J 7.3 Hz), 6.72 (1H, m), 6.83 (2H, br s), 7.15 - 7.33 (SH, m), 7.86
(1H, m), 7.92 (1H, m) # 8.06 (1H, m); FHR@EFiE: 3.48 54¢

mp 184.3 — 184.5 °C; IR Vpu Gk 59/cm™ 3458, 3316, 3200, 3069, 2955, 2924,
2854, 1749, 1728, 1631, 1606, 1592, 1462 # 1210; NMR 8 (400 Mz, DMSO)
69 | X | 55 | 1.24 3H, t,J 7.1 Hz), 419 (2H, q, J 7.1 Hz), 5.01 (2H, 5), 6.61 (2H, 5), 6.75 -
6.79 (1H, m), 7.75 (1H, d, J 2.5 Hz), 7.98 (1H, s) # 8.11 (1H, s); 4 it §4k
CyHNsO,S: C, 56.39; H, 4.47; N, 18.26.5% R4 : C, 56.20; H, 4.48; N, 18.23.
IR Vi Gt 5 3)/cnn” 3139, 3109, 2024, 2854, 1740, 1610, 1583, 1561, 1547, 1403,
1235 % 1114; NMR 8 (400 MEz, DMSO) 1.25 (6H, d, J 6.1 Hz), 3.21 (6H, s),
70 | L | 19 |5.00(2H,s), 6.77 - 6.80 (1H, m), 7.76 (1H, d, J 3.5 Hz), 7.99 - 8.03 (1H, m) #
8.14 (LH,s), 443 Ji4i CisHiN;O3S: C, 56.39; H, 4.47; N, 18.26. % #4ii: C,
56.20; H, 4.48; N, 18.23.
mp 180.6 — 181.8 °C; IR Voux k= )/cny” 3387, 3139, 3116, 2925, 2854, 1744,
1611, 1588, 1559, 1464, 1401, 1376, 1220, 1008 # 764; NMR 5y (400 Mz,
71 | B | 47 | CDCly) 1.28 (3H, t, J 7.0 Hz), 4.26 (2H, q, J 7.0 Hz), 4.86 (2H, 5), 6.58 — 6.62
(1H, m), 7.65 - 7.67 (1H, m), 7.71 - 7.73 (1H, m) # 7.79 (1H, s); #-#7 3§44
CysHNsOs: G, 57.14; H, 5.43; N, 22.20. £ #44: C, 56.88; H, 5.43; N, 22.05.
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mp 314 °C; IR Vauy G s8)/cm’ 3142, 3106, 3064, 2924, 2854, 1736, 1587, 1567,
1487, 1402, 1347, 1230 # 768; NMR &y (400 MHz, CDCl;) 1:31 (3H, t, J 7.0
72 A 12 | Ha) 4.30 (2H, q, J 7.0 Hz), 5.10 (2H, 5), 6.56 - 6.59 (1H, m), 6.66 — 6.68 (1H,
m), 7.40 (1H, d, 7 3.7 Hz), 7.64 - 7.65 (1H, m), 7.79 — 7.81 (1H, m), 7.89 (1H, d,
J 3.5 Hz) # 8.15 (IR, s); 47t J4E CrHiaNeOy: C, 60.35; H, 4.17; N,
16.56.% ®48 : C, 59.91; H, 4.25; N, 16.36.
mp >300 °C 5 #; TR Vi ¢4 5 8)/cm™ 3320, 3129, 3107, 2924, 2854, 2776, 1908,
1690, 1636, 1597, 1465, 1383, 1312, 782, 768, 686 # 676, NMR 38y (400 MHz,
73 | M | 72 | DMSO)4.90 (2H, s), 6.60 (2H, s), 6.75 - 6.79 (1H, m), 7.73 - 7.75 (1H, m), 7.97
~7.98 (1H, s), 8.11 (1H, 5), 13.02 - 13.48 (1H, s); £-#1 3t $14 Cy;HoNsOs: C,
50.97; H, 3.50; N, 27.00.5% ®44: C, 50.75; H, 3.53; N, 26.80.

mp 79.6 °C 4 #; IR Vo, G4 =8/cm™ 3094, 2024, 2855, 1600, 1466, 1380, 1248,
74 | N | g7 |1092 7 839 NMR 8 (400 MHz, CDCls) -0.04 (9H, s), 0.95 (2H, m), 3.65 (2H,

m), 4.10 (3H, s), 5.60 (2H, s), 6.65 (1H, dd, J 3.5, 1.7 Hz), 7.78 (2H, m) # 8.08
(1H,s). #®&%etiE: 58244 (80:50)

IR Vyx G4 z)/cm™ 2924, 2854, 1636, 1599, 1569, 1466,.1357 # 756; NMR &y
75 | ¢ | 43 | (400 MHz, DMSO) 3.99 (3H, 5), 6.81 (1H, dd, J 3.5, 1.7 Hz), 7.85 (1H, d, J 3.5

Hz), 8.05 (1H, m), 8.38 (1H, s) # 13.3 (1H, br 5); M/Z 217 (M+H)*; R @8t il
0.814-4% (80:50)

mp > 200 °C4#; IR Vo Gt 59/ 3458, 3360, 2925, 1721, 1611, 1549, 1465,

71| 6 | 70 | 1386, 1046 # 702; NMR 84 (400 MHz, DMSO) 4.64 (2H, d. J 6.5 Hz), 6.97
(2H, br 5), 7.23 - 7.4 (6H, m), 7.88 (1H, dd, J 5.0, 1.5 Hz) 8.53 (1H, 5) 8.5 (1H,

dd,J35,10Hz) # 933 (1H,brt, J6.0Hz); K@M 60844

mp > 250 °C 4 #: IR Vo, (ks s/cm™ 3332, 3215, 3144, 2925, 1741, 1651, 1576,
78 | A 5 | 1378, 1292, 1143, 993 # 713; NMR 8y (400 MHz, DMSO) 1.69 (9H, s), 5.22

(2H, br. 5), 7.22 (1H, dd, J 5.0, 3.5 Hz), 7.57 (1H, dd, J 5.0, 1.0 Hz), 8.10 (1H, s)
#+ 8.58 (1H,dd, J 4.5, 1.5Hz), fk@gatid: 395454

NMR &y (400 MHz, DMSO) 4.61 (2H, d, J 5.9 Hz), 6.78 (1H, dd, J 1.5, 3.5 Hz),
9 G 59 7.01 (2H, br s), 7.22 (2H, m), 7.45 (2H, m), 7.75 (1H, dd, J 1.0, 3.5 Hz), 8.01 (1H,

dd, J 1.0, 1.5 Hz), 850 (1H, s) # 931 (1H,t,J 6.2 Hz); +k&uiE: 5.07
o~

NMR &y (400 MHz, DMSO0) 4.63 (2H, d, J 6.1 Hz), 6.78 (1H, dd, J 1.5, 3.5 Hz),
80 | G | 100 | 699 (@H. brs), 7.41 (1H, dd, J 2.0, 8.5 Hz), 7.63 (1H, d, J 8.5 Hz), 7.69 (1H, d, J

2.0Hz), 7.75 (1H, br d, J 3.5 Hz), 8.01 (1H, m), 8.49 (1H,s) #& 9.35 (1H,¢,J 6.1
Hz); ®geti: 7.12454

NMR &y (400 MHz, CDCl,) 3.16 (2H, t, J 7.0 Hz), 435 (2H, ¢, J 7.0 Hz), 5.05
81 | K | 66 |(2H, brs), 6.62 (1H, m), 7.09 (2H, m), 7.22 - 7.31 (3H, m), 7.40 (1H, s), 7.70
(IH,m) # 776 (1H,m); #H&wia: 21354

NMR &y (400 MHz, CDCl,) 1.95 (3H, d, J 7.0 Hz), 5.03 (2H, br 5), 5.81 (1H, q,J
82 K 10 | 7.0 Hz), 6.63 (1H, dd, J 1.5, 3.5 Hz), 7.04 (2H, m), 7.30 (2H, m), 7.7 (1H, m),
775(H, m) # 7.79 (1H, m); #@Kid: 2.94454

NMR &y (400 MHz, CDCl;) 1.23 (6H, d, J 6.6 Hz), 2.89 (1H, & 4.7 6.9 Hz),
83 g | 48 5.06 (2H, br ), 5.25 (2H, s), 6.63 (1H, dd, J 1.5, 3.5 Hz), 7.21 (4H, s), 7.71 (1H,
dd,J 1.0, 1.5 Hz), 7.74 (1H, 5) # 7.79 (1H, brd, J 3.5 Hz);, 4k@wiE: 523

a4
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'NMR & (400 MHz, CDCls) 5.06 (2H, br s), 5.19 (2H, s), 6.64 (1H, dd, J 1.5, 3.5
84 | K | 12 |Hz),6.99-7.16(3H, m), 7.72 (1H, m), 7.75 (1H, s) # 7.80 (1H, brd, J 3.5 Hz),
w@uEm: 322454

mp 289.1 — 289.7 °C; IR Vamax sz sd/cm™ 3499, 3477, 3314, 3264, 3199, 3139,
3076, 2926, 2854, 1673, 1662, 1634, 1606, 1590, 1467 # 750; NMR 8y (400
g5 | p | 31 [MHz DMSO0)5.03 (2H, s), 6.55 (2H, 5), 6.76 - 6.79 (1H, m), 7.09 (1H, t, J 7.5

Hz), 7.34 (2H, t, J 8.1 Hz), 7.60 (2H, d, J 7.6 Hz), 7.76 (1H, d, J 4.0 Hz), 7.97 -
7.99 (1H, s), 8.12 (1H, s) #+ 1043 (IH, s); a¥rit H4h CHiaNgO, * 0.4
H,0: C, 59.78; H, 4.37; N, 24.61. 5 ®l44: C, 59.92; H, 4.08; N, 24.36.

mp 287.2 - 287.8 °C; IR Vyex (st m9/cm’ 3479, 3464, 3279, 3182, 3076, 2924,
g6 | Q | o6 |2854 1656, 1631, 1608, 1539, 1567 # 1464; NMR 8z (400 MHz, DMSO) 4.34

(2H, d, J 5.9 Hz), 4.86 (2H, 5), 6.53 (2H, 5), 6.75 — 6.78 (1H, m), 7.24 — 7.39 (5H,
‘| m), 7.75 (1H, d, J 3.0 Hz), 7.97 (14, s), 8.09 (1H, 5) 4= 8.72 (1H, t, J 5.8 Hz).

mp 3215 = 3216 °C; IR Vo G4 z3/cm 3379, 3296, 3220, 2924, 2854, 1689,
87 | q | 100 | 1662 1593, 1463 # 1378; NMR 8; (400 MHz, DMSO) 4.75 (2H, 5), 6.53 (2H,
5), 6.74 - 6.78 (1H, m), 7.29 (1H, s), 7.69 (1H, 5), 7.74 (1H, d, J 2.5 Hz), 7.96 —
7.98 (1H, m) 4= 8.05 (1H, s).
mp 283.6 — 283.7 °C; IR Vpu, Guzsd/cm™ 3368, 3332, 3215, 3098, 2925, 2854,
1648, 1585, 1566, 1467, 1408 #= 1298; NMR 8y (400 MHz, DMSO) 1.83 (2H,
g8 | Q | 74 |n¥* J68Hz), 198 (2H, 2v+.J 6.8 Hz), 3.3¢ (2H, 1, J 6.8 Hz), 3.57 2H, 1, J 68
Hz), 4.97 (2H, 5), 6.52 (2H, 5), 6.75 - 6.78 (1H, m), 7.75 (1H, d, J 2.5 Hz), 7.96 -
799 (1H, m) # 801 (1H,s); 4473t H44 CisHyeNgO, - 0.5 HLO: C, 56.07; H,
5.33; N, 26.15.5: ®44 : C, 56.26; H, 5.08; N, 26.13.
mp 2902 — 291.6 °C; IR Vymy G z4)/cm’ 3558, 3471, 3324, 3113, 2924, 2854, |
g9 | Q | 67 |1664 16261598 #1460, NMR 8 (400 MHz, DMSO) 2.64 (3H, d, J 4.5 Ha)
4.76 (2H, 5), 6.53 (2H, 5), 6.75 - 6.78 (1H, m), 7.74 (1H, d, J 3.2 Hz), 7.96 — 7.98
(1H, m), 8.06 (1H, s) # 8.09 -8.15 (1H, m).

mp > 200 °CH ;IR Vi, Gk s3)/cm” 3499, 3394, 2925, 1628, 1598, 1455, 1378,
90 | R | 21 |1249,950, 878 # 628; NMR 3y (400 MHz, DMSO) 2.73 (3H, s), 6.58 (1H, br
5), 8.24 (1H,brs) & 12.76 (1H, br s); M/Z 217 M+H)*;, ®&wtig: 0694

| mp > 250 °C#H #; IR Ve, (st 59/cm” 3505, 3255, 3089, 2925, 1735, 1622, 1465,

01 G .| 70 .| 1278, 887 #= 725, NMR &4 (400 MHz, DMSO) 2.73 (3H, s) 4.65 2H, d, J 6.0

~ 1 77 1 Hz), 7.18 - 745 (SH, m), 8.56 (1H, s) # 9.22 (1H, br t, J 6.0 Hz); k& &tid):
‘ 1.99 54

NMR &y (400 MHz, DMSO) 2.96 (2H, t, J 7.2 Hz), 3.63 (2H, q, J 6.9 Hz), 6.78
2 | 6 | 8 (1H, dd, J 1.9, 3.5 Hz), 6.94 (2H, br s), 7.17 - 7.30 (5H, m), 7.74 (1H, br d, J 3.5

Hz), 8.01 (1H, dd, J 1.0, 1.5 Hz), 846 (1H, s) # 8.92 (1H, t, J 5.5 Hz);
RgutiE: 4.89 54

NMR 85 (400 MHz, DMSO0) 4.66 (2H, d, J 6.1 Hz), 6.79 (1H, dd, J 1.5, 3.5 Hz),
o3 | G | 100 | 700 (ZH, brs), 744 (1H, m), 7.54 (1H, m), 7.66 (1H, m), 7.75 (1H, dd, J 1.0, 3.5

Hz), 8.01 (1H, dd, J 1.0, 1.5 Hz), 849 (1H, s) # 940 (1H, t, J 6.1 Hz);
wEE: 70694
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NMR 84 (400 MHz, DMSO) 1.74 (3H, d, J 7.0 Hz), 5.92 (1H, 5 ¥4, J 7.0 Hz),
94 | G | 100 6.79 (11, dd, J 1.5, 3.5 Hz), 7.16 (2H, br s), 7.47 — 7.68 (5H, m), 7.76 (1H, dd, J

1.0, 3.5 Hz), 7.79 - 7.99 (2H, m), 8.02 (1H, dd, J 1.0, 1.5 Hz), 8.45 (1H, 5) . #
952(1H,t,J82Hz), +#k@getid: 71244

NMR &y (400 MHz, DMSO) 1.81 (6H, s), 2.09 (3H, s), 5.08 (1H, m), 5.38 (1H,
o5 | G | 85 m), 6.79 (1H, dd, J 1.5, 3.5 Hz), 7.09 (2H, br s), 7.37 (3H, m), 7.56 (1H, m), 7.76

(1H, dd, J 1.0, 3.5 Hz), 8.02 (1H, dd, J 1.0, 1.5 Hz), 8.39 (1H,s) # 9.33 (IH,t,J
58Hz); #H*@geti): 7.14494

mp >250 °C ##; IR Vo, Gk z /e 3462, 3279, 3212, 3097, 2924, 2854, 1660,
9% Q g4 | 1591 #= 1465; NMR &y (400 MHz, DMSO) 3.13 - 3.24 (2H, m), 3.41 — 3.49
(2H, m), 4.73 (1H, 5), 4.79 (2H, 5), 6.53 (2H, s), 6.74 - 6.79 (1H, m), 7.74 (1H, d,
J 2.6 Hz), 7.97 (1H, 5), 8.05 (1H, s) # 8.24 —8.34 (1H, m).
mp >270 °C 2 #; IR Vs (ks z si)/cm™ 3386, 3327, 3214, 3087, 2924, 2854, 1668,
1640, 1585, 1565, 1466, 1408 #+ 1376; NMR &y (400 MHz, DMSO) 2.24 (3H,
97 Q 52 |s),2.29-2.35(2H, m), 2.39 - 2.46 (2H, m), 3.44 — 3.51 (2H, m), 3.54 — 3.61 (2H,
m), 5.08 (2H, s), 6.52 (2H, s), 6.75 - 6.79 (1H, m), 7.74 (1H, d, J 3.7 Hz), 7.97
(1H,s) # 8.01 (1H, s).

NMR &y (400 MHz, DMSO) 3.74 (2H, q, J 5.9 Hz), 3.85 (2H, t, J 6.0 Hz), 6.78
98 G | 39 |(1H,dd,J1.5,3.5Hz),6.99 2H, brs), 7.75 (1H, dd, J 1.0, 3.5 Hz), 8.02 (1H, dd,
J1.0,15Hz),849 (1H,s) # 9.12(1H,t,J5.8Hz); 4 @gntia; 2.16454%

NMR &y (400 MHz, DMSO) 2.10 (2H, # %, J 6.7 Hz), 3.52 (2H, q, J 6.5 Hz),
99 G 80 3.77 (2H, ¢, J 6.5 Hz), 6.78 (1H, dd, J 2.0, 3.5 Hz), 7.02 (2H, br s), 7.74 (1H, dd, J

1.0, 3.5 Hz), 8.01 (1H, dd, J 1.0, 2.0 Hz), 8.47 (1H, 5) #= 8.90 (1H, t, J 5.7 Hz);
@ 3.08 54

NMR &y (400 MHz, DMSO) 1.18 (3H, t, J 6.9 Hz), 2.70 (2H, t, J 6.7 Hz), 3.61
00| G | 70 | %L 4q.J6.5Hz),4.10 (2H, t, J 7.2 Hz), 6.78 (1H, dd, J 1.5, 3.5 Hz), 6.96 (2H, br

{ ) 7.74 (1H, br d, J 3.5 Hz), 8.01 (1H, dd, J 1.0, 1.5 Hz), 8.47 (1H, s) # 898
(1H,t,J5.8Hz), ®aeti|: 2.1994

NMR &y (400 MHz, DMSO) 1.17 (3H, t, J 7.0 Hz), 3.19 (1H, dd, J 8.5, 14.0 Hz),
011 ¢ | 46 {32° (1H, dd, J 6.0, 14.0 Hz), 4.15 (2H, q, J 7.0 Hz), 4.70 (1H, m), 6.78 (1H, dd, J

1.5, 3.5 Hz), 7.03 (2H, br s), 7.15 - 7.39 (SH, m), 7.74 (1H, dd, J 1.0, 3.5 Hz),
8.02 (I1H, dd, J 1.0, 2.0 Hz), 8.43 (1H, s) # 9.23 (1H, d, J 6.9 Hz).

NMR 3y (400 MHz, CDCly) 3.34 (2H, t, J 6.6 Hz), 4.60 (2H, t, J 6.7 Hz), 5.05
102 | s 47 (2H, br s), 6.61 (1H, dd, J 1.5, 3.5 Hz), 6.98 (1H, d, J 7.5 Hz), 7.15 (1H, m), 7.53

(1H, m), 7.53 (1H, ), 7.69 (1H, m), 7.74 (1H, dd, J 1.0, 3.5 Hz) # 8.60 (1H, m);
w@gnE:  0.76 54

NMR 8y (400 MHz, DMSO0) 3.36 — 3.42 (10H, m), 4.49 (2H, m), 6.90 (1H, dd, J
103 | S | 44 | 15,3.5Hz),7.91 (1H, br d, J 3.5 Hz), 8.18 (1H, m), 8.52 (1H, 5) # 9.62 (2H, br
s);  H&@wiEm:  0.804-4F, (50:20)

NMR 8y (400 MHz, CDCl;) 1.4 (2H, m), 1.57 (4H, m), 2.45 (4H, m), 2.69 (2H,
104! s | 66 |&J60H), 418 2H, t, J 6.0 Hz), 5.02 (2H, br s), 6.63 (1H, m), 7.71 (1H, m),

7.79 (1H, m) # 799 (1H, s); M/Z 313 (M+H)*; . ®R@si:  3.69 54k,
(50:20)
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NMR &y (400 MHz, CDCL;) 1.78 (4H, m), 2.58 (4H, m), 2.90 (2H, t, J 6.3 Hz),
105 | S | 53 |4.22(2H,t,J6.2 Hz), 5.03 (2H, br s), 6.63 (1H, dd, J 1.5, 3.5 Hz), 7.71 (1H, m),
7.79 (1H,brd, J3.5Hz) #= 7.93 (1H,s); 4 @8 @: 1.50%9-4F, (50:20)

mp 161.7 °C 4% ; NMR 8y (400 MHz, CDCl;) 5.36 (2H, br s), 5.52 (2H, s), 6.64
106 | T | 98 {(1H,dd,J3.5, 1.7Hz), 7.35 - 7.75 (5H, m), 7.72 (1H, nm), 7.81 (IH, m) # 8.26

(1H,s); #%@eti: 3.95%4 (80:50)

mp 139.3 °C; NMR 8y (400 MHz, CDCls) 3.99 (3H, s), 4.70 - 4.71 (2H, s,
112 | G | 35 |#xs#«), 6.67 (1H, dd, J 3.5, 1.7 Hz), 7.27 - 7.44 (5H, m), 7.79 (1H, m), 7.84
(1H,m), 8.66 (1H, s) # 8.95 (1H,br); 4x@eti: 5.135-4F(80:50)

NMR &y (400 MHz, CDCls) 3.14 (2H, ¢, J 6.8 Hz), 4.33 (2H, t, J 7.0 Hz), 5.06
113 | S 37 | (2H, brs), 6.63 (1H, dd, J 1.5, 3.5 Hz), 7.02 (2H, d, J 8.1 Hz), 7.25 (2H, m), 7.41
(1H,s),7.72 (1H,m) # 7.76 (1H,brd,J3.5Hz); #H@uiE: 4.02 54

NMR 84 (400 MHz, CDCls) 2.91 (6H, s), 3.04 (2H, t, J 6.8 Hz), 4.29 (2H, t, J 6.8
114 | s 64 Hz), 5.05 (2H, br 5), 6.62 (1H, dd, J 2.0, 3.5 Hz), 6.65 (2H, d, J 8.6 Hz), 6.95 (2H,

d, J 8.7 Hz), 740 (1H, s), 7.70 (1H, dd, J 1.0, 1.5 Hz) # 7.76 (1H,dd, J 1.0, 3.5
Hz), #&@geti|: 258494

NMR &y (400 MHz, CDCl;) 4.30 (2H, t, J 5.0 Hz), 4.52 (2H, t, J 5.0 Hz), 5.08
1151 S 15 | (2H, brs), 6.64 (1H, dd, J 1.5, 3.5 Hz), 6.87 (2H, m), 6.96 (1H, m), 7.27 (2H, m),
7.71 (1H, m), 7.80 (1H, brd, J3.5Hz) # 7.79 (1H,s); #®&&wtig: 23754

NMR &y (400 MHz, CDCl;) 1.01 (2H, m), 1.21 (4H, m), 1.69 (4H, m), 1.89 (1H,
116 | S 66 | m),3.39(2H, d, J 7.8 Hz), 5.04 (2H, br 5), 6.64 (1H, dd, J 1.5, 3.5 Hz), 7.71 (1H,
m), 7.74 (1H, s) # 7.79 (1H,brd,J3.5Hz); #@wiq: 3.78%4

NMR 8y (400 MHz, CDCL) 0.87 (2H, m), 1.09 - 1.27 (6H, m), 1.61 - 1.72 (5H,
171 s 84 m), 1.88 (2H, = €4, J 7.0 Hz), 4.08 (2H, t, J 7.1 Hz), 5.04 (2H, br s), 6.64 (1H,
dd, 72.0,3.5 Hz), 7.72 (1H, dd, J 1.0, 2.0 Hz), 7.78 (1H, s) # 7.79 (1H, dd,J

10,35Hz); #@gwE: 6.06454

NMR 3 (400 MHz, CDCl;) 3.04 (3H, s), 4.72 (2H, br s), 5.18 (2H, br ), 6.64
118 | I | 20 |(IH,dd,J3.5, 1.7 Hz), 7.29 - 7.42 (5H, m), 7.72 (1H, m), 7.83 (1H, m), 8.10 (1H,
s); M/Z 349 M+H);,  m@eti:  1.664-4F (80:50)

mp 238.3 — 238.4 °C; IR Vi, G z4ycm” 3444, 3325, 3181, 3083, 2925, 2855,
1651, 1696, 1591, 1567, 1523, 1467, 1414, 1376, 1355, 1300, 1182, 1017 #=
119 | q | 85 | 754 NMR 8u (400 MHz, DMSO) 4.41 (2H, d, J 5.4 Hz), 4.88 (2H, ), 6.53 (2H,
s), 6.72 - 6.77 (1H, m), 7.25 - 7.31 (1H, m), 7.36 (2H, d, 78.0 Hz), 7.72 (1H, d, J
3.6 Hz), 7.75 - 7.81 (1H, m), 7.94 (1H, 5), 8.08 (1H, 5), 8.51 (1H, d, J 4.5 Hz) #
8.80 (1H, t, J 5.8 Hz).

mp 310.0 - 310.3 °C; IR vy, ¢e#z#)/cm’ 3322, 2925, 1636, 1586, 1464, 1378,

1201 o 12 1297, 1026, 734 # 630; NMR 8y (400 MHz, DMSO) 6.53 (2H, br s), 7.34 (1H,
t,J 15 Hz), 745 (1H, t, J 8.0 Hz), 7.72 (1H, d, J 8.5 Hz), 7.83 (1H, d, J 7.5 Hz),
8.17(1H, brs), 8.21 (1H, brs) # 12.78 (1H, brs); #HR@utiE: 14854
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mp 242.5 — 243.6 °C; IR Vg, k45 s)/cm’ 3485, 3442, 3312, 3203, 3072, 2924,
2854, 1697, 1652, 1633, 1605, 1580, 1462, 1442, 1412 # 1303; NMR 8y (400
122 | Q | 46 |MHz DMSO) 5.07 (2H, 5), 6.53 (2H, 5), 6.73 - 6.77 (1H, m), 7.09 — 7.14 (1H,
m), 7.73 (1H, d, J 2.8 Hz), 7.77 (1H, t, J 7.0 Hz), 7.90 - 8.04 (2H, m), 8.08 (1H.
5),8.35 (1H,d, J4.0 Hz) # 10.96 (1K, ).

mp 247.3 - 2474 °C; IR Vauy guit s /e 3500, 3308, 3187, 3092, 3022, 2924,
2854, 1656, 1636, 1609, 1590, 1567 #= 1466; NMR g (400 MEz, DMSO) 2.72
123 | Q | 57 [(2H,1,J7.3 Hz), 3.24 - 3.35 (2H, m), 4.73 (2H,5), 6.49 (2H, 5), 6.71 — 6.77 (1L,
m), 7.15 - 7.23 (3H, m), 7.25 - 7.32 (2H, m), 7.71 (2H, d, J 3.5 Hz), 7.93 - 7.95
(1H, m), 8.01 (1H,s) # 8.29 (1H, ¢, J 5.5 Hz).

mp 258.7 — 260.1 °C; IR Vuux Gt s #)/cm™ 3487, 3470, 3293, 3172, 3098, 2925,
2854, 1659, 1629, 1605, 1594, 1568, 1461 #= 1409; NMR 85 (400 MHz, DMSO)
14| Q | 46 |0.86 (3H, ¢, J 7.6 Hz), 1.39 — 1.48 (2H, m), 3.05 (2H, q, J 6.5 Hz), 4.75 (2H, s),
6.49 (2H, 5), 6.72 - 6.77 (1H, m), 7.72 (1H, d, J 3.5 Hz), 7.93 — 7.96 (1H, m),
8.04 (1H,s) # 8.19 (1, t, J 5.5 H).

NMR &y (400 MHz, CDCls) 5.07 (2H, br s), 5.27 (2H, s), 6.64 (1H, dd, J 1.5, 3.5
125 | S 12 | Hz), 7.14 (1H, m), 7.25 ~ 7.30 (3H, m), 7.72 (1H, m), 7.76 (1H, 5) # 7.80 (1H,
dd,J1.0,35Hz); #@efiE: 2.66 54

NMR 55 (400 MHz, CDCL;) 2.32 (3H, 5), 5.07 (2H, br s), 5.25 (2H, s), 6.63 (1H,

126 | s | 33 |44 720, 3.5Hz), 7.06 (2H, m), 7.13 (1H, d, J 7.6 Hz), 7.23 (1H, d, J 7.6 Hz),
771 (1H, m), 7.74 (1K, 5) # 7.79 (1H,dd, J 1.0,35 Hz); ®@eti: 212
24

NMR &g (400 MHz, CDCl;) 2.34 (3H, s), 5.06 (2H, br s), 5.24 (2H, ), 6.63 (1H,
127 | S 17 14dd, J 2.0, 3.5 Hz), 7.16 (4H, m), 7.71 (1H, dd, J 1.0, 2.0 Hz), 7.73 (1H, 5) #=
779(1H,dd,J1.0,35Hz); &R@gnti: 221494

mp >250 °CA#; IR Voo, (45 3)/cm™ 3296, 3181, 2925, 1717, 1629, 1467, 1390,
128 | G | s3 |1228 # 754; NMR 8y (400 MHz, DMSO) 4.66 (2H, d, J 6.0 Hz), 7.18 (2H, br

s), 7.21 - 7.51 (TH, m), 7.74 (1H, 4, J 8.0 Hz), 7.87 (1H, d, J 7.5 Hz), 8.25 (1H, s),
859 (1H,s) & 930(1H,brt, J6.0Hz); ®@geti: 6.85 54

mp > 250 °C#H#; IR Vgu, k4 z3)/cm™ 3492, 3331, 3196, 2924, 1618, 1569, 1442,
12 | o | 3¢ | 1377 1301, 1180, 1030 # 784; NMR &g (400 MHz, DMSO) 6.39 (2H, br s),

7.27 (1H, 4, 7 4.0 Hz), 8.12 (1H, 5), 8.33 (1H, d, J 4.0 Hz) # 12.68 (1H, br s);
REEE: 274 54

mp 194-195 °C 5#; IR Vg, G4z ¥)/cm™ 3460, 3360, 2923, 1722, 1608, 1465,
1386, 1218, 1013 #= 792; NMR 8y (400 MHz, DMSO) 4.64 (2H, d, J 6.0 Hz),
7.02 (2H, br 5), 7.25 - 7.44 (6H, m), 8.35 (1H, d, J 4.0 Hz) & 9.28 (1H, ¢, J 6.0
Hz); ®R@HA: 78154

IR Vo (it 2 9/cm” 4332, 4258, 3421, 3299, 3193, 3105, 2924, 2854, 1682, 1631,
1596, 1465, 1376, 747; NMR &y (400 MHz, CDCl3) 3.09 (2H, m), 3.86 (2H, br
m), 4.80 (2H, br m), 5.10 (2H, s), 6.66 (1H, dd, J 3.5, 1.7 Hz), 7.18 - 7.25 (4H,
m), 7.74 (1H, m), 7.85 (1H, m) # 8.12(1H,s); R@wM: 2.2544F(80:50)

IR Vo oz /e 4331, 3293, 3164, 2924, 2854, 1694, 1638, 1467, 746; NMR
8y (400 MHz, CDCLs) 323 (2H, m), 4.33 (2H, m), 5.13 (2H, 5), 6.67 (1H, dd, J
3.5, 1.7 Hz), 7.10 - 7.31 (4H, m), 7.74 (1H, m), 7.74 (1H, m), 7.86 (1H, m) #
8.16 (1H, s); M/Z 369 (M+Na)*; R&H: 2805 4F(80:50)

130 | G | 67

131 I 17

132 1 81
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mp >240 °C 5 #; IR Vi, (o4 s 4)/cm™ 3465, 3321, 2925, 1619, 1567, 1460, 1384,
133 A 1 1304, 1056, 832 # 740; NMR 8y (400 MHz, DMSO) 4.11 (3H, 5), 6.15 (3H, m), | -
6.98 (1H, t, J 2.0 Hz), 7.60 (1H, br s), 7.96 (1H, s) # 12.43 (1H, brs); & & nf 4
1.67 %4
mp >230 °CH M IR Vo, sk s 3)/cm™ 3465, 3364, 2924, 1722, 1609, 1549, 1462,
1062 # 732; NMR 8y (400 MHz, DMSO) 4.12 (3H, s), 4.67 (2H, d, J 6.0 Hz),
134 { G | 63 |6.20(1H, dd, J 4.0, 2.5 Hz), 6.80 (2H, br s), 7.08 (1H, t, J 2.0 Hz), 7.25 - 7.33
(14, m), 7.34 - 7.43 (4H, m), 7.68 (1H, dd, J 4.0, 2.0 Hz), 8.41 (1H, s) # 9.43
(1H,t, J6.0Hz);, HKREHIE: 5.26454

mp 300 °C (M );IR vaay 4 58)/cm” 3423, 3313, 2924, 1622, 1580, 1464, 1389,
137 1 'Y | 39 | 1305, 1114, 888 # 633; NMR &y (400 MHz, DMSO) 6.46 (2H, br s), 8.15 (1H,
s),9.11 (1H, 5),9.27 (1H,s) # 12.72(1H,brs); ®kgutiE: 12494

mp 188 °C; IR Voua G4 5 8)/cm™ 3313, 3195, 2924, 1718, 1629, 1558, 1467, 1392,

130 | ¢ | 76 |1234,890,792 # 702; NMR 8y (400 MHz, DMSO) 4.65 (2H, d, J 6.5 Hz), 7.09
(2H, br s), 7.25 - 7.32 (1H, m), 7.34 - 7.44 (4H, m), 8.59 (1H, s), 9.11 (IH, s),

927(1H,t,J6.5Hz) # 935(1H,s); &K%etiE: 43454

Mp 299.2 - 299.3 °C; IR Vuax a4 5 %)/cm™ 3483, 3259, 3187, 2923, 2854, 1661,
1631, 1603, 1570, 1537, 1462, 1416 # 1378; NMR 8y (400 MHz, DMSO) 9.69
140 | Q | 80 (1H, br 5), 8.11 (1H, 5), 7.95 (1H, 5), 7.73 (1H, d, J 3.3 Hz), 7.43 (1H, d, J 7.6
Hz), 7.23 - 7.07 (3H, m), 6.75 (1H, dd, J 3.3, 1.7 Hz), 6.49 (2H, br 5), 5.04 (2H, 5)
Fo 225 BH,s);  4#it H4E CigHiNGO: - 0.8 H0: C, 59.59; H, 4.89; N,
20.17. 5 &d :C, 59.43; H, 4.60; N, 20.27.
Mp 278 °C(5 %), IR Vpyy Gtk 5 3)/cm” 3480, 3257, 3179, 2924, 2854, 1678, 1661,
1627, 1592, 1545, 1463 #= 1415; NMR 8y (400 MHz, DMSO) 10.59 (1H, br s),
141 Q 60 8.10 (1H, s), 7.95 (1H, 5), 7.76 — 7.73 (2H, m), 7.45 (1H, d, J 9.2 Hz), 7.36 (1H, t,
J 8.0 Hz), 7.13 (1H, m), 6.75 (1H, dd, J 3.6, 2.0 Hz), 6.50 (2H, s) # 5.01 (2H,
s); 44t Jdd CyyHisCINGO; - 0.25 HyO: C, 54.70; H, 3.65; N, 23.51. 3 Ri44:
C, 54.53; H, 3.50; N, 23.50.

Mp 281.3 - 283.2 °C; IR Ve 6t 53/crn” 3185, 2923, 2854, 1704, 1638, 1591,

142 | Q 20 1571, 1541, 1464, 1416, 1377 # 1297; NMR 3y (400 MHz, DMSO) 10.80 (1H,
brs), 8.45 (2H, d, 1 5.6 Hz), 8.10 (1H, s), 7.95 (1H, s), 7.73 (1H, d, J 3.2 Hz), 7.54

(2H, d, J 6.4 Hz), 6.75 (1H, dd, J 3.2, 1.6 Hz), 6.51 (2H, brs) #= 5.05 (2H, s).

Mp 285.6 — 286.4 °C; IR Vpux Gkt z3)/cm™ 3472, 3176, 2924, 2854, 1698, 1640,
1591, 1560, 1460, 1415, 1377 # 1297; NMR 5y (400 MHz, DMSO) 10.63 (1H,
43| Q | 63 br s), 8.74 (1H, d, J 2.4 Hz), 8.29 (1H, d, J 3.6 Hz), 8.11 (1H, s), 8.00 (1H, m),
7.95 (1H, s), 7.74 (1H, d, J 3.2 Hz), 7.36 (1H, dd, J 8.4, 4.8 Hz), 6.75 (1H, dd, J
3.2, 1.6 Hz), 6.51 (2H, brs) # 5.04 (2H, s); ¥t A CigHiNAO, - 2.2
H,0: C, 51.25; H, 4.68; N, 26.15. £ #1k:C, 51.33; H, 4.51; N, 26.18.
Mp 277 °C(2# ); IR vy sk s /e 3486, 3272, 3181, 2924, 2854, 1650, 1633,
1594, 1555, 1492, 1463, 1412 #= 1377, NMR &y (400 MHz, DMSO) 8.70 (1H,
144 | Q | 51 |brt,J6.0Hz), 807 (1H,s), 7.94 (1H, s), 7.72 (1H, d, J 3.2 Hz), 7.42 - 7.30 (4H,
' m), 6.74 (1H, dd, J 3.2, 1.6 Hz), 6.50 (2H, br s), 4.84 (2H,s) # 4.30 (2H, d,)
5.6 Hz).
Mp 224.0 - 224.1 °C; IR Vy, a4z 9)/cm™ 3476, 3317, 3196, 3072, 2924, 2854,
1654, 1628, 1607, 1592, 1570, 1515, 1490, 1458, 1413, 1360, 1304 #= 1292;
145 | Q | 64 | NMR 84 (400 MHz, DMSO) 8.04 (1H, s), 7.94 (1H, d, J 1.0 Hz), 7.73 (1H, d, J
2.9 Hz), 7.48 - 7.25 (SH, m), 6.75 (1H, dd, J 3.4, 1.8 Hz), 6.48 (2H, br s), 5.13
(2H, 5), 4.53 (2H,s) # 3.07 3H, s).
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NMR 8 (400 MHz, CDCl;) 3.19 (2H, ¢, J 7.0 Hz), 438 (2H, ¢, J 7.0 Hz) 5.08
e | s 16 (2H, brs), 6.63 (1H, dd, J 15,3.5 Hz), 7.04 (2H, dd, J 1.5, 4.5 Hz), 749 (14, 5),

7.72 (1K, dd, J 1.0, 2.5 Hz), 7.78 (1H, dd, J 1.5, 3.5 Hz) # 8.52 (2H, dd, J 1.5,
45Hz), 4#&@getE: 2715 4,(50:20).

NMR B8y (400 MHz, CDCl;) 2.52 (4H, t, J 4.7 Hz), 2.76 (2H, t, J 6.0 Hz), 3.69
17| s | o |@WHtJ47H), 410 (2H, t, J 6.0 Ha), 5.04 (2H, br s), 6.64 (1H, dd, J 1.5, 3.5

Hz), 7.71 (1H, dd, J 1.0, 1.5 Hz), 7.79 (1H, dd, J 1.0, 3.5 Hz) # 7.94 (1H, s);
wEuE:  1.9644F, (50:20).

NMR &y (400 MHz, CDCl,) 5.06 (2H, br s), 5.31 (2H, s), 6.63 (1H, dd, J 2.0, 3.5
148 | s 17 Hz), 7.28 (1H, m), 7.60 (1H, m), 7.72 (1H, dd, J 1.0, 2.5 Hz), 7.77 (1H, s), 7.80

(1H, d4, J 1.0, 3.5 Hz), 8.59 (1H, dd, J 1.5, 5.0 Hz) # .8.67 (1H,d, J 2.5 Hz);
tk@gutE:  2.5144F, (50:20).

mp 247 - 248 °C; NMR 9y (400 MHz, DMSO) 2.66 (3H, s), 6.28 (2H, br s), 7.03
150 | A 10 | (1H, d, J 5.0 Hz), 7.63 (1H, d, J 5.0 Hz), 8.03 (1H, s) # 12.57 (1H, br s);
EwE: 29154

IR Vg, 4 zsdlom’™ 3317, 3194, 2923, 2854, 1732, 1456; NMR &y (400 MHz,
51 | aa | 11 | CDCl) 292 (2H, t, J 6.4 Hz), 3.67 (3H, 5), 440 (2H, t, J 6.4 Hz), 5.30 (2H, br s),

6.62 (1H, dd, J 1.6, 3.4 Hz), 7.70 (1H, dd, J 0.7, 1.6 Hz), 7.79 (1H, dd, J 0.7, 3.4
Hz # 7.87 (1H,s).

IR Vi (o5 !-l)lcm" 3500 - 2800 br, 2923, 2855, 1715, 1644, 1588, 1520, 1465,
152 M 99 1412 # 1378; NMR 8y (400 MHz, DMSO) 8.07 (1H, s), 7.94 (1H, m), 7.70 (1H,

1. m), 6.73 (1H, dd, J 3.5, 1.5 Hz), 6.55 (2H, br s), 4.25 (2H, t) # 2.85 (2H,t,J 6.5
| Hz); M/IZ 274 M + H)". '

Mp. 342 °C 7 #; IR Vy, (k4 z9)/cm’ 2925, 2855, 1587, 1463, 1377, 846; NMR
153 | AB | 30 | g (400 MHz, DMSO) 2.68 (3H, s), 6.78 (1H, m), 7.80 (1H, m), 8.00 (1H, m),
840 (1H, m) # 13.32 (1H, br).

Mp 152 °C (##8); IR Vyay g4z 5/cm” 3273, 3109, 2920, 2854, 1727, 1600, 1588,
. 1551, 1481, 1455, 1401 # 1374; NMR 8y (400 MHz, DMSO) 9.26 (1H, t, 5.9
154 | G | 46 |Hz),892(1H,s), 8.09 (1H, m), 7.85 (1H, m), 7.30 - 7.50 (SH, m), 6.84 (1H, dd, J
35, 1.5 Hz), 468 QH, d, J59 Hz) # 276 3H, s); R@etig: 538 54
(80:50)

NMR 84 (400 MHz, CDCL) 8.25 (1H, s), 8.09 (1H, 4, J 6.8 Hz), 7.84 (1H, d, J
155 | H 3.6 Hz), 6.66 (1H, dd, J 3.6, 1.6 Hz), 5.15 (2H, br s), 4.07 (1H, m) # 144 (6H,
d,7 6.8 Hz).

IR Viax it z4)/c” 2923, 2854, 1588, 1564, 1486, 1462, 1376, 1352, 1309 #=
156 { AC | 6 | 1236; NMR dg (400 MHz, CDCl,) 7.96 (1H, s), 7.88 (1H, m), 7.75 (1H, m), 7.20
(4H, m), 6.50 (1H, m), 5.35 (2H, 5) #= 2.35 3H, s)-
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‘ NMR 5y (400 MHz, DMSO) 5.38 (2H, s), 6.56 (2H, br ), 6.75 (1H, dd, J 1.5, 3.5
57 | ac Hz), 7.10 (1H, m), 7.16 (1H, m), 7.25 (1H, m), 7.37 (1H, m), 7.72 (1H, d, J 3.5
Hz), 7.95 (1H, dd, J 1.0, 20 Hz) # 8.15 (1H, s); R@8E: 15854,
(80:50).
mp 284.5 — 2853 °C; IR Vamy (o4 54/cm’ 3319, 3195, 3139, 3091, 1641, 1590,
1557, 1530, 1463, 1377 #= 1349; NMR 8y (400 MHz, DMSO0) 5.47 (2H, 5), 6.58
152 | ac | 6o | @ 9),672-678 (1H, m), 7.65 (1H, dt, J 7.5, 1.0 Hz), 7.69-7.76 (2H, m), 7.95
(1H, t, J 1.0 Hz), 8.15 — 8.16 (1H, m), 8.17 (1H, s), 8.26 (1H,s);  #43t H 4k
CyeH12NeOs - 0.35 H,0: C, 56.09; H, 3.74; N, 24.53. % #i4 -C, 56.10; H, 3.72; N,
24.40.
mp 212.8 - 212.9 °C; NMR 85 (400 MHz, DMSO) 5.43 (2H, 5), 6.57 (2H, 5), 6.73
150 | ac | 46 | =678 (1H m), 745 (28, d, J 8.0 Ha), 7.70 - 7.75 (3H, m), 7.95 - 7.97 (1H, m),
824 (1H,s)y, A4 ¥4 CyHiNsOFs - 0.1 H,O: C, 56.54; H, 3.41; N, 19.39.
% ®i4h: C, 56.65; H, 3.62; N, 19.01.

NMR 3y (400 MHz, DMSO) 6.76 (1H, dd, J 2.0, 3.5 Hz), 7.05 (2H, br s), 7.67
160 | H 95 | (1H, d, J 3.5 Hz), 7.99 (2H, m), 8.56 (1H, s), 8.62 (1H, dd, J 1.5, 8.0 Hz), 8.72
(1H,d, J8.0Hz) # 8.89 (1H,t,J2.0Hz); #HE8iE: 4.1554F, (80:50).

IR Vi Gk % 9)/cm” 3493, 3405, 3309, 3192, 2924, 2854, 1624, 1586, 1565, 1467
# 1351; NMR 84 (400 MHz, DMSO) 6.77 (1H, dd, J 2.0, 3.5 Hz), 6.86 (2H, br
161 | H | 55 |s),7.70 (1H, 4, J 3.5 Hz), 7.72 - 7.76 (2H, m), 7.90 (1H, dd, J 2.0, 7.0 Hz), 8.00
(1H, d, J 1.5 Hz), 8.39 (1H, dd, J 2.5, 7.5 Hz) # 8.62 (1H,s); ®K@wm:
4.54 4%, (80:50).
IR Vo (e zs/cm™ 3503, 3324, 3202, 3115, 2924, 2854, 1634, 1587, 1569,
1467, 1392 # 1350; NMR 8y (400 MHz, DMSO) 6.76 (1H, dd, J 2.0, 3.5 Hz),
162 | H | 69 |7.04 (2H, brs), 7.67 (1H, dd, J 0.5, 3.5 Hz), 7.92 (2H, d, J 8.5 Hz), 7.98 (1H, dd,
J 1.0, 2.0 Hz), 8.17 (2H, 4, 7 9.0 Hz) #= 850 (1H,s); H@8fidm: 2.01 549,
(80:50).
IR Vi Gk ss)/cm’ 3505, 3327, 3206, 2924, 2854, 1634, 1593, 1567, 1480,
1465, 1384 # 1348; NMR &y (400 MHz, DMSO) 6.76 (1H, dd, J 1.5, 3.5 Hz),
163 | H | 36 |7.04(2H,brs), 7.54 (2H, t, J 9.0 Hz), 7.67 (1H, dd, J 0.5, 3.5 Hz), 7.98 (1H, dd, J
1.0, 2.0 Hz), 8.34 (1H, dd, J 5.0, 9.0 Hz) # 850 (1H, s); #*&k&efm@: 3.89
2-4%,(80:50).
IR Vo G4zs/cm™ 3484, 3301, 3184, 3107, 2924, 2854, 1661, 1633, 1588,
164 | H | 20 | 1465, 1376, 1356 # 1166; NMR 3y (400 MHz, DMSO) 3.78 (3H, s), 6.78 (1H,
dd, J 2.0 3.5 Hz), 7.05 (2H, br s), 7.72 (1H, m), 8.01 (1H, m) # 831 (1H, s);
w@gatiE:  3.2244%,(80:50). ’

NMR &5 (400 MHz, DMSO) 0.84 (3H, t, J 7.2 Hz), 1.36 (2H, sextet, J 7.2 Hz),
65| H | 34 1.65 (2H, m), 3.93 (2H, m), 6.78 (1H, dd, J 2.0, 3.5 Hz), 7.05 (2H, br s), 7.73 (1H,

dd, J 1.0, 3.5 Hz), 8.01 (1H, dd, J 1.0, 1.5 Hz) #= 832 (1H,5); k@8 :
2.27 (80:50).

NMR 38y (400 MHz, DMSO) 6.74 (1H, dd, J 1.5, 3.5 Hz), 6.76 (2H, br s), 7.66
166 | H | 55 (2H, m), 7.92 (1H, t, J 8.0 Hz), 7.95 (1H, dd, J 1.0, 2.0 Hz), 8.48 (1H, dd, J 1.5,

8.0 Hz), 8.55 (1H, d4d, J 1.5, 8.5 Hz), 8.72 (1H, dd, J 1.5, 7.5 Hz), 8.75 (1H, 5) #=
895 (1H,dd,J 1.5,4.5Hz); #@rtiE:  3.29 5-4$,(80:50).
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NMR &y (400 MHz, DMSO) 2.38 (3H, s), 2.87 (3H, s), 6.77 (1H, dd, J 1.5 3.5
167 | H | 26 |Hz),6.97 (2H, br 5), 7.70 (1H, dd, J 1.0, 3.5 Hz), 8.00 (1H, dd, J 1.0, 1.5 Hz) #
8.57(1H,s); #@wiE:  3.70 54¢,(80:50).

NMR 3y (400 MHz, DMSO) 6.76 (1H, dd, 7 1.5, 3.5 Hz), 7.43 (1H, ddd, J 1.0,
5.0, 7.5 Hz), 7.68 (1H, dd, J 1.0, 3.5 Hz), 7.93 (1H, dt, J 1.5, 7.5 Hz), 7.97 (1H, d,
168 | H | 58 |J4.5Hz),7.99 (1H,dd, J 1.0, 1.5 Hz), 8.09 (1H, dt, J 1.0, 8.0 Hz), 8.24 (1H,d, J
4.0 Hz), 8.52 (1H, s) # 8.59 (1H, ddd, J 1.0, 5.0, 5.5 Hz); #%@gwti: 5.71
24, (80:50).
Mp 287.1 - 288.2 °C; IR vyax ez 3d/cm’ 3200, 2920, 2854, 1666, 1651, 1591,
1568, 1538, 1503, 1453, 1416, 1378, 1282 # 1233; NMR &y (400 MHz, DMSO)
169 | Q 9.60 (1H, br s), 8.11 (1H, s), 7.96 (1H, s), 7.73 (1H, d, J 3.2 Hz), 725 (1H, d, J
. 8.4 Hz), 6.80 (1H, d, J 2.8 Hz), 6.76 - 6.71 (2H, m), 6.52 (2H, br s), 5.00 (2H, s),
3.71 (3H, s) # 2.20 (3H, s). . .

NMR &5 (400 MHz, DMSQ) 9.63 (IE br s), 8.11 (1H, s), 7.95 (1K, s), 7.73 (1H,
170 | Q s), 7.28 (1H, d, J 8.0 Hz), 7.03 (1H, 5), 6.97 (1H, m), 6.75 (1H, s), 6.52 (2H, br s),
5.02 (2H, s), 2.24 (3H, s) # 2.20 (3H, s).

Mp 134.6 °C; NMR 8¢ (400 MHz, DMSO) 8.35 (1H, s), 7.88 (1H, m), 7.65 (1H,
171 { 1 57 | m), 7.30 - 7.40 (5H, m), 6.67 (1H, dd, J 3.5, 1.5 Hz), 4.75 (2H, br m), 3.09 (3H,
brm) # 2.86 3H,s); &@mia: 2.5644(80:50)

mp 245.6 — 246.0 °C; IR Vo Gk s s)/cm™ 3393, 3318, 3189, 3091, 1794, 1740,
172 | Ac | 28 [ 1646, 1592, 1519, 1466, 1408, 1342 #= 1310; NMR 8y (400 MHz, DMSO) 5.49

(2H, s), 6.58 (2H, s), 6.74 - 6.79 (1H, m), 7.47 - 7.51 (2H, m), 7.75 (1H, dd, J 3.5
Hz, 1.0 Hz), 7.96 - 7.98 (1H, m), 8.19 - 8.24 (2H, m) # 8.26 (1H, s).

Mp. 196.5 °C 5#; IR vy, Gitks iat)/cm’l 2923, 2852, 2243, 1596, 1463, 1378,
1731 AH | 57 - 1144; NMR 8y (400 MHz, CDCl;) 2.35 (3H, 5), 5.42 (2H, 5), 6.69 (1H, dd J 1.8,

3.5 Hz), 7.19 (2H, m), 7.25 (2H, m), 7.82 (1H, m), 7.90 (1H, m) # 8.19 (1H, br
s).

Mp 160 °C(5#); IR Ve ok = 3)/cm 3347, 2924, 2854, 1771, 1718, 1607, 1593,
1562, 1460, 1403 # 1378; NMR 34 (400 MHz, DMSO) 8.07 (1H, s), 7.93 (1H,

174 | X 143 d, ¥ 2.0 Hz), 7.80 (4H, s), 7.67 (1H, d, J 4.0 Hz), 6.72 (1H, dd, J 3.5, 2.0 Hz), 6.19
(2H, br 5), 4.37 - 4.30 (2H, m), 4.04 - 3.96 (2H, m) # 3.30 (3H, s).

175 | Q NMR 8y (400 MHz, DMSO) 10.55 (1H, br s), 8.10 (1H, s), 7.96 (1H, s), 7.74 (1H,
s), 7.60 (2H, m), 7.39 (2H, m), 6.76 (1H, s), 6.53 (2H, brs) #= 5.01 (2H, s).

NMR & (400 MHz, DMSO) 10.72 (1H, br 5), 8.10 (1H, s), 7.96 (1H, 5), 7.94 (1H,
176 | Q s), 7.74 (1H, s), 7.59 (1H, d, J 8.8 Hz), 7.49 (1H, d, J 8.4 Hz), 6.76 (1H, s), 6.54
(2H, s) # 5.02 (2H, s).

mp 302.5 — 304.8 °C; IR Vuax @i s#)/cm’ 3356, 3314, 3198, 2232, 1636, 1618,
1591, 1557, 1515 # 1463; NMR 84 (400 MHz, DMSO) 5.38 (2H, 5), 6.58 (2H,
177 | AC |50 |s), 673 - 6.78 (1H, m), 7.54 ~ 7.61 (2H, m), 7.73 (1H, 4, J 3.5 Hz), 7.76 ~ 7.80
(2H, m), 7.94 - 7.96 (1H, m), 8.23 (1H, s); 9473t J4i CryHNO - 0.4 H;0:
C,63.11; H, 3.99; N, 25.98. % #14i :C, 63.18; H, 3.92; N, 26.02.
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IR Vg, Gi#ss)/cm™ 1644, 1584, 1463, 1408 # 1377, NMR 8y (400 MHz,
178 | ac |32 | DMS0)5.44 (3H, 5), 692 - 6.95 (1H, m), 7.03 - 7.06 (1H, m), 7.32 (1H, dt, J 7.5

Hz, 1.5 Hz), 7.39 (1H, dt, J 7.5 Hz, 1.5 Hz), 7.55 (1H, dd, J 8.0 Hz, 1.0 Hz), 7.98
(1H,d, J3.5 Hz), 8.23 (1H, s) # 8.51 (1H, 5).

NMR 3y (400 MHz, DMSO) 4.67 (2H, d, J 5.5 Hz), 6.76 (1H, dd, J 1.5, 3.5 Hz),
m | ' | 38 7.05 (2H, br s), 7.23 (1H, d, J 4.0 Hz), 7.55 (2H, d, J 8.5 H2), 7.67 (1H, 4, J 3.5

Hz), 7.87 (1H, d, J 8.5 Hz), 7.99 (1H, dd, J 1.0 1.5 Hz), 8.10 (1H, d, J 4.5 Hz),
8.48 (1H,s) # 9.34 (1H,t, J6.0Hz); #@rtia): 5.38%-4%, (80:50).

NMR 8y (400 MHz, DMSO) 6.75 (1H, dd, J 2.0, 3.5 Hz), 6.95 (2H, br s), 7.66
180 | 1 | 34 |(1H 44,710 3.5H2),7.89 (1H, dd, J 7.0, 9.0 Hz), 7.97 (1H, dd, J 1.0, L5 Hy),

8.55 (1H, dd, 7 1.0, 9.0 Hz) # 8.64 (2H, t, 735 Hz); K@M a: 3.82454,
(80:50).

IR Vi et zs)/crn™ 3480, 3317, 3203, 2923, 2854, 1723, 1626, 1588, 1566,
1466, 1378, 1350 #= 1268; NMR dy (400 MHz, DMSO) 3.83 (3H, s), 6.77 (1H,
181 | H dd, J 1.5, 3.5 Hz), 6.89 (2H, br s), 7.70 (1H, dd, J 1.5, 3.5 Hz), 7.80 (1H, d, J 5.5
Hz), 7.99 (1H, dd, J 0.5, 1.5 Hz), 8.12 (1H, d, J 5.0 Hz) # 849 (1H, s);

REME: 27194, (80:50).
NMR &y (400 MHz, DMSO) 4.39 (2H, br s), 6.77 (1H, dd, J 1.5, 3.5 Hz), 7.20
| ' | 61 (1H, d, J 2.0 Hz), 7.69 (1H, dd, J 1.0, 3.5 Hz), 7.87 (1H, d, J 4.0 Hz), 8.01 (1H,
dd, J 1.0, 1.5 Hz), 8.29 (1H, d, J 4.0 Hz), 8.54 (1H, s) # 8.76 (1H, d, J 2.0 Hz);

HEHE:  4.72 4%, (80:50).

IR Vo Gess/om™ 3424, 3323, 3208, 2924, 2854, 1634, 1586, 1565, 1502,

183 B 1464, 1378 # 1352; NMR 8y (400 MHz, DMSO) 2.56 (3H, s), 3.75 (3H, s),
6.76 (1H, dd, J 1.5, 3.5 Hz), 6.88 (2H, br s), 7.69 (1H, dd, J 1.0, 3.5 Hz), 7.99

(1H,dd, J0.5,2.0Hz) # 8.49(1H,s); #K@uri: 2.9854%, (80:50).

NMR 8y (400 MHz, DMSO) 2.62 (3H, s), 6.76 (1H, dd, J 1.5, 0.5 Hz), 7.06 (2H,
184 | H | 47 |brs), 7.68 (1H, dd, J 1.0, 3.5 Hz), 7.99 (1H, dd, J 1.0, 1.5 Hz), 8.18 (2H, d, J 8.5
Hz),838(2H,d,J8.5Hz) # 8.54 (1H,s); #@eti: 3.27454%, (80:50).

IR Viax Gesssiyom™ 3493, 3334, 2924, 2854, 1627, 1591, 1565, 1469, 1378,
1346, 1156 #= 1145; NMR 8y (400 MHz, DMSO) 6.76 (1H, dd, J 1.5, 3.5 Hz),
185 { H 59 |6.98 (2H, br s), 7.46 - 7.53 (3H, m), 7.70 (1H, dd, J 1.0, 3.5 Hz), 7.73 (1H, 4, J
15.5 Hz), 7.81 (2H, dd, J 1.5, 8.5 Hz), 7.99 (1H, dd, J 1.0, 2.0 Hz), 8.06 (1H, J
155Hz) & 839 (1H,s); HFE#iE:  4.7744% (80:50).

NMR &y (400 MHz, DMSO) 1.25 (3H, t, J 7.5 Hz), 3.92 (2H, q, J 7.5 Hz), 6.78
186 | H | 18 |(1H, dd,J15,3.5Hz), 7.05 (2H, br s), 7.73 (1H, d, 7 3.5 Hz), 8.01 (1H, dd, J 1.0,
20Hz) # 832(1H,s); {fR@getig: 1.0, (80:50).

NMR &y (400 MHz, CDCl;) 5.10 (2H, br s), 5.42 (2H, s), 6.64 (1H, dd, J 1.5, 3.5
187 | s 34 Hz), 7.20 (1H, d, J 8.0 Hz), 7.23 (1H, m), 7.65 (1H, dt, J 2.0, 7.5 Hz), 7.71 (1H,
m), 7.82 (1H, d, / 4.0 Hz), 7.96 (1H, s) # 858 (1H, m); &Y E: 266
4%, (50:20).
IR Vi, (e zs)/cm” 3315, 3190, 2924, 1586, 1567, 1513, 1462, 1408 #= 1377,
NMR 84 (400 MHz, CDCls) 1.75 (2H, br s), 5.11 (2B, br s), 6.65 (1H, dd, J 1.5,
188 S 30 |2.5Hz),7.12 (2H, dd, J 1.0, 4.5 Hz), 7.73 (1H, d4, J 1.0, 2.0 Hz), 7.78 (1H, s),
7.83 (1H,dd, J 1.0, 35 Hz), # 8.60 (2H,dd,J1.5,4.5Hz); tk@geti|: 227
2-4%, (50:20).
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IR Vgax @wszs@/cm" 3501, 3303, 3176, 3150, 2933, 2855, 1640, 1604, 1587,
1568, 1515, 1466, 1411 #= 1378; NMR &g (400 MHz, CDCl;) 2.26 (2H, % &%,
J 7.5 Hz), 2.69 (2H, t, J 7.5 Hz), 4.16 (2H, t, J 7.0 Hz), 5.12 (2H, br 5), 6.64 (1H,
189 | S | 43 |ad, 1.5, 3.5 Hz), 7.24 (1H, ddd, J 1.0, 5.0, 8.0 Hz), 7.51( 1H, dt, J 2.0, 8.0, 8.1
Hz), 7.74 (1H, dd, J 1.0, 2.0 Hz), 7.76 (1H, s), 7.80 (1H, dd, J 1.0, 3.5 Hz), 8.48
(1H, dd, J 1.5, 5.0 Hz) # 851 (1H, d, J 2.0 Hz); | ®R@uti: 415 o4,
(50:20).

NMR &g (400 MHz, CDCLs) 2.26 (2h, £ %%, J 7.5 Hz), 2.68 (2H, t, J 7.5 Hz),
190 | s 31 4.16 (2H, t, J 7.0 Hz), 5.08 (2H, br s), 6.64 (1H, dd, J 1.5, 3.5 Hz), 7.12 (2H, dd, J

1.5,4.5 Hz), 7.72 (1H, dd, J 1.0, 1.5 Hz), 7.75 (1H, s), 7.80 (1H, dd, J 1.0, 3.5 Hz)
#+ 852(2H,dd,J15,45Hz); ®@etia:  3.95 454, (50:20).

NMR 384 (400 MHz, DMSO) 1.58 (3H, d, J 7.0 Hz), 5.09 (1H, m), 6.78 (1H, dd, J
911 ¢ | 39 1.5, 3.5 Hz), 7.13 (2H, br s), 7.42 (2H, d, J 8.5 Hz), 7.57 (2H, d, J 8.5 Hz), 7.75

(1H, dd, J 1.0, 3.5 Hz), 8.01 (1H, dd, J 1.0, 2.0 Hz), 844 (1H,s) # 1.33 (1H, d,
J15Hz); % &wE: 6.28454% (80:50).

IR Voo G ss)/cm™ 3404, 3247, 3137, 3089, 1661, 1647, 1628, 1535, 1517,
192 | ap | 22 1466, 1420 4= 1377; NMR 8y (400 MHz, DMSO) 3.51 - 4.43 (6H, s), 5.37 (2H,

5), 6.84 — 6.86 (1H, m), 7.03 (1H, s), 7.16 (2H, t, J 10.0 Hz), 7.40 (1H, ¢, J 7.5
Hz),7.86 (1H,d, J3.0Hz), 8.10 (1H,5) # 8.42(1H,s).

mp 216.5 —216.6 °C; IR Vi k4= %)/cm™ 3483, 3298, 3186, 3096, 1721, 1624,
1595, 1514, 1489, 1456, 1409, 1379, 1287 #= 1202; NMR &g (400 MHz, DMSO)
193 | AC | 36 |3.83(3H,s),5.40(2H, ), 6.74 — 6.76 (1H, m), 7.49 — 7.58 (2H, m), 7.72 - 7.74
(1H, m), 7.85~7.91 (2H, m), 7.96 (1H, t, J1.0Hz) # 825 (1H, s); 4#7it X4k
CisHisNsOs: C, 61.89; H, 4.33; N, 20.55. ;%44 : C, 61.77; H, 4.38; N, 19.96.

IR Va6 28/’ 3309, 3089, 2231, 1645, 1517, 1466, 1410, 1378 # 1304;
194 { AC | 45 | NMR 3y (400 MHz, DMSO) 5.45 (2H, s), 6.85 - 6.90 (1H, m), 7.45 (H, d, J 8.5
Hz), 7.84 (2H, d, J 8.5 Hz), 7.88 (1H, d, J 3.5 Hz), 8.15 (1H, 5) # 8.48 (1H, s).

mp >190 °C(5#); IR Vmux Giszsd/cm’ 3492, 3302, 3085, 2918, 1629, 1580,
1456, 1031, 817 # 627; NMR 3y (400 MHz, DMSO) 2.40 (3H, s), 6.42 - 6.31
(3H, m), 7.66 (1H, d, J 3.0 Hz), 8.02 (1H, s) # 12.54 (1H,brs); #H@etid:
(80:50) 0.65 54¥

NMR 8y (400 MHz, DMSO) 0.82 (3H, t, J 7.5 Hz), 1.15 — 1.30 (6H, m), 1.66 (2H,
196 | 5 | 27 [EE€%.J7.5H2),3.92 QH, ¢, J7.5 Hz), 6.78 (1H, dd, J 1.5, 3.5 Hz), 7.05 (2H, br
5), 7.72 (1H, d, J 3.5 Hz), 8.01 (1H, dd, J 1.0, 1.5 Hz) # 8.32 (1H, s); R @ at ia:

7.72 (80:50). : »

195 |Y 21

mp 290.6 - 290.7 °C; NMR 8 (400 MHz, DMSO) 5.69 (2H, s), 6.58 (2H, 5), 6.75
197 | AC | 74 | -6.79 (1H, m), 6.87 (1H, d, J 7.5 Hz), 7.60 (1H, t, J 7.5 Hz), 7.68 (1H, d, J 3.5
Hz),7.97 (1H, 5) # 8.14—8.20 (2H, m).

mp 19.7 - 201.5 °C; NMR 8y (400 MHz, DMSO) 3.72 (3H, s), 5.28 (2H, s), 6.56
198 | AC [ 17 | (2H,5), 6.73 - 6.76 (1H, m), 6.79 - 6.91 (3H, m), 7.25 (1H, t, J 7.5 Hz), 7.72 (14,
dd, J 3.5 Hz, 1.0 Hz), 7.94 - 7.96 (1H, m) # 8.20 (1H,s).
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mp 294.0 - 294.3 °C; NMR 8 (400 MEz, DMSO) 5.40 (2H, 5), 5.75 (1H, 5), 6.57
100 | w | 77 | @ 9), 674 =677 (IH, m), 745 - 7.56 (2H, m), 7.74 (IH, dd, J 35, 1.0 Hz),

7.80 - 7.83 (1H, m), 7.86 (1H, dt, J 7.5, 1.5 Hz), 7.95 — 7.97 (1H, m), 8.25 (1H, s)
A 12.83—13.12 (14, s).

Mp. 350 °C ##; NMR 8y (400 MHz, CDCl3) 4.62 (2H, m), 6.45 (2H, m), 6.80
201 | G | 62 | (1H, m), 7.05 (1H, br s), 7.63 (1H, m), 7.77 (1H, m), 8.03 (1H, m), 8.50 (1H, s)
# 9.20 (1H, m).

Mp 296.3 °C; IR Vpp, @ik z%)/cm” 3291, 3167, 3119, 2927, 1715, 1633, 1596,
20 |1 ¢ | 20 1567, 1401 # 1376; NMR &y (400 MHz, DMSO) 9.32 (1H, t, J 6.0 Hz), 8.46

(1H, s), 8.05 (1H, m), 7.75 (1H, m), 7.45 (1H, m), 7.15 (1H, m), 7.00 (3H, m),
678 (1IH, m) # 4.79(2H,d,J6.0Hz); #H @t 3.524-4+(80:50)

mp 218.2 — 218.5 °C; IR Vaux Gkt /e 3335, 3201, 1654, 1586, 1520, 1470
203 | ac | 20 | #1412 NMR 3y (400 MEz, DMSO) 535 (2H, 5), 6.57 (2H, 5), 6.74 - 6.77
(1H, m), 7.07 - 7.17 (3H, m), 7.36 - 7.44 (1H, m), 7.73 (1H, d, J 3.5 Hz), 7.96
(1H,5) # 822 (1H,s).
Mp 160 °C (% ); IR Vouas a5 8/ 3540, 3300, 3188, 3123, 2920, 2854, 1708,
1628, 1603, 1584, 1561, 1461, 1395 #= 1377; NMR 85 (400 MHz, DMSO) 9.33
204 | G |50 | (1H, brt,J 6.5 Hz), 847 (1H, 5), 7.70 (1H, d, J 3.5 Hz), 7.4 - 7.33 (4H, m), 7.32
~7.25 (1H, m), 7.00 (2H, br 5), 6.42 (1H, dd, J 3.5, 1.0 Hz), 4.63 (2H, d, ] 6.5 Hz)
A 242 (3H, ).
IR Voo, G4 s4)/cm’ 3516, 3294, 3170, 3144, 3075, 1655, 1629, 1589, 1540,
1464, 1410 #= 1368; NMR 8y (400 MHz, DMSO) 1.98 (3H, 5), 5.30 (2H, s),
205 | AF |43 | 655 (2H, s), 6.74 - 6.77 (1H, m), 692 (1H, d, J 8.5 Hz), 7.23 - 7.31 (2H, m),
7.54 (1H, d, J 8.0 Hz), 7.72 - 7.75 (1H, m), 7.95 — 7.96 (1H, m), 8.18 (1H, 5) #
9.88 (1H, 5).

mp 201.9 - 203.0 °C; NMR &y (400 MHz, DMSO) 3.18 (3H, s), 5.45 (2H, s), 6.57
206 | AC | 19 | (2H,s), 6.47 - 6.77 (1H, m), 7.48 (2H, d, J 8.5 Hz), 7.74 (1H, d, J 3.5 Hz), 7.90
(2H,d,J8.5Hz), 7.95-7.97 1H, m) # 8.25 (1H, s).

IR Vi sk s 8)/cm™ 3314, 1644, 1464, 1378, 1311, 1256 #= 1117; NMR &y (400
207 | AD | 92 | MHz, DMSO) 5.31 (2H, s), 6.84 - 6.89 (1H, m), 6.91 - 7.01 (1H, m), 7.14 (2H, t,
J 1.5 Hz), 7.24 (1H, t, J 7.0 Hz), 7.87 (1H, d, J 3.5 Hz), 8.14 (1H, 5), 8.47 (1H, s).

Mp 210 -220 °C(##); NMR 8y (400 MHz, DMSO) 7.77 (1H, d, J 3.0 Hz), 7.69
208 | AC | 34 | (1H,s), 7.19 - 7.12 (4H, m), 6.26 -6.22 (1H, m), 5.22 (2H, s), 5.04 (2H, br s),
249 (3H,s) # 2.33(2H,s).

200 | v | s8 Mp 300 °C (##); NMR g (400 MHz, DMSO) 8.24 (1H, s), 8.02 (1H, s), 7.82
. (1H,5),6.31 (2H, brs) # 4.11 (3H, s).

mp 254.7 - 255.3 °C; NMR &y (400 MHz, DMSO) 3.12 (3H, 5), 5.42 (2H, ), 6.53
210 | aF | 16 (2H, s), 6.74 - 6.77 (1H, m), 6.96 (1H, d, J 7.0 Hz), 7.21 (1H, dt, J 7.5 Hz, 1.0

Hz), 7.34 (1H, dt, J 7.0 Hz, 1.5 Hz), 7.39 — 743 (1H, m), 7.74 (1H, d4d, J 3.5 Hz,
1.0 Hz), 7.96 — 7.97 (1H, m), 8.17 (1H, s).
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IR Voux G z9)/cm’ 3325, 3194, 1650, 1589, 1519, 1467, 1411, 1377, 1305 #=
211 | ac | 53 {1016 NMR 8¢ (400 MHz, DMSO) 537 (2H, 5), 6.51 (2H, s), 6.72 - 6.75 (1H,

m), 7.15 (2H, t, J 8.0 Hz), 7.43 - 7.52 (1H, m), 7.69 (1H, dd, J 3.5 Hz, 1.0 Hz),
7.93-7.95(1H, m) # 8.05 (1H, s).

NMR 8y (400 MEiz, CDCl5) 2.55 (3H, s), 5.08 (2H, br 5), 5.37 (2H, s), 6.63 (1H,
2121 s | 43 dd,J 15,3.5 Hz), 6.93 (1H,d, J 7.8 Hz), 7.07 (1H, d, J 7.8 Hz), 7.52 (1H, t, J 7.5

Hz), 7.71 (1H, dd, J 1.0, 1.5 Hz), 7.81 (1H, dd, J 1.0, 3.5 Hz) # 7.98 (1H, s);
R@eE:  4.68 54%, (50:20).

NMR &y (400 MHz, CDCls) 5.05 (2H, br s), 5.14 (2H, 5), 6.38 (1H, dd, J 1.0, 2.0

213 | s 11 | 12,663 (1H, dd, J 2.0, 3.0 Hz), 741 (1H, dd, J 1.5, 2.0 Hz), 7.48 (1H, dd, J 1.0,

2.0Hz),7.71 (1H, dd, J 1.0, 2.0 Hz), 7.76 (1H, 5) # 7.79 (1H, dd, J 1.0, 3.5 Hz);
H@etiE: 0.884-4F, (80:50). ‘

NMR & (400 MHz, DMSO) 5.27 (2H, s), 6.78 (1H, dd, J 1.5, 3.5 Hz), 7.12 -
214 | H | 17 |7.18 GH, mj, 7.33 - 7.38 (2H, m), 7.68 (1H, dd, J 1.0, 3.5 Hz), 7.96 (1H, 5) #
8.04(1H,dd,/1.0,1.5Hz); ®@rfim: 21644, (80:50).

mp 219.5 -219.7 °C; NMR &y (400 MHz, DMSO) 3.86 (3H, 5), 5.42 (2H, s), 6.57
215 | AC | 56 |(2H,s),6.74 -6.77 (1H, m), 7.36 (2H, d, J 8.0 Hz), 7.74 (1H, d, J 3.0 Hz), 7.91 -
7.98 3H, m) # 8.23 (1H, s).

mp 301.1 - 302.1 °C; NMR &y (400 MHz, DMSO) 5.42 (2H, s) 6.80 - 6.84 (1H,
216 | M | 98 [m), 7.36 (2H, d, J 8.5 Hz), 7.82 (1H, d, J 3.0 Hz), 7.93 (2H, d, J 8.0 Hz), 8.06
(1H,s) # 8.38 (1H,s).

mp 171.2 - 171.3 °C; NMR 8y (400 MHz, DMSO) 5.42 (2H, s), 6.80 - 6.84 (1H,
217 | AF | 95| m),7.36 (2H, d, J 8.5 Hz), 7.82 (1H, d, J 3.0 Hz), 7.89 — 7.94 (2H, m), 8.06 (1H.
s) #= 8.38 (1H, s).

mp 276.4 - 276.9 °C; NMR &y (400 MHz, DMSO) 4.31 (2H, d, J 5.5 Hz), 4.81
28| Q | 52 (2H, 5), 6.29 (1H, d, J 3.5 Hz), 6.41 (1H, m), 6.52 (2H, s), 6.74 - 6.76 (1H, m),

7.59 - 7.61 (1H, m), 7.73 (1H, d, J 3.0 Hz), 7.95 (1H, s), 8.06 (1H, 5) . # 8.72
(1H,t,J 5.5 H2).

mp 205.3 - 205.4 °C; IR Vi (o4 z8)/cm’ 3571, 3384, 3328, 3215, 3081, 1645,
(6H, 5), 5.22 (2H, 5), 6.41 - 6.46 (2H, m), 6.56 (2H, s), 6.73 - 6.76 (1H, m), 7.72
(1H,4d,J2.5Hz), 7.95 (1H, d,J 1.0 Hz) % 8.19 (1H, s).

NMR 3y (400 MHz, DMSO0) 2.12 (3H, 5), 5.27 (2H, s), 6.55 (2H, s), 6.74 — 6.77
20 | ap | 10 [ (1Hm),6.90 (1H, d,J 7.0 Hz), 7.13 (1H, t, J 7.5 Hz), 7.28 (1H, dt, J 7.5 Hz, 1.0
Hz), 7.36 — 7.41 (1H, m), 7.73 (1H, d, J 3.5 Hz), 7.95 - 7.97 (1H, m), 8.10 (1H, 5)
# 9.69 (1H,s); WREMiE: 0.8754F (80:20) :

IR Vi, Gt 59/ 4328, 1643, 1463, 1410, 1378 #= 1284; NMR 5, (400 MHz,
221 | AG |48 | DMSO)5.27(2H, s), 6.66 (1H, t, J 1.5 Hz), 6.68 — 6.74 (2H, m), 6.90 - 6.96 (1H,
m), 7.15(1H, t, /7.5 Hz), 7.97 (1H, 4, J 3.5 Hz), 8.23 (1H, 5) % 8.59 (1H, ).
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NMR 3y (400 MHz, CD,0OD) 3.83 (2H, t, J 5.6 Hz), 443 (2H, t, J 5.6 Hz), 6.69
22 ] S 4 |(1H,dd,71.5,3.5 Hz), 7.63 (2H, dd, J 1.5, 4.5 Hz), 7.66 (1H dd, J 1.0, 3.5 Hz),
7.82 (1H, dd, J 1.0, 2.0 Hz), 8.06 (1H, s) # 8.63 (2H, dd, J 2.0, 4.5 Hz).

IR Vpy s ssf/cm 3336, 3204, 3090, 2923, 2854, 1651, 1588, 1567, 1519,
1468, 1408, 1376 # 1302; NMR &y (400 MHz, CDCl)) 5.07 (2H, br s), 5.29
223 S 9 | (2H,s),6.63 (1H,dd, J 1.5, 3.5 Hz), 7.04 (1H, dd, 7 1.5, 5.0 Hz), 7.22 (1H, dd, J
1.0, 3.0 Hz), 7.33 (1H, dd, J 3.0, 5.0 Hz), 7.71 (1H, dd, J 1.0, 1.5 Hz), 7.75 (1H, 5)
A= 7.80(1H,dd,J1.0,3.5Hz); H@WE: 14745 4% (80:50).

NMR &y (400 MHz, CDCL) 5.01 (2H, br s), 5.24 (2H, s), 5.33 (2H, 5), 6.62 (1H,
24 | s 15 dd, J 2.0,3.5 Hz), 6.85 (2H, dd, J 1.5, 8.0 Hz), 6.93 (1H, 4, J 1.5 Hz), 7.10 (1H, d,

J 1.5 Hz), 7.12 - 7.21 (3H, m), 7.69 (1H, dd, J 1.0, 1.5 Hz), 7.73 (1H, dd, J 1.0,
3.5Hz) A= 7.82(1H,s); & @w@: 107454, (80:50).

IR Vo, G4 28D/ 4330, 4259, 1642, 1579, 1513, 1464 #= 1378; NMR &y (400
225 | AD | 86 | MHz, DMSO) 5.34 (2H, s), 6.84 — 6.87 (1H, m), 7.25 (2H, d, J 8.5 Hz), 7.35 (2H,
’ d, J8.5Hz), 7.88 (1H,d, J 3.5 Hz), 8.12 (1H, s) # 8.45 (1H,s).

mp 243.2-243.8 °C; IR Vo, Gtk = i&)/cm" 3481, 3266, 3190, 1639, 1626, 1544,
1514, 1463, 1409 # 1378; NMR 85 (400 MHz, DMSO) 4.47 (2H, d, J 6.0 Hz),
226 | P [ 92 |537(2H,s),6.54 (2H, s), 6.75 (1H, 5), 7.19 — 7.25 (1H, m), 7.26 - 7.33 (4H, m),
7.37 - 7.49 (2H, m), 7.73 (1H, d, J 2.5 Hz), 7.79 - 7.83 (2H, m), 7.95 (1H, 5),
8.22 (1H,s) # 8.99-9.05 (1H, m).
mp 170.0 - 171.9 °C; IR Viux @g#zﬂﬂ/cm" 3474, 3286, 3179, 1634, 1591, 1548,
1462, 1408, 1377 # 1308; NMR 8y (400 MHz, DMSO) 4.46 (2H, d, J 6.0 Hz),
227 P 47 5.38 (2H, ), 6.56 (2H, 5), 6.73 — 6.77 (1H, m), 7.19 - 7.26 (1H, m), 7.28 - 7.36
(5H, m), 7.73 (1H, d, J 3.0 Hz), 7.86 (2H, d, J 8.5 Hz), 7.96 (1H, s), 8.23 (1H, 5)
#= 8.96 (1H,t,J 6.0 Hz);  H#7it H1E CoHaoNsO; - 1.0 HO: C, 65.15; H,
5.01; N, 18.99. £ ®{4:C, 65.51; H, 4.66; N, 18.63.
IR Viax Gk z3/crn” 3504, 3299, 3184, 3138, 1630, 1596, 1468, 1376 # 1353;
| NMR 8¢ (400 MHz, DMSO) 2.39 (3H, s), 6.76 (1H, s), 7.01 (2H, s), 7.50 (2H, d,
28| H | 54 |J7.0Hz), 7.67 (1H, s), 7.98 (1H, s), 8.13 (2H, d, J 7.0 Hz), 8.49 (1H, s); %47
#+HE CsHsNsO5S - 0.8 H;0: C, 51.97; H398; N, 18.94. £ al44:C, 52.21; H,
3.79; N, 18.60. M/Z 355 (M+H)".

mp 282.4 — 282.6 °C; NMR 8 (400 MHz, DMSO0) 2.19 (3H, 5), 2.49 (3H, 5), 5.08
229 | AC | 40 | (2H, s),6.53 (2H, ), 6.73 - 6.75 (1H, m), 6.70 (1H, d, J 2.5 Hz), 7.94 (1H, 5) #
8.16 (1H, s).

TR Vi Gz 3d/cm” 3390, 3325, 3215, 1640, 1586, 1518, 1467, 1410 # 1379;
30| P 3 NMR &g (400 MHz, DMSO0) 2.85 (3H, s), 2.95 (3H, s), 5.35 (2H, s), 6.57 (2H, 5),

6.73 ~ 6.76 (1H, m), 7.29 - 7.35 (3H, m), 7.41 (1H, t, J 70 Hz), 7.73 (1H, d, J 3.5
Hz), 7.94-7.97 (1H, m) # 8.23 (1H,s).

mp 278.5 - 280.4 °C; IR vy, (mtzﬂb/cm'l 3458, 3273, 3185, 1679, 1604, 1551,
1495, 1466 # 1378; NMR 8¢ (400 MHz, DMSO) 3.71 (3H, s), 5.00 (2H, s),
231 Q 45 6.53 (2H, s), 6.65 (1H, dd, J 8.0 Hz, 2.0 Hz), 6.74 - 6.77 (1H, m), 7.11 (1H, 4, J

8.0 Hz), 7.23 (1H, t, J 8.5 Hz), 7.28 (1H, t, J 2.0 Hz), 7.74 (1H, d, J 4.0 Hz), 7.95
- 796 (1H, m), 8.10 (1H, s) #= 1041 (1H,s); &4t H4E CiHiNgOs - 0.7
H,0: C, 5735, H, 4.65; N, 22.29. £ ®{&:C, 57.27; H, 4.30; N, 22.29,
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IR Vo e ssycra® 3466, 3331, 3210, 1705, 1634, 1591, 1515, 1465, 1408,

032 | ap | 10 | 1378, 1331, 1225 4= 1152; NMR 8 (400 MHz, DMSO) 2.95 (3H, s), 5.26 (28,
s), 6.55 (2H, s), 6.73 - 6.76 (1H, m), 7.17 (2H, 4, J 8.5 Hz), 7.27 (2H, d, J 8.5

Hz), 7.72 (1H, d, 7 3.0 Hz), 7.95 (1H, d, J 1.0 Hz), 8.18 (1H, 5) #= 9.73 (1H, s).

mp 223.1 - 226.9 °C; NMR 8y (400 MHz, DMSO) 2.87 (3H, s), 2.94 (3H, s), 5.36
(2H, s), 6.57 (2H, 5), 6.73 - 6.77 (1H, m), 7.30 (2H, d, J 8.5 Hz), 7.37 (2H, d, J
233 P 45 | 3.5 Hz), 7.73 (1H, d, J 3.5 Hz), 7.94 - 797 (1H, m) # 820 - 8.24 (1H, m);
a4t H A4 CisHjsNsO, « 1.2 H,O: C, 59.43; H, 5.35; N, 21.89. %= %|44: C,
59.70; H, 5.16; N, 21.50.
NMR &4 (400 MHz, DMSO) 0.83 (4H, d, J 6.0 Hz), 5.28 (2H, s), 6.54 (2H, s),
6.74 - 6.77 (1H, m), 6.85 (1H, d, J 7.5 Hz), 7.12 (1H, t, J 7.5 Hz), 7.27 (1H, t, J
234 | AF 8 |7.5Hz), 742 (1H,d, J3.5Hz), 7.74 (1H, 4, J 3.5 Hz), 7.94 - 7.98 (1H, m), 8.10
(IH,s) & 993 (1H,s); 4 #7it H4E CroH1sNgO; - 0.8 HyO: C, 61.78; H, 5.08;
N, 21.61. £214:C, 61.92; H, 4.81: N, 21.60.
mp 253.1 - 257.1 °C; NMR 6y (400 MHz, DMSO) 3.68 (3H, s5), 5.36 (2H, s), 6.59
235 | AF | 48 (2H, s), 6.72 - 6.80 (1H, m), 6.97 (1H, d, J 7.5 Hz), 7.08 — 7.15 (1H, m), 7.19 -
7.23 (2H, m), 7.74 (1H, d, 7 3.5 Hz), 7.77 (1H, s), 7.84 (1H, s), 7.97 (1H, s), 8.08
(1H, s) # 10.42 (1H, s).

mp 279.9 — 281.0 °C; NMR 35 (400 MHz, DMSO) 3.83 (3H, s), 4.30 (2H, d, J 4.5
236 | Q | 54 |Hz), 4.82 (2H, s), 6.23 (2H, s), 6.72 (1H, s), 6.88 — 7.00 (2H, m), 7.24 (1H, ),
7.70 (1H, s), 7.89 (1H, 5), 8.03 (1H, s) # 8.32 (1H, s).

mp 291.9 —292.1 °C; NMR 8y (400 MHz, DMSO) 4.35 (2H, s), 4.83 (2H, s), 6.52
2371 Q 60 | (2H, 5), 6.74 (1H, 5), 7.13 - 7.23 (2H, m), 7.27 - 7.43 (2H, m), 7.72 (1H, s), 7.95
(1H, 5), 8.06 (1H, s) # 8.71 (1H, s).

mp 265.6 — 266.0 °C; NMR 8y (400 MHz, DMSO) 5.27 (2H, 5), 6.56 (2H, 5), 6.76
(1H, s), 6.94 (2H, t, J 6.5 Hz), 7.13 - 7.28 (3H, m), 7.51 — 7.55 (1H, m), 7.72 —
238 | AF | 52 |7.76 (1H, m), 7.95 - 8.00 (2H, m), 8.03 (1H, s) # 1039 (1H,s); 44t flh
CoHieNs05S; - 1.0 H;0: C, 51.05; H, 3.86; N, 17.86. % #M44: C, 50.72; H, 3.48;
N, 17.98.

mp 251.4 -253.1 °C; NMR &y (400 vMHz, DMSO) 2.13 (3H, s), 2.31 (3H, s), 5.37
239 | AF | 50 (2H, s), 6.52 (2H, 5), 6.74 - 6.77 (1H, m), 6.90 - 6.94 (1H, m), 6.99 — 7.03 (1H,

m), 7.25 ~ 7.32 (2H, m), 7.74 (1H, 4, J 3.5 Hz), 7.97 (1H, s), 8.08 (1H, 5) #=
10.28 (1H, s).

mp 210.9 - 211.5 °C; NMR &y (400 MHz, DMSO) 5.42 (2H, s), 6.61 (2H, 5), 6.72
a0l ac | 19 |- 6.78 (1H, m), 6.99 - 7.03 (2H, m), 7.71 (1H, d, J 3.5 Hz), 7.95 (1H, t, J 1.0 Hz)

# 8.19 (1H, s); ¥t H4h CHi oCINSOS: C, 50.68; H, 3.04; N, 21.10.
%A4E: C, 50.57; H, 3.15; N, 21.11. M/Z 332 (M+H)".

mp 246.2-248.0 °C; IR Vy,, G#zs/cm’ 3410, 3325, 2924, 1689, 1463, 1377,
21 |z 35 1289, 654 # 620; NMR 8 (400 MHz, DMSO) 2.49 (3H, s), 7.76 (1H, br s),

8.02 (1K, d, J 85 Hz), 8.76 (1H, s), 8.81 (1H, d, J 7.5 Hz) #= 8.87 (1H, s);
R@eiE:  (20/50): 1.89 54

IR Vi it z3/cm’” 4330, 4259, 3239, 1716, 1665, 1597, 1518, 1464, 1404 #=
1378; NMR &y (400 MHz, DMSO) 1.11 (3H, 5), 1.12 (3H, s), 1.15 3H, s), 1.16
242 | AF | 42 | (3H, s), 5.36 (2H, 5), 6.79 - 6.83 (1H, m), 7.16 — 7.22 (1H, m), 7.22 — 7.26 (1H,
m), 7.30 (2H, d, J 3.5 Hz), 7.36 - 7.40 (1H, m), 7.84 (1H, 4, J 3.0 Hz), 8.05 (1H,
s), 8.56 (1H, 5), 9.71 (1H, 5), 10.71 (1H, 5).
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Mp 299.8 °C; IR Vi, te#%8)/cm” 3470, 3356, 2922, 2854, 1621, 1607, 1592,
243 | AC |33 1567, 1492, 1462 # 1377, NMR 3y (400 MHz, DMSO) 9.20 - 7.85 (3H, br m),

7.46 — 7.36 (1H, m), 7.33 - 7.16 (3H, m), 7.11 (2H, br s), 548 (2H, 5) # 2.45
(3H, s). ‘

mp 259.2 °C; NMR &y (400 MHz, DMSO) 3.29 (3H, s), 5:40 (2H, s), 6.69 (2H, br
244 {AY |12 |s),7.06-7.20 (2H, m), 7.21 - 7.31 (1H, m), 7.33 - 7.42 (1H, m), 7.56 (1H, 5) #=
8.23 (1H,s); #@uriE: (80:50): 2.15 o-4%

IR Vi G4 2 9)/cm” 3643, 3464, 3263, 3099, 1636, 1601, 1567, 1413, 1311, 1221
245 | AK | 46 #= 1170; NMR 8y (400 MHz, DMSO) 4.17 (2H, br s5), 4.76 (2H, s), 6.52 (2H, br

s), 6.74 (1H, dd, J 1.5, 3.5 Hz), 7.15 - 7.24 (5H, m), 7.72 (1H, dd, J 1.0, 3.5 Hz),
7.94 (1H, dd, J 1.0, 1.5 Hz) # 8.08 (1H,s);. #@ntid: 0.70 5-4b.

IR Vi, Gz 3)/cm” 3486, 3281, 3182, 3075, 1657, 1605, 1563, 1460, 1409 #=
u6 | @ | 42 1377, NMR &y (400 MHz, DMSO) 0.85 (3H, t, J 7.5 Hz), 1.05 (3H, d, J 6.5 Hz),

1.37 - 1.46 (2H, m), 3.63 - 3.72 (1H, m), 4.74 (2H, s), 6.48 (2H, 5), 6.75 (1H, s),
7.72 (1H, d, J 2.5 Hz), 7.95 (1H,s) & 8.02 - 8.09 (2H, m).

NMR 8y (400 MHz, DMSO) 1.05 (3H, t, J 7.0 Hz), 3.07 - 3.16 (2H, m), 4.74
27| o | 13 | (@), 650 (2H, 5), 674676 (1K, m), 7.72 (1, dd, J 3.5 Hz, 1.0 Hz), 7.94 -

7.95 (1H, m), 8.04 (1H, s) # 820 (1H, t, J5.0Hz); %7+ ¥4k CsHN,O, -
0.35 H,0: C, 53.36; H, 5.06; N, 28.72. % #4&:C, 53.39; H, 5.03; N, 28.38.

NMR 8y (400 MHz, DMSO) 3.70 - 3.77 (2H, m), 4.80 (2H, s), 5.10 (1H, d, J 9.5
Hz), 5.21 (1H, d, J 17.0 Hz), 5.75 - 5.88 (1H, m); 6.50 (2H, s), 6.75 (1H, s), 7.72
248 | Q | 42 |(1H,d,J2.5Hz), 7.95(1H, 5), 8.05 (1H,s) # 8.39 (1H, t, J5.0 Hz); 447+ F44

C1H14NO; - 0.7 H,O: C, 54.08; H, 4.99; N, 27.03. 5 %44 : C, 53.96; H, 4.64;
N, 26.78.

NMR &y (400 MHz, DMSO) 5.01 (2H, s), 6.54 (2H, s), 6.76 (1H, s), 7.27 - 7.33
19| Q | 43 (1H, m), 7.36 - 7.45 (1H, m), 7.70 - 7.77 (2H, m), 7.96 (1H, s), 8.10 (1H, 5) #=

10.66 (1H, s); it F4h CHiaNgOoF; ¢+ 1.8 HyO: C, 50.70; H, 3.90; N,
20.87. % ®14:C, 50.87; H, 3.75; N, 20.58.

IR Vo, Ge#zsd/cm’ 3552, 3397, 3336, 3224, 1644, 1589, 1567, 1464, 1409,
1377, 1331 # 1300; NMR 8y (400 MHz, DMSO) 2.15 (3H, s), 2.35 GH, s),
250 | AF | 54 |5.28 2H, 5), 6.74 — 6.77 (1H, m), 6.92 (1H, 5), 6.97 (1H, d, J 8.0 Hz), 7.04 (1H, d,
J 7.5 Hz), 7.28 (1H, t, J 8.0 Hz) 7.74 (1H, d, J 3.0 Hz), 7.96 (1H, s), 8.14 (1H, 5)
= 10.46 (1H, 5).
mp 247 - 252 °C; IR Ve G4 /o’ 3328, 2922, 1661, 1586, 1464, 1378 #=
767; NMR 84 (400 MHz, DMSO) 1.28 (3H, d, J 6.5 Hz), 3.74 - 3.87 (1H, m),
251 |AL |45 |4.30 (1H, ad, J 14, 5.5 Hz), 4.43 (1H, dd, J 14, 7.5 Hz), 6.91 - 6.95 (1H, m), 7.99
(1H, d, J 3.5 Hz), 8.23 (1H, s) # 8.46 - 8.60 (4H, m); #R@erig: (50:20):
0.81 min '
IR Vouex G2 8/cmn” 3480, 3275, 3189, 3086, 1660, 1608, 1568, 1462, 1414, 1378
# 1359; NMR 8 (400 MHz, DMSO) 2.20 (6H, s), 2.37 (2H, t, J 6.0 Hz), 3.21
252 | Q | 44 | @0 J60H), 476 CH, 1), 650 (2H, 5), 6.73 - 6.77 (1K, m), 7.72 (1H, d, J
3.0 Hz), 7.95 (IH, s), 8.04 (1H, 5), 8.19 (1H, t, J 5.0 Hz), 47+ 4
CisHisN;O; - 0.6 Hy0: C, 52.96; H, 5.99; N, 28.82. 5t #i4&: C, 52.84; H, 5.83; N,
28.58.
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IR Vg, G4 2 8)/cm™ 2923, 1651, 1463; NMR 8y (400 MHz, DMSO) 8.37 (1H, 5),
253 | AC | 42 | 8.07-8.06(1H, m), 7.81 - 7.79 (1H, m), 7.40 - 7.35 (2H, m), 7.21 - 7.16 (2H, m),
6.83-6.81 (1H,m) # 5.32(2H, s).

IR Vg Gt 5 5/cmn™ 3500 — 2500 br, 2923, 2853, 1659, 1585, 1463 #= 1378;
254 | aL | 37 |NMR8a (400 MHz, DMSO) 8.52 (1H, 5), 848 (2H, br 5), 821 (1H, s), 7.96 (1H,

d. 73.5 Hz), 6,91 (1H, d, ] 3.5 Hz), 4.42 (1H, dd, J 14.5, 7.5 Hz), 4.29 (1H, dd,
14.5,5.5 Hz), 3.88 - 3.73 (1H, m) # 2.33 (2H,s).

Mp 181.6 - 181.7 °C; NMR Sy (400 MHz, DMSO) 7.98 — 7.95 (1H, m), 7.95 -
255 X 3 7.93 (1H, m), 7.71 (1H, d, J 3.5 Hz), 7.00 - 6.94 (1H, br m), 6.74 (1H, dd, J 3.5,
2.0 Hz), 649 (2H, brs), 410 2H, br t, J 5.5 Hz), 3.34 (2H, br q, ] 6.0 Hz) #=
1.33 (94, s).
IR Viax éi#zin)/cm'l 3318, 2922, 2854, 1604, 1588, 1538, 1456, 1406, 1377, 1356
# 1308; NMR 3y (400 MHz, DMSO) 8.20 (1H, s), 7.97 - 7.94 (1H, m), 7.70
256 | AC | 12 | (1H,d,J 3.5 Hz), 7.25 (2H, d, J 8.0 Hz), 7.18 (2H, d, J 8.0 Hz), 7.06 (4H,d,J 8.0
Hz), 6.76 - 6.71 (1H, m), 5.21 (2H, s), 4.50 (2H, br d, J6.0Hz),2.26 (3H,s) #
2.25 (3H, s).
Mp 190 °C(# ), IR Viuy Gt 7 ii)/t:m’l 3379, 2923, 2854, 1679, 1649, 1626, 1600,
257 F 99 1585, 1462 #= 1377; NMR &4 (400 MHz, DMSO) 8.49 (1H, s), 8.39 — 8.25 (3H,
m), 8.19 (1H, 5), 7.93 (1H, d, J 3.5 Hz), 6.90 (1H, dd, J 3.5, 1.5 Hz), 442 (2H,t,J
6.0Hz) # 3.41-3.31(2H, m).

NMR 8y (400 MHz, DMSO) 7.74 (1H, s), 7.71 (1H, s), 7.57 (1H, d, J 3.5 Hz),
258 | AC | 2 |17.22(5H,d,J7.5Hz),7.15-7.01 (7H, m), 6.57 (1H, dd, J 3.5, 1.5 Hz), 5.17 (2H,
5), 4.93 (4H, br s), 2.33 (6H, s) # 2.31 3H,s).

IR Vo, G zsd/cm™ 3324, 3189, 3085, 1649, 1587, 1568, 1527, 1463, 1411, 1377
259 | AC | 29 #+ 1347; NMR 85 (400 MHz, DMSO) 5.48 (2H, s), 6.58 (2H, s), 6.73 - 6.77

(1H, m), 7.57 (1H, t, J 9.5 Hz), 7.72 (14, d, J 2.5 Hz), 7.96 (1H; s), 8.06 — 8.10
(1H, m), 8.21 (1H, 5) # 8.26-8.31 (1H, m).

IR Vi, G4z 3)/cm” 2924, 2854, 1587, 1516, 1462; NMR 3g (400 MHz, DMSO)
260 | AG | 55 9.44 (1H, s), 8.17 (1H, s), 7.96 - 7.95 (1H, m), 7.73 - 7.72 (1H, m), 7.15 (2H, 4, J
8.5 Hz), 6.76 - 6.74 (1H, m), 6.72 (2H, d, J 8.5 Hz), 6.60 (2H, br s) # 5.17 (2H,

s).

IR Vg, Ge4 25/’ 3290, 2922, 2854, 1644, 1514, 1464; NMR §g (400 Mz,
261 1 Ac | 70 DMSO0) 8.17 (1H, s), 7.95 - 7.94 (1H, m), 7.72 - 7.70 (1H, m), 7.26 (2H, d, J 8.5

Hz), 6.90 (2H, d, J 8.5 Hz), 6.75 - 6.73 (1H, m), 6.54 (2H, br 5), 5.23 2H, 5) #
3.72 (3H, s).

Mp 257 - 259 °C; IR Vux s s9/cm” 3326, 3147, 3111, 1654, 1640, 1615, 1587,
1461, 1415 #= 1376; NMR &g (400 MHz, DMSO) 8.62 (1H, 5), 8.10 (1H, 4,1 2.0
Hz), 7.48 (1H, 4, J 2.5 Hz), 7.45 - 7.36 (1H, m), 7.31 — 7.24 2H, m), 7.23 - 7.16
(1H,m) # 543 (1H, s).

262 | AM | 46

NMR &g (400 MHz, DMSO0) 5.65 (2H, s), 7.18 - 7.31 (2H, m), 7.36 - 7.45 (1H,
263 | AM | 28 | m), 7.55 - 7.62 (1H, m), 8.64 (1H, s), 8.87 (1H, s) # 9.58 (2H, s); K@ W idl:
0.98 44+ (80:50) .
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IR Vv, G#zsh/en 3500 — 2500 br, 2921, 1650, 1609, 1584, 1526, 1462, 1415
264 | AM | 76 | # 1377; NMR 84 (400 MHz, DMSO) 8.75 (1H, s), 8.14 (1H, d, J 2.0 Hz), 7.51
(1H, d, J 2.5 Hz), 7.43 (1H, t, J 8.0 Hz), 7.29 - 7.20 (3H, m) #= 5.43 (2H, s).

IR Vo (DR)Ycm™ 3311, 2919, 1646, 1463, 1378, 999 # 738; NMR &y (400
265 | AO 7 MHz, DMSO) 8.74 (1H, s), 7.69 - 7.59 (1H, m), 7.58 - 7.51 (1H, m), 748 (1H, t,
775 Hz), 7.34 - 7.24 (4H, m), 5.42 (2H, 5) = 2.40 (3H, 5).

NMR &y (400 MHz, DMSO) 8.16 (1H, s), 7.67 (1H, d, J 3.5 Hz), 7.25 (1H, t, J
266 | AC | 26 |8.0Hz),6.91-6.83 (2H, m), 6.81 (1H, d, J 7.5 Hz), 6.54 (2H, br 5), 6.38 (1H, d, J
3.5Hz), 5.26 (2H, 5), 3.72 (3H, 5) # 2.40(3H, 5).

mp 190.5 - 190.6 °C; IR Vaux (DRYem” 3502, 3306, 3192, 3089, 2710, 1766, 1633
267 | ac | 38 | 1228 NMR 8 (400 MHz, DMSO) 9.20 (1H, 5), 9.12 (1H, 5), 8.24 (1H, s),
7.43 -7.33 (1H, m), 7.28 - 7.21 (1H, m), 7.20 - 7.10 (2H, m), 6.61 (2H, br s) #s
5.40 (2H, s).
mp 183.0 — 183.1 °C. ; IR Vgu, (DRYcm 3328, 3209, 3091, 2855, 1598, 1519,
1466; NMR 8q (400 MHz, DMSO) 8.21 (1H, s), 7.96 - 7.95 (1H, m), 7.80 - 7.76
(1H, m), 7.75 - 7.74 (1H, m), 7.35 (1H, d, J 7.5 Hz), 7.00 (1H, d, J 7.5 Hz), 6.76 -
268 | AC | 37 |6.75 (1H, m), 6.53 (2H, br 5), 5.97 - 5.87 (1H, m), 5.41 (H, 5), 5.31 - 5.25 (1H,
m), 5.18 - 5.14 (1H, m), 4.50 (2H, s) #= 4.05 - 4.03 (2H, m); 47t ¥4k
CyoHysNsO, - 0.1 Hy0: C, 62.66; H, 5.04; N, 23.08. & #i44:C, 62.45; H, 4.98; N,
2291.
TR Vaue G4 5 3)/cor’ 3332, 3204, 2923, 1648, 1588, 1515, 1464, 1342, 1166, 1010,
842 #= 738; NMR 8y (400 MHz, DMSO) 5.40 (2H, 5), 6.57 (2H, 5), 6.75 - 6.76
269 | AC | 75 | (1H, m), 7.26 (1H, dd, J 8.5, 1.5 Hz), 7.38 — 7.41 (1H, m), 7.74 (1H, d, J 3.5 Ha),
794 —7.98 (2H, m) # 824 (1H,s); A ¥4 CpHuNeO; - 0.5 H,0: C,
56.82; H, 4.21; N, 23.39. % #1ii:C, 57.07; H, 4.13; N, 22.99.
1mp 190.4 — 190.5 °C; IR Vouy k#z%/cmn’ 3457, 3311, 2023, 1724, 1586, 1456,
1348, 1129, 849, 757, 523 4= 516; NMR 83 (400 MHz, DMSO) 8.15 (1H, s),
270 | AC | 29 |8.02(1H, d, J 8.5 Hz), 7.97 - 7.94 (1H, m), 7.72 (2H, t, J 3.5 Hz), 7.29 (1H, . J
7.5 Hz), 7.04 (1H, d, J 7.0 Hz), 6.95 (1H, d, J 4.0 Hz), 6.75 - 6.72 (1H, m), 6.57
(H, 5), 5.56 (2H, 5) % 1.64 (SH, 5).
mp 305.4 - 306.8 °C; IR Ve i zs9/cm’ 3324, 3209, 2923, 1639, 1592, 1465,
_ 1411, 1303, 1166, 1015, 851 # 750; NMR 85 (400 MHz, DMSO) 11.21 (1H, s),
271 | AQ | 69 |8.10 (1H, s), 7.96 - 7.94 (1H,m), 7.71 (1H, d, J 4.0 Hz), 7.35 (2H, t, J 3.0 Hz),
7.03 (15, t, 7.5 Hz), 6.78 (1H, d, J 8.0 Hz), 6.75 - 6.72 (1H, m ), 6.56 (3H, 5) #
5.53 (2H, 5).
IR v,., (DR)/cm” 3482, 3201, 1595, 1461, 1208, 1141, 1100, 1023, 949, 887,
_ 840, 793, 738, 655, 595 #= 505; NMR 8y (400 MHz, DMSO) 11.08 (1H, 5), 8.17
272 | AQ | 62 [(1H,s),7.95 - 7.93 (1H, m), 7.71 (1H, d, J 4.0 Hz), 7.48 (1H, s), 7.35 - 7.32 (2H,
m), 7.09 (1H, d, J 8.0 Hz), 6.75 - 6.73 (1H, m), 6.54 (2H, 5), 6.39 (1H, 5) #= 5.34
(2H, 5).
NMR 8 (400 MHz, DMSO) 8.29 (1H, s), 8.07 (1H, s), 7.81 (1H, 4, J 8.5 Hz),
o713 | ac | g2 | 757 (QH. 4,740 ), 751 (1H, d, J 3.5 Hz ), 7.39 (1H, s), 6.79 - 6.76 (1H, m),
6.66 (1H, 5 ), 6.52 (1H, s), 6.44 (1H, d, J 3.5 Hz ), 5.50 2H, 5) #= 1.59 (9H, d,J
7.5 Hz).
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[T LT

*F hAu AR &L F LS
AR FHINEESARYE Au ZASGREFFAREBRE TR Z A

MR Au DRSS BLAR [3H]-CGS 21680 ¢4#KF & A& 894L4

5 4. RBIEAKLI P,

&3

9z 7649 K: (nM)
%35 3 23
K34 13 12
4] 26 1
% 2.4 36 7
&4 37 4
%364 38 1
FE 4] 39 1
4] 45 2
B 47 1
5364 52 5
4] 57 12
E#%.4) 68 9
L340 79 1
536 4] 80 5
x4 83 13
F 4] 92 6
L4 93 4
%34 106 1
F ] 112 8
LEH 118 3
L4 125 6
34 126 7
E 341 127 9
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FEHH] 141 36
&P 157 4
% B 159 10
FE 4] 162 8
% %5) 185 7
% 341 189 21
LHH] 192 24
F 4] 198 7
F 4] 201 2
%34 202 1
%364 208 6
g4 211 3
EH#H 212 35
F 4] 235 4
g4 240 7
x5 244 7
4 259 11

BARMEEKAREMGEI 2L
PR B E K B SR T AR

AR RIFERI B ERLBERKA AR,

AT ZIERARFRAMN VI Rk, Tk 2 CBRIERM b6
AR B AL E ST 947 H 4 M %A Mandhane S. N %,
Adenosine A; receptors modulate haloperidol-induced catalepsy
in rats. Bur. J. Pharmacol. 1997, 328,135-141), X#RZEH
AAR—FRAERTRAERMERRARERAGEHEE KT &, A,

10 HYREFRAANEH RRZBAS AT HELANEHEDHR Y AGEHT

ZF ik
M TUCK, UK 453498 TO )R (25-30g), A FHARE. %

100



02806258. 2 oM P ZE94/96T

10

15

20

25

30

SR—EAIETFHRT-40(E)x 40(¥)x 20(F)cml £ 12 J 8tk
B/ZRAEIR (£08: 00 BA) T, £ (Q0£2C) B EFTE (55115%)
BEHRARET. I EB[FRYFK, HEEXRNERLBAZNA
BV T REEKE,

BHY

AR T i 4 KWk "Z & (ImlSerenance &7 f Baker Norton,
Harlow, Essex, #4474 #Yk"C8 BP Smg, 5 #P424) A W H K
HBERAREN 0. 020g/nl. KBAABEFTHAYAL S4B P8
KEER., IR BHEBEALE, &% 10 nl/kg.

g

KEZH 1.5 08, 0848 0.2 ng/kg Rk EE, EH %
RREFHEHBY EY S04, KBRWREFAXBZI 5-60 944
A.HMERHHINKEATS. EPORERER [20(K)x40(K)x
20(F)cn, FHANLKFEH, AVKFELE]F. EARETFETFECLS
HHEMNARZEY 3 x 6 FIHACERHIFEARNTKPEHESD, THE
RPmFlk. PREATFRZTFHRBEE 1 I, FEARPENLEL
TR BN EHEHGLR, EENRHHEGRERITES S
%itF LR EMRER.

6—0HDA AR

MEERARBITBHLEMRE, HELATWAMBE, EW, &
Bk (ESHPEERE) KL RBZ. F—EMNRAEZPDH T EH
REEBRT S CBREABLAERE, ARABRASKKE, FAELEX
HFOHERE S CBAMRIERZITH S &k (£ 80-85%) . sURAK
BN ELAFERRARAZCTHGRTESD, RAAABYR—AFYA
¥RrHEARTYIEEDEHE Blandini F. ¥, Clutamate #o
Parkinson’s Disease. Mol. Neurobiol. 1996, 12,73-94). ¥4 &
RATERAGHRUFEREXTAELHEREIRN S CRGEFBEL -2
A CBRINOCHZERAABALYMBAR SR LYBRERA®
THAE.
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i it AR E e BEURA R, RRBEFHFHTETH
Rat#h. EREMBEGHRBRTAES RSB RAH, LEZ
B EE S CRBEARAEAEAT AR, B REHER
% e S A 4l de FT AN Gk 6 T A E R o b, WAL R T MR

5 A FARRERBHREITH. AEHE 6-OIDA XR|XAFHFX
ARG R A BEPR BB DAL FMERRA T O HNGHE
R,

W

10 43K U1# A5 h Charles River #¥) &M Sprague-Dawley KX K.
Bl 5 R—ABFE 12 SR/ BRI (08: 00 BHAR) T,
E—REE (20£2C) FRA (S5E15%) BHHRE T, WA ERFRY
fok, HAEXMERBEAZNELREEY T X,

15 H¥Y
KRB, ¥H P9, 6-0HDA Fo FTAM"% =k (Sigma-Aldrich,
Poole, UK). FRKZ 87 60HDA #H4l& A A 0. 2%R IR B FREN
dmg/ml W E R, HAETWAEBAEARGERY, HFALHETH
1nl/kg. FTAMDHERMA 0. 02% IR mBg P o4 2ol/kg HETL
20 B, KBS MBFA LB T HFESM 2 ol/kg BHEE.

FAR
FRZA 1554k, SHHBBEAL T FE LREZRRYH A%
H e EHN (25 ng/kg) ARG TS CRAZAYHYG. MEH
25 FHHETFARTAFAESFARARGRSBRE, — X EER, ¥
HWHBIIARZERA, AbrBidd ERIFAE. F3h ek HE
HEELXHAMERRE., TRE, LTXENTLAWE 2cn KiGHm
HEOBABIBTRELLEF. AABRRAARAZHEEAELEFTE—
ApIl, HATHREZLRARRE, HEHETRREIKEL AN
30 REFWELH-3. 2om. JER A PM-1. Som B AR FX 7. 2om #9445
. TREEE 2454, & 424 W3 2uL 69 6-0HDA A 0. Sul/5-4F
Bk Rz, A3 Sug WRLNE. ETHEHSSEGAELLE S o
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AR TH #K, MEBLEIIKE. A Ethicon W501 Mersilk 24 & Bk,
HERIARZLERERRTHWHFARLDREY. EFAXRBRZITAH
HWFARAKEL2A.

5 K&

Al Med Associates, San Diego, USA $&4%#&5 8 sk#tF Rz it
AREFIEATAH, SO FEMER (U5cn A2 x 15cn &) FH A
CHEAGEGERHHENANKBEA, FHLENE 29cn HFHE.
AT HRERFEESH, KRAETEBRRRENHALEY, 5L TFHHEL

10 FHAMNFETAEHRE, ARG FROLEIAGL YIRS US)IRTL
(360°) e 4%, FE 8 hAR4E v AT e d8 5 £ 693t M k.

itz

ATEBHRLIRFTR M, HAWEXARESE 4 AIFTF&

15 &159%. RE S X, REZIWWAKXBBE N 4L FXB 14044 30

24F. RBZIWLALFHHA TEMSKTRAMN G A S8, B

REAFREEFH LR 1 Jobdgsessn. dIHRXBRHPANTS
MRFFHGEBEARBERRA B DB,
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