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§4:151-153C. 'H NMR(CD;0D, 300MHz)60.87(t, J=7Hz, 3H), 1.49(6% 41, J=7THz, 2H), 2.84(d, J=16Hz, 1H),

2.95-3.20(m, 4H), 3.20(d, J=16Hz, 1H), 3.34-3.42(m, 1H), 3.58-3.66(m, 1H), 3.78(s, 3H), 3.88(d, J=10Hz, 1H),
5.92(s, 2P§), 6.75(d, J=8Hz, 1H), 6.86(dd, J=8Hz, J=1Hz, 1H), 6.90(d, J=9Hz, 2H), 7.02(d, J=1Hz, 1H), 7.40(d,
J=9Hz, 2H).

Al 2

el 2 A2 | = I
2HE £58 23E) 300mg, tlo]lAz 2o "ol 220mg 2 R Q FolAEoln| = 184mg S 45T 2] oA EUEL
ImLo A §h3 A1 A Efls Edls- 9l A2 EWA-N-UZ 3l o ~H 29 294& 291megs 53t 45-(270mg) &
= IlmL % & 3mL F9 F5 AgE] W HA g Al Edl A

- o] NaOH 200mg &% 7} 4-Ha| sk SR 2 i g
o el A ~E|2E AA T A 1Dol 7]EE e 2 FA 54

§71:246-248°C. 'H NMR(DMSO-dg, 300MHz)62.61(d, J=16Hz, 1H), 2.71(t, J=9Hz, 1H), 2.90(t, J=9Hz, 1H),

2.98(d, J=16Hz, 1H), 3.25-3.35(m, 1H), 3.45-3.55(m, 1H), 3.71(s, 3H), 3.75(d, J=10Hz, 1H), 6.00(s, 2H), 6.81(s,
2H), 6.90(d, J=8Hz, 2H), 7.10(s, 1H), 7.17(s, 1H), 7.34(s, 1H), 7.38(d, J=8Hz, 2H).

2 Al 3

EWs ER@L-2-(4-WEAHE)-4-(1,3- 120 5E-5-9)-1-U-EF L2l Zd)-9 Fe D -3-7H5 24

Al 1Dl 71 H WS AREste], El A Ed - ZYd 64% B A& EdA-T S8 34%°] EHE(HA 4 1C
2HE 53 2¢HE) 300mg, tolAZ e Ao ol 220mg 2 4-ZF o2l E B 2rlo]= 185mgS A2 9] oA E]
ES ImLolA 3A[3F FF WA A ER Ed - 8 A A ERA-N-GZstd o 2g 29 Z3E 387Tmgs 530
%’%QGOmg)% B ImL 2 ol 8h2 4mL 59 NaOH 250mg O 7}<ri-alato] A E Edex %4 3t9% 160mgS
53t}

'H NMR(CDCl,, 300MH2z)82.74(t, J=9Hz, 1H), 2.95(t, J=7Hz, 1H), 2.98(d, J=14.1H), 3.07(dd, J=9Hz, 1Hz, 1H),

3.42-3.53(m, 1H), 3.70(d, J=9Hz, 1H), 3.78(d, J=14, 1H), 3.81(s, 3H), 5.92(s, 2H), 6.70(d, J=8Hz, 1H), 6.77(dd,
J=8Hz, 1Hz, 1H), 6.91(d, J=9Hz, 2H), 6.94-7.00(m, 3H), 7.20-7.25(M, 1H), 7.44(d, J=9Hz, 2H).

§74:88-90T. H NMR(CDCl,, 300MHz)61.25(t, J=7Hz, 3H), 2.21-2.32(m, 1H), 2.70-2.80(m, 1H), 2.85-2.94(m,

2H), 3.38-3.55(m, 6H), 3.67(d, J=10Hz, 1H), 3.79(s, 3H), 5.94(s, 2H), 6.72(d, J=8Hz, 1H), 6.84(m, 1H), 6.84(d,
J=9Hz, 2H), 7.08(d, J=1Hz, 1H), 7.33(d, J=9Hz, 2H).
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'H NMR(CDCly, 300MH2)80.87(t, J=7Hz, 3H), 1.53(6<4l, J=7Hz, 2H), 2.28-2.41(m, 1H), 2.71-2.83(m, 1H),
2.92-3.08(m, 2H), 3.30(t, J=7Hz, 2H), 3.40-3.60(m, 4H), 3.72-3.83(m, 1H), 3.76(s, 3H), 5.92(s, 2H), 6.71(d,
J=8Hz, 2H), 6.74(dd, J=8Hz, 1Hz), 6.71(d, J=9Hz, 2H), 7.07(d, J=9Hz, 2H), 7.73(d, J=9Hz, 2H).

Aol 6

E ol B a2 (4] S A ) D)4 -(1, 32T $ & -5-3)- 1 [2-(2- W SA o] SA)o] & ] -3 B 2] ¥l -3-7} 2 212}
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A e 6A

o €& 10mL Foll &3l%, Aol 1CEFE F58 73 A2~ Al 2=-3131E(3.02g) 0 ol &h-25 9] 21% YEF o FA}
o|= &l 20W& S AUFEILE A7) Whg EHES o E ol o] EFe] uhF AR vfE Iy 7} FHE Ao BAE XA
=74 A EF A7 A7) NaOEtS: o &% 9] HCIZ 532 7|31, A7) & 08 2 g5l 553t FF=S
S5l &jAI71 AL BF o FEAAFEOR FE3T Y] RS S EFOR A7 AL st 5538k
Al 818 2.775g% 5312 TLC( € oAl el o] E) 2 A A 3t}

A A ¢ 6B

Edx ERJA-2-(4-H5AFD)-4-(1,3-ME &E-5-U)-1-[2-@2-HEA | 5AD N E |- Z2] d -3-7F 524

i

Aol 1Dl 71Ed WS ARgste], AAe 6ARTEH F53 319E 250mg, 2-(2-H S A5 ADE B Zwlo]
150mg ¥ tjo]laZ2d-odolyl 175mgS oMAEUEZ 1mLol|A 100T 2 3AI7F 5t 71dste] Edls E

2 229mg & 53 ;’e’ﬁi‘(ZOOmg)% 2 1mL % ol &2 2mL 2] NaOH 125mg 0. &2 7hpiafate] 43 Bz
T

o

'H NMR(CD,0D, 300MHz)62.9-3.9(m, 13H), 3.81(s, 3H), 4.49(d, J=10Hz, 1H), 5.94(s, 2H), 6.79(d, J=8Hz, 1H),
6.89(dd, J=8Hz, 1Hz, 1H), 7.00(d, J=9Hz, 2H), 7.05(d, J=1Hz, 1H), 7.49(d, J=9Hz, 2H).

Ao 7

EdAn ENA-2-4-HEAHY)-4-(1,3-NF0 & -5-U)-1-[2-(2-F g D)o & | -3 S| -3-7} 5 A Ak

AN GARFEE $E53 535 (250mg), 2-4]'d 3 (355mg) D oA EAL 3H-&-8 2-m| EA] o kLo LA 7] 11,
100Col Al 2.5A13F &<F nnkelt), B54d8 X 71stal, 7] 898 FEAdF 902 MHsit), 7] &A1 FEhal
ZFo = AxA 7|3 AFste] sFA L EFAE HUlsta 37] §9S AsFAZT, ol &, 2-v]d 2| WAj7}
At w7 4], kT 2RSS 3129 kel &3|A| 7]aL, o Hste] AgFe] B8 ETES AlASI, skl A w
F3to] THA ol AH 2 225mg S 53T A7) ol AHEE A d 1Dl Z1ed Wl &) R ste] o] EtE R
A A 3 202mg S T

§4:77-80C. H NMR(CD40D, 300MHz)62.8-3.3(m, 6H), 3.55-3.70(m, 2H), 3.76(s, 3H), 3.99(d, J=10Hz, 1H),

5.92(d, J=1Hz, 2H), 6.72(d, J=8Hz, 1H), 6.80(dd, J=8Hz, 1Hz), 6.85(d, J=9Hz, 2H), 6.92(d, J=1Hz, 1H), 7.20(d,
J=9Hz, 2H), 7.20-7.32(m, 2H), 7.70-7.80(m, 2H), 8.40(d, J=4Hz, 1H).

A d 8

EAdA EWNA-2-(4-HEAHAL)-4-(1,3- %0 LE-5-U)-1-(LEZH-4-Y7lR D) -9 = I -3-7H L2 4}

AN o 6ARZTE F53F 35E(300mg) 2 EgddEolvl(164mg)S WE Al F2elo|= 2mlLo] §3jA]7]a WS
A7 e 7)ol 1-REZgeytRd IR g0l 146mgS H st A7) E3ES A Lo A 3A7F Bt wykattt
EFAS HUbsta, 47 €aS et E §d o2 M At SMRIYEROR HEAT| L A-Fstol A FFAA T A
| ~EH| 25 53tk A7 o 2H EE A A4 1D 7]<E W 9 i ete] A4 3 288mgS 53k}

§74:244-246TC. 'H NMR(DMSO-dg, 300MH2)82.96(dd, J=12Hz, 13Hz, 1H), 3.03-3.13(m, 2H), 3.20-3.30(m, 2H),

3.40-3.60(m, 5H), 3.74(s, 3H), 3.70-3.85(m, 3H), 5.10(d, J=10Hz, 1H), 5.99(d, J=1Hz, 2H), 6.80-6.90(m, 2H),
6.87(d, J=9Hz, 2H), 7.07(s, 1H), 7.25(d, J=9Hz, 2H).
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§73:220-221C. 'H NMR(DMSO-dg, 300MH2)80.78(t, J=7Hz, 3H), 1.10(65 4, J=7Hz, 2H), 1.22(45 41, J=THz,

2H), 2.78-3.05(m, 3H), 3.40-3.56(m, 2H), 3.74(s, 3H), 3.95-4.05(m, 1H), 4.93(d, J=9Hz, 1H), 5.80(t, B2 =,
J=THz, 1H), 5.99(s, 2H), 6.78-6.86(m, 2H), 6.88(d, J=9Hz, 2H), 7.00(d, J=1Hz, 1H), 7.12(d, J=9Hz, 2H).
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%%11:,5%5:—2-(4—1?1]%/\]ﬁﬂ‘é)—4—(1,3—‘ﬂ}_ﬂ%% 5-A)-1-(4-HEA Hdoln =7t d)-3-3] S| P -3-7}2 24
A

A A BARRE F53 313E(300mg)S A A¢ 9o 74 T4 wel 4-wEA|Hd o] AA]oluo] E 133mg°i
z.j 2] gt} Ef A2 F53 o ~HEZE AAd 1D 7= H WHE A28t NaOHZ 7H=&38 8t 4] 83HE 279mg
S 553

§71:185-187C. H NMR(CDCl,, 300MHz2)63.23(dd, J=12Hz, 13Hz, 1H), 3.55-3.68(m, 2H), 3.72(s, 3H), 3.83(s,

3H), 4.50-4.65(m, 1H), 5.06(d, J=10Hz, 1H), 5.90(s, 1H), 5.95(s, 1H), 6.72(d, J=9Hz, 2H), 6.7-6.8(m, 3H),
6.92(d, J=9Hz, 2H), 6.97(d, J=9Hz, 2H), 7.37(d, J=9Hz, 2H).

ERNr EWL-2-(4-vE5AHD)-4-(1,3- W12 5E-5-Y)-1-otA L I F2 D -3-7} 524

E5d 0.5mL 59, A Ao 6AZREH F53 ﬁ}ﬁ%%(%omg% O EAE #4-5 200mg o2 A st} 2417 &QF A&
o A] WHFE B BS H7lelal A SFHEAS FEAZMF O R FEIA 71T A7) SFES EFolo R 2=3)o] F7HA|
of| ~E|Z 273mg S 53T} A7) o ~H 22 AX(200me) S *E‘Al off 1D2] W & AL&-3lo] 7lpislisle] A 33tE
211lmgS 53} §74: 248-250T. 3] A o] A= NMRE & = 9t}

"H NMR(DMSO-d;, 300MH2)61.55 % 2.00(s, 3H), 2.94 2 3.03(dd, J=12Hz, 13Hz, 1H), 3.3-3.6(m, 2H), 3.72 %
3.76(s, 3H), 4.12 2 4.28(dd, J=12Hz, 7Hz, 1H), 4.95 @ 5.04(d, J=10Hz, 1H), 6.00(s, 2H), 6.75-6.87(m, 3H), 6.95
2 7.04(d, J=9Hz, 2H), 7.18 @ 7.32(d, J=9Hz, 2H).

AN 12

Eds EWs-2-(U- 5 A ) -4-(1,3- % & &-5-)-1-(2-F 22~ 2 9-3-7h5 22

Hedl F2etol= 2mlol gajA7]aL o) WAz, - CARTE 53 3192 (300mg) 3 Ego ol
164mgol 2-F% Q) S efol= 138mg e A/FRIT). 47| £3FES A Lol A 3081k awwkel e AN o) 89 7]%H B4
A 37 A z=H 25 AAld 1Dl 71 WRiol o8| Zharisfste] FAY &

'H NMR(DMSO-dg, 300MHz)63.06(dd, J=12Hz, 13Hz, 1H), 3.3-3.6(m, 2H), 4.25(m, 1H), 5.19(d, J=10Hz, 1H),
6.67.4(m, 8H), 7.8-7.9(m, 1H).

ERERE
B2 B 22— (4 5 A 5 D) -4 (1, 3- M 2] S4-5-2)- 1~ D okvl w7k ) -] S 9 -3-7h A2
A o) BARTE] FER 3GE, Do) 2okl o E, AA o) 9] 71&E WS AHgFtel, BA S Az Bk,

§1:209-211C. 'H NMR(DMSO-dg, 300MH2)83.03(dd, 1H), 3.55(m, 1H), 3.70(m, 1H), 3.72(s, 3H), 4.15(m, 1H),
5.13(d, 1H), 6.00(s, 2H), 6.88(m, 5H), 7.07-7.20(m, 3H), 7.30(d, 2H), 7.38(d, 2H), 8.20(bs, 1H).

A el 14

Edn ERJA-2-(4-H5AHD)-4-(1,3-HZxT] &&=

a1

~9)-1-(obv] bR I W e -3 Fe] -3 -7 A4
Ao 1ol 714 E WS A she] A 8-S A 2B,

§7:138-140C. 'H NMR(CDCl,, 300MHz)62.84(d, 1H), 2.90-3.10(dt, 2H), 3.28(d, 1H), 3.35(dd, 1H), 3.62(m,
1H), 3.72-3.97(m, 3H), 3.80(s, 3H), 5.13(bd, 2H), 5.80(m, 1H), 5.97(s, 2H), 6.74-6.97(m, 5H), 7.38(d, 2H).

ERERE
Qs B U -2 (4 -] B A 9 ) -4 (1,3~ ] § -5~ %)~ 1 ~(n- T F ol m] 7k I o] ) -] £ 2] 9 -3-7} 5 A4

Aol 1ol 71w WS AFS-she] A 3hgta S Al
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$74:105-107C. 'H NMR(CDCl,, 300MHz)50.90(t, 3H), 1.30(m, 2H), 1.45(m, 2H), 2.80(d, 1H), 2.87-3.35(m, 6H),
3.62(m, 1H), 3.80(s, 3H), 5.97(s, 2H), 6.75-6.92(m, 5H), 7.28(d, 2H).

W2-2-4-v 5 A2 E)-4-(1,3- W2 &E-5-9)-1-(N-(n-Z 2 D)-N-v|Hopr] =7t W d m e) -9 Z 2] d -

AAlel 10 718 WS ARSske]l Y AP ERA FAl SFES ATk 3 o] A= NMRZ & 5 Sl

"H NMR(CDCl,, 300MH2)§0.73, 0.84(2t, 3H), 1.49(m, 2H), 2.80(dd, 1H), 2.85(2s, 3H), 2.95-3.20(m, 3H), 3.20~
gﬁ)@(m, 1H), 3.40(d, 1H), 3.60(m, 1H), 3.79(s, 3H), 5.93(s, 2H), 6.73(d, 1H), 6.86(m, 2H), 7.03(m, 1H), 7.32(d,
Al 17

EdS ER@A-2-4-vH5A D) -4-(1,3- W2 5E-5-)-1-(F &2 D-1-d 7t d v ") -9 2| d -3-7H5 A4t
Aol 1ol 7l=® W& AFEehe] F4Y R w2 A Sghe s Al

'H NMR(CDCl,, 300MH2z)81.40-1.70(m, 6H), 2.80(d, 1H), 3.00(m, 2H), 3.24-3.43(m, 5H), 3.60(m, 2H), 3.73(d,
1H), 3.80(s, 3H), 5.95(s, 2H), 6.74(d, 1H), 6.80-6.90(m, 3H), 7.04(d, 1H), 7.30(d, 2H).

A 18
E s B -2 -(4-v) S A 9 )4 -(1,3- W2 ) S 4 -5-2)- 1 -(o] &7 Fopv] e 7hi I v &)~ %2 11 -3-7}3- 41 4)
A 10] 71 &H WP A gete] HA| SHFES Az,

$4:175-177C. 'H NMR(CD40D, 300MHz)60.87(dd, 6H), 1.75(7F4, 1H), 2.85(d, 1H), 2.90-3.10(m, 4H),
3.23(d, 1H), 3.40(m, 1H), 3.58-3.67(m, 1H), 3.78(s, 3H), 3.89(d, 1H), 5.92(s, 2H), 6.76(d, 1H), 6.86(dd, 1H),
6.91(d, 2H), 7.02(d, 1H), 7.40(d, 2H).

A 19

=2 B 22U AL )13 G-l S e o e e )5 e =g

Aol 1ol 71w WS AFE-sho] A 3hgta S Al

§74:137-139C. 'H NMR(CDCl,, 300MHz)61.34(m, 2H), 1.62(m, 4H), 1.90(m, 2H), 2.76(d, 1H), 2.90(t, 1H),

3.04gdd, 1P§), 3.22(d, 1H), 3.28(dd, 1H), 3.40(m, 1H), 3.80(s, 3H), 4.15(m, 1H), 5.97(d, 2H), 6.75-6.95(m, 5H),
7.27(m, 2H).

Al 20

E }i,E%i—Z—(ZL—Uﬂ%’\]ﬁﬂ‘é)—4—(1,3—ﬂi1311’4%%—5—%’)—1—(3’2%% 4-dopn 7t E d v E) -y &2 9 -3~
Al A

AAld 1o 71ed S ARt FAY A wRA 24 Setes Axdh

'H NMR(CDCl,, 300MHz)62.82(d, 1H), 3.00(m, 2H), 3.24(m, 1H), 3.30-3.52(m, 4H), 3.52-3.75(m, 8H), 3.80(s,
3H), 5.95(s, 2H), 6.75(d, 1H), 6.84(d, 3H), 7.00(s, 1H), 7.28(d, 2H).

AAle 21
Edfs Eda-2-(4-HS5A ) -4-(1,3- 20 5&-5-2)- 1 -2~ 5 A ol &) -9 E 2] -3 -7H5 A 4

Aol 40 71=E WHE AR St FAY AP ER

2
S|
filo

A BhehE S Al =S



T =

53553 10-0483222

'H NMR(CD;0D, 300MHz)62.82(m, 1H), 2.96(dd, 1H), 3.13(m, 1H), 3.32(m, 1H), 3.51-3.70(m, 2H), 3.77(s, 3H),
4.00(d, 1H), 4.07(m, 2H), 5.91(s, 2H), 6.72(d, 1H), 6.80-6.95(m, 6H), 7.03(d, 1H), 7.22(dd, 2H), 7.39(d, 2H).

A4 22

EE'JJ/\ Ed#l2-2-(4-m5AHE)-4-(1,3- W12 &E-5-)-1-C-v|SA e ot =7t R d m e) -3 Z 2 d -3-7} 5 4

A e 19 71EE WS AMESle] XA FES Al FT

£7%:107-109C. '"H NMR(CD,0D, 300MH2)62.82(d, 1H), 2.97(q, 2H), 3.21(d, 1H), 3.38(m, 1H), 3.32(s, 3H),
3.44(m, 4H), 3.62(m, 1H), 3.79(s, 3H), 3.86(d, 1H), 5.93(s, 2H), 6.76(d, 1H), 6.85(dd, 1H), 6.91(d, 2H), 7.01(d,
1H), 7.38(d, 2H).

A A4 23

EWdx ER-2-4-HEAHAE)-4-(1,3-NF2HFE-5-)-1-2-F-F5A &)~ Z2| d-3-7} 52 4}

AN 40 71EE WS AMESe] B4 FEES Al 2T

§%:53-55C. 'H NMR(CDCl,, 300MH2z)80.88(t, J=7Hz, 3H), 1.32(6%4 J=THz, 2H), 1.50(2.%4, J=7Hz, 2H),

2.27(tt, J=6Hz, 1H), 2.92(q, J=10Hz, 2H), 3.35(t, J=7Hz, 2H), 3.42-3.56(m, 4H), 3.68(d, J=10Hz, 1H), 3.78(s, 3H),
5.94(s, 2H), 6.73(d, J=8Hz, 1H), 6.83(d, J=9Hz, 2H), 6.82-6.87(m, 1H), 7.06(d, J=2Hz, 1H), 7.32(d, J=9Hz, 2H),

MS m/e 442(M+H)".

&%:97-99C. 'H NMR(CDCl,, 300MH2)80.78(t, J=7Hz, 3H), 1.39(6% 4, J=7Hz, 2H), 2.72(d, J=16Hz, 1H), 2.74(,
J=10Hz, 1H), 2.80-3.10(m, 4H), 3.26-3.38(m, 1H), 3.53(m, 1H), 3.73(s, 3H), 3.80(d, J=10Hz, 2H), 7.80(t, J=6Hz,
1H), MS(DCI/NH;) m/e441(M+H)".

B2 EW2-2-(1, 30§ 4-5-2)-4-(4- W HA 0 D)~ 1-(2- TR EA D)3 B2 W -3-7H 34

AArje 50l 7]=d WS ARE-staL o E(4-1 %/\]Bﬂi%‘)o}lﬂﬂloﬁza g 13 Wl = E]%%—B—%_‘?'}_E‘é)o}*ﬂ ol E
= ABea 5-(2-UERHY)-1,3-MET & 598 4-Q-UEwn Doldn Ane g4 FFES F5 5

§4:67-69C. H NMR(CDCl,, 300MHz)60.89(t, J=7Hz, 3H), 1.56(6< 41, J=7Hz, 2H), 2.33(m, 1H), 2.78-3.00(m,
3H), 3.32(t, J=7THz, 2H), 3.45-3.57(m, 4H), 3.73(m, 1H), 3.79(s, 3H), 5.93(s, 2H), 6.22(d, J=8Hz, 1H), 6.85(d,
J=8Hz, 3H), 6.98(s, 1H), 7.37(d, J=8Hz, 2H). MS(DCI/NH3) m/e 428(M+ ).

B ER-2-(1,3- M A S 4 -5-9)-4-(U-v] S A 5 D)= 1- [2-2- W 54 o) S AN )] -] B 2] 91 -3-7H3 40 4

AAje] 4o 7] WS AREstaL, A A e 259 7w E SEEE S Agetar, 2-(2-vEA o FA) 2 B R ulo] =5 AL
Gato] vt AT BASAA EA RS FE G

&%1:85-86C. 'H NMR(CD,0D, 300MHz)63.18-3.90(m, 15H), 3.79(s, 3H), 4.57(d, J=10Hz, 1H), 6.02(s, 2H),
6.91(d, J=8Hz, 1H), 6.95(d, J=9Hz, 2H), 7.06(dd, J=8Hz, 1H), 7.12(dd, J=1Hz, 1H), 7.37(d, J=9Hz, 2H). MS(DCV/
NH3) m/e 444 (M+H)".
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Ao g B Zufo] =8 A}435}e] T

&4 54-56C. 'H NMR(CDCl,, 300MH2)60.89(t, J-7Hz, 3H), 1.44(6%X, J=THz, 2H), 1.52(£.%A, J=7Hz, 2H),
2.40(m, 1H), 2.74-2.98(m, 3H), 3.46(t, J=7Hz, 2H), 3.42-3.56(m, 4H), 3. 68(d, J=10Hz, 1H), 3.80(s, 3H), 5.93(dd,
J=6Hz, 1Hz, 2H), 6.72(d, J=8Hz, 1H), 6.74(dd, J=9Hz, 3H), 6.96(s, 1H), 7.36(d, J=9Hz, 2H).

21 4] of] 28
ERA EWA-2-(4-HEAH L) -4-(1 4-AF23-6-D)-1-(Z2Foln] =7t I W E)-3] S| d -3-7} 22 4}

AN 19 7]E WS A} 8313 5-(2-UEZHY)-1,3-HF0LES 6-(2-UEZHY)-1,4-HF0] A0 2 %3
3ol BA SRS ST AT

§7d:80-81C. 'H NMR(CDCl,, 300MH2)50.89(t, J-7Hz, 3H), 1.49(6541, J=THz, 2H), 2.78(d, J=16Hz, 1H), 2.92(t,

J=10Hz, 1H), 3.05-3.43(m, 5H), 3.24(d, J=16Hz, 1H), 3.52-3.62(m, 1H), 3.80(s, 3H), 3.80(t, J=10Hz, 1H), 4.27(s,
4H), 6.74-6.93(m, 5H), 7.29(d, J=9Hz, 2H), MS(DCI/NH,) m/e 455(M+ H)".

Al 29

E&ﬁ %?&&2—(4—1111%*] HAd)-4-(1,4-MZYLA-6-A)-1-(N-H & -N-Z 2 Holu] =7} B v &) -3 2| d -3~
7 A

20 o 2 E z=
AbgEte] v EE Y A4S AN A FA FFES S

"H NMR(CDCl,, 300MH2)80.73, 0.83(2t, J=7Hz, 3H), 1.48(m, 2H), 2.78(dd, 1H), 2.85(2s, 3H), 2.96-3.15(m, 3H),
3.27-3.42(m, 3H), 3.52-3.60(m, 1H), 3.75(d, 1H), 3.78(s, 3H), 4.22(s, 4H), 6.80-6.98(m, 5H), 7.32(d, 2H),
MS(DCYNH,) m/e 469(M+ H)".

ATl 30

B2 B 22 (4= S A ) -4-(1,3- W2 S -5-2) -1~ (N- o F-N- - o] erh o d o €)-3) 2 w1 =37}

J|m
rﬂéh

Aol 1ol 71&e W& AFE-sto] Al 3t AlEdh 34 o] Al= NMRE & = v},

'H NMR(CD40D, 300 MHz)80.86(2t, 3H), 1.04-1.50(m, 4H), 2.85(2s, 3H), 2.93-3.20(m, 4H), 3.40(m, 2H),

3.52Edd, 1H)), 3.60(m, 1H), 3.80(s, 3H), 3.85(m, 1H), 5.91(s, 2H), 6.74(d, 1H), 6.83-6.95(m, 3H), 7.03(dd, 1H),
7.35(dd, 2H).

Al=2-mSA H E A # D) -4-(1,3- 2T &5 -5-)-1-(N-H & -N--H o} 1] = 7} 1 d v

AE 2-(4-H| A -2-H EA M FA D -4-(1,3-HZ 0] &£E-5-9)-T Zd-3-7I 5 o] E
=

d7] gstel =g v & 7 A 0] E(3.0g, 7.0mmol)S wlEHE 20mLol| &-3A 7], 10% Pd/C 500mg = zm-s A
7] 8ol 32A17F B9k WA ATk, A7) S0 o gafof xﬂﬂ 3131 of o S Zhebalol| e atar ek Aol A o DolaE o]
ER §EAA ARvtETg T ste] Al2-A 2 o) A=A FA 8eE(1.9g, 63%) S TS5 3]
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2 Al ¢ 31B

EWA ENWNA-2-4-HEA-2-H|EA W EAHD)-4-(1,3- 12T E-5-2)-1-(N-H & -N-F-E o} .= 7} 1. )
g)-yEggd-3-7}E 2 Ak

Ao 31IAZREH 53 3358 A9 6A0 7|EH WHO R ofuyuslslit], ojojN AAE Eds EW 39HE
(100mg, 0. 23mmol)% Ao 1Do 71 Hol ola) BhS- A7) N-Z 22 H 2 Bola Eojn] =2 N-W&-N-3& B
EROA Eoln =2 x]ﬁl stod XA 33E(75mg, 62%)S 53T, §3: 65-67%. 3 A o] A= NMRE & = ).

'H NMR(CDCl,, 300 MHz)80.64, 0.68(2t, J=7Hz, 3H), 1.14, 1.12(2 641, J=7THz, 2H), 1.40-1.48(m, 2H), 2.86,

2.89(2s, 3H), 2.95-3.42(m, 6H), 3.50(s, 3H), 3.43-3.65(m, 2H), 3.78(s, 3H), 4.30(t, J=7Hz, 1H), 5.09(q, J=7Hz,
2H), 5.92()5, 2H), 6.55(dd, J=3Hz, 1H), 6.68(s, 1H), 6.72(s, 111), 6.85(2t, J=1Hz, 1), 7.04(t, J=1Hz, 1H), 7.42(dd,
J=3Hz, 1H).

A Ao 32
EWdn EWRA-2-(4-FEAHD)-4-(1,3-MN2TSE-5-U)-1-B-ANEANZ2L)-9 Z2d-5-2-3-7}5 2 4
2 A e 32A

ofd 2-(4-w| EA M ZY)-3-7tH | FA]-1,3-HFHKE-5-Z2 I QY| o] E

5 THE 20mLel 8-3)% o & (4-ri A w2 djol Al H o] =(4,44g, 0.02mmol)el Nat 480mge Hrof H71eic}. 47]
ZRHES 3083 A4 79 2% A wketh THF bmlL %< WE(1,3-MzF0% -~ B R E oA E o] E(5.46g,
0.02moD)< 3 7}8t} 3 &ES 9 250 A] BHA] mHkA] 7] 31, EtOAc 200mlZ 4“ R S ICETR R )
é{é FAGEFO R A2A 71 AFatlM FHAA TA SE(7.67g, 920)S 5541, 0| 2 o] AAoHA LI ALE
k)

A Ao 32B

og%]l - SAZE2E)-2-(4-vH5AHH)-4-(1,3- W20 E-5-U)-4,5-H 30| =2 -5-F - 1H-9 Z-3-7} 54
golE

Ao 32ARF-H F53 3H3HE (700mg, 1.69mmol), 3~ o & A Z 2 F o}l (348mg, 3.38mmol) E WE-H FHe of
AEA ImLe] EFES 1847F 5ok 125Co) A 7t sttt A7) BEBd YaES F9 LurtA] WA 713, & 5mLe
D7kl 7] £ RS o & ol Hl o] E(2 X 100mL)% 2Z AL}, 23 7] 22 ES La} ZEALLER GO B 9 o
= *ﬂ’“ oﬁ FAGEFOZ A7) 2 st A FHAY. 53 FFES AT A 3:2 dik-oE oA
glo] E N7 ARvtE g v ete] TA 89 330mg(42%)S 58k

2 Ao 32C

[€]
100mg o= SAA T, 7] S s 04 743}04 Xﬂﬂ ot of ol g 7“"“}01]/‘1 EEHA A E

EdAn EdA-2-(4-HEAHD)-4-(1,3- M ZS%-5-9)-1-(3-d EA 22 ) -9 Ed -5-2-3-7} 524}

N erS ImLoll &ald Ao 32CEEE $53% 3132 (100mg, 0.21mmol)dl] leH2529] 21% Y EF o] ZAto]= &
3UEE Hrksig, A7) EFES 70-80C =2 3AZF ¢t 713 2, & 1mL T 9 A EH(100mg) £48 A7)
oL F7FR 1A ok A S A& ] bbS e S Fo 2 e7bA] Wzbelar, 7hetetol A ol ek=-S- Al A E AL,
oH 2R A X e AFEo 55 HAeth £45S 3M HCIE F3A] 7] 3 vhA) kX gc}h, s 2838 135S o 7)o
A& Ao ZH FA 3= (60mg, 64%)S 53T}

74 134-140C. 'H NMR(DMSO- dg, 300 MH2)61.04(t, J=7Hz, 3H), 1.55(65 41, J=7Hz, 2H), 2.48-2.56(m, 1H),

2.93(dd, J=9Hz, 1H), 3.25(t, J=7Hz, 2H), 3.28-3.40(m, 2H), 3.48-3.57(m, 1H), 3.78(s, 3H), 3.88(d, J=10Hz, 1H),
4.72(d, J=10Hz, 1H), 6.02(s, 2I0), 6.74(dd, J=8Hz, 1Hz, 1H), 6.87(d, J=8Hz, 2H), 6.98(d, J=8Hz, 2I1), 7.38(d,

J=8Hz, 2H). MS(DCI/NH,) m/e 442(M+H)".

A e] 33

E s BB A-2-(U- A FAH D) -4-(1,3- T & -5-2)-1-(3- o] %A 01 2)-5] £ 2 9 -5- & -3-7} 52 4k
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A2 C’ﬂES}ZOH 7l WS W2 3-d SAZ 2 dopnl & 3-v|SA ot o2 x| ghato] A 31eh=(123mg, 65%)&

§4d:150-152C. 'H NMR(CD,0D, 300MHz)62.96(dd, J=8Hz, 10Hz, 1H), 3.72(s, 3H), 3.80(s, 3H), 4.06(d, J=10Hz,
1H), 4.58(d, J=8Hz, 1H), 4.92(q, J=16Hz, 2H), 5.92(s, 2H), 6.55-6.63(m, 2H), 6.82(d, J=8Hz, 4H), 6.94(d, J=8Hz,
2H), 7.15-7.22(m, 3H), MS(DC/NH,) m/e 475(M+ H)".

A Aol 34

A
A
=

E 2 2-(4- W H A 3 W) -4-(1,3- 2 T] & &-5-9)- 1-(N,N-T o] o}l o}v] wesh w d w &) -3 2 2] Wl -3-7

Jelm
riw

Al 1o 718 W e ARESke] B Y AP e 2 A ShehE s AlZdT

"H NMR(CDCly, 300MH2)80.70-0.90(m, 12H), 1.10-1.60(m, 10H), 2.75(d, J=13Hz, 1H), 2.90-3.10(m, 4H), 3.15-
3.30(m, 2H), 3.40(d, J=10Hz, 1H), 3.40-3.52(m, 2H), 3.55-3.62(m, 1H), 3.75(d, J=12Hz, 1H), 3.79(s, 3H),
5.93(dd, J=1Hz, 3Hz, 2H), 6.72(d, J=8Hz, 1H), 6.82-6.90(m, 3H), 7.03(d, J=2Hz, 1H), 7.30(d, J=9Hz, 2H).

Ao 35

f_}?ﬂi,E%i—Z—@l—ﬂ]%"]ﬂ]‘é)—4—(1,3—‘ﬂ§:1’4%%— -D)-1-(NN-v g opr| =7t B d v &) -] 2 -3 -7} 54

Al 1o 718 WS ARESke] B Y AP e =AM A ShehE s A3
"H NMR(CDCl,, 300MH2)§0.82(t, J=7Hz, 61, 0.95-1.03(m, 2H), 1.10-1.30(m, 8H), 1.40-1.51(m, 2H), 2.72(d,
J=13Hz, 1H), 2.90-3.08(m, 4H), 3.25-3.50(m, 3H), 3.37(d, J=13Hz, 1H), 3.52-3.60(m, 1H), 3.70(J=10Hz, 1H),

3.7)5(5, 3H), 5.92(dd, J=2Hz, 5Hz, 2H), 6.72(d, J=8Hz, 1H), 6.80-6.88(m, 3H), 7.03(d, J=2Hz, 1H), 7.30(d, J=9Hz,
2H).

W2-2-(4-w 5 A1 2 E)-4-(1,3- M2 &E-5-A)-1-(NN-H 2-H FA o D)o} =7 d v &) 9] Z 2 ol -

Aol 1ol 71w WS AFS-sho] A 3hgta S Al

4 120-122°C. 'H NMR(CDCl,, 300MHz)62.82(d, J=13.1H), 2.94-3.08(m, 2H), 3.12(s, 3H), 3.23(s, 3H), 3.20-

3.70(m, 11H), 3.73(d, J=10Hz, 1H), 3.79(s, 3H), 5.92(dd, J=2Hz, 2Hz, 2H), 6.72(d, J=8Hz, 1H), 6.80-6.90(m, 3H),
7.04(d, J=2Hz,1H), 7.30(d, J=9Hz, 2H).

A6 37
EQ2 B 22— (4T B A S D) -4 (13- M 2T $4-5-2)- 1-(2- 8 A1 D)-3) S el 9-3-74 24 4
=

A Ao 4of] 7]H WHS ALESFY], A Ao 6A
% Perkin 1,, 2004(1987)]01] 7l o) o) Az 1-H
ﬂzﬂ N ~E|E 226mgS FESITE A7) o] AE 22 o ge-&
o] A4 3}3HE 175mgS 53k}

'H NMR(CDCl,, 300MHz)61.00(t, J=7Hz, 3H), 1.54(m, 2H), 2.14-2.22(m, 2H), 2.96(dd, J=7Hz, 13Hz, 1H),
3.07(dd, J=18Hz, 2Hz, 1H), 3.15(dd, J=9Hz, 2Hz, 1H), 3.26(t, J=9Hz, 1H), 3.36(dd, J=18Hz, 2Hz, 1H), 3.47-
3.55(m, 1H), 3.79(s, 3H), 3.88(d, J=9Hz, 1H), 5.95(s, 2H), 6.72(d, J=8Hz, 1H), 6.80-6.88(m, 3H), 7.03(d, J=2Hz,
1H), 7.22(d, J=9Hz, 2H).

AlEE)-4-(1,3-MxH 5E5-5-)-1-(N-Alo] 2R 2 2 A -N-Z 2 J o} =7} B d v

AN G 19 7] &% WHS ALgsle] T4 SES A2 §4: 167-169T. 3] A o] A S NMRZE < 4= ).
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'H NMR(CDCl;, 300MHz)6-0.1(m), 0.05(m), 0.12-0.25(m), 0.32-0.51(m), 0.67 3! 0.74(2 44, 3H), 0.90-

1.00(m), 1.20-1.55(m), 2.72(d, J=13Hz, 1H), 2.85-3.29(m, 4H), 3.30-3.50(m, 3H), 3.52-3.62(m, 1H), 3.65-
3.73(2 o] A, J=10Hz, 2Hz, 1H), 3.78(s, 3H), 5.95(2 T4, 2H), 6.72(2 o]5 4, 2H), 6.80-6.90(m, 3H), 7.00 %
7.05(2 o]5Al, J=9Hz, 2H).

AT 39

i&j Ed#l2-2-(4-m5AHE)-4-(1,3-H1%21E&E-5-9)-1-(N-H & -N-Ado}n| =7t B I v &) -3 Z 2] I -3-7}

Jzim
riw

AAld 1o 718 WS ARESke] FA Y AP =2 A Al ShehE s Al B o] A& NMR= & = 9l
"H NMR(CDCl,, 300MHz)80.85(t, J=7Hz, 3H), 1.00-1.08(m), 1.13-1.32(m), 1.35-1.50(m), 2.72-2.82(2 ©]ZFA
J=13Hz, 1H), 2.83 & 2. 86(2 e d, 31D, 2.92-3.20(m, 31D, 3.22-3.45(m, 31D, 3.52-3.62(m, 1I1), 3.72(2 o] &4

1H), 3.75 % 3.76(2 %?z‘ SH) 5.92(2 we 4, 2H), 6.72(d, J=8Hz, 1H), 6.80-6.87(m, 3H), 7.03(2 °]54l, J=2Hz,
1H), 7. SO(d J=9Hz, 2H).

A AT 40

Efda-2-(4-HE5A#E)-4-(1,3-MNEH 5E-5-9)-1-(NN-t o] & F-Hopn| 7t W v &) -] Z 2] d -3-7}

Jlm
riw

A)
=

Al 1ol 718 WS AREShe] A S Al =e.
&4 141-143°C. 'H NMR(CDCl,, 300MH2)80.54(d, J=7Hz, 3H), 0.70-0.90(3 %41, J=7Hz, 9H), 1.60-1.75(m,
1H), 1.90-2.02(m, 1H), 2.67(d, J=13Hz, 1H), 2.70(d, J=13Hz, 1H), 2.84(dd, J=6Hz, 15Hz, 1H), 2.96-3.06(m, 2H),

3.20(dd, J=9Hz, 15Hz, 1H), 3.35(dd, J=2Hz, 10Hz, 1H), 3.44-3.60(m, 4H), 3.70(d, J=9Hz, 1H), 3.79(s, 3H).
5.94(dd, J=2Hz, 2Hz, 2H), 6.72(d, J=9Hz, 1H), 6.82-6.90(m, 3H), 7.03(d, J=2Hz, 1H), 7.31(d, J=9Hz, 2H).

AN EWNA-2-(4-HEA A L)-4-(1,3- 20 %E-5-A)-1-(N-H D -N-(2-Z 23] d)oln] =7} B v & ) - 3] =2

Aol 10 718 WS ARSste]l Y AP ERA FAl SFES ATk 34 o] A& NMRZ & 5 3l

"H NMR(CDCly, 300MH2)§2.09 % 2.32(2 4F%4, J=2Hz, 1H), 2.80-3.10(m, 3H), 2.90 & 2.99(2 &< A, 3H), 3.35-
3.50(m, 2H), 3.52-3.62(m, 1H), 3.78(s, 3H), 4.03(d J=13Hz, 1H), 4.00-4. 30(m 3H), 5.93(s, 2H), 6.72(2 o] FA
J=8Hz, 1H), 6.80-6.90(m, 3H), 7.02 % 7.11(2 °]FA, J=2Hz, 1H), 7.30(2 ©]&4, J=9Hz, 2H).

AT 42

9, E 22 (40 5 A9 ) -4 -(1,3-M ) & -5-2)~ 1 ~(N-o & -N-(n-8] )} w7} W v € -] 2 2] -3 -
FFEA%

Aol 1o 7=d WS AFEste] FAY nd =2 #4 Beges Az

'H NMR(CDCI3 300MHz)50.85(2 4+, J=7Hz, 3H), 1.00-1.50(m, 8H), 2.72-2.82(2 o] %A, J=13Hz, 1H), 2.81 ¥
2.86(2 ©d M, 3H), 2.92-3.20(m, 3H), 3.22-3.45(m, 3H), 3.52-3.62(m, 1H), 3. 72(2 0]%/}1, 1H), 3.756 % 3.76(2

%V;;_ 3H) 5.94(2 &< A, 2H), 6.72(d, J=8Hz, 1H), 6.80-6.87(m, 3H), 7.03(2 o|% 4, J=2Hz, 1H), 7.30(d, J=9Hz,

1HD).

A el 43

E}]i} Edz=-2-(4-HE5A#E)-4-(1,3- N % 5E-5-9)-1-(N,N-H (n-F-&)obr] .= 7} B d W &) - 9] Z 2] | -3-7}
A

Aol 1ol 71w WS AFE-she] A 3hgta S Al
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¢4 123-125C. 'H NMR(CDCl,, 300MH2)80.79(t, J=7Hz, 3H), 0.85(t, J=7Hz, 3H), 1.00-1.50(m, 8H), 2.74(d,

J=13Hz, 1H), 2.90-3.09(m, 4H) 3.23-3.50(m, 3H), 3.38(d, J=13Hz, 1H), 3.52-3.62(m, 1H), 3.75(d, J=10Hz, 1H),
3.78(s, 3H), 5.93(dd, J=2Hz, 4Hz), 6.71(d, J=8Hz, 1), 6.81-6.89(m, 3H), 7.03(d, J=2Hz, 1H), 7.30(d, J=9Hz, 2H),

MS(DCI/NHg)m/e 511(M+H)".
CogHagNyOgell ThEr YA
AXEA 1 C, 68.21; H, 7.50; N, 5.49.
252 1 C, 68.07; H, 7.47; N, 5.40.
Ao 44

£ U2 B2 S A D) -4-(1,3-0EE) S -5-2)-1-(NN-F) o Rob v d o €)-3) 82 6 -3-714-4

AA 6 16 7188 BE e A ate] EA] 3t g Az,

¢4 132-134C. H NMR(CDCl,, 300MH2z)80.98(t, J=7Hz, 3H), 1.06(t, J=7Hz, 3H), 2.78(d, J=13Hz, 1H), 2.95-

3.20(m, 4H), 3.30-3.50(m, 4H), 3.55-3.65(m, 1H), 3.76(d, J=12Hz, 1H), 3.79(s, 3H), 5.93(s, 2H), 6.72(d, J=8Hz,
1H), 6.80-6.90(m, 31, 7.02(d, J=2Hz, 1H), 7.32(d, ]=9Hz, 2H).

AAl 4 45
gl
Py

3
=

Ed2-2-4-mE5AHE)-4-(1,3- 9% 5E-5-9)-1-(N-HW & -N-#l do}n| =7t B d v &) - 9] Z 2] d -3-7}

J|m
rﬂéh

AAlel 1ol 71 sE e AHEstel FA4Y ndERA A e Alxdn

'H NMR(CD40D, 300MHz)62.75-2.85(m, 2H), 3.05-3.13(m, 1H), 3.18(s, 3H), 3.40-3.58(m, 2H), 3.78(s, 3H),
3.88(d, J=12Hz, 1H), 5.92(s, 2H), 6.72(d, J=8Hz, 1H), 6.75-6.85(m, 3H), 7.00-7.12(m, 5H), 7.82-7.92(m, 3H).

W ER2-2-(4-v S5 A3 D)-4-(1,3- M2 FE-5-U) - 1-(N-H & -N-Ateo] S22 Hoj]| =7t B d v &) - 9] & 2

AAld 1o 718 WS AREske] FA Y AP S 2 Al ShehE s AT B o] A& NMR= & 5 9l
"H NMR(CD40D, 300MHz)61.00-1.85(m, 10H), 2.72 % 2.78(2 &Y, 3H), 2.75-2.82(2 o] %4, J=12Hz, 1H),

2.96-3. 22(m 3H), 3.40-3.65(m, 3H), 3.68 & 3.82(2 ] z/}i, J=10Hz, 1H), 3.77 % 3.78(2 &4, 3H), 5.92(s, 2H),
6.72(2 o] %, J=8Hz, 1H), 6.82-6.88(m, 3H) 7.02(2 °|F 41, J=2Hz, 1H), 7.30—7.40(2 o]F, J=9Hz, 2H).

W 22-2- (4T 5 A 9 D) -4 -(1,3- £ 0] & £ -5-2)-1-(N,N-H] (n-Z 2 ) o] 2= 7h I v ) -] S ¥l -3~

¢4 170-172°C. 'H NMR(CDCl,, 300MH2)80.69(t, J=7Hz, 3H), 0.85(t, J=7Hz, 3H), 1.20-1.55(m, 4H), 2.72(d,
J=13Hz, 1H), 2.90-3.10(m, 4H), 3.25-3.47(m, 4H), 3.35-3.62(m, 1H), 3.72(d, J=9Hz, 1H), 3.79(s, 3H), 5.94(s,
2H), 6.72(d, d, J=8Hz, 1H), 6.80~6.90(m, 3H), 7.02(d, J=2Hz, 111), 7.30(d, J=9Hz, 2H).

A Alel 48

W2-2-(4-m 5 D) -4-(1,3- W 2T EE-5-)-1-(N-H & -N-o] - Holr 7t B I ’) -y Z 2] d -

AAlel 1ol 7 e AHEstel F A4 Y g E2A Al gHehE

tlo

Azt 37 o] A S NMRZ & 4= 3leh,

=
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"H NMR(CD,0D, 300MHz)80.65-0.85(4 ©]%4, J=7Hz, 6H), 1.75-1.95(m, 1H), 2.80 2 2.90(2 ¥4, 3H), 2.90~
3.10(m, 4H) 3.10-3.65(m, 4H), 3.74(9S, 3H), 3.81 B 3.88(2 o] g4, J=10Hz, 1H), 5.93(s, 2H), 6.72(d, J=8Hz,
1i1), 6.80-6.90(m, 31D, 7.02(2 S| 54, J=2F1z, 1H), 7.80-7.90(2 o] &4, J=9Hz, 2HD).

Ao 49

e 2-(4-vEA 2 Y)-4-HEZME-3-(1,3- 20| $E-5-d) F-El g o] E9] th& AW

ATl 49A

E-2-(3,4-vgddt Al g d)-1-HE=Z &l

HEH-2-(120mL) 5 2] 33 23(75g, 500mmol) &4 10Tl A nRkslaL o 7]o] YEZ v eh(27.1mL, 500mmol, | eq)<
A 7}8laL o]oj ] L= 10 WA 15T R FA A FE3 B2 223} EF(21g, 525mmol, 1. 05eq)° A 7late] &
£ 0] 50mL7} H =5 St} 7] Wk £ E-S A vh=o] ¥ o], Bazlt) %7}%— u 3% A7) B3 ES 3087 il
dhal 0o, Lolo] =2 uriA Al ERES 5T vt LE2 §X WA W (~350mL)E 54 AZICE 1 A}
2 F5% fHG A&sHA] kA7, E(150mL) 2] 36% 34H100mL) 89 %—% 2 Ed(streem) 0.2 (F7] &9 o]
HE 2 B A FE=) diet, AAdd 38 ugdE(YEZ ), 9 A7) 28 ofylale] A8 AL, o] Ho] TAlo] 2
W74 B(1.50)2 A DE Aol AE F7 2 AR the 189 o ek (3L) 2R A A A A A ks mok
o] E-2-(3,4-mlg A S A)-UEZ2~E d(53g, 55%)S F5 3t

'H NMR(300MHz, CDCl3)87.94(1H, d, J=13.5Hz), 7.47(1H, d, J=13.5Hz), 7.09(1H, dd, J=7.562Hz), 7.01(1H, d,
J=2Hz), 6.87(1H, d, J=7.5H2), 6.06(2H, s). MS(DCI/NH,) m/e 194(M+ ", 211(M+ H+ NH3)+.

Aol 498

o8 2-(4-H|EAH L) - A2 -4-UEZ-3-(3,4-H D AT] A H ) FE] g o] E

ZR2H-2-2(75mL) ¥ HE#so| =2 F(175mL) o] E3EFo] AN 49ARTEH FE53 YERAEA(14.17g,
73.34mmol, 1.2eq) %%“% Ao mwukalal 047101] THF(50mL)v4 AE(4-HEAHZA)o}A E o] E(11.5g,
51.7mmol) &N I o]o] A 1,8-t]ofxnfo]Ale] S 2 [5,4,0]% 4 -7-<l(DBU)(0.45mL, 3.0mmol, 0.05 eq)& A&4 2
2 A7 e 0 A FES 289 AL 147k SoF wuks oS DBU0.45mL, 3.0mmol, 0.05 eq)S =7} &
Ao gt A7) EES 1A17F SOk o wuber oS, A et A 32 %2&1; A AL FFES 500g A7} Ao A
20% o9 FAEH O] E-AOo RS2 A Rt 1ev) 2 GASt] 85 Abwro] 25% of ol E o] E -t

A Q2 A YE=Z ﬂ]EOﬂiE]E(w 36g, 76%)e 53¢t} F-Ed A o] A A

'H NMR(300MHz, CDCl88.06(2H, d, J=9Hz), 7.89(2H, d, J=9H2z), 6.96(2H, d, J=9Hz), 6.91(2H, d, J=9H2z),

6.77(1H, dd, J=9Hz, 3Hz), 6.73(1H, d, J=9Hz), 6.65(1H, d, J=3Hz), 5.95(2H, s), 5.89(1H, d, J=4Hz), 5.88(1H, d,
J=4Hz), 4.90-4.60(3H, m), 4.39(1H, m), 4.18(2H, q, J=7Hz), 3.94(2H, m), 3.80(3H, s), 3.78(3H, s), 1.19(3H, t,

J=THz), 0.99(3H, t, J=7THz), MS(DC/NH,) m/e 416(M+H)", 433(M+ H+NH,)".

A A ¢ 50

Edx EdA-2-4-HEAHL)-4-(1,3-NFHSE-5-A)-1-t-F A7l ddg) -9 S8 d -3-F} 52 At

A EYEH@2mL)F ] 2 d 1CERE =53 3135 (100mg, 0.27mmol) 42 WA 7] 3L of 7] o] T]o] A X 2 o
gol1(70ul, 0.40mmol, 1.5 eq) ¥ t-5E HIZ WolAH| o E(48yl, O 29mmol 11e )% A& o7 ks, A7)
TS o A7k Eol wukA 7] T AFy] Sl S g atol A Al A 0}04 Ul 2B 22 F5 3}, o EH2-(ImL)Z<] fel
2H 2 gAS Ao wiksla o 7)o B35 2] 50% W/W ?*JﬁME%(BOOmg 3.75mmol) S H7tett, Ay 23
S 2AIZF FoF wukelk of 2 3 A B8 W F-Sholl A A A ST A FFES E(5mL) ] LA 713l 7] § A |
22 Mg, TS ORI EAR300uL) 0.2 A SEA 7] o Oﬂg olAIE O] E2X)E F=3it) 3 7] FEES A
ZA)713L(NaySO,), o 3tatar, F5ske] WA 13 =2 A EA 2 (74mg, 60%)S 53T}

'H NMR(300MHz, CDCl,)67.36(2H, d, J=8Hz), 7.13(1H, d, J=3Hz), 6.90(1H, dt, J=3Hz, 8Hz), 6.88(2H, d, J=8Hz),

6.76(1H, d, J=8Hz), 5.96(2H, s), 3.96(1H, d, J=9Hz), 3.81(3H, s), 3.58(1H, ddd, J=12, 10Hz, 3Hz), 3.52(1H, dd,
J=9Hz, 3Hz), 3.32(1H, d, J=17Hz), 3.08(1H, t, J=10Hz), 2.92(1H, dd, J=9Hz, 7Hz), 2.83(1H, d, J=17Hz). MS(DCV/

NH,) m/e 456(M+H)".
CygHygNO7-0.3H, 000 o &t e A4

AAEA] @ C, 65.07; H, 6.48; N, 3.04.
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2521 C, 65.02; H, 6.42; N, 2.93.
A4 51
E Q2 B2 2= (4T S A 5 D) -4 -(1-FEE)-1-(N-7 2 -N-Z 2 @) obv] 17k u d v ©) -] S ] 1 -3-7H2 2020

Ao 40a0) A g Rl kR g stel s e diAlshe g Aslshais AA 1% 490 718 wE
wfal A 5 eE-S A Zott). 8 4 o] 4 4= NMR= o 4= 9lo}.

'H NMR(300 MH,, CDCl,) 88.29(1H, bd, J=8H,), 7.86(2H, d, J=8H,), 7.75(1H, d, J=8H,), 7.49(3H, m), 7.34(2H,

dd, J=3H,9H,), 6.83(2H, dd, J=9H, ,2H,), 4.50(1H, m), 3.94(1H, dd, J=9H,2H,), 3.78(3H,s), 3.65(1H, m),
3.49(1H, d, J=14H, ), 3.40-2.93(5H, m), 2.91, 2.83(3H, s), 1.48(2H, 7541, J=7H,)), 0.83, 0.77(3H, t, J=7TH,).

MS(DCYNH;)m/e 461(M+H)™.
CygHygNO,-0.5HOACO] Thah 914 747

ALEA] 2 C, 71.00:H, 6.99:N, 5.71.

A4 C, 70.95H, 7.00;N, 5.46.

-(4-v| S5 A9 9)-4-(2,3-Helo| Emdl 2 & -5-)-1-(N-Wd-N-Z = Z)o}n| =7t W I | &) -3 =

Wgd F2eto|=(30mL)F9] aa-HFE22vWE wE o 5§ 2(2.15g, 19mmol, 1.35eq) NS -40TC oA w{FA]7] 2,
SEES -35C T angte 2 X8k, of 7)o A3} A|254(1.65¢, 17mmol 1.2eq)= H7hstal @1H= o7 154
Fo CH,Cl, (5mL>T4 2.3-T]afo] = 2 Wl % E2H(1.68g, 14mmol) £NS H7}sith A7) £3HES 0C7tA] 7Festa, 1
AlZF & oF akslal Upa|, Wl el Yar, 3043 o aRkskt), A7) i?&‘” 5 o Hl 2= 34 o}ﬂ ’%71 FS 23kt )
71745 %J%o}ow T oh ArES Ne 252 AAste] B A=A T4 (1. 25g, 60%)= =gttt
0.3mmHgel A v A: 119 121C.

EWds EWA-2-(4-HEAHY)-4-(2,3-U o] =2 £ F T-5-)-1-(N-H D -N-Z 2 Z)o}n| =7} B d v &) -] =
2 d-3-7F 524

Ao 49A9] T H R ES Ao 52ARREH £53 g ER Eﬂzﬂo}t e AQstars Ao 1 2 490 7]<w WY
of whe} F A 3etES A 3} 3] A o)A iﬂ%— NMRZ 2 4=

'H NMR(300 MH,, CDCl,) 67.33(1H, d, J=8H,), 7.28(1H, m), 7.19(1H, m), 6.87(1H, d, J=8H,), 6.73(1H, d, J=8H,),
4.56(1H, t, J=8H,), 3.83(1H, d, J=10H ,), 3.80(3H, s), 3.63(1H, m), 3.4-3.0(9H, m), 2.87, 2.84(3H, s), 1.51(2H, 7

F4, J=THz), 0.88, 0.78(3H, t, J=7Hz). MS(DCI/NH,) m/e 453(M+H)".
AREA] 2 C, 68.33: H, 7.17:N, 6.13.

2541 C, 68.60;H, 6.88; N, 5.80.

s, B 9 -2, 4] (40 5 A 3 ) - 1~ (N-w] ’-N- 32 2 o] e 7h i v ) -] 2 2] -3 7 2 2 4

Arle] 49A] A =g dod sl =rbstol s tiAlehE S AlSjshas Aol 13 499l V)& el v
%4 33HES 223t 3 A o] A= NMRE <+ 5= 91},
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"H NMR(300 MH,,, CDCl,)87.37(2H, d, J=7.5H,), 7.32(2H, d, J=7.5H,), 6.86(4H, m), 3.83(1H, m), 3.81(3H, s),
3.79(3H, ), 3.64(1H, m), 3.48-2.97(6H, m), 2.87, 2.83(3H, s), 2.85(1H, m), 1.45(2H, m), 0.84, 0.74(3H, t,
J=7.5H,). MS(DCI/NH,) m/e 441(M+H)".

CysHaoN,O--0.5H,001 that i

Al4kA] 2 C, 66.80;H, 7.40:N, 6.23.

23] 1 C, 67.15H, 7.31:N, 6.00.

A A o] 54

Eds EWNA-2-(4-TEAHY)-4-(3,4-H | EA H D) -1-(N-H| & -N-Z 2 9)
obu] 7t R e -7 &8 d-3-7}5 24t

Alef 49A 8] vl F| =S 3 4-Hu| S Al = gto] == tiA|sh= Ae Aleletars AAld 1B 4990 7] E ol w
ef A e S AT 3 o] AE NMRE & 5= Sl

'H NMR(300 MH,, CDC1,)§7.33(2H, d, J=7.5H,), 7.07(1H, d, J=2.0H,), 6.98(1H, m), 6.85(1H, d, 7.5H,), 6.82(2H,
d, 7.5H,), 3.91(3H, s), 3.86(3H, s), 3.83(1H, m), 3.79(3H, s), 3.64(1H, m), 3.50-2.95(6H, m), 2.87(1H, m), 2.85,

2.38(3H, s), 1.45(2H, m), 0.84, 0.74(3H, t, J=7.5H,), MS(DCI/NH,) m/e 471(M+H)".

CogHyNyOg-0.5H, 000 o 3 A4

AAEA] : C, 65.12;H, 7.36:N, 5.84.

A=A 1 C, 65.22;H, 7.27: N, 5.59.

A A 55

EWdA EWA-2-4-HEAHE)-4-B-WEA A D)-1-(N-H D -N-Z 2 Z)o}n| =7} B I v &) -3] Z 2| d -3 -7} 52 2}

Al 49A 8] W S 3w A M=oty stol =R giAlste & Alefstale Al 1 5 499 7= E el whet
FA SHHES Azt 34 o] A& NMRE ¢ 4= Ut

'H NMR(300 MH,, CDCl,)67.33(2H, d, J=7.5H,), 7.24(1H, t, J=7.511,), 7.05(2H, m), 6.85(2H, dd, J=7.5&2H,),
6.76(1H, m), 3.83(1H, m), 3.81(3H, ), 3.79(3H, s), 3.64(1H, m), 3.48-2.97(6H, m), 2.87, 2.83(3H, s), 2.85(1H,
m), 1.45(2H, m), 0.84, 0.74(3H, t, J=7.5H,). MS(DCI/NH,) m/e 441(M+ H)*.

CyHaoNy050.5H,000 thak 9424

A%EA 1 C, 66.80:H, 7.40N, 6.23.

2541 C, 66.76;H, 7.36;N, 6.05.

E Q2 B 22— (4= B A 5 D) -4 -(2-HEE)-1-(N-7] @ -N- 2 2 @) o o] 17k i d v §)-5] S ] W -3-7H2 220

A o] 49A90] A2 ds Yz gd-2-JlB ad g st 2 gAshs ML AlQlstaes A el 1 % 499 7]&E why ol
upet A S ES ﬂ]iaflﬂr. 570 o] 4412 NMR= < 5 9t}

'H NMR(300 MH,, CDC,)87.82(4H, m), 7.69(1H, m), 7.47(2H, m), 7.37(2H, dd, J=7.5&2H,), 6.85(2H, dd,
J=7.5&2H,), 3.90(1H, d, J=8H,), 3.78(3H, ), 3.57(1H, m), 3.52-2.97(6H, m), 2.93, 2.85(3H, ), 2.90(1H, m),
1.52(2H, m), 0.86, 0.76(3H, t, J=7.5H,). MS(DCI/NH,) m/e 461(M+H)".

CygH3oN,0,-0.5H,000 ti g ¢l 441
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AL 2 C, 71.62;H, 7.08:N, 5.97.
2521 C,71.58H, 7.11;N, 6.01.

Al 57

>~

Qs B 22 (4= 5 A 5 ) -4 (1, 3- ] & -5 - 2) - 1 ~(2 (ol A 9] W)oll &) -] B W1 -3-7h5 42

Sl EYEH 6mLol ﬁsﬁﬂ 2 A ¢ 1c&lﬂra T53 3= (100mg 027mmol) W 2-FF Z4

s 9 od Asfol =

(67.5mg, 0.5mmol, 2F%)°l] KI 10mg & tlo]a~X 2 ol 0.5mLS 3713k} /\P7] SES 4 ot A

A G A gael N SR AY, S5 i A} Aol 41 el e opAHo B &3 7] Ag anilE
9 S T5 a=

Ty 2 A ASte] e oY SR 93mg(75%) S 5% ¢ Atk

W8yl e] CH,Cl, SmLell &3f¥ A 7e] =(90mg, 0.2mmoDell 3-Z 22 SA M2} 68mgS H7Heteh 47 E3ES
A0RT Al 4 SIS 3G Set Aol Rgt 107 TUAUEE $AOmLS Bsn

Bt OAc( 2 X 50mL) %% gt %‘J T FEE % R BT AR, FAUEFOR A2A 7], 7]

e
g
QL
ﬂx
mlo
2
Ac)
_\}i
E
E?
o
D>
@]
>tE
O
e
o%
[\
o2
o7
5
=7
Z
@
Ok
janhy
ftl
op
Ty
>
_t“u
liJ
Hl
i)
f
M
£
el
ol

" ol AH 25 AAlo] 1Dl 7]=d Wl o8 7k aliste] Aol A Ed=aA A4 gdeEs 52 5 A

&1 61-63T

MS(DCI/NH,) m/e 446(M+H)*. 'H NMR(CDCl,, 300MH,)81.25, 1.32(t, J=9H,, 3H), 2.45-2.75(m, 4H), 2.84-
2.96(m, 3H), 3.02-3.08(m, 1H), 3.32, 3.36(d, J=3H,, 1H), 3.47-3.58(m, 2H), 3.65, 3.68(d, J=7.5H,, 1H), 3.76,
3.80(s, 3H), 5.94(s, 2H), 6.72(d, J=7.5H,, 1H), 3.84-3.89(m, 3H), 7.02(d, J=6H,, 1H), 7.30, 7.34(d, J=7.5H,, 2H).

2 Ao 58

Efx Eda-2-4-wEA9Y)-4-(1,3- M2 &&-5-d)-1-(2-(c| AZ 2 d y Jof] o)l &) -T] FE  -3-7} 5

A

4= CH,CNoll @l 2-B 2 W golyl &fo] =2 B Zwlo] = (Immol)ol Et,N 1388 H 13t} A7) E3&S 3083t

W ohy o)z R Axd FRete|E 199 B ELN 193-S H7heth o1 492 559 EFES 247 5 A

ﬁcﬂw WFEE T3 CH,CN 3mLZ 2] A Al o 1CR5-E T;ﬂ 3% (185mg, 0.5mmol) élouoﬂ A7rzig A7) EEE
& 50-60C oA 243} E°P Zh2etal, A7k YAAzal S Aeshal BtOAck F=dt, g3 §7] Tews =

5 oige A Ha)al, AFA 7| A gatel Al FEATY FEa &%“% 957k Ao A 3:2 SA-E{OAC 2 %%Alﬁ i

EU}EJEHJJOF# o g of 2 2 195mg(75%)a S5t 7] o9 o 2~H =(160mg, 0.31mmol)< A Al ¢l 1Dl 7]

ol ofel b alste] A $heh=(133mg, 88%)S 5 5

§7: 94-96TC. 'H NMR(CD40D, 300 MH,)81.26(d, J=6H,,, 6H), 1.97(s, 1H), 2.38(m, 1H), 2.77(m, 1H), 2.88(t,
J=9H,, 1H), 3.04(m, 11), 3. 14, J=7. 5H,, 2H), 3.35(m, 2H), 3.46(m, 1H), 3.58(m, 1H), 3.78(s, 3H), 5.92(s, 2H),
6.74(d, J=9H,, 1H), 6.86(dd, J=9H,, 3H,, 1H), 6.92(d, J=9H,, 2H), 7.00(d, J=3H,, 1H), 7.36(d, J=9H,, 2H).

MS(DCYNH3) m/e(M+H)".

AT 59

[
e
>
[m

W22-2- (- S A A ) -4 -(1,3- W20 S 4-5-2)-1-(2~(o] 27 F Aol ©)-3] Fe] 9-3-71 2241

Al
I
==

B S58 838 39 2-(o] 25D Y Bevle| 22 A1gste] AAld] 1De] 718 ol kel EA 5

o2,
_>4u r—*
rQL

%Q__

el

§4:68-70C. 'H NMR(CDCl,, 300MH,)80.88(d, J=6H,, 6H), 1.82(4% 41, J=6H,, 1H), 2.22(m, 2H), 2.72-2.79(m,
1H), 2.86-2.95(m, 2H), 3.13(d, J=6H,, 2H), 3.45-3.56(m, 4H), 3.68(d, J=9H,, 1H), 3.79(s, 3H), 5.94(s, 2H),
6.72(d, J=7.5H, 1H), 6.85(dd, J=9H,, 7.5H, 3H), 7.08(s, 1H), 7.34(d, J=9H , 2H). MS(DCI/NH,;) m/e

442(M+ H)*.

A Al 60
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F-EtOAc =
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2H,), 7.29(m, 1H). MS(DCI/NH,) m/z 469(M+ H)".

6.9(m, 4H), 6.96(d, 1H, J
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CoHgoN,04:0.3TFAC] 3 A4
AAEA] ¢ C, 63.55:H, 6.48;N, 5.57.

A=X]:C, 63.44;H, 6.71;N, 5.24.

EAPN

2

62
2 Bl A-2-(4-m EA 9 D) -4-(1,3- 20 5E5-5-9)-1-2-(N-HE-N-Z 23] @ do}r)o| &) -9 =2 & -

A 61Ce] ol B FREo|EE 2RV 0 FRefo|ER tiAste 2 Aelstils AAd 6100 7Ed gl

wel 24l SFEZ Azdrh F2 3-el4d A 'H NMR(CDCl,, 300MHz) § 1.13(t, 3H, J=8H,), 2.19(m, 1H),

2.30(m, 2H), 2.65-3.0(m, 3H), 2.85(s, 3H), 3.25-3.4(m, 2H), 3.5-3.7(m, 3H), 3.79(s, 3H), 5.92(s, 2H), 6.74(d,
1H, J=8H,), 6.75-6.9(m, 4H), 7.00(bd s, 1H), 7.29(bd s, 1H). MS(DCI/NH,) m/z 455(M+ H)".

Cy5H3gN3 06 1.0H 00l & el A
AAEA 1 C, 63.55:H, 6.83:N, 5.93.

A=X] :C, 63.55H, 6.52N, 5.73.

AP

A

o 63

JEWA-2-(4-HEANH L) -4-(1,3-HFT2E-5-2D)-1-(N-H & -N-dl D o}n] =7t R I H &) -3 Z 2] -3-7}

Al
=

J|m
AP

Ao 1] 71EE WS ALgste] B4 SFELS AxdT F8 I A o] gAY H NMR(CDCl,, 300MHz)82.79(s,
3H), 2.8-3.2(m, 2H), 3.48(m, 2H), 3.61(m, 2H), 3.77(s, 3H), 3.78(m, 1H), 4.3-4.5(m, 2H), 5.95(d, 2H, J=2H,),
6.7-6.9(m, 4H), 7.00(m, 1H), 7.15-7.35(m, 7H). MS(FAB/NBA) m/z 503(M+H)".

C29H30N O ‘0.0 H Ooﬂ EH?S]' % -E‘}S']

A2k 1 C, 68.36;H, 5.74;N, 5.50.
A= C, 68.41;H, 5.74N, 5.36.
A Aol 64

Ed#l2-2-4-m5AHE)-4-(1,3-H1%21 &E-5-9)-1-(N-°| & -N-F-Ho}n| =7t B d v &) -3 Z 2] d-3-7}

Jelm
riw

A
=

A 1] 718 WS Abgste] A HgES Alxdrh T8 3 o)Al 'H NMR(CDCl,, 300MHz)80.88(t, 3H,
J=7H,), 1.06(t, 3H, J=7H ), 1.27(m, 2H), 1.45(m, 2H), 2.8-3.6(m, 11H), 3.79(s, 3H), 3.80(m, 1H), 5.92(bd s, 2H),
6.75(d, 1H, J=8H,), 6.85(d, 1H, J=8Hz), 6.92(d, 2H, J=8H,), 7.03(s, 1H), 7.33(d, 1H, J=8H,). MS(DCI/NH,) m/z

483(M+H)*.
CyrHgyN,yOg:0.5HOACO] T EF 9254
AR C, 65.61;H, 7.08;N, 5.46.

254 C, 65.51H, 6.70:N, 5.66.

T -2-(4-vEAHE)-4-(1,3-AZ]&E-5-2)-1-(N-HE-N-(2,2-t| W e Z 2 g)o}n| =7} B I &l )-
g d-3-7} 524
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AAe] 1] 71E8 RS AHgetel A SgES Azt Fa gdeldAe 'H NMR(CDCl,, 300MHz)80.90(s,
9H), 2.8-3.1(m, 41, 2.94(s, 3H), 3.3-3.5(m, 3H), 3.61(m, 1H), 3.80(s, 3H), 3.82(m, 1H), 5.94(bd s, 2H), 6.74(d,
1H, J=8H,), 6.86(d, 2H, J=8H,), 6.87(m, 1H), 7.03(d, 1H, J=2H,), 7.33(d, 2H, J=8H,). MS(DC/NH,) m/z

483(M+H)*.
A Al ¢ 66

W-2-(4-H FA D) -4-(1,3- 2T £&-5-U)-1-2-(N-HE-N- - A X o} - )o| &) -3 Z 2] T -

REHEY FRetels

CH,CN 5mLell &3¢ A Ao 61B=H-¥ 573k 3452 (60mg, 0.13mmoDell Et;N 0.
o A7}, 7]

st 3}<l 2m

22mg(0.143mmol, 1.19%) < 3 7}stt). A7) %%% 1A 7F EoF A Lo A wuksl o}
i AHES A7) Ao A 1:1 EtOAc—é‘—‘V:}EE = A A Zé%’ ELEU}E:IEHFJE ﬂxﬂ;} Ay7 4mg(90%)<
=35t} AAd 1D 7)< w95 oﬂ/\EﬂEE VRt A 3 ES —’E 9,,11:} :64-66C. 1
NMR(CDC]3 300MH,)80.92(t, J=7.5H,, 3H), 1. 39(5“/\}‘: J=7.5H,, 2H), 1.68-1.76(m, 2H), 2 16 2.25(m, 1H),
2.72(s, 3H), 2.75-2.92(m, 5H), 3.12-3.20(m, 1H), 3.25-3.34(m, lH) 3.46-3.55(m, 2H), 3.65(d, J=9H,, 1H),
3.78(s, 3H), 5.53(s, 2H), 6.72(d, J=7.5H,, 1H), 6.82(dd, J=7.5H,, 3H,, 1H), 6.86(d, J=9H,, 2H), 7.02(d, J=3H,,

1H), 7.34(d, J=9H,, 2H). MS(DCI/NH,) m/e 519(M+ H)".

{m off'
@-HN'

Nt

w
_Ilﬂ
m°*'

AA el 67

Edls ER-2-(4-w S5 A HE)-4-(1,3-MxH &&E-5-9)-1-C-WE-N-Z2 4 d x Jopn| ) &)-3| Z 8| d -3~
FFE AR}

I-Hadyd FRgo|=g -zagdyd FRgo=R dAles 1S A9t Al 6690 71ew Wyl wet
FA shES Alzg

¢4 69-70C. 'H NMR(CDCl,, 300MH,)81.02(t, J=7.5H,, 3H), 1.78(3At= J=7.5H,, 2H), 2.18-2.26(m, 1H),
2.72(s, 3H), 2.75-2.95(m, 6H), 3.13-3.22(m, 1H), 3.25-3.35(m, 1H), 3.47-3.58(m, 2H), 3.66(d, J=9H,, 1H),
3.80(s, 3H), 5.96(s, 2H), 6.74(d, J=7.5H,, 1H), 6.84(d.d, J=7.5H,, 3H,, 1H), 6.87(d, J=9H,, 2H), 7.04(d, J=3H,,

1H), 7.43(d, J=9H,, 2H), MS(DCI/NH;) m/e 505(M+ H) "

A e 68
ERs EWL-2-(4-H EA D) -4-(1,3-NE T $ & -5-)-1-C-ZR DA E D)o &)-9] 2] d-3-7H5 22k

<= THF 10mLol &3% 1- —liJ‘rF/]i( g, 46.05mmol)°ll NaH 632mg(26.32mmol)<
sk, 37] £ S 60-70 Toll A 1A17F =<t 7}%@@. 27] 3o THF 2mL% 9 %EA]

(180mg, 0.38mmol)= 3718k} 60-70TCol - F7= 2A|3F EOP A& 7}@ 3k E‘r" kg 4S5 7t
g A7 2 Z2IE QoY FIIES, A It AoA 3:2 @W EtOACE £3AA A% A=nne1dyz 3

o1

obAE 20mL ¥ H,0 5mL9 £FEF 9 A7) Avlol= 170mg(0.36mmol) ¥ N-vgdR=2Z 7

93mg(0.8mmol) ] el t EEP% 0.3mL% 9] & 2F HESAO]=(10mg) £°“ S 7M. oL AR 535 £9%
S A A 2ol A 7HP6¥ D‘ru kst A sFA o =S EtOAc % H, 0= THHA]Z_E‘r 71 A =

Hehi, NaySO,= aen7a Bl BEAAG. AP AzeEodNE ALg sl

177mg(98%)<& s+53tH, ol & A Ao 1Dl 7] € Wriol oa 7hpesliste] 4 steh=S 5

lﬂ.l

&7 73-75C. 'H NMR(CDCl,, 300MH,)81.04(t, J=7.5H,, 3H), 1.78(3IA}=, J=7.5H,, 2H), 2.59-2.66(m, 1H),
2.84-3.08(m, 7H), 3.43(dd, J=9H,, 3H,, 1H), 3.53-3.60(m, 1H), 3.68(d, J=9H,, 1H), 3.82(s, 3H), 5.96(s, 21,
6.75(d, J=7.5H,, 1H), 6.82(dd, J=7.5H,, 3H,, 1H), 6.88(d, J=9H,, 2H), 6.99(d, J=3H,, 1H), 7.32(d, J=9H,, 2H).

MS(DCI/NH,) m/e 476(M+H)".

AAlel 69

E?ﬂ* ENE-2-(4-mEA D) -4-(1,3- 02 5E-5-U)-1-N-(EH2-5-rm[d ) 2-2-o d)-9 Z 2 D -3-7H5 4

\__

Al 69A
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:C, 61.59;H,6.06;N,2.48
:C, 61.36;H,6.10;N,2.34

]
]

Aol 71

A

EdA EAA-2-(4-WEAHY)-4-(1,3-

1-22&-3

A AT 7T1IA

Al =

o Zodu R 1y R Wl 3o R
B ool oy T £ %0 gm0fy
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WE-2-(4-v =19 d)-4-(1,3-

:C, 69.83;H,7.32;N,2.91
1 C,69.57;H,7.41;N,2.73.

]
Al

Al 71C
Aldl 72

)=
=

(m, 3H), 3.38-3.64 (m, 3H), 3.75-3.90 (m, 1H), 3.79 (s, 3H), 5.94 (s, 2H), 6.75 (d, 1H), 6.86 (d, 2H), 6.92 (d,
=

'H NMR (CDClg, 300 MH2)60.73-0.97 (m, 6H), 1.03-1.33 (m, 6H), 1.36-1.58 (m, 2H), 2.46 (m, 1H), 2.80-2.98
1H), 7.12 (s, 1H), 7.32 (d, 2H). MS (FAB) m/e 482 (M+H)".

EdA EAA-2-(4-WEAHY)-4-(1,3-

0.9065mmol
0.4532mmol
CogHysNOg ol T3t
A Ao 7T2A
1-F22-2-3A}+=

A
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2.9 =S bEF) A A/SAS Asta, 9] el A 1847k Fok wiela 3:17 o & spAjH o] E-silo 2 &
SN Aot A AR v AR A4S A S, |- R R 3o T2 A-AAeS Ao T2ARNE FEG
shate 2 i Alske] A Aol 71Bel 71<H WS Abaste], B4 @ A=A ¥4 8H3HE 305me(65%) < S5t
AN el 72C
Eds EdA-2-(4-m 5 A9 d)-4-(1,3-l =1 D-1-(Te v -)-v] E2 D -3-7H544

=

180mg(46%)% F53)

"H NMR (CDCl,, 300MH2)80.87 (t, 3H), 1.26 (m, 2H), 1.49 (m, 2H), 2.37 (m, 2H), 2.79-2.98 (m, 3H), 3.31-3.49
(m, 2H), 3.56 (m, 1H), 3.77, 3.79 (d,s, 4H), 5.94 (s, 2H), 6.75 (d, 1H), 6.81-6.93 (m, 3H), 7.09 (d, 2H), 7.33 (d,
2H). MS (FAB) m/e 440 (M+H)™.

CysHygNOgoll t gt 2747

A2k 2 C, 68.32;H,6.65;:N,3.19

2541 C, 67.95H,6.64:N,3.05.

2 Ao 73

EdA EdA-2-4-vEAAL)-4-(1,3- %2 E-5-2)-1-(N-(3,4-t H| ZA ¥l &) -N-r| & o} 0] =7} B J v &l ) 1]
2 d-3-7H=2 A Ak

A A 73A

EWAENAA- D AL EWNA-2-(4-WEAHYE)-4-(1,3- 120 L%-5-9)-1-((3,4-gHEA A 2ol 17} B d o]
) EFU-3-7 524k o€ o 282

X2 HRE HolA|Eoln| =2 3 4-t)H|EA| Ml d HE RopA|Eoln| =& tfA|slo], A e 1D, vt 19] HH-S AL&3}
of, WAy A 2 A EAHF = 2R EEES 81% 82 53

2 Ao 73B

EWdXEdr- D Ax ERA-2-4-WEFAHD)-4-(1,3-F & -5-9)-1-(N-(3,4-t] W EA] &) -N-m| & o} 1]
ﬁ'}iéuﬂgM%a}\a 3-7HE Ak ol e o ~H 2

AN o T3ARF-E F53F A5 (220mg, 0.404mmol)S 4= THF 2mLell &81A]|7] a1, o} 23 t)7]8foll A wwka}ar W37}
(o CHMNZ), THF 0.2mLF 9] AU EF@UZE oA e 60 F%2] 23mg, 16.5mg, 0.69mmol) HE-Ho]| 27135
T} 1 AdR FE 28 0T A 1AI7F SoF awukek thS wle @ © tho] = (28, 64mg. O. 45mmol)% M=
A7) e EFBS 0TA 4583F wkstth. TLC(EL,0)E Wh-go] SaHA ghsS et wE aorttel=
(28uL, 64mg, 0.45mmol) @ F 1,3-tydE-3,4,5,6-e|Eg}sto] =& -2(1H) ¥ m t]=(50uL, 0.41mmol)S F7}4]
o2 Hrpst A7) g THES FH2E0A 2 F o ket 4] w28 0.56M 4 A EE4E 25mL°ﬂ S )
x 25mL EtOAc® T%fﬂ LGSR FEES E 30mL 2 299 30mLE AEst] AlFH S v AZ2A7] 1(Na,SO,),
o] 3}s)ar 7Hetslel & 174 Z B4 270mg s +5%th. A7t Ao A Et,0% &EAA A% A=rtE 18 d] 2 & v‘ﬂ%

T e EEEREA S xﬂ A=s 43% TER TS
"H NMR (CDCl,, 300MHz) & 2.79 (s) & 2.81 (s), N-CHy A1 &8 MS m/z 591(M+ H)*.

AAe 73C
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Eds ENA-2-4-HEAHY)-4-(1,3-NF L& -5-9)-1-(N-3,4- v SA ¥l ) -N-r| & o} m] =7} B d v &l ) 3]
2 d-3-7H A Ak

EtOH ImLel| €3A17]13L 0C & YZAIZ], A Al o] 73BEF-E 538 33E(98mg, 0.17mmoD el H,0 0.5mL% 2]

st & %_‘—’F"Jﬁr%(l?mg, 0.41mmol) & NS H7bsle} 71 A9 F53 gHS XEA qm 3}l A 16/\]7P ot Wk Lﬂr.
7] g Agatel vHAT g, ArEL H,0 15mL¢} Et,O& & ¥l ]ﬂu} & Et,0 5mL2 5 Z3 oo, 7
S 10% T A EZALo 2 A siA 7T, 4HA ’% A8 NaClZ E3FA]7]3 3 x EtOACE =3} *P7] EtOAc &
=S A7, Ax ]ﬂ"(NaZSO ), A watal Qg sfoll A HEA|A WAl EE A ZA A §]r?ﬂ’n 40mg(42%)S 4=
53t}

"H NMR (CD40D, 300 MHz, F 7] 31 o4 #1%)62.85 (s, 3H), 2.94-3.25 (br m, 3H), 3.35-3.70 (br m) % 3.64

(s, 4H %), 3.70-3.97 (br m), 3.74(s), 3.76(s), 3.78(s), 3.79(s), 3.81(s), & 4.03(br d, J=14 Hz, 8H %), 4.43 (AB,
1H), 5.91(s) % 5.93 (s, 2H %), 6.50-6.60 (m, 1H), 6.67-7.02 (br m, 6H), 7.29 (br d) ¥ 7.35 (br d, 2H ¥).

Cy1HasN,Og(M+ H)* ol Tl gk HRMS 714HA] : 563.2393. A5 © 563.2385

A A 74

:‘35 }éi_‘;%f&}l 2-(4-HEAHD)-4-(1,3- M2 5E-5-U)-1-(N-(3, 4 -t H EAdl @)olr| =yl R d W e) 3] E 2 Tl -
7t

fﬂ“ﬂfﬂ ZSBEE—E} T53 SIFES AAd 7T3AREEH 53 SEEE giA|ste], A Ald 73Ce WHE ALEsto] A
eSS 5T

'H NMR (CD50D, 300 MH2)62.85 (d, J=16HZ, 1H), 2.92 (br t,K=9Hz, 1H), 2.98 (br t, J=10Hz, 1H), 3.32-3.39 (br

m, 2H), 3.54-3.65 (br m, 1H), 3.67 (s, 3H), 3.78 (s, 3H), 3.80 (s, 3H), 3.85 (d, J=10 Hz, 1H), 4.21 (d, J=15Hz,
1H), 4.41 (d, J=15Hz, 1H), 5.91 (s, 2H), 6.67 (d, J=8Hz, 1H), 6.75-6.95 (m, 7H), 7.33-7.40 (m, 2H).

CaHgoN,Og(M+ H) ol th3k HRMS AZEA] © 549.2237. A 53] © 549.2224.

A Al 75

(2R33R}4R) 2-(4-m A #HD)-4-(1,3- M=% ZE-5-9)-1-((1R)-1-(N,N-t| Z 2 Ho}n| =7} B d)- 1 -F-8) 3] £ ]

r _TL

EdA EWL-2-(4-r 5 A D) -4-(1,3- 21 5E-5-)- 1-(IR)-1-(HZ A 7R ) ) 9] Z 2] -3-7H5 44

[
nﬂ%‘i
o N

Fung, et. al., J. Med. Chem., 35(10): 1722- 34(1992) o 7]7<H?l ”JBLQ H & 3o
34312 (103mg, 0.279mmol)S YE=Zwe 0.7mL 2 H,0 5
5

=l (25) wg 2- HEE’JﬂE}Loﬂ o] E(78mg, 0.30mmol)< ]— A 7 e )

< 1M —r/‘q NaZCOS 15mL 2 CH. Clz 25mLE ¥ HHd'Ur —r S 2 lOmL CHZCIZE F=38ta, 3k 5714
5mLE A= skaL, A 2A17]131(NaySO,), ol #kstal Zebstell A s FA1A 24 2 A(169me)& F53th 47 =
1 CH,Cly-gat e s &3 A17 dej7h A amvteady) e Zhﬂ ato] stxA(waxy) NP ERZA EA 83
106mg(68%)% 53tk 'H NMRS F 3 o] T2 A o] A A2 EA& HolFr}

== 7
w Ho[og y

~

ol

£ o 02O T
n

“HU o2 S
to 1y ¢

2 A ¢ 75B

Edx EdA-2-(4-WEAHAL)-4-(1,3- %2 SE-5-9)-1-(1R)-1-(N,N-t] Z2 Holn =7l B ) -1 -Fe) ¥ =
2 U-3-7}5 A% o8 o AE| =

AN 75AZEE 53 332 (101mg, 0.180mmol) @ EEe4te] 10% &5 30mgS H2 71¢+ste] EtOAc 2mLel A
4AITF & QF wRksttE MeOH 156mLE AFg-3ke] A7) Sul & M staA, 7] v TFES AelolE FH 15 T3 o
oo, g et of o Wl A H 2 WFEO M BHAA WA nd B2 2 281, 4mg(96‘7 )S 53

A7) 2 4k F4= DMF 2mL% 2] HOBt 482 (41mg, 0.27mmol), t] Z 2 F o}l (26mg, 0.26mmol), X 4-HEdZ 222
(37mg, 0.37mmol) ¥} ¥l gt} 7] &N ~15C7HA] WZAAZ] T, 1-o]d-3-(3-tw|" o} =z 2 2)71H t] o1
= gpo| =g gz eto] =(44mg, 0.23mmol)& H7Ht 7] £3te S —1 Coll A ainkahar A0t Wil X A3 7k 3
U 7] &g ekt SR = Al71skar, AFES EtOAc 20mL 3 1M 454 Nay,CO4 10mLo. & Euj Al 0t #7] 835
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= 10mL= A& 8kar, AxA]7]31(NayS0,), ooA o #shal Fhetstoll A FHATh &= abas A7k AoA 1:2
Et O o FEANA MG ARvtEI Y2 ARG, T3 285, 112 Et,0-3tto s §EA17 9B TLCE 15
& zﬂ ato] oFgh 540 AFE 32mg(34%) B A3 54 AHE 44mg(46%) S 5

Aol 75C

(2R, 3R 4R)-2-(4-HE A Hd)-4-(1,3-MZ]=ZE-5-2)-1-((IR)-1-(N.N-f| Z 2 Ho}n| =7} H d)-1 -F-& )3 = 7]
S W R P DY

B

Ao 7T3BRAH F53 AR S Ao ToBRFH F53 o gk 54 o] A= diAske], AAlel 73Ce] WS whet

[alp=-52. (c=0.235, CH,0H). 'H NMR (CD,0D, 300 MH2)80.55 (t, J=7Hz, 3H), 0.87 (t, J=7Hz) 2 0.87-0.94 (m,

6H %), 1.03-1.25 (br m, 2H), 1.25-1.68 (br m, 4H), 1.90-2.07 (br m, 1H), 2.75-2.94 (br m, 2H), 2.94-3.02 (br m,
2H), 3.20-3.40 (m, CD,HOD A5l 9% F3), 3.40-3.60 (br m, 2H), 3.79 (s, 3H), 4.04 (br d, J=9Hz, 1H), 5.92

(dd, J=3.5Hz, 2H); 6.72 (d, J=8Hz, 1H), 6.79 (dd, J=1.5,8Hz, 1H), 6.92-6.98 (br n, 3H), 7.29-7.39 (m, 2H). MS m/
z 525 M+ H)*.
AA) o 76

(2S,35,49)-2-(4-m| S A #d)-4-(1,3-N=HFE-5-4)-1-(IR)-1-(NN-T| Z 2 Foln| .= 7t R ) -1 -7 &) 9] & ¢
_3_7]_}_1/\/\

Ao 7T3BRFH F53 AR S Ao TBRFH F53 Ae 54 o)A E diAske], AAlel 73Ce] Wl whet &

[a],=+58. (c=0.37, CH,0H). 'H NMR (CD,0D, 300 MH2)80.57 (br t, J=7Hz, 3H), 0.88-0.98 (m, 6H), 1.08-1.35

(br m, 2H), 1.35-1.68 (br m, 4H), 1.75-1.90 (br m, 1H), 2.75-2.86 (br m, 2H), 3.10-3.30 (br m, 2H), 3.51-3.65
(br m, 2H), 3.69 (s, 3H), 4.03-4.16 (br m, 2H), 5.91 (s, 2H), 6.71-6.83 (m, 2H), 6.86-6.97 (m, 3H), 7.32 (br d,

J=9Hz, 2H). MS m/z 525 (M+ H)*.
A G 77

(238 S}S 48) 2 4-mEA A D)-4-(1,3- M= 5E-5-9)-1-((19)-1-(N,N-H Z 2 Fo}n| =7t B d)- 1 -F- &) 9] &2 o
-3-7+5

AA e TTA

i,E%ﬂi—z—(zL—uﬂ%AMlé) 4-(1,3-Z2024-5-9)-1-((19)-1-(N,N-f Z2 Fo}lu| =7l B d)-1-F )3 =

_3]_0
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o o
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o

O

Al A gtoln] =(106mg, 0.528mmol,
Ao dolul (75mg, 0.58mmol)<S F

59mg, 0.565mmol)< %ﬂ/\]ﬂ
120 A F7b= 1A1ZE ok kgl
5}21%(195mg, o 528mmol)4 &
7}3htt, %71 HJT ocoﬂ*ﬂ 3A7E %o_ ‘
TLC(Et,0-34F 1:2)+= &E-4o] % E}L e HAFHR A7) £3
H]—_-EE WzkA 7] , EtOAC 30mL ‘j‘ 1M A Na CO4 15mL= HEujA it &
8 971 AHS 92 90m L A AL, 7 }_A]?]—I(NaZSO ), Of]JJro}" st A 55
Ao A 1:2 Et,0-3to 2 &EAA A AZvtE 192 A5t kg 54 2HE 19.9mg(7%) 2 43

20.1mg(7%)< 58tk 'HNRR 29 =8 2@ MSE A4 o] 76B2] 23} FA 3t
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(2S,35,49)-2-(4-H A #H)-4-(1,3- M2t $E-5-4)-1-((19)-1-(N,N-t| Z 2 Holn| =7t i d)- 1 -F &) 9 2 d
-3 A

21X of] 73BREE
A =S 100%

4y

St AHES AAo T7TAZRRE +53 st FA o] AR giA|ste], A Ald 73Ce] WH| w1
5%t 'TH NMR(CD,0D, 300MHz) % MSt 44| o] 75C2] A3} U},

=3
=
o)

T2

AA e 78
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(2R,3R,4R)-2-(4-HFA 7l d)-4-(1,3- 12 &E-5-Y)-1-((1S)-1-(NN-H Z 2 o}r =7t R d)- 1 - F-89) 3] Z g
d-3-7h a2

A o] 73BRIE] 5 AHES A o] TTARNE $53 e 54 oA tAlste], A o] 73Ce] W] utet &
A SHeHE& 88% &2 $5 @tk 'H NMR(CD;0D, 300MHz) % MS= 24 o 769] 5134 5 3fuh.

AAlE 79

E gl B Gs-0- (4= HA W) ~4-(1, 312 ] &£ -5-2)~1-(NN-H (n-4- =)o} r) e 7k v d v &) -3~ (5-H| E 2%
DIEE S

7b 9] o] 1t (510mg, 3.148mmoD)-< TMF 2.7mL% ] 24| o] 430,278 S5 3k 315H% 1.020g(2.00mmoDel| 3
7V8ran, 7] SRS 4082 50T el Ztd g 7] e g W ael A WzbA7|al vEkE o] 25% oHE o
gl g Asheny 30T, o)) P N RS of golar, o e AlH st HEH 0w o Hl 22 A Hske] 3-71H 20}
1) = 8}5HE 850mg(83%) 53t 64 194-196C

S A A9 (1.06g) < Feldl TmLEo] 47] ofn| =0l Holehi, 7] EFEL 142 FF Ao aic) f2eg
Wehe AUbelan, 4] S92 FRAE § 0w AH st SAEFOE ARA YL FHAIC e Aefst
Aol A} 2:1 F2k-ol e opAl o] ER §5 A A A=rbE el 3ke] 3-7k U EY S9hE 790mg(96%) S 5 ot
£ 5mLEo] 47] YEDo] EajuE sl T4 385mg W YEF ol = 126meg A/ A7) E3E S 2047
EQH125C (8 2ol A AFAth, WAzl &, MekS(Gml) S H sk, A7) 89S dastel A w5 A7 1 A3
£ FEe gl vEhg 6ml W 2l%t 0.208 FehE B mLe AbAh 143 Sok Aol wwsl 5 28 H}
sta ] Bdig Haeedor FEUT. U 4] FeEs dealn 50 T dae 5d aiEg
e 225 E AAHAA NG S5 4] NPRE FHAGEF golo] ge)A7) i, B BALNE o el
3Ol AIEAr o 2 A FAA EA B9HE 532me(62%) S 53}

41 165-167°C. 'H NMR (CDClg, 300 MH2)80.85 (t, J=7Hz, 3H), 0.87 (t, J=7Hz, 3H), 1.10-1.50 (m, 8H), 3.0-3.6

(m, 8H), 3.70 (s, 3H), 3.7-3.8 (m, 1H), 3.90 (t, J=9Hz, 1H), 4.37 (d, J=9Hz, 1H), 5.86 (s, 2H), 6.62 (d, J=8Hz, 1H),
6.65-6.73 (m, 3H), 6.95 (d, J=2Hz, 1H), 7.11 (d, J=9Hz, 2H)

'H NMR (CDClg, 300 MH2)60.81 (t, J=7Hz, 3H), 0.90 (t, J=7Hz, 3H), 1.0-1.55 (m, 8H), 2.81 (d, J=13 Hz, 1H),
2.90-3.10 (m, 4H), 3.15-3.30 (m, 1H), 3.32-3.45 (m, 3H), 3.55-3.65 (m, 1H), 3.86 (d, J=10Hz, 1H), 5.94 (dd,
J=2Hz, 4Hz, 2H), 6.72 (d, J=8 Hz, 1H), 6.86 (d, J=8 Hz, 1H), 6.95-7.07 (m, 3H), 7.32-7.45 (m, 2H)

Al 81

Edz Eda-2-(U- 5 A D) -4-(1 8- §E-5-) - 1-(NN-H (n-F &) o] v A7k ) 9] 2] 1 -3 -7k

T
!
©
EN|
)
-
ofy
lo
Sl
e
"
b
o8]
o)
=
8
Q
=
=
o
s
(@)
=
(@}
B
~WN

T oc. 1346(1950) 19l 715 e o3 Alx¥, N,
B 1 3 0.852mmol) & A 2|3}l 3 [

37”\]53 T, AN BARNE £ Seke, old Eds B -2-(4-v = A ¥ D) -4-(

Ao A 101 A 2k-ol &l of b0 B &A1 Fwnbi 2e)v]alo] Sk ol o] AE 2 306mg s 5
A7) o AEEE B 2 o|g-eF 0] AU EFO R R ske] M Bure g g4 38E 265meS FE T}

'H NMR (CDCl,, 300 MH2)§ &2 o] A4 : -0.75 % 0.85 (2t, J=7Hz, 3H), 1.05-1.5 (m, 8H), 2.65-3.20 (m, 6H),
3.43-3.70 (m, 3H), 3.72 (s, 31, 3.87 (d, J=15Hz, 1H), 4.49 (dd, J=12Hz, 6Hz) 2 5.23 (dd, J=12Hz, 8H2)2H, 5.90
(dd, J=2Hz, 41z, 211), 6.63-6.78 (m, 31), 6.86 % 7.04 (d, J=9Hz, 2H), 7.22 (d, J=9Hz, 2I1).

A A of 82

E Qs B 922 (4] 5 A 9 )4 (1,3- 2T & &-5-2)~ 1 ~(N-n-F8)~N-(n-3 28 o} e 7h d o] &) 7] %)
H-3-7H 2t
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Al 1ol 718 WS AREShe] A S Al =e.
&% 160-162C. 'H NMR (CDCl,, 300 MHz) 3151 o] 4] §0.69. 0.80, 0.84, 0.87 (47} 4F&41, J=7Hz, 6H), 1.00~
1.52 (m, 6H), 2.63 % 2.66 (27} ©]541, J=13Hz, 1H), 2.90-3.10 (m, 4H), 3.23-3.61 (m, 5H), 3.71 % 3.75 (271l o] %

4, J=10Hz, 1H), 3.78 (s, 3H), 5.92-5.96 (m, 2H), 6.72 (d, J=8Hz, 1H), 6.83-6.89 (m, 3H), 7.03 (d, J=2Hz, 1H),
7.81 (d, J=9Hz, 2H).

A A e 83

EdA §%¢—2—(4—1ﬂl%*l Hd)-4-(1,3-MF0 L& -5-9)-1-[2-(N,N-T(n-Z 2 Z)oln| =7t d)o &l | 9 Z2] d -

(250mg, 0.677mmol), t] <&

Ao ARFE =53 3 gE o} o} g Holn) =(Polysciences, Inc.) 205mg(1.36mmol), 2
LA EAL 10mgS W EA A EFL 0.75mLel A 1A 7 52F 85T oA 7t} E2dS H7tstar, A7) £H4S Zekakg
fdoZ A F3taL, AT, EHA T A7t Aol A 3:1 Aik-old ofAH o ER &EFAA AZnfE I 2 ¢
&g 335 283mg(80%)= 5ot

A7) gLd eSS, 4 7]kl A olE obAlH o] E(25mL)% 2] 10% Pd/C &1l (27mg)S AF&-3te] =433t} A+
7] S| E o gste] A AL, 7] ANE FFAA X2 olu|= o E g AEHEE 100% &2 530

'H NMR (CDClg, 300 MHz) §0.82 3! 0.83 (27§ 4+<541, J=7Hz, 6H), 1.39-1.54 (m, 4H), 2.35-2.60 (m, 3H), 2.80-

3.07 (m, 5H), 3.14-3.21 (m, 2H), 3.31-3.38 (m, 1H), 3.51-3.61 (m, 1H), 3.73 (d, J=12H, 1H), 3.75 (s, 3H), 5.94
(s, 2H), 6.71 (d, J=9Hz, 1H), 6.79-6.85 (m, 3H), 7.04 (d, J=2Hz, 1H)<7.32 (d, J=9Hz, 2H)

E Q2 B 22— (4= B A 5 D) -4 (13- M 2] $4-5- )~ 1 -(N.N-H (n- 3’ ok o] 17k 1 )3 B 2] 1 -3- 74340

%3 [#x: Hoshino et al., Syn. Comm., 17:1887-1892(1987)1¢l 7] A% Wl oj&] Axd oy v F=2e
s 2w A2 ARgete], AAld 80l 71EE o R Al SH3hE S Al

'H NMR (CDClg, 300 MHz) 60.86 (t, J=7Hz, 6H), 1.14-1.28 (m, 4H), 1.35-1.48 (m, 4H), 2.81-2.94 (m, 2H), 3.11

(t, J=12Hz, 1H), 3.30-3.41 (m, 2H), 3.59-3.68 (m, 2H), 3.76 (s, 3H), 3.78-3.85 (m, 1H), 5.81 (d, J=9Hz, 1H), 5.94
(s, 2H), 6.73-6.86 (m, 5H), 7.24 (d, J=9Hz, 2H).

A Ao 85

Eds Eds-2-(4-mF A9 D) -4-(1,3- 20 & E-5-2)- 1-(N,N-H) (- - =)o w7k w D &) 7 £ 2] 1 -3-7H%
A YEFS

MeOH 2mL% 9] A} E §(98.3% =59] 48.2mg, 1.184mmol)S MeOH 5mL% 2] A Ao 430 2 RE 353 313}
E(610mg, 1.196mmob el H7tgtth, 7] Mg FFAA 71xA 7], 71 AR 555 TS ety 37 ugket
?‘g%% X%ié}ﬂl*ﬂ A AT BLdS 535131, o] & 2417 52 60TCoA AF QBN AXAA %A 3+3E 627.5mg
= 53

A Ao 86
%Ei],l_f_%&—z—(zl—uﬂ%*lﬁﬂé)—4—(1,3—ﬂﬂiﬂ%%—5—°§)—1—[2—(N,N—1’4(n—%ﬂ—%)o}uliﬂié)ﬂ%]ﬂ%ﬂﬂ—&
ThEA Ak

ol 0.75mL79], A 6IARNH 5ok HeRod 89 (150mg), HFHoil(150mg), B 8. =ShiEF
(18mg)o] &H-& 80T A 1AIZF E<t 7hE gttt WZA 1 EelS VA7) 31, 7] &8 SEAbZF oo 2 A
H3}al, Na,SO, = HAXA7]AL sH At 57AE o H7bstal, 7] &9 oAl 55A1A 3 o] gi-detil & A7
Ste}. 7] A RES 7Fes fete] S8 72 A B84 BHEYE et 7] FES J el A Al At F
2HA| o Dol ~H 2 143mg(87%)S 53t}

71 AU EE Al 1D el ofef 7hptefate] M TR 24 S 5T
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'H NMR (CD;0D, 300 MHz) 60.89 (t, J=7Hz, 6H), 1.16-1.30 (m, 4H), 1.44-1.56 (m, 4H), 2.48-2.57 (m, 1H),
2.80-3.08 (m, 8H), 3.14-3.25 (m, 1H), 3.31-3.38 (m, 1H), 3.59-3.60 (m, 1H), 3.74 (s, 3H), 3.75 (d, J=10Hz, 1H),
5.89 (s, 2Hg, 6.71 (d, J=9Hz, 1H), 6.81 (dd, J=9Hz, 2Hz, 1H), 6.90 (d, J=10Hz, 2H), 6.96 (d, J=2HZ, 1H), 7.37 (d,
J=10Hz, 2H).

e
>
im
e
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f
>
5
i
L
|
=
¥
3
BN
o
o
b
clﬂ
ﬂJE

)=1-{2-[N-(N,N-T](n-F-&)o}r| =7} ¥ d) -N-r & o}

g2 2 gk ImLZz 9] 2 A4 61BETE1 =3 318 2(250mg) \;.; g]oﬂla]o].
ol A] -, %“——Oﬂvo— A7kshar, Adr] g 8
7} A A EtOAc 38% 2 4 6290 £ 2 834 ﬂiu}gjgﬁ

A7) A 2EEE AA e 1D W o2 ThEReste] A 38 141mgS 5T < Uk

'H NMR (CD50D, 300 MHz) 8§0.92 (t, J=7Hz, 6H), 1.21-1.32 (m, 4H), 1.42-1.53 (m, 4H), 2.62 (s, 3H), 2.65-2.76

(m, 1H), 3.00-3.20 (m, 8H), 3.44-3.55 (m, 1H), 3.62-3.78 (m, 2H), 3.80 (s, 3H), 4.07 (d, J=12Hz, 1H), 5.93 (s,
2H§, 6.75 (d, J=9Hz, 1H), 6.87 (dd, J=9Hz, 2Hz, 1H), 6.94 (d, J=10 Hz, 2H), 7.04 (d, J=2Hz, 1H), 7.40 (d, J=10Hz,
2H

A Alel 88

Eds ENA-2-(4-HEAHY)-4-(1,3-NFH & -5-9)-1-(NN-T(n-F-&)olv =7} B ) v &) 3] Z 2] g -3-(N-
webAd T Y) 72 oln] =

R d o) nthE(75mg, 0.463mmol)S EH Eg S o]t E%L:%
150mg(0.294mmol)el] H7}atar, A7) &ML 60Col| A 2471 ot 5

]‘: 50mg(0.526mmol) % "= DRU 68mg(0 447mmol)~ A 7]'??}‘3}. A7 TEES
H-Fstel A AAs)AL, XHr S Eoll §alAZIH oMM E A I S A7ystar, 7] &
121mg(70%)a FEFIT.

§7d:170-173C. 'H NMR (CDCl; 300 MHz) 60.82 (t, J=7Hz, 3H), 0.88 (t, J=7Hz, 3H), 1.05-1.51 (m, 8H), 2.75-
2.86 (m, 2H), 2.83-3.25 (m, 4H), 3.17 (s, 3H), 3.32-3.50 (m, 3H), 3.70-3.78 (m, 1H), 3.80 (s, 3H), 3.87 (d,
J=10Hz, 1H), 5.96 (dd, J=2Hz, 4Hz, 2H), 6.74 (d, J=9Hz, 1H), 6.84 (dd, J=9Hz, 2Hz, 1H), 6.90 (d, J=10 Hz, 2H),
7.01 (d, J=2Hz, 1H), 7.34 (d, J=10Hz, 2H).

21 4] ¢f] 89
Eds ENA-2-4-EAHY)-4-(1,3-NFH & -5-9)-1-(NN-T(n-F-&)olv =7} B ) v &) 3] Z 2] g -3-(N-
A E )7 2~ olu] =

Foln| =5 WAl g Eolr| =2 giA| st A Ao 889 W o R A SFEZ

Ao 43025 53 stteg, MEAdE
AT oA EUE- 2R Y Q24 std BE2] 65 169-171T.

'H NMR (CDCly, 300 MHz) 80.81 (t, J=7Hz, 3H), 0.89 (t, J=7Hz, 3H), 1.02-1.50 (m, 8H), 2.65-2.80 (m, 2H), 2.90~

3.25 (m, 4H), 3.80-3.95 (m, 3H), 3.50-3.60 (m, 1H), 3.65 (d, J=10Hz, 1H), 3.81 (s, 3H), 5.94 (s, 2H), 6.70 (s,
2H), 6.81-6.90 (m, 3H), 7.17 (d, J=10Hz, 2H), 7.55 (t, J=7 Hz, 2H), 7.66 (t, J=7Hz, 1H), 8.95 (d, J=7Hz, 2H).

2 A4 90

%%E]LEE%H 2-(4-mEAHE)-4-(1,3- W20 &E&E-5-L)-1-[NN-H(n-F&)olr| = ¥ I e | -1 E2] e -3-7}
B A AL

3 [#%: Brintzinger et. al., Chem. Ber. 85: 455-457(1952)]9l 7] A% #H o) o8] A%, F22ud Aud F&
golu=2 28 [#%: E. Vis maler Liebigs Ann. Chem. 1055- 1068(1980)]01] 1A R B o= TR ol v} qh-g-A] A
NN-URE Z22e Ayd S2ao|ug S, B duedgo)dTy HESZZRZ R o|EE T
oy kA A NN-UFE feddsd F2go|=s ?%—fs}i ol 7] FEidel 71A1%, E. Vilsmaier?] W
of ola] N-S 22X alojnj=2 A43lsle] FR2vE dud SR =E =53t}
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[NN-H (=" D)opr] e d s d v d ] -9 Sejd-3-7ha d o] == : ;
A= s Kaldor 5 M. Hammond, Tet. Lett, 32: 5043-5045(199 1) Jell 7] A1l el efs] @ 24 b =5Ate]
—ole W22 N-SAbo| =2 2SN A Al SHHE S 53

Sl
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+
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H2-2-(4-v S5 A8 H)-4-(1,3- %2 &E-5-9)-1-[(NN-HF-"olu )7k d -1-(RS)-ol & | ¥ &2 d -

2R Z3H510mg, 3.33mmol) B 4-mE R 2 E(0.74mL, 6.73mmol)& CH,Cl, 10mLel| &31A17]1aL, 7] &

N, th7]8kell A 0C7HA] ¥ZA 2 g, o)Akt S22 ¥ 210 E(0.45mL, 3.5mmol)& A 7Fekeh. 0ColA 108
%? 1’4%‘—90}‘31(0 57mL, 3.4mmol)S A 713ttt A7) W28 0Tl A 1A 7 %<t uykala e%oﬂﬁ 712 16
ol wukerth, A £ ES 1.0M FA Na,CO,4 & 25mL= #ulA| 2] e, ) S48 1M 54 NaHSO,
N EFAA FA QYR £ HE

=

26ml % 914 26mL2 Q1%-ako] Al Ha}, 712417)31(Na,S0,), o1 Fali, ekt
Tolu = 698mg(2.64mmol, 79%)S 53},

P

'H NMR (CDCl;, 300MHz) & 0.93(t, J=7Hz) 3 0.97(t, J=7.5Hz, 6H &), 1.26-1.60(m, 7H), 1.60-1.78(m, 1H),
1.82(d, J=6Hz, 3H), 3.04-3.27(m, 2H), 3.42-3.64(m, 2H), 4.54(q, J=7H, 1H). MS(DCI/NH,;) m/e 264 3

266(M+ H)*.
2 Ad 91B

EWAAEQA- 2 l’\E 2-2-(4-vEAHD)-4-(1,3-MEHZE-5-Y)-1-(N,N-t F-eolu )7l R d -1 -
(RS)-o] 2) ] Z ] T -3-7F 5 21 A} o &) of 28] 2

>

CH,CN 2mL%9] AAJo] ICEHREH F53 ENAX EAL 2 A2 BN 85HE 0] E3E(232mg, 0.628mmol) B A4
d 91IAZRE FE3) ﬁr%‘% 188mg, 0.693mmol)2] &3 | X 2o golwl(0.22mL, 1. Smmol)i gl gt A
7] NS 60- 80C A5 t7)skedl A 16413 &<9F kst A7 H&%%% %‘6‘} ANM FEAT e, HRES Et,0
30mL % 1M 44 Na,CO, &9 10mL=E Bl A0tk 7144 & 20mL % 94 20mL=E Al F3}aL, Na,SO, & 112 A7)
1, o] 38} 31 7“”0}01] A 5HA A gm S.U2 AN Z obv i ofv] =(339mg, 98% £#)E $5 4 Ak 4] AEL A
a]a'} Aol A 20% EtOAc— o7 8=AA Hﬂr JRnEIHRIE A 0}04 4719 FEQ ‘xﬂ ]H A =gE=2A FA
3135 224mg(70%)S 53k},

ﬂll
o

g
53t

'"H NMR (CDCl,, 300MHz) & 0.66-1.55(*7H¢] m, 19H), 2.63-3.00(m, 3H), 3.05-3.39(m, 2H), 3.40-3.76(m, 4H),
3.78-3.80(4s, 3H), 3.84-4.25(m, 2.6H), 4.38(d, J=10.5Hz, 0.2H) ¥ 4.58(d, J=10.5Hz, 0.2H), 5.90-5.97(m, 2H),
6.68-6.96(m, 5H), 7.38-7.43(m, 2H). MS(DCI/NH,) m/e 553(M+H)".

Aol 91C

m

B2 2 S )L 3 5L (NN bl )7 -1 (RS) o ) 2 -
-7 L

QA

(A

Ao 7T3BRY-E 53 33HES A A d 9IBREYE =53 3gER hAste], Ao 73Ce] WS AFR-se] ®A)
3EES 61% &2 53}

'H NMR (CD40D, 300MHz) & 0.70-1.05(=*7He] m, 8H), 1.14(d, J=6Hz, 2H), 1.17-1.55(m, 6H), 2.79-3.03(m,
3.5H), 3.20-3.65(br m, 4.6H + CD,HOD), 3.70-3.78(m, O. 4H) 3.79(s, 3H), 3.98(d, J=8Hz, 0.6H), 4.06(t,
J=7.5Hz, 0.4H), 4.25(d, J=8Hz, 0.4H), 5 92(s) % 5.94(s, 2H % 6H), 6.73(d, J=2.5Hz) % 6.75(d, J=3Hz, 1H %),
6.78-6.85(m, 1H), 6.91-7.00(m, 3H), 7.30-7.38(m, 2H). MS (DCl/NH ) m/e 525 (M+ H)+.

CyoHyoNoOg0.5H, 000 i gh ¢l 441
AZEA 2 C, 67.52: H, 7.74; N, 5.25.

A4 C, 67.63; H, 7.65: N, 5.21.
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A6l 92
E s B -2-(AE)-4-(1,3- %0 S £-5-9)-1-[(NN-T] - & obr 1) 7h J o 9 ] 5] S 2] ¥l -3- 74241 4]
74 92A

e 2-(4-A A = d)-4-HEZ-3-(1,3- 20 &&-5-A)FH | E

O] AZZ L 10mLEF9 WY 3-24-6-2H o] E(502mg, 2.95mmol) &N<& THF 10mL%9] 5-(2-HE=ZH]d)-
1,3-¥l%1t]=24(712mg, 3.69mmol) &Nl A7}ek th2 DBU(22uL, 0.15mmol)<S H7tstth. 7 Ad g $53 244l
o] goNS A Lo A 208 7F wukstth TLC(oE ofA o) E-aAL 1:3)&, AEAHE7F 93] ARHASS Hols
o A7) ENS AFstol M FHA 73 A TF Ao A AT 18% o€ ofMElo|ER A7 A A2vtE 1]
shef 1:1 vl F-E QA o] A EFE=A A4 3= 879mg(2.42mmol, 82%)S 53t

'H NMR (CDClg, 300MHz) & 1.55-1.66(m, 3H), 2.02-2.17(br m, 1H), 2.20-2.37(m, 1.5H), 2.49-2.76(m, 1.5H),
3.57(s, 1.5H), 3.74(s, 1.5H), 3.97(d, J=7.5H, 0.5H) % 4.05 (d, J=8Hz, 0.5H), 4.10-4.20(m, 1H), 4.68-4.82(m,

2H), 5.06-5.52(m, 2H), 5.95(2s, 2H), 6.65(m, 1H), 6.68(br s, 1H), 6.75(d, 7.5Hz, 1H). MS(DCI/NH,) m/e 381
(M+NH,*.

CgHy NO ol thh 274

AAEA] @ C, 59.50; H, 5.82, N, 3.85.

A4 C,59.32 H, 5. 71 N, 3.72.

Al 92B

e Eds ERA-2-(HE)-4-(1,3-M 20 & E-5-9)9 Z d-3-7H5 24

AAld IARTE 53 S13MES Ao 92ARFH 53¢ SI3E = g AstaL, gk A Ao IBEFE 53 S3HES
A7) 53 S E R dAstHA, A 1B 2 A Ao 1Co] Wl el A o AR A wA SFES F YR T5
gt o] 2 gk X St ES ths Z7lstell A o g stett), WEE 3mLF o & 3}3E(660mg, 2.07mmol) & NS YEF
v EALo| = G (H e ImLdl] w4 YE/(14mg, 0.61lmmol)S H7lete] A|x3hHo=z et 1 A3a £53 &
oS 18AIZF &t 7hEste] FFA A7) weES AUt sFHA7| AL, 7] IRES & 10mLE 34 A7]
25mL ¥3} NaHCO5 % CH,Cl, 30mL= &ufAl 7tk $24-& FE3H32(2 x 30mL CH,Cly), olo1A &3 §7173& 45
20mLE Al A kL, Na,SO, = A2A7]aL, o 3skal 7] o o & Zstetol A 547 £ S 5 5 sivh A7t
Al CHyClyz o] 3.5% WeE2 &EAA A4 A2vteaeaz JAste] 4 e A=A 34 3492 336mg(57%)

& FEI

"H NMR (CDCl,, 300MHz) § 0.90(br t, 3H), 1.25-1.70(br m, 8H), 1.83-2.02(br s, 2H), 2.58(dd, J=8.9Hz, 1H),
2.99(dd, J=8,14Hz, 1H), 3.34-3.45(m, 2H), 3.53(q, J=9Hz, 1H), 3.66(s, 3H), 5.94(s, 2H), 6.65-6.75(m, 3H).
MS(DCI/NHg) m/e 320(M+H)".

CgHysNO ol tht 274

N

| Akx] 1 C, 67.69; H, 7.89; N, 4.39.

E s B a2 -(0E)-4-(1,3-MZT] & £ -5-2)- 1~ [(N,N-T] & obm] ) 7he J o 2] 9] 22 ¥ -3- 7441 4)

Al IBR R S5 S s Ao 92ARTE 53 St R diAste], AAel 1B-1De] W& AHEske], w4

mE
R
Y
i
>

“
>
Lot
ot
id
tlo
&
Bl
&
A

'H NMR (CDCl,, 300MHz) 6§ 0.87(br t) 2 0.89(br t, 6H &), 0.97(t, J=7.5Hz, 3H), 1.21-1.42(br m, 10), 1.43-
1.78(br m, 6H), 2.76(t, J=7Hz, 1H), 3.02-3.30(br m, 6H), 3.40-3.60(m, 3H), 3.73(d, J=14Hz, 1H), 5.98(AB, 2H),
6.70(d, J=7Hz, 1H), 6.77(dd, J=1.5, 7THz, 1H), 6.89(d, J=1.5Hz, 1H). MS(DCI/NH,) m/e 475(M+ .
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52538 10-0483222
CyrH,sN,05-0.5H,00] thah 2547

AAEA] @ C, 67.05; H, 8.96; N, 5.79.

A4 C, 67.30; H, 8.77: N, 5.68.

EdA EdA-2-(AE)-4-(1,3-"l2HEE-5-9)-1-[2-(N-Z2d-N-Z2dd x dojv] ) & |9 E2| D -3-7} 5

A A of] 93A
e Edx EdNa-2-(E)-4-(1,3-NFZH S E-5-2)-1-(2-BE2 R E)y Zgd-3-71 52 g o E

M) ICREE $53 S-S Ao 92BN £58 HER thAstel, ANl 61A2] UL ALgato], B4 2
A HA SRS TE T

"H NMR (CDCl,, 300MHz) § 0.89(br t, J=7Hz, 3H), 1.24-1.40(br m, 6H), 1.60-1.80(br m, 2H), 2.61-2.75(m, 2H),
2.76-2.91(m, 21D, 3.10-3.22(m, 2H), 3.36-3.47(m, 2H), 3.68(s, 3H), 5.92(s, 2I), 6.69-6.77(m, 21D, 6.90-
6.94(m, 1H). MS(DCI/NH,) m/e 426, 428(M+H)".

Edls EdA-2-(HE)-4-(1,3-M % 5E-5-9)-1-[2-(N-Z 2D -N-Zedd xdojv|m)d & | 9] Z2| -3~

[U.u

93ARHEH 53 §‘r?§ E(102mg, 0.24mmol) ¥ HEZRHadrn s
L, 0.73mmol) = A gl stt}. 27| 82 80T 7HA 47‘12_]' 5ok 7F2%)
ARG o) e ofAH o] E 35mLol EH/\]?']"’ IM /4 Na,CO, 2

A o Na2SO 2 HAxA7 A, Oqﬂro}j Qs A sFHAIA FA e A=A

ojojM A HE ﬂia‘rOlE(Z%L 0. 26mmol)E A 7}sh:} ) g Aol M 47 Bk kel 4;71 kS
10% +4 A== pH 4704) 0.5 59 7]5, A7) B35S CH,Cl, 2 x 3mLE & . ¢ 5] 322 ?3
2mLE A A& B, Na,SO, =2 Ax2A7]aL, o dshal, gt A sHA 70t 4152 20% olE ofAlHo | ER &

A A% AaRvEdRI R A, o] nPEEA HA FE 65.0mg(b3%)S FEH R, = 0.17(20%

EtOAc-#2H. MS(DCI/NH,) m/e 511 (M+H)™.

Aol 93C

e%alfea&z—(ﬂ%)—zl—ug—ﬂﬂiq%% 5-)-1-[2-(N-Z2g-N-Z2ad s dopv] m)o & |9 Z 29 -3-7}
1 g|o] E

m*lm

A e 7IBERE F5
=4

Shet=g Ao 93BRY-E 53 shgtm 2 thAshE A, AAld 71Ce) ol uhet wia
SEAZA A B o},

st 313
7mg, 80%)< -5t}
RfZO.14(5% MeOH—CH2C12). 1 NMR (CDC]S, 300MHz) 6 0.88(br t) ¥ 0.92(t, J=7Hz, 6H &), 1.22-1.52(br m,

6H), 1.63(6% X, J=8Hz, 2H), 1.75-2.10(br m, 4H), 2.89-2.98(m, 2H), 3.05(br t, J=9Hz, 1H), 3.10-3.30(m, 3H),
3.30-3.80(br m, 7H), 5.94(s, 2H), 6.71(t, J=8Hz, 1H), 6.77(dd, J=1.5, 8Hz, 1H), 6.89(d, J=1.5Hz, 1H). MS(DCV/

NH,) m/e 497(M+H)".

A A4 94

EWds EW@A-2-(Z23)-4-(1,3- M2 FE-5-)-1-[(N,N-t] 2 o}r )7t B d W e | 9] Z 2]t -3- 7} 52 4t
A Aol 94A

e 2-(4-FEw=d)-4-HEZ-3-(1,3-H 2 S4E-5-2)FE g o E
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W el 3- —6——%Eﬂlz°ﬂ°lE—§— of &l F-E
A =3

==

r}q filus

o} ﬂEE]:]O]Ei g2 stAA], DA 92A9 HH| el EW I A XA o] A

R=0.28 (25% EtOAc-3l4h). 'H NMR (CDCl,, 300MHz) & 0.74(t, J=7.5Hz) % 0.91(t, J=7.5Hz, 3H %), 1.08(t,

J=THz) 2 1.28(t, J=7Hz, 3H &), 1.45(6% 41, J=7THz, 1.5H), 1.63(6% 21, J=7Hz, ¢F 1.5H), 2.17(t, J=7THz) ¥ 2.24(t,
J=THz, 0.5H %), 2.40-2.54(m, 1H), 2.60(t, J=7.5Hz) R 2.67(t, J=7.5Hz, 0.5H %), 3.93-4.09(m, 2H), 4.10-4.20(br
m, 1H), 4.23(q, J=7Hz, 1H), 4.67-4.85 9m, 2H), 5.94(s, 2H), 6.62-6.75(m, 3H). MS(DCI/NH;) m/e 369(M+ NH,)".

Cy7HyNOZol w8k 21 4t

Al4EA] 1 C, 58.11; H, 6.02; N, 3.99.

A=2:C,58.21; H, 5.98; N, 3.81.

A Al ¢ 94B

g Eds EdA-2-(Z29)-4-(1,3-1FU&E-5-9)- S| d-3-7} 52 g o] E

AN ¢ 92AZHE] 538 313 E S AA| o 94AZRE 5538 SEE 2 Ul AstAA, A Ad 92B2] W whel, %A 3
53t}

MS(DCI/NH3) m/e 306(M+ H)*

2] 94C
B2 ER2-2-(E2H)-4-(1,3- M2 S 4-5-9)-1- [(NN-T) # & opv] )7k 2 d)vi| & 7] & 2]l -3- 743212

9BERH FEE HTHEE Ao UBRIH 5D AL 2 AN A 02Ce] Eel me, A o)
'H NMR (CDCl,, 300MHz) & 0.89(t, J=7.5Hz), 0.92(t, J=7.5Hz), % 0.97(t, J=7.5H, 9H %), 1.22-1.80(br m, 12H),

2.83(t, J=7.5Hz, 1H), 3.40-3.55(br m, 2H), 3.55-3.68(m, 1H), 3. 78(d, J=15Hz, 1H), 5.92(q, J=1Hz, 2H), 6.70(d,
J=8Hz, 1H), 6.79(dd, J=1Hz, 8Hz, 1H), 6.90(d, J=1Hz, H). MS(DCI/NH,) m/e 447 (M+H)".

CysHagN, 0o 0.5H,00] tj gk 91 4341
A2 : C, 65.91: H, 8.63: N, 6.15.
A% :C, 65.91; H, 8.68; N, 5.94.

2 Ale 95

(2R,3R,49)-(+)-2-(4-HEA A )-4-(1,3-HZ] & %E-5-2)-1-(N,N-t (n-F-&) o} =7t v d w &) -] Z 2] U -3 -
7}&/\1/\}

Aol 95A

EdlA EA-2-(4-w S5 A9 9)-4-(1,3- W2 5E-5-U)-1-[(BF-FESA 7hE dotr| w7t v d e | 9] E 2] d -

'H NMR (CDClg, 300MHz) & 0.99, 1.07(br t, br t, J=7Hz, 3H), 1.11-1.62(5*71¢] br m, 9H), 3.05(br m, 1H), 3.44-
3.95(m, 3H), 3.81(s, 3H), 4.04(q, J=7Hz, 1H), 4.14-4.28(br m, 1H), 4.89-5.24(br m, 1H), 5.94(d, J=3Hz, 2H),
6.69-6.90(m, 5H), 7.06-7.20(m, 2H). MS(DCI/NH,) m/e 470(M+ ).
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o €2 170mLol] &3 A7 o & of 28| 2¢ & 60mL% 9] 4kste] H(1.06g, 25.17mmol) & NS FH7}ght}, A7) g &
=S A g7|stel A 18A17F et AW wnkett), 47| whg S E S FHA|A o &S A ASAL, & 250mLE 3|
AhaL ol H| 2 250mLE 33] FZE8kth 7] f7]7de] tha Had L= o] & INGAS 2 AR 51 A 7] 31(pH ~7), ©]¢]
A 10% ANEEAS 2 pH 4744 2HA kAl 7] a1, wledl S 2 ebo] =% 9] 5% o 82(3 x 100mL) %2 =3t} 33k 5715

Skal, wFokal & AFste] AzAA WA A2 A EA sH3HE(2.19g, 60%)S 5

'H NMR (CDClg, 300MHz) & 1.16(v br s, 9H), 3.11(br m, 1H), 3.50-3.64(m, 2H), 3.81(s, 3H), 4.24(br m, 1H),
4.96(br m, 1H), 5.94(s, 2H), 6.71-6.79(m, 3H), 6.84-6.91(m, 2H), 7.19(d, J=9Hz, 2H). MS(DCI/NH,;) m/e

442(M+ H)*,
A Al 4] 95B

(2R,3R,4S)-(+)-2-(4-| S A #d)-4-(1,3-Hl 2 &&-5-)-1-BF-FESA7tR ol 7R d v e 9] 2 d -
3-7F 3

A o] 95AZH-E] 53 3}3E(2.15g, 4.86mmol) E (+)-A137(1.43¢g, 4.86mmol)S wlE & ZFZelo]= 100mLol
A7Vt 7] YN E, 15 AE-E §aA17]7] flte] Aoz vpetHA whkstt), Ttk 4] 8-S FE5A]
713 =& XFstoll A AZRAA WA Ay A& 53 AV 22 S SR 222X E(64mL) 2 A4HE60mL) o] =3}
25 AASAZITE O AYE 53 A4S oste] HEstal 5 AEstel A 2 73] A A g skA 7T vl
supr} 58 244 2 oS I NMR 2 712 HPLCE RUE g} (28,35 ,4R)—(-)-0 HE] 9 v o] ke w17 A A ol A]
2w a1 o] oA of dlof| A FTEAE o], (2S,3S,4R)-(-)-CFE] W7} of o] A ol HAEE 4= §lau 2o T
o2t} o]E A 51 =538 (2R,3R,4R)~(+)-°IFE| LM E 10% A EZ4F 100mL 2 o 6] 2 100mLZ 28271t} 5=
TS oHZ 100mLE 7 i o FE30 @3 dEHE $& I AFeta, d4xA7]31(NayS0,), 9¥atal, 5547
I =S AFso A AFRA|A WA BEu(550mg, ©] 24 50% H o] 55%, >99.5 ee)S 53T}

'H NMR (CDClg, 300MHz) 6§ 1.05-1.50(br m, 9H), 3.12(br m, 1H), 3.50-3.65(m, 2H), 3.81 (s, 3H), 4.24(m, 1H),
4.96(br m, 1H), 5.95(s, 2H), 6.70-6.79(m, 3H), 6.86(d, J=9Hz, 2H), 7.19(d, J=9Hz, 2H). MS(DCI/NH;) m/e

442(M+ H)*,
A A of] 95C

(2R,3R,4S9)-(+)-o & 2-(4-W EA| Fd)-4-(1,3-MZT] & -5-9)-9) S U -3-7} =2 g o] E

A Ao 95BEH-E 53¢ 315 (251mg, 0.568mmol)S 7 &% 7 HCl(g) 23t8 20mLel &3 A 7It].
A E = & NS 18417 5 9F wakalH A 50T Al 7Fdete] e 1P &S AN &A1t A7) 1§ E3HES 55
ANA LFES F531aL, o] = 0.8M T4 BRI EFGOmL) 2 e d F2efo]=(50mL)o At A7 58 o
gl Z2ete]=(2 x 50mL)E Y F=9th ek 7715S Ax2A17]11L(Na,S0,), A #s8ta EHA7] 2L 2 -3 stel A
AZAA Al FAQ oAz HA 83HE(158mg, 69%)S 58},

'H NMR (CDClg, 300MHz) 6 1.11(t, J=7Hz, 3H), 2.18(v br s, 1H), 2.93(t, J=9Hz, 1H), 3.19, 3.22(dd, J=7Hz, 1H),
3.50-3.69(m, 2H), 3.80(s, 3H), 4.07(q, J=7Hz, 2H), 4.49(d, J=9Hz, 1H), 5.94(s, 2H), 6.73(d, J=2Hz, 2H), 6.81-
6.92(m, 3H), 7.34-7.41(m, 2H). MS(DCI/NH,) m/e 370(M+H)".

Al 95D

(2R 3R 48)~(+)~2~(4-] 52 3 )~ 4~(1,3- 41 7] & & -5-1)~ 1~(N,N-F (n-3- &) o} o] 2 7haa vl ) -] 5] ¥ -3
N

55mmol)el] tjo] =2 Ao Holnl(137mg, 185uL, 1.06mmol), oA E
mol)& 3 2. ZeES 50T A 1.547F
z{ Ao A 1:3 ol el oA | o]

'H NMR (CDCly, 300MHz) &6 0.81(t, J=7Hz, 3H), 0.88(t, J=7Hz, 3H), 1.10(t, J=7Hz, 3H), 1.00-1.52(m, 8H), 2.78(d,

J=14Hz, 1H), 2.89-3.10(m, 4H), 3.23-3.61(m, 5H), 3.71(d, J=9Hz, 1H), 3.80(s, 3H), 4.04(q, J=7Hz, 2H), 5.94(dd,
J=1.5Hz, 2H), 6.74(d, J=9Hz, 1H), 6.83-6.90(m, 3H), 7.03(d, J=2Hz, 1H), 7.30(d, J=9Hz, 2H). MS(DCI/NH;) m/e

539(M+ H)*.

o && 7mLol &3 H " e el =(2.5mL)F 9] A4S F(45mg, 1.06mmol) &S HIFIT A7) EFES ]
AZEs)t 9 2o A kg 42 2 5|7 FF 40C7HA] S| Thestd A o), S E e R AnlEy. A
7| g TEs A dEES AL 60mL == 34 AI7]AL o HE(S x 40mL) = FE3T A7) FEds B
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8Hz, 3H), 7.05(br s, 1H), 7.33(v

)-1-BE-FESATIR dopr w7t R I W E) -3 el d -

8Hz, 1H), 6.87(br d, J

]

o

-5

Ea
=

7Hz, 3H), 0.88(t, J=7Hz, 3H), 1.08(m, 2H), 1.28(m, 3H), 1.44(m, 3H), 2.70-

7:

:C, 67,03; H, 7.56; N, 5.39.
:C, 67.03; H, 7.59; N, 5.33.

]
]

2 Al ¢ 95E

}

A
-

=
—

3.77(svr br m, 12H), 3.79(s, 3H), 5.95(m, 2H), 6.75(d, J
=

br's, 2H). MS(DCYNH,) m/e 511(M+ )", [a]®*= +74.42".

"H NMR (CDCl,, 300MHz) § 0.80(t, J
CyqH3gN,05°0.5H,000 tl gt 9123

Al
]

= |
So s
=
PN T
SR yr N5
W%%Lo il
o= - Q,V,cl

O B

AW%%M%E
w XLMMJIL 0 'K my
Eoﬂaﬂ_x ﬂﬂrM
oy m%HMo% <
iBodeE -3
BH BT
% m%%@]@

el
SR NNy

E.E o ,OI,I.QI ,AA.U -
&M%W%M
o S e
< <o
S <
TN O

TR T

U RE S, T

o)

°©

8Hz), 2.20(t, 3H,

8Hz). MS(DCI/NH;) m/e

1% TFA <2 CH,CN9| 10-

B g F2gol=2 A
sho] WAl 1P E A 7] AHE

Al 8t

-
3t

ol

-N-(ell ot =7k rd ot im)o & ] 7

~N-HE ot )l €] 2] W -3-7}

=g
=9

— 3z

1Hz), 7.40(d, 2H, J

v A

)-1-[2-N
)-1-[2-(N

=
=

e}
_5_01
- 75 -

8Hz), 7.04(d, 1H, J

Ea

Ao 95Bol 714 Wl wel, 10% A EEAF 2 o g 28 A g

8Hz), 6.84(m, 1H), 6.85(d, 2H, J
(4-m 52 Ad)-4-(1,3- 0] &

EA 2w S5 A E) -4 -(1,3- 2T 5 E -5

:C, 58.82; H, 6.42; N, 4.57.
:C, 58.77; H, 6.30; N, 4.42.

A

}

8Hz), 2.94(br m, 2H), 3.10(br m, 2H), 3.48(br m, 4H), 3.76(br m, 2H), 3.78(s, 3H), 4.30(br s, 1H), 5.95(s, 2H),

Alel 96
6.75(d, 1H, J
Aol 97

A

.6D1

'H NMR (CDCl;, 300MHz) 6 0.80(m, 3H), 0.90(t, 3H, J=8Hz), 1.42(m, 2H), 1.58(7%41, 2H, J

CygHasN,O41.0TFAC] 3t

497(M+H)*.

J
gl
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"H NMR (CDCl,, 300MHz) 3] o] A ¢] £¢& 6 0.80(t, J=8Hz) @ 1.05(t, J=8Hz) % 1.20(m) % 1.42(m), 471¢] )

ol gk 8H F-, 2.35(br s, 1H), 2.70(m, 1H), 3.0(m, 3H), 3.2(m, 3H), 3.25(dq, 1H, J=1.8Hz), 3.42(m, 1H), 3.6(m,
1H), 3.75(m, 1H), 3.78(s, 3H), 4.8(br s, 1H), 5.95(s, 2H), 6.74(d, 1H, J=8Hz), 6.85(m, 3H), 7.00(s, 1H), 7.30(d,

2H, J=8Hz). MS(DCI/NH,) m/e 498(M+H)".
CyrHgsN504°0.75H,000 o g 1 A7
AA 2 C, 63.45; H, 7.20; N, 8.22.

A2 :C, 63.38 H, 7.29; N, 8.44.

AT 98

E A E A2 (- A1)~ -(1 8- M2 0§ -5-9)-1- [2-(N-F BN Fofol )l €19 2 W -3-7%
Al A

=

Ao 61B] Wdolnl g Feolvl o g T3 Ao 61CS] o|aFEY FReo|=g FEY FREo| =R A et
A AQstals, AAld 610 7lad W ow 34 e AxdT A7) £ S 11 Ho|” olfa-dito s 3
doto]l AA 2 A 53 1P &S CHCN B 2ol &3A17]aL 4 dxsto] My ud 2 47 des 5

=3y,

'H NMR (CDCl,, 300MHz) § 0.80(m, 3H), 0.90(t, 3H, J=8Hz), 1.45(m, 4H), 1.6(m, 2H), 2.20(t, 3H, J=8Hz), 2.94(br
m, 2H), 3.10(br m, 2H), 3.5(br m, 4H), 3.80(br m, 2H), 3.82(s, 3H), 4.30(br s, 1H), 5.95(s, 2H), 6.75(d, 1H,
J=8Hz), 6.84(m, 1H), 6.85(d, 2H, J=8Hz), 7.04(d, 1H, J=1Hz), 7.40(d, 2H, J=8Hz). MS(DCI/NH,) m/e 511 (M+H)".
CyoHyeN,Og ol THa HRMSel thah 2541 Al4kA): 511.2808. 415 4]: 511.2809.

A ALl 99

AN 61Be WEolyl S z2golrlo R 183 AANd 61CY o]AREYH FR2go|EE oY FERIEHo|ER
AHE A AlQstals, 2AAd 610 7led oz T4 dES A2 A7 2 2SS 101 told o g 2-92t
O 2 Faste] AAgth L AR 5 1FES CH,CN 2 Eofl 83A7]3L 52 dxate] WA ugd 2 A A7) 4t
S 53

'H NMR (CDClg, 300MHz) 6 0.80(t, 3H, J=8Hz), 1.05(m, 2H), 1.22(m, 3H), 1.45(m, 3H), 2.08(br s, 1H), 2.75(m,

1H), 2.88(br q, 2H, J=8Hz), 3.08(br m, 2H), 3.27(br m, 2H), 3.44(m, 1H), 3.54(dt, 1H, J=1.8Hz), 3.63(d, 1H,
J=8Hz), 3.78(s, 3H), 4.02(br d, 2H), 5.93(s, 2H), 6.72(d, 1H, J=8Hz), 6.81(dd, 1H, J=1.8Hz), 6.85(d, 2H, J=8H2z),

7.00(s, 1H), 7.30(d, 2H, J=8Hz). MS(DCI/NH,) m/e 499(M+H)".
CyrHgyN,O,-0.5H,000 tlat i

AAEA] 1 C, 63.89; H, 6.95; N, 5.52.

A =3 :C,64.03; H, 6.71; N, 5.30.

2 A€ 100

E o, -2 (4 -] 5 A 9 ) -4 -(1, 3- W) & & -5-2) -1 - [2-(N- ] & -N-(2-o & 5] &y ol ] vyl & ] 9 2] 0
—3-7HE A

THF(2mL)ol| €31x171 Ao 61BEEE 538 3}13E(190mg) ol HOBt(60mg), EDCI(85mg), N-H & & 2 Z 2 (50ul.)
2 DMF(2mL)E #7Fett), 2-dd e 24ES H7bslal 7] §a8 9] 2o A ¥A] wwkAj It} E(10mL)S 3 7}s)
aL, 7] e S EtOAc(2x25mL) 2 530 &3 7] FE5=& TEAUEF £3589, INHPO,, B A= Al
8kal, Na,SO, = A ZA7]aL, SHAIA L dS F551H, o] & Ae]7t Aol A 1:3 EtOAc-F 4o 2 &EA1A A3 A=t
Eagu 2 AASH O A9E 53 o o ~H 25 AAd 61C 7] E Wl odl nlrstA it A A S
CH5CN % 2ol g3 A17]aL sdxske] i g &2 7] dd=s 53
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"H NMR (CDCl,, 300MHz) (314 o] A9] &%) §0.66, 0.74, 0.80, 0.88(F5F 4541, % 6H, J=8Hz), 1.05(m, 2H),

1.25-1.75(m, 5H), 2.16(m, 1H), 2.32(m, 1H), 2.45(m, 1H), 2.70(m, 1H), 2.86, 2.94(5, 3H %), 2.95(m, 1H),
3.35(m, 1H), 3.52(m, 2H), 3.65(m, 1H), 3.80(s, 3H), 5.94, 5.96(s, 2H &), 6.73(m, 1H), 6.84(m, 3H), 6.97(m, 1H),

7.30(m, 2H). MS(DCI/NH;) m/e 497 (M+H)".
CogHagNy04:0.25H,000 gk €144
A%kA] 1 C, 67.11: H, 7.345 N, 5.59.

A5 :C, 67.13; H, 7.24; N, 4.56.

Al 101

b

EdA ERJ2-2-(4-v 5 A D)-4-(1,3- W2 5E-5-U)-1-[2-(N-F D -N-(2-Z 22 e L)olr| wm)o & | 9] & 2]
9-3- 7]__@/\1/\]_

2ol B 2aks 2-2 R At o = tialsl= 5 Al9fstals, AAJd 1009 7= WH o2 A etaa A xT
th A7) 2 AHES 0.1% TFA 591 10-70% 79 CH4CNO.Z &A1 A dH] HPLC(Vydac nC18): A Ashe}, 24 gk
=& 4 Axste] M g erA A7) e 5.

'"H NMR (CDCly, 300MHz) & 0.79(t, 3H, J=8Hz), 0.82(t, 3H, J=8Hz), 1.10(m, 4H), 1.2-1.5(m, 4H), 2.55(m, 1H),

2.96(s, 3H), 3.15(br m, 1H), 3.32(br m, 1H), 3.56(m, 2H), 3.68(m, 1H), 3.68(s, 3H), 3.70(m, 1H), 3.80(m, 2H),
4.65(br d, 1H), 5.92(s, 2H), 6.75(d, 1H, J=8Hz), 6.84(m, 1H), 6.85(d, 2H, J=8Hz), 7.05(s, 1H), 7.42(d, 2H, J=8Hz).

MS(DCI/NH,) m/e 525(M+H)".
CqoH N0 1.25TFA] T3 it

AAEA] : C, 58.51; H, 6.23; N, 4.20.

A A4 102

Edx ERNA-2-(4-w EAHD)-4-(1,3- 20 5E-5-U)-1-[2-(N-Z 2 I -N-GBF-FE A 7RI v ") olr] i)
e ]3] Z e e -3-7} 2215k

Ao 6182 WEolwl S TrHolwl oz Teja HAAld 61CY o] AREE FRglo]|=E 353 -3E HEWolAHolE
= At & AlQlstae, AAd 610 71w W o 34 steteS Alxgth A7) 2 A4S 1] Yol E dlH=-
ko Faate] AA G 1 AWE 53 1HES CH,CN 2 Bol]l 884715 52 Axste] M ng =2 4
7] 2HES 5

'H NMR (CDClg, 300MHz) & 0.82(t, 3H, J=8Hz), 1.18(m, 2H), 1.19(s, 9H), 2.12(m, 1H), 2.46(m, 2H), 2.70(m, 3H),

2.85(m, 2H), 3.20(s, 2H), 3.40(dd, 1H, J=2.8Hz), 3.50(dt, 1H, J=2.8Hz), 3.62(d, 1H, J=8Hz), 3.78(s, 3H), 5.95(s,
2H), 6.72(d, 1H, J=8Hz), 6.84(m, 1H), 6.85(d, 2H, J=8Hz), 7.05(s, 1H), 7.16(d, 2H, J=8Hz). MS(DCI/NH,) m/e 541

(M+H)".
CyoHyoNoO7 1.0H, 000 i g ¢ 441

ALEA] 2 C, 64.50; H, 7.58; N, 5.01.

Ad)-4-(1,3-W 2] %E-5-9)-1-[2-(N-Z 2D -N-(n-Z 2 o} =7} B d v & ) o} v]
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A Ale] 61BS] Wdell g R om0 & g3 Ao 61C o] ANEY FREo|EE N-2Z 23 HEWolA| Eoln]
=2 giAsks S Alelstas, AAld 61 7w WHoR FA Sges A 7] £ AhES 0.1% TFA 52
10-70% ¥ CH,CN2.2 &A1 A ou] HPLC(Vydac uC18)& AAgtth H4sts 88 54 7dxste] ua 135

24 7] Ates 53

'H NMR (CDClg, 300MHz) & 0.78(t, 3H, J=8Hz), 0.88(t, 3H, J=8Hz), 1.45(m, 2H), 1.48(m, 3H, J=8Hz), 2.55-2.7(m,

2H), 2.90(m, 1H), 3.04(m, 1H), 3.15(m, 3H), 3.28(t, 1H, J=8Hz), 3.45(t, 1H, J=8Hz), 3.60(m, 2H), 3.70(d, 2H,
J=8Hz), 3.75(m, 1H), 3.80(s, 3H), 4.25(d, 1H, J=8Hz), 5.95(s, 2H), 6.75(d, 1H, J=8Hz), 6.86(dt, 1H, J=1.8Hz),

6.88(d, 2H, J=8H2), 7.04(d, 1H, J=1Hz), 7.40(d, 2H, J=8Hz). MS(DCI/NH,) m/e 526(M+ H)".
CygHygN;041.85TFAS] thah €12 54]:

AAEA] @ C, 53.32; H, 5.59; N, 5.70.

A 104

Efe Eda-2-(4-wEA 7 d)-4-(1,3- 20 &E-5-U)-1-[2-(N-Z ZF -N-(4 - | 5A| 7] 35 A] 7} B D)o} 1] 1) o]
g9 &8 d-3-7H5At

AAld 61Be] HEolvl g 2oyl o 1g]al AAd 61Ce] o] AFEY FREo|EE 4-wEAHUEZZE 2 W)
EE et A AQstas, Al 610 7]ed WHoR FA 3§t A 4] £ Ab=S 11 Hold ol
2-boz fafjeto] GAGTE 1 A S5 AP CHyCN B =oll &ajA]7]aL §2 1xsto] WA ng gz A
37 e 5T

"H NMR (CD,0D, 300MHz) &30 o] #19] &= & 0.88(m, 3H), 1.57(m, 2H), 2.45(br s) & 2.60(br s, 1H %),
2.90-3.15(m, 4H), 3.42-3.7(m, 5H), 3.78(s, 3H), 3.80(s, 3H), 3.85(m) % 4.0(m, 1H &), 5.95(s) & 5.98(s, 2H %),
6.63(m, 1H), 6.72(d, 1H, J=8Hz), 6.81(m, 2H), 6.93(m, 5H), 7.40(m, 2H). MS(DCI/NH,) m/e 577(M+ H)".
CaoHggN,Og 1.OH 00l Hek 144

ALEA] 2 C, 64.63; H, 6.44; N, 4.71.
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"H NMR (CDCly, 300MHz) 3] o] A 2] 3% & 0.78(m) 2 0.98(t, J=8Hz) 3H ¥, 1.47(m) ¥ 1.52(q, J=8Hz) 21
%, 2.25(br s, 1H), 2.78(br s, 1H), 2.90(br t, 2H), 3.12-3.68(m, 7H), 3.80(s, 3H), 3.82(s, 3H), 5.94(s, 2H), 6.75(d,
1H, J=8Hz), 6.83(m, 5H), 6.94(m, 1H), 7.22(m, 4H). MS(FAB) m/e 561 (M+ )",

CyoHagN,0,°0.75H,000 o g 1 4247

ALEA] 2 C, 66.94; H, 6.58; N, 4.88.

A Al 106

E2-2-4- W5 A D) -4-(1,3- M 2] $4-5-9)-1-[2-(N-Z 2 L-N-fl 2D o}v] =)ol & |31 2 €] 1 -3-7}

)
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"H NMR(CDClg, 300MHz) 34 o] g #¢] &% §0.65 % 0.9(m, 3H %), 1.4 ¥ 1.55(m, 2H %), 2.05 % 2.15(m, 1H
%), 2.6-3.6(m, 8H), 5.92(s, 2H), 6.70(d, 1H, J=8Hz), 6.82(m, 4H), 7.2-7.4(m, 6H). MS(DCI/NH,m/e
531(M+H)*.

AAEA] 1 C, 69.46; H, 6.51; N, 5.23.

A4 C, 69.48; H, 6.19; N, 4.84.

Aol 107

EdA ERd2-2-(4-v5A ) E)-4-(1,3- M2 5E-5-)-1-[2-N-Z 2 -N-HIZd S| 7t dopr| i) ol D ] 9] Z ]
H-3-7H At

AAe] 61B9] MEollg Z2gelvl o )i Ao 61CY] o] AR EY FRgo=S Wld FRET SV ER 1
A= Ag AQstals, A 619 71EH WP o R A 35ES Alxet 4] £ AH=S 0.1% TFA $9] 10-70%
Tl CHyCNe. 2 §& A A ou] HPLC(Vydac nC18)= AAIgt}. H4at= 88 54 dxste] WA ugE2A 47
s F53Th

"H NMR(CDCl,, 300MHz)80.8(m, 3, 1.45(m, 2H), 2.20(br m, 1H), 2.75(m, 1H), 2.93(m, 1), 3.15(m, 2H),
3.32(m, 3H), 3.52(m, 2H), 3.66(m, 1H), 3.78(s, 3H), 5.00(m, 2H), 5.94(s, 2H), 6.72(d, 1H, J=8Hz), 6.82(m, 31D,
7.0(br d, 1H, J=15Hz), 7.2(s, 4H), 7.30(m, 3H). MS(FAB) m/e 561(M+H)".

CyoHagN,O 7 1L.OTFAC o gk 91484

AlREA] 1 C, 60.53: H, 5.53: N, 4.15.

2541 C, 60.66; H, 5.34; N, 4.28.

2414 108

EdA EdA-2-(4-vWEAAYL)-4-(1,3- 120 SE-5-2)-1-[2-(N-Z 2 -N-(4-v| EA M A S A 7} 8. ) o} 1] 1)
g ]y Zgd-3-7}2 A%t

2 Ae 61B9] WEolyl S 2 Aoyl oz 783 A 61Ce o] AREE FRgo|uE 4-HEAWE FEE T2
o|ER At M Al9stat, AAd 610 71EH WHoR #A4 3gES Az

g2, 4 -2 (40 5 A 9 ) -4 (1, 3- WL E] § £ -5-91) -1~ [2-(N-F-9 -N-o 54 b d op ] )l € ]3] 2] W -
3-71 A

=)
o
It
LN
Au)
r® K

Al 61CY o] AF-E ™
ahal o Ao s BA APES
2 &FAA o|¥] HPLC(Vydac nC18)& g A|gttt. 543

"H NMR(CDCly, 300MHz) § 0.82(t, 3H, J=8Hz), 1.20(m, 5H), 1.34(m, 2H), 3.08(m, 2I), 3.17(m, 21D, 3.52(m, 2H),
3.75(m, 2H), 3.78(s, 3H), 4.06(q, 2H, J=8Hz), 4.35(br s, 1H), 5.94 (s, 2H), 6.76 (d, 1H, J=8Hz), 6.92 (d, 2H,
J=8Hz), 7.03 (br s, 1H), 7.17 (br s, 11, 7.7(br s, 2H). MS(FAB) m/e 513(M+H)".

CygHagN,0,:0.5TFA T gk 91 A4

ALEA] 2 C, 61.15; H, 6.46; N, 4.92.
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2521 C, 60.99; H, 6.80; N, 4.93.
e 110

E 2 B2 2= (4= HA ) D) -4-(1,3- M2 0] §4-5-9)-1-[2-(N-3F B -N-Z 2 ZA] 7} Jov] )o & |3 2] &

'H NMR(CDCl,; 300MHz) § 0.80(br s, 1H), 0.85(t, 3H, J=8Hz), 0.92(br s, 1H), 1.22(m, 3H), 1.40(m, 3H), 1.62(br
m, 1H), 2.15(br s, 1H), 2.72(m, 1H), 2.87(m, 1H), 3.1-3.45(m, 5H), 3.55(m, 1H), 3.64(d, 1H, J=8Hz), 3.79(s, 3H),

3.88(br s, 1H), 3.97(br s, 1H), 5.95(s, 2H), 6.73(d, 1H, J=8Hz), 6.85(m, 3H), 7.0(s, 1H), 7.30(d, 2H, J=8H2).
MS(FAB) m/e 527(M+H)".

CygHygN,0,:0.15H,000 v 3h 9 -4

AAEA] 1 C, 65.80; H, 7.29; N, 5.29.

A=) :C,65.79; H, 7.30; N, 5.21.

A 111

'H NMR(CDCl,, 300MHz) 8§ 0.80(t, 3H, J=8Hz), 0.93(m, 3H), 1.43(m, 3H), 1.62(m, 1H), 2.15(br s, 1H), 2.68-
3.45(m, 8H), 3.54(m, 1H), 3.66(m, 1H), 3.78(s, 3H), 3.94(m, 2H), 5.94(s, 2H), 6.72(d, 1H, J=8Hz), 6.82(m, 1H),
6.84(d, 2H, J=8Hz), 7.00(br s, 1H), 7.33(m, 2H). MS(DCI/NH,)m/e513(M+ H)"

CygHsN,0,°0.15H, 000 Tk 9 A4

N

| AkX] 1 C, 65.26; H, 7.10; N, 5.44.
A=3]:C, 65.22; H, 6.74; N, 5.06.
Ao 112

Edx ERNE-1-(NN-H(n-FE)opr] =7t d)u e -2 4 -1 (1,

»—~
¢
=)
BN
)
o
fip-
<
e,
&
it
Ach
uv)
e
N
Ji
i1
>

4-mEA LM EF = 4] 3,4 - & AT S A] o} A E o] 1=
47, 2001967)19 71A1E o w Az oE (3
HES A A A 152 A 34 35tE S 53

&% 58-60C. '"H NMR(CDCl,, 300MHz) § 0.87(4%71 J=6Hz, 6H), 1.12(6%4, J=6Hz, 2H), 1.24-1.51(m, 6H),
2.80(d, J=13Hz, 1H), 2.94-3.12(m, 4H), 3.28-3.50(m, 4H), 3.58-3.62(m, 1H), 3.78(d, J=9Hz, 1H), 5.95(s, 4H),
6.73(dd, J=8Hz, 3Hz, 2H), 6.84-6.89(m, 2H), 6.92(d, J=1Hz, 1H), 7.01(d, H=1Hz, 1H). MS(DCVNH,) m/e
525(M+ H)*.

AAE 113

Ef Eda-1-2-(N-(n-F8)-N-Z2dd T dopr] =)o ') -2-(4-w| 5 A 1 D) -4-(1,3-Ml 2 t] £&-5-) 9] & 7
H-3-7H 24t
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AN 660l 71EE WHE Akl WA nPERA ®A 3FgES Axdrh §H: 64-65C. 'H NMR(CDCly,
300MHz)80.83(t, J=7Hz, 3H), 0.98(t, J=7Hz, 3H), 1.12-1.25(m, 21D, 1.32-1.41(m, 21D, 1.75(6% 41, J=7Hz, 21D,
2.23-2.31(m, 2H), 2.72-3.32(m, 8H), 3.43(dd, J=9Hz, 3Hz, 1H), 3.53-3.59(m, 1ID), 3.65(d, J=9Hz, 1I1), 3.80C(s,
3H), 5.95(s, 2H), 6.73(d, J=8Hz, 1H), 6.83(dd, J=8Hz, 1Hz, 1), 6.88(d, J=9Hz, 2H), 7.02(d, J=1Hz, 1H), 7.33(d,

J=9Hz, 2H). MS(DCI/NH,) m/e 547(M+ H)".

AAe] 114

%?*,Eﬂ* I-(N.N-H(n-F&)opr =7t d v &) -2-(4-m| FA] 3 d)-4-(1,3-Hl =1 §E-5-) v Z 2] d-3-7H5

=7

Aol 28 B 430 7]EE WS ARG Sko], M nd ERA 24 SES AxFh

§4:74-76C. 'H NMR(CDCl,, 300MHz) § 0.80(t, J=6Hz, 3H), 0.88(t, J=8Hz, 3H), 1.08(6% 41, J=8Hz, 2H), 1.21-

1.48(m, 6H), 2.75(d, J=12Hz, 1H), 2.95-3.09(m, 4H), 3.26-3.59(m, 5H), 3.75(d, J=9Hz, 1H), 3.79(s, 3H), 4.28(s,
4H), 6.78(d, J=9Hz, 1H), 6.85(d, J=9Hz, 2H), 6.91(dd, J=3Hz, 9Hz, 1H), 6.98(d, J=3Hz, 1H), 7.32(d, J=9Hz, 2H).

MS(DCV/NH,) m/e 525(M+H)".

el 115

Eds Eda-1-2-(N-Z2E-N-Z2 34z dopr]in)ol| &) -2-(4-v| FA] 2 d)-4-(1,3- Al =0 £E-5-2)
—3-7H5dt

=

Eed

Aol 6600 71 E W ARESte], A 1Y E R FA SFES Al

$H:72-73C. H NMR(CDCl;, 300MHz) § 0.79(t, J=8Hz, 3H), 0.98(t, J=8Hz, 3H), 1.43(65 41, J=8Hz, 2H), 1.75(6

J=8Hz, 2H), 2.22-2.32(m, 1H), 2.69-3.32(m, 9H), 3.42(dd, J=3Hz, 12Hz, 1H), 3.52-3.58(m, 1H), 3.64(d,
J=12Hz, 1H), 3.80(s, 3H), 5.95(s, 2H), 6.73(d, J=11Hz, 1H), 6.83(dd, J=1Hz, 11Hz 1H), 6.87(d, J=11Hz, 2I),

7.0(d, J=2Hz, 1H), 7.32(d, J=11Hz, 2H). MS(DCI/NH3) m/e 533(M+ ).

Edx ERNA-1-C-(N-FE-N-F2Ad xdopn| o &) -2-(4 - F5A i d)-4-(1,3- 2t 5E5-5-9)

-,

2ed-3-

rulo

A 669 7148 YW S AHEStel, WA nY B RN BA SFFES Az
$74:62-63C. 'H NMR(CDCl;, 300MHz) & 0.82(t, J=6Hz, 3H), 0.91(t, J=6Hz, 3H), 1.20(65 41, J=6Hz, 2H), 1.33-

1.42(m, 4H), 1.68(4% 4 J=6Hz, 3H), 2.23-2.32(m, 1H), 2.70-3.28(m, 9H), 3.41(d, J=8Hz, 1H), 3.52-3.58(m, 1H),
3.65(d, J=8Hz, 1H), 3.79 (s, 3H), 5.95 (s, 2H), 6.72 (d, J=8Hz, 1H), 6.82 (d, J=8Hz, 1H), 6.87(d, J=8Hz, 2H),

7.01(s, 1H), 7.32(d, J=8Hz, 2H). MS(DCI/NH,) m/e 56 1(M+H)".

JoPA E 8| =& A& 4 THF %;4] 222

A > Ml o2 2 Egolgolyl o Aejste] of
oPAlEl O =% el o] % A4 4 2 %

o Aefsio] WAl 31 2A

&4 48-49C. 'H NMR(CDCl,, 300MHz) § 0.81(t, J=7Hz, 3H), 0.88(t, J=7Hz, 3H), 1.06(6% 41, J=7Hz, 2H), 1.20-

1.35(m, 4H), 1.44(4541, J=7THz, 2H), 2.75(d, J=12Hz, 1H), 2.94-3.10(m, 4H), 3.25-3.35(m, 1H), 3.40(d, J=12Hz,
1H), 3.43-3.52(m, 2H), 3.47(s, 3H), 3.55-3.62(m, 1H), 3.77(d, J=9Hz, 1H), 5.15(s, 2H), 5.94(m, 2H), 6.73(d,
J=8Hz, 1H), 6.86(dd, J=1Hz, 8Hz, 1H), 7.0(d, J=8Hz, 2H), 7.04(d, J=1Hz, 1H), 7.32(d, J=8Hz, 2H). MS(DCI/NH,)

m/e 541(M+H)".

%i,E?&i—l—(Z—(N,N—ﬂi% ol =7t R I E)-2-(4-3}o]| =E A H ) -4-(1,3-HNF U] & -5-A)F] U -3~
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§4d:211-212°C. 'H NMR(CD,0D, 300MHz)6 0 .90(t, J=8Hz, 6H), 1.12-1.27(m, 6H), 1.36-1.45(m, 2H), 3.04(bs,
1H), 3.14-3.35(t, J=9Hz, 1H), 3.90(bs, 3H), 4.17(d, J=15Hz, 1H), 5.96(s, 2H), 6.82-6.93(m, 4H), 7.03(d, J=1Hz,
1H), 7.42(bs, 2H). MS(DCI/NH,) m/e 497(M+H)™.

A Ald 119

E A~
— —y—

Edl-1-(2-(N-o] i i -N-2Z 2 g d ¥ d opu] i) ol &) -2~ (4-m| FA| o ) -4 (1, 3~ = & -5-) 3] &7
-3-7H A

o
ol

rulo

Aol 6601 71w WS ARESte], WA Y E R A BA| ShE e Al
&1 73-74C. 'H NMR(CDCl,, 300MHz) § 0.80(d, J=6Hz, 6H), 0.98(t, J=8Hz, 3H), 1.62(6% 41, J=6Hz, 1H), 1.74(6

%, J=8Hz, 2H), 2.23-2.34(m, 1H), 2.68-2.98(m, 7H), 3.08-3.18(m, 1H), 3.26-3.42(m, 2H), 3.52-3.58(m, 1H),
3.65(d, J=9Hz, 1H), 3.80(s, 3H), 5.90(s, 2H), 6.74(d, J=8Hz, 1H), 6.82(d, J=8Hz, 1H), 6.86(d, J=8Hz, 2H), 6.98(d,

J=1Hz, 1H), 7.33(d, J=8Hz, 2H). MS(DCI/NH,) m/e 547(M+ H)".

i,;%ﬂ&_—l—(z—(N—ﬂﬂxﬂ@Eé—N—zi obu) )0 &) -2-(4-H| EA H d)-4-(1,3-HF 0] &&-5-d) 9] Z -

Aol 660 71w d WS ARSete], WA g g2 A sE S AlEd

¢4d:89-91C. 'H NMR(CDCl,, 300MHz) § 0.74(t, J=6Hz, 3H), 1.33(6% 41, J=6Hz, 2H), 2.20-2.30(m, 1H), 2.62-

2.72(m, 1H), 2.85-3.05(m, 4H), 3.12-3.22(m, 1H), 3.38(dd, J=3Hz, 9Hz, 1H), 3.49-3.57(m, 1H), 3.62(d, J=9Hz,
1H), 3.82(s, 3H), 5.96(s, 2H), 6.73(d, J=8Hz, 1H), 6.84(dd, J=1Hz, 8Hz, 1H), 6.85(d, J=9Hz, 2H), 7.02(d, J=1Hz,

1H), 7.28(d, J=9Hz, 2H), 7.39-7.54(m, 3H), 7.70(d, J=7Hz, 2H). MS(DCI/NH,) m/e 567(M+ H)™.

A 121
Eds Eda-1-2-(N-(4-m 5 A Al E 2 d)-N-Z 2 Fopr| ) o /) -2-(4-m A ¥ ) -4~ (13- 21 &E-5-<)
Iz d-3-7H5At

<
A Al 669 7] H HPH S A} &3to] W

1=
K

FE2A FA FFES AT

41 96-97C. 'H NMR(CDCl;, 300MHz) 8 0.73(t, J=7Hz, 3H), 1.34(65 41, J=7Hz, 2H), 2.20-2.30(m, 1H), 2.62-

2. 7l(m 1H), 2.82-3.03(m, 4H), 3.08-3.18(m, 2H), 3.38(dd, J=3Hz, 9Hz, 1H), 3.48-3.58(m, 1H), 3.62(d, J=9Hz,
1H), 3.81(s, 31, 3.86(s, 3, 5.95(s, 2H), 6.73(d, J=8Hz, 111), 6.81-6.89 (m 5I1), 7.01 (d, J=1Hz, 1H), 7.28 (d,

J=8Hz, 2H), 7.62 (d, J=8Hz, 2H). MS(DCI/NH,) m/e 597(M+ H)*.

I\}T\}N Hn-F-8)obn =7t i d W e)-2-(2-H F A ol 5 A -4-w| F A3 D) -4-(1,3-Hl =1 5E-5-)

-5 EA A EH =S 70T THF 52 FAIUYEF U HE R
H S A EA -4 - S A Ml 2ol AH o] =5 53101, o] & A Al 19 7|&¥%

4 63 WA 65C. 'H NMR(CDCl,, 300MHz)80.84(t, J=7Hz, 3H), 0.89(t, J=7Hz, 3H), 1.16(6%F 41, J=7Hz, 2H),

1.28(6% 71, J=7THz, 2H), 1.45-1.52(m, 4H), 2.87-2.94(m, 2H), 3.00-3.16(m, 3H), 3.26-3.36(m, 2H), 3.43(s, 3H),
3.47-3.54(m, 3H), 3.66-3.72(m, 2H), 3.78(s, 3H), 3.76-3.84(m, 1H), 4.02-4.10(m, 2H), 4.25(d, J=9Hz, 1H),
5.92(s, 2H), 6.40(d, J=2Hz, 1H), 6.52(dd, J=2Hz, 9Hz, 1H), 6.70(d, J=8Hz, 1H), 6.83(dd, J=1Hz, 8Hz, 1H), 5.98(d,

J=2Hz, 1H), 7.53(d, J=9Hz, 1H). MS(DCI/NH4)m/e585(M+H)".

A Ald] 123
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Qj—Ei%—N—(ZA—D]uﬂ%‘ﬂﬂlﬂ@ié)(?}ﬂb_)ﬂ]“/‘) 2-(4-ml 529 d)-4-(1,3-HMxH 5E-5-

Aol 660 71w d WS ARSSte], WA g g2 A sHtE S AlEd

41 88-90C. 'H NMR(CDCl,, 300MH2)80.69(t, J=7Hz, 3H), 1.32(6% 41, J=7THz, 2H), 2.12-2.20(m, 1H), 2.32(s,

3H), 2.47(s, 3H), 2.62-2.69(m, 1H), 2.78(t, J=9Hz, 1H), 2.89(dd, J=8Hz, 1H), 3.02(6%4, J=9Hz, 2H), 3.15-
3.32(m, 3H), 3.46-3.55(m, 1H), 3.60(d, J=9Hz, 1H), 3.82(s, 3H), 5.96(s, 2H), 6.72(d, J=7Hz, 1H), 6.80(dd, J=1Hz,
9Hz, 1H), 6.86(d, J=9Hz, 2H), 6.97(d, J=1Hz, 1H), 7.03(bs, 2H), 7.29(d, J=9Hz, 1H). MS(DCI/NH,;) m/e

595(M+ H)*.

Aol 660 71w d WS AREete], M g g2 A Bt gte S Al=d

&4 75-76C. H NMR(CDCl,, 300MHz) § 0.80(t, J=7Hz, 3H), 1.45(65 41, J=7THz, 2H), 2.15-2.31(m, 3H), 2.70-

2. 80(m 1H), 2.85-3.10(m, 6H), 3.23-3.31(m, 2H), 3.43(bd, J=9Hz, 1H), 3.55-3.66(m, 4H), 3.81(s, 3H), 5.94(s,
2H), 6.73(d, J=8Hz, 1H), 6.82(d, J=8Hz, 1H), 6.86(d, J=8Hz, 2H), 7.00(s, 1H), 7.33(d, J=8Hz, 2H). MS(DCI/NH,)

m/e 567(M+H)".

Ao 125

EW@A EAdA-1-2-N-Z2I-N-2-vEA X d)olu| ) &)-2-(4-H FEA| Hd)-4-(1,3- 2] =E&-5-Y)
v 22 g-3-7H 2 A AL

A d 660 7]wH WHS AMEEY], EWA EANA-1-2-(N-Z2Z-N-(R|d A Zd)oln] )| & )-2-(4 - 5 A] H|
U)-4-(1,3-HFH24&-5-) 0 S d-3-7H 2 AAS A x5, WErS 9o A FAIVEFS AFESle] o AHZE
bR ste] A Y E2 A 1A 3ES 53

&4 62-64C. 1H NMR(CDCl,, 300MHz) § 0.78(t, J=7Hz, 3H), 1.42(6541, J=7THz, 2H), 2.23-2.32(m, 1H), 2.72-
2.79(m, 1H), 2.86-3.05(m, 4H), 3.10-3.27(m, 4H), 3.32(s, 3H), 3.43(dd, J=3Hz, 9Hz, 1H), 3.53-3.58(m, 1H),
3.65(d, J=9Hz, 1H), 3.69(t, J=6Hz, 2H), 3.80(s, 3H), 5.94(s, 2H), 6.73(d, J=8Hz, 1H), 6.82(dd, J=1Hz, 8Hz, 1H),
6.87(d, J=8Hz, 2H), 7.02(d, J=1Hz, 1H), 7.33(d, J=8Hz, 2H). MS(DCI/NH,) m/e 549(M+H)".

A Ald] 126

Gl WN-1-2-(N-Z2 I -N-(2-o| SA d d Az d) ot w)of| &) -2-(4-H EA 7 D) -4 -(1,3-Hl =] $E-5-9)
= —3-FpE AN

hud

Fﬂ,lm

E)

AAlel 660 71w d WS AREete], M g g2 Al B te

Eim

o

A 3k}

§4:58-60C. 'H NMR(CDCl,, 300MHz) & 0.78(t, J=7Hz, 3H), 1.18(t, J=7Hz, 3H), 1.43(6% 41, J=7THz, 2H), 2.24-

2.33(m, 1H), 2.70-2.80(m, 1H), 2.87-3.05(m, 4H), 3.13-3.20(m, 2H), 3.22-3.32(m, 2H), 3.42(dd, J=2Hz, 9Hz,
1H), 3.46(q, J=7Hz, 2H), 3.52-3.58(m, 1H), 3.65(d, J=9Hz, 1H), 3.72(t, J=6Hz, 2H), 3.80(s, 3H), 5.95(s, 2H),
6.73(d, J=7Hz, 1H), 6.83(dd, J=1Hz, 7Hz, 1H), 6.87(d, J=8Hz, 2H), 7.00(d, J=1Hz, 1H), 7.32(d, J=8Hz, 2H).

MS(DCYNH,) m/e 563(M+H)".

2 EW@A-1-2-(N-Z 22 -N-(G-t Do -1 -z & ¥ d)opr] i) of ) -2-(4 - FA] 9 ) -4 -(1,3-1l =

41 102-104°C. 'H NMR(CDCl5, 300MH2z)80.62(t, J=7Hz, 3H), 1.28(6% 4, J=7Hz, 2H), 2.12-2.20(m, 1H), 2.78(t,

1H) 2.88(s, 6H), 2.72-2.89(m, 1H), 3.05-3.12 (m, 2H), 3.26-3.45(m, 3H), 3.45-3.52(m, 1H), 3.58(d, J=9Hz, 1H),
6.97(d, J=1Hz, 1H), 7.13(d, J=7Hz, 1H), 7.26(d, J=8Hz, 1H), 7.42-7.50(m, 2H), 8.08(dd, J=1Hz, 7Hz, 1H), 8.20(d,

J=8Hz, 1H), 8.48(d, J=8Hz, 1H). MS(DCI/NHy)m/e 660 (M+ H)".
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A e 128

E Q2 =92 1-(2-(N- S 2 B -N-(o 94 £ 9)ohv] 1e)o ©)-2-(4 =P 54| D) -4 ~(1 3 £0) § %-5-2) 3] Z el 0
—357HE A

Aol 6601 71z ¥ W& AFESte], WA g S 2 BA ShehE S AR,
&% 70-72°C. 'H NMR(CDCl,, 300MH2)60.79(t, J=8Hz, 3, 1.28(t, J=7THz, 3H), 1.43(q, J=8Hz, 2H), 2.22-

2.30(m, 1H), 2.71-2.80(m, 1H), 2.82-3.10(m, 6H), 3.18-3.32(m, 2H), 3.43(dd, J=3Hz, 9Hz, 1H), 3.53-3.60(m,
1H), 3.65(d, J=9Hz, 1H), 3.80(s, 3H), 5.96(s, 2H), 6.73(d, J=7Hz, 1H), 6.82(dd, J=1Hz, 7Hz, 1H), 6.88(d, J=8Hz,

2H), 7.00(d, J=1Hz, 1H),. 7.32(d, J=8Hz, 2H). MS(DCI/NHy)m/e 519 (M+ ).

ERA-1-2-(N-Z 2 -N-(4-m g ilAdld 2 d)on| ) o &) -2-(4-m FEA 3 d)-4-(1,3-Hl 21 5E-5-) )

Aol 6601 71z ¥ W& AFESte], WA g S 2 EA ShehE S AlEd.
& %1 78-79°C. 'H NMR(CDCly, 300MH2)80.73(t, J=7Hz, 3H), 1.33(6% 41, ]=7Hz, 2H), 2.20-2.30(m, 11D, 2.40(s,

3H) 2.61-2.72(m, 1H), 2.83-3.05(m, 4H), 3.08-3.19(m, 2H), 3.48(dd, J=3Hz, 9Hz, 1H), 3.49-3.57(m, 1H),
3.62(d, J=9Hz, 111), 3.81(s, 3H), 5.95(s, 2H), 6.73(d, J=8Hz, 11D, 6.82(d, J=8Hz, 1H), 6.87(d, J=8Hz, 2H), 7.00(s,

1H), 7.21(d, J=8Hz, 2H), 7.29(d, J=8Hz, 2H), 7.57(d, J=8Hz, 2H). MS(DCI/NH;)m/e 581 (M+ ISOM
226 130
£ Q22 E 2= (N,N-] (-3 8) ob] b W 6)-2-(3-91 2 ) -4 (1, 3- W 1) $&-5-2) 3] B2l -3 -7h 4 221

—Efﬁ[%i Wenkert, et a J Org. Chem. 48: 5006(1983)]01] 71 A g W o
o2 AAld] 1o 7| AF WHOR Halste] WA ugBRA BA FFES S

—

¢4 167-168C. 'H NMR(CDCl,, 300MHz)60.82(t, J=7Hz, 3H), 0.89(t, J=7Hz, 3H), 1.14(6% 41, J=7THz, 2H), 1.23-

1.48(m, 6H), 2.86-3.20(m, 6H), 3.34-3.43(m, 2H), 3.57(dd, J=3Hz, 9Hz, 1H), 3.75-3.83(m, 1H), 4.08(d, J=9Hz,
1H), 5.93(s, 2H), 6.73(d, J=8Hz, 1H), 6.90(dd, J=2Hz, 8Hz, 1H), 7.03(d, ]=2Hz, 1H), 7.38(dd, J=4Hz, 8Hz, 1H),

8.04(d, J=8Hz, 1H), 8.48(dd, J=2Hz, 4Hz, 2H). MS(DCI/NH4)m/e 482 (M+H)".

ERN EWA-1-2-(N-Z2Z I -N-(n-FgdAxd)olr ) &)-2-(4-w A9 d)-4-(1,3-Hl 2] $E-5-4) 9] =2
-3-7h A4

Aol 6601 7= E WS AFESte], WA Y E R A BA| ShE e Al
&% 65-66C. "H NMR(CDCly, 300MHz)60.78(t, J=7Hz, 3H), 0.92(t, J=7Hz, 3H), 1.31-1.46(m, 4H), 1.68(4F 41,

J=THz, 2H), 2.21-2.32(m, 1H), 2.70-3.08(m, 7H), 3.12-3.23(m, 2H), 3.42(dd, J=2Hz, 9Hz, 1H), 3.52-3.58(m, 1H),
3.64(d, J=9Hz, 1H), 3.80(s, 3I1), 5.96(s, 211, 6.72(d, J=7Hz, 111, 6.83(dd, J=1Hz, 7Hz, 1H), 6.86(d, J=8Hz, 2H),

7.00(d, J=1Hz, 1H), 7.32(d, J=8Hz, 2H). MS(DCI/NH;) m/e 547(M+ H)".
A Aol 132

Edz, ﬂéﬂ*—l—(z—(N—Ei%—N—M—%ig AR ) obr| ) ol &) -2-(4-H| F A 2 ) -4~ (1,3~ =T £E-5-¢)

Aol 660 71w d WS ARSete], WA g g2 A sE S Al

§7d:105-106°C. 'H NMR(CDCl,, 300MH2)80.72(t, J=7Hz, 3H), 1.34(6% 41, J=7Hz, 2H), 2.56-2.62(m, 1H), 2.78-

2.86(m, 1H), 2.96-3.03(m, 3H), 3.13-3.26(m, 3H), 3.51(dd, J=5Hz, 9Hz, 1H), 3.62-3.68(m, 1H), 3.80(s, 3H),
3.94(d, J=9Hz, 1H), 5.92(s, 2H), 6.75(d, J=8Hz, 1H), 6.84(dd, J=2Hz, 8Hz, 1H), 6.94(d, J=8Hz, 2H), 6.98(d, J=2Hz,

1H), 7.36(d, J=8Hz, 1H), 7.49(d, J=8Hz, 1H), 7.68(d, J=8Hz, 1H). MS(DCI/NH3) m/e 601 (M+ .
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Al 133

E Y E o1 -(2-(N-Z 28 -N-(0 2 A o] 1)ol ©)-2-(4-v] 5 A 3] d)-4-(1,3- W% T) & & -5-2) 7] B2l ¥
~3-7HE A4

Aol 660 71w d WHE ARSete], WA g g2 A e S Al

§d:88-89C. 'H NMR(CDCls, 300MHz)80.72(t, J=7Hz, 3H), 1.32(6%41, J=THz, 2H), 2.06-2.16(m, 1H), 2.56-
2.67(m, 1H), 2.75-3.10(m, 6H), 3.30(dd, J=2Hz, 9Hz, 1H), 5.95(s, 2H), 6. 73(d, J=THz, 1H), 6.80(dd, J=1Hz, 7Hz,
1H), 6.86(d, J=8Hz, 2H), 6.97(d, J=1Hz, 1H), 7.27-7.35(m, 7H). MS(DCI/NH;)m/e 581 (M+H)".

2 Al e 134

i—l—(ﬁ—gN—ii%—N-( -EFoE2MAAE N )otn| ol ') -2-(4-H FE A #d)-4-(1,3-l = T] 5 E-5-
-3-7 = E/\K__

o | m

o fm
i

RS
DL
Ao 660l 71 WS AREEte], WA nP B A A FFES A
&3 91-93C. 'H NMR(CDCl,, 300MHz)8 0.73(t, J=7THz, 3H), 1.44(6%A, J=THz, 2H), 2.18-2.27(m, 1H), 2.56-

2.67(m, 1H), 2.78-2.87(m, 2H), 2.97(7%7d, J=8Hz, 2H), 3.11-3. 16(m 2H) 3.33(dd, J=2Hz, 9Hz, 1H), 3.43-
3.50(m, 1H), 3.57(d, J=9Hz, 1H), 3.78(s, SH) 7.08(t, J=8Hz, 2H), 7.24(d, J=8Hz, 2H), 7.69(dd, J=5Hz, 8Hz, 21).

MS(DCYNHg)m/e 585 (M+H)".

A€l 135

Eds ERdA-1-(N-WE-N-Z2Zopn| eyt R d W) -2-(4-w| 5 A 3 d)-4-(4 -l =2t ) ¥ S 2D -3-7F 544

T4 DMF(60mL) 52| vy
_‘ii H=(13.8g, 80mm
24eq)S H7)SH tfe

] H"’ HZZ 3

41=3 7} Ao A SAE 2] 10% oﬂ‘ﬁ]eg 4=
o1 Aol A6 o)l (1. 22g) 5 M F oo =IOl (1 86006
SERE Y

E 2, B2 1 (N-9 g -N-32 2 B ob ] e W &) -2 (4o 5 4] )4~ (4 - 2 F 2hd) 9] B 2] 9 -3-7H3 21 40

Al el 49A9] JH]E%E Ao 135ARNE 53 steE = diAlstar, Aajd 1 3 4990 719 WS A8k
A e Az

"H NMR(300MHz, CDCl)(&% 34 o] 4)8§7.59(1H, t, J=3Hz), 7.4-7.2(6H, m), 6.8(2H, d, J=8Hz), 4.03(1H, m),
3.94(1H, dd, J=8Hz, 3Hz), 3.77(3H, s), 3.61(1H, dd, J=8Hz, 73Hz), 3.42(1H, dd, J=11Hz, 5Hz), 3.40-2.90(5H, m),
2.82(2.81)(3H, s), 1.50(2H, 7541, J=THz), 0.82(0.75)(3H, t, J=7Hz). MS(DCI/NH,)m/e 451 (M+H)".

CyHoNoO5 AcOHO T3t 9 234
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ALEA] 2 C, 65,87; H, 6.71; N, 5.49.

2521 C, 66.04; H, 6.42; N, 5.60.

Edn ER@A-1-(N-HE-N-Z2Zdoln| =7t H I e)-2-(4-H EA H H)-4-(6 -l ZF et )9 E2| d-3-7H5 A4t
A

d o] gu=d S A ¢ 135ARNE F53 Wl Fh-6-7H g wsto] =2 Al skarA, A Alel 1 3 499 7]
=¥ Rl wet EA4 sHetES Axd

"H NMR(300MHz, CDCly)(&2F 3014 A)67.65(1H, bd), 7.60(1H, d, J=2Hz), 7.55(1H, d, J=8Hz), 7.35(3H, m),

6.85(2H, dd, J=8Hz, 3Hz), 6.75(1H, dd, J=3Hz, 2Hz), 3.83(2H, m), 3.79(3H, s), 3.60-3.0(7H, m), 2.91(2.83)(s,
3H), 1.51(2H, 741, J=THz), 0.83(0.78)(3H, t, J=7THz). MS(DCI/NH4)m/e 451 (M+H)".

CysHyoN,050.5H,00] thah 91434
71244+ C, 67.96; H, 6.80; N, 6.10.
A% :C, 67.90; H, 6.71; N, 6.07.
A A 137

EWdn Eda-1-(N-HE-N-Z2Fo}n =7t R I Ed)-2-(4-H F A Hd)-4-(6-H12-2,3-T] s} o] =2 F &} d)v] &2
H-3-7H 25t

AAel 136 0. 258 53 3tgtm o] Su4 2 238H(M] hple7} mh2=, AcOHT 9] Hy 4719hH= #A4) 3ta s 53

S

'H NMR(300MHz, CDCly)(4% 34 o] A67.49(7.47)(2H, d, J=8Hz), 7.19(1H, d, J=8Hz), 7.00(1H, m), 7.82(3H,

m), 5.40(1H, dd, J=11Hz, 7Hz), 4.58(2H, t, J=8Hz), 4.18(1H, m), 4.10(1H, m), 3.88(1H, m), 3.79(3H, s), 3.60(1H,
m), 3.35(1H, m), 3.19(2H, t, J=8Hz), 3.00(4H, m), 2.91(2.78)(s, 3H), 1.53(1.40)(2H, 7=, J=7THz), 0.88(0.78)(3H,

t, J=7Hz). MS(DCI/NH )m/e 453 (M+H)".
CyHgoNyO5 1.25TFAS] theh ¢ AR A

AR C, 57.53; H, 5.63; N, 4.71.

rg

E 92 E - 1-(NN-T - E o] b D] €) -2~ (4 - 54| o ) -4 - (4- i 2 F b ) 9] S 2] 9 -3- 71 2 4L
24 Hl % X

2N 49A9] ¥ ¥ 2

4 4] o] 8 W -4 -5)
8 RS St

»<sio|E R qqz]:s}z N-HE-N-Z 2 I H Z "ol Eolu =& N N-T]
! ol whet A :@H&%g Az 3k}

'H NMR(300MHz, CDCly)67.62(1H, d, J=3Hz), 7.39(1H, dt, J=8Hz, 2Hz), 7.34(3H, m), 7.26(1H, d, J=2Hz),

7.23(1H, d, J=8Hz), 6.84(2H, d, J=8Hz), 4.02(1H, ddd, J=8, 6Hz, 4Hz), 3.89(1H, d, J=9Hz) 3.79(3H, s), 3.67(1H,
dd, J=10Hz, 3Hz), 3.44(2H, m), 3.35-3.15(3H, m), 3.00(2H, m), 2.84(1H, d, J=14Hz), 1.43(3H, m), 1.23(3H, m),

1.08(2H, m), 0.87(3H, t, J=7Hz), 0.82(3H, t, J=7Hz). MS(DCI/NH;)m/e 507 (M+H)".
CaoHagNpO5l tet A2

AR 1 C, 71,12 H, 7.56; N, 5.53.

A% 1 C, 70.86; H, 7.45; N, 5.24.

A€l 139
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Eda ERdA-T-(NN-HFopn| 7t r I d)-2-(4-w| S A 3 ) -4-(4 -z ¢t ) v E 2 D -3-7H5 A2
o

AN o 49A9] HH|RES, 3-HEEHE 23 135 7
5-7}= g lo)| =2 ) A8} N- uﬂf—? ﬁi%l_ EEEOWE_OMEE N,N-t] F-EH & R oA Eolu]
h=]

_|_4

A, AR e 1B A A el 4990 7= E T

'H NMR(300MHz, CDCl4)67.64(1H, bd), 7.59(1H, d, J=2Hz), 7.43(2H, m), 7.33(2H, d, J=8Hz), 6.85(2H, d, J=8Hz),

6.73(1H, dd, J=3Hz, 1Hz), 3.82(1H, d, J=11Hz), 3.89(1H, d, J=9Hz) 3.79(3H, s), 3.53(1H, dd, J=10Hz, 3Hz),
3.44(2H, m), 3.30(1H, m), 3.20-2.95(5H, m), 2.82(1H, d, J=14Hz), 1.43(3H, m), 1.23(3H, m), 1.08(2H, m),

0.87(3H, t, J=THz), 0.82(3H, t, J=7Hz). MS(DCY/NH,)m/e 507 (M+H)".
CaoHagNo Ol thEh ¢laitAl:
AXFA 1 C, 7112 H, 7.56; N, 5.53.

5% C, 70.73; H, 7.45; N, 5.29.

A A4 140
Eds EdA-1-(NN-t] R oln| w7t B i e)-2-(4-H| EA H ) -4-(6-ANZFe ) v Z 2 P -3-7F =2 A AL
AAld 49A9] FH 2 S tﬁli%‘i 6-7FE A~ slo| =& = ﬂ Sl N-vg-N-Z 23 HgTolyEoln =5 NN-T]

El
[ e B it S s A e el R
Iy NMR(300MHz, CDC13)67.63(1H, bd), 7.59(1H, d, J=2Hz), 7.53(1H, d, J=8Hz), 7.36(3H, m), 6.85(2H, d, J=8H2z),

6.73(1H, dd, J=3Hz, 1Hz), 3.82(1H, d, J=11Hz), 3.89(1H, d, J=9Hz) 3.79(3H, s), 3.53(1H, dd, J=10Hz, 3Hz),
3.44(2H, m), 3.30(1H, m), 3.20-2.95(5H, m), 2.80(1H, d, J=14Hz), 1.43(3H, m), 1.23(3H, m), 1.08(2H, m),

0.87(3H, t, J=7Hz), 0.82(3H, t, J=7Hz). MS(DCI/NH,;)m/e 507 (M+ H)".
CyoHggN,05°0.75H,000 o g 1 224
AlREA] 1 C, 69.28: H, 7.65: N, 5.39.

A4 C,69.11; H, 7.33; N, 5.32.

E&ﬁfaﬁ* 1-(N,N-tF-dolr =7l R du &) -2-(4-H SA| H d)-4-(6-H1%-2,3-U]3}o| =2 F e )y S8 -3~
7

1=

tlo

AN 6] 140022 57 332 o] 4 F25Hen hplerh B2, AcCOHE 9] Hy 473D % R4 552
.

A %3k

'H NMR(300MHz, CDCl67.40(2H, d, J=8Hz), 7.16(1H, d, J=8Hz), 6.97(1H, dd, J=8Hz, 2Hz), 6.89(3H, m),
5.90(1H, bs) 4.57(2H, t, J=9Hz), 4.93(2H, m), 3.80(3H, s), 3.70-3.58(2H, m), 3.40(1H, m), 3.30-2.90(8H, m),
1.40(2H, m), 1.29(3H, m), 1.08(2H, m), 0.92(3H, t, J=7Hz), 0.82(3H, t, J=7Hz). MS(DCI/NH3)m/e 509 (M+ ISOR

CyoH,oNoO50.85TFACH th&k 9284 :

AlLEA] 2 C, 62.88; H, 6.80; N, 4.63.

A=A :C, 63.04; H, 6.66; N, 4.60.

AN ¢l 142

E W2 E @ 1-(N-1 G -N-Z 2 o} e 7hi d o] €)-2- (4= 5 4] ) ) -4-(5- Q1 ohed) 3] B2 1l -3-7h 22
A Ao 142A

QIEF-5-7}2 2 obe|sfo] =
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Olh-5-7tE Ao sto] =5 A Ad 52A9] 2 3-Uto] 2 MR F S Qsle] 7 &d A A, QS EEEAA
Azzth o A3 F53 4- L 5-7pE Ay slo] =] EtES a7 9f o] AAlstar, 6:12] olek-4-7}E v}
o= " Qlub-5-FlE A slo| = E3HE(3.46g, 23mmol)ol obd #(2.20g, 23mmol, leq)S H7Isit) 1 A¥E 45
g gNG olwlo] EIER HHF| NHIA|7|AL, o]S 129 oMNEUEHZTE AAASIAA WA n8EZA 5-9
UulS 53 A7) 4orl(2.65g)e Z(6mL)oll FEA] 7] a1, 4N sto| =23 28 U242 10mL) 2 A g gt} 7] &3
S 1A Sl A 7], A2 W§ZhA 7] AL, o H 2ol Y=t 7] 7] 98 MgSO, = AxA7]aL, o 33)al,
AFZo FF5ANNY, A7 ZAFES JF S7Fe] T4 A 24 Qek-5-713 22 d3lo] =(1.54g, 88%) S =5
21tk 0.9mmHgol A 1] 88-90C.

2 ¢ 142B

EW}x EdA-1-(N-HE-N-Z2dolu] =7l v e)-2-(4-v| E A H d)-4-(5-A )] &2 D -3-TFH-5-2 4
H 9

Ao 49A9] FH| ZFS QAek-5-FHE A~ slo| =2 t)A|slarA], AAld 1 9 499 7]%

=
A| %3k},

"H NMR (300MHz, CDCly)(z&@ 4ol A]) § 7.25-7.1 (5H, m), 6.78 (2H, d, J=8Hz), 3.89 (1H, d, J=8Hz), 3.75
(3H, s), 3.50-2.90 (6H, m), 2.88 (6H, t, J=6Hz), 2.82 (2.80)(3H, s), 2.04 (2H, t J=8Hz), 1.48 (2H, 7%, J=TH2),
0.83 (0.73)(3H, t, J=7Hz). MS (DCI/NH;) m/e 451 (M+H)", 473 (M+ Na)".

CyrHyyN,O,-2.5H,00] th 3t 91434

N

|2kx] 1 C, 65.44; H, 7.93; N, 5.65.

A =2 :C, 65.36; H, 7.45: N, 5.53.

A A e 143

Eds ERda-1-(N-HE-N-Z2Fo}n| =7t B I ) -2-(4- 5 A 9 D) -4-(6-A EH) 9 Ed-3-7H5 24k

AN e 4949 F 2S, F

& [#+Z%: Rapoport, J. Org. Chem. 51:5106(1986) ] 7] A% Wi o] A xH, A=-
6-7HE =g sto] =& t A sfaLA,

: | 714 %
AAlel 1249l 7| &8 el wheh A4 shetES Al

'H NMR (300MHz, CDCly)(4% 314 o] dA]) 6 8.43 (1H, brs), 7.57 (1H, d, J=8Hz), 7.43 (1H, s), 7.31 (2H, dd,

J=6Hz, 3Hz), 7.22 (1H, d, J=8Hz), 7.1 (1H, t, J=3Hz), 6.78 (2H, dd, J=6Hz, 3Hz), 6.45 (1H, m), 3.93 (1H, dd,
ZT=6H§,( 3Hz), 3.80 §1H, m), 3.73 (3H, s), 3.60-2.90 (6H, m), 2.86 (2.82)(3H, s), 1.47 (2H, 7F4l, J=7Hz), 0.83
0.73)(3H, t, J=7THz).

MS (DCI/NH,) m/e 450 (M+H)™.
CogHsqN50,°0.75H,000 vl 3 A
A%EA] : C, 67.44; H, 7.07; N, 9.07.
2521 C, 67.42; H, 7.09; N, 8.91.
Aol 144

ez BN E-N-Z2 g obr e bl D d)-2-(4-w S A 3 ) -4-@ 4 -1 E5 2 2o )9 E e 9 -3-7k
Ao 49 Qpﬂ}lﬁﬂig% 3a-tEFeri=dsto|mR tiastir, AAd 1 8499 7]zd el wheh x4 3}

'H NMR (300MHz, CDCly)(4% 35 ol dA]) 6§ 7.60-7.3 (4H, m), 7.13 (1H, q, J=9Hz), 6.90 (2H, d, J=8Hz), 3.90
(1H, m), 3.79 (3H, s), 3.60-2.95 (6H, m), 2.92 (2.78)(3H, s), 1.55 (2H, 74, J=7Hz), 0.88 (0.73)(3H, t, J=7THz).

MS (DCIYNH,) m/e 447 (M+H)".

CyyHygFoN,0,-1.80H,000 Tl et 2 5-4:
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AlLEA] 2 C, 60.19; H, 6.65; N, 5.865.

2521 C, 60.13; H, 6.34; N, 5.84.

AR ol 145

E Q2 B - 1-(N-9] 9 -N- 3 2 obv] 1 7h i d W ) -2- (4| 541 o D) -4- (50 D) 9] S ) -3 -74 240

A e 49A9) S ek M= ekestol £ Tl A S, el 1 L 490 71&E ol ke A B Az,

'H NMR (300MHz, CDCI DT 3] -l A) 6 7.563 (4H, d, J=6Hz), 7.40- 7 20 (3H, m), 6.88 (2H, d, J=8Hz), 3.90
(1H, m), 3.79 (3H, s), 3. 70 2.95 (8H, m), 2.90 (2.79)(3H, s), 1.50 (2H, 7% 41, J=7THz), 0.87 (0.72)(3H, t, J=7Hz).

MS (DCYNH,) m/e 411 (M+H)".
CyyHyoN,0,-2.00H, 00l th3h 91234
AA : C, 64.55; H, 7.67; N, 6.27.
A C, 64.37; H, 7.43; N, 6.29.

2 Ao 146

ERAEWDA-1-(N-HE-N-Z2Foln| =7l dr|e)-2-(4-H| EA 3 d)-4-(4-3}o]| =2 A9 ) ¥ E | g -3-7}2-24
A A 149A§} A 2dS 4-sto] =AMl 2 g sto| =2 A, AAld 1 9 499 7]sd ol wpet %A 33

'H NMR (300MHz, CDCl,-CD,0D)(4=% 3] % o]/dAl) 6 7.35 (2H, d, J=8Hz), 7.28 (2H, dd, J=7THz, 3Hz), 6.90 (2H,

dd, J=7Hz, 3Hz), 6.89 (2H, d, J=8Hz), 3.81 (3H, s), 3.65 (1H, d, J=8Hz), 3.70-3.00 (8H, m), 2.92 (2.83)(3H, s),
1.50 (2H, 7%, J=7Hz), 0.87 (0.77)(3H, t, J=7THz).

MS (DCYNH;) m/e 427 (M+H)".
CyuHyoN,O5-1.00H, 00l v 3F 91 347
AEA : C, 64.85; H, 7.26; N, 6.30.
A5 C, 64.82; H, 7.39; N, 6.46.
AAl el 147

EdAn EdA-1-(N-HE-N-Z2Zolv]| =7} R I d)-2-(4-v| SA| Hd)-4-(2,4-T v SA| ¥ D) 3] 2| A -3-7} 52
A A] o 49A-;4} v 2YS 2 4-UuESA M= slo] =2 thAstaA, AAld 1 2 499 7]&d Wol upe) A 33

'H NMR (300MHz, CDCl3-CD;0D) (&% 3ol dA]) 6§ 7.61 (1H, d, J=8Hz), 7.30 (2H, d, J=8H2z), 6.82 (2H, d,

J=8Hz), 6.55 (1H, d, J=8Hz), 6.45 (1H, d, J=3Hz), 3.90 (1H, m), 3.81 (3H, s), 3.79 (3H, s), 3.77 (3H, s), 3.70-2.90
(8H, m), 2.85 (3H, s), 1.50 (2H, 7541, J=7THz), 0.87 (0.77)(3H, t, J=7Hz).

MS (DCI/NHj) m/e 471 (M+H)".
CogHyyNyOy0.75H,000 vl 3 234

AAEA] : C, 64.51; H, 7.39; N, 5.79.
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521 C, 64.65; H, 7.07; N, 5.75.
A el 148

E}_E_jf%* 1-(NN-t "ot =7t d ') -2-(4-w| ZA] 9 D) -4 -(6-W %£-2,3-H dto| =22 d) v Z2 d -3~
7 =

Aol 49A°] YA RS S 2 3-vslo| m2 Ml FA-5-tEAddetol = ® giAetas, Al 1 4990 7]=d el

'H NMR (300MHz, CDCly) & 7.31 (2H, d, J=8Hz), 7.27 (1H, d, J=2Hz), 7.18 (1H, dd, J=7Hz, 3Hz), 6.86 (2H, d,

J=8Hz), 6.72 (1H, d, J=8Hz), 4.56 (2H, t, J=THz), 3.78 (3H, s), 3.62 (1H, m), 3.50-3.25 (4H, m), 3.17 (2H, t,
J=7H%), 3.15—2.90)(5H, m), 2.79 (1H, d, J=14Hz), 1.43 (3H, m), 1.26 (3H, m), 1.08 (2H, m), 0.87 (3H, t, J=7Hz),
0.81 (3H, t, J=7Hz).

MS (DCI/NH,) m/e 509 (M+H)".

CyoHyoN,05:0.25H,00°0 th3h 91347

AR 1 C, 70.22; H, 7.95; N, 5.46.

A% C, 70.21; H, 7.92; N, 5.36.

A A 149

Eds EA@A-1-(NN-t 2 Eoju] et v €)-2-(4 - HA A D) -4 ~(4-F| S A ol D) 7] Z2]| 9 -3-7H 5 2 4t

%/\1 of 49A¢] HHmdS 4-vEA =S slo]| = Ak, AAle] 1 B 499 7] Wl e} EA4 sehe S
A| Z 3

'H NMR (300MHz, CDCly) &6 7.38 (2H, d, J=8Hz), 7.30 (2H, d, J=8Hz), 6.87 (4H, dd, J=7Hz, 3Hz), 3.78 (3H, s),

3.76 (3H, s), 3.63 (1H, m), 3.50-3.20 (4H, m), 3.15-2.90 (5H, m), 2.78 (1H, d, J=14Hz), 1.43 (3H, m), 1.27 (3H,
m), 1.09 (2H, m), 0.87 (3H, t, J=7Hz), 0.81 (3H, t, J=7THz).

MS (DCI/NH;) m/e 497 (M+H)".
CyoH N Ogoll tHa A4

ALEA] 2 C, 70.13; H, 8.125 N, 5.64.

Bl B2 1-(N,N-T) - Eopi] e 7h I o] &) -2~ (45 54 o) ) -4(3,4-T) S5 23] )9 B 2] 0 -3-7} 2 21 4)

Aol 49A°] JH]E‘”” 34-vEFeml=ddsto| =z thA|stas, Aol 1 5 490 7)< d el wat A4 3}

=S AT

'H NMR (300MHz, CDCly) 6 7.35 (1H, m), 7.30 (2H, d, J=8Hz), 7.20-7.00 (2H, m), 6.87 (2H, d, J=8Hz), 3.78 (3H,

s), 3.79 (1H, m), 3.62 (1H, m), 3.50-3.30 (3H, m), 3.23 (1H, m), 3.15-2.90 (4H, m), 2.78 (1H, d, J=14Hz), 1.43
(2H, m), 1.27 (4H, m), 1.08 (2H, m), 0.85 (3H, t, J=7Hz), 0.80 (3H, t, J=7Hz).

MS (DCI/NH;) m/e 503 (M+H)".
CygHggN,0 4 TH 00l thak €144
A%EA = C, 64.60; H, 7.36; N, 5.38.

541 C, 64.59; H, 7.20; N, 5.35.
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Al 151

ul

A2 ERJA-1-(NN-H ot =7t I &) -2-(4 - S A 2 ) -4-(2,4 -t | FA 2 2) 9] Z 2 & -3-7H5 A AL

AAje] 49A9] dH RS 2 4-Hr|EA =g Hsto| == tiAlstaA, el 1 B 490 7]=d el whel w4 st

S ES
'H NMR (300MHz, CDCly) 6 7.37 (2H, d, J=8Hz), 7.20 (1H, d, J=8Hz), 6.92 (2H, d, J=8Hz), 6.60 (1H, d, J=3H2),
6.49 (1H, dd, J=6Hz, 2Hz), 5.35 (1H, d, J=8Hz), 4.20 (3H, m), 4.10 (3H, s), 3.83 (3H, s), 3.81 (3H, s), 3.75 (3H,

m), 3.)17 (2H, hep, J=7THz), 3.05 (2H, t, J=7THz), 1.30 (4H, m), 1.07 (4H, m), 0.87 (3H, t, J=7Hz), 0.80 (3H, t,
J=7H2z).

MS (DCIYNH,) m/e 527 (M+H)".

CaoHyoNoOg 1.30TFAC] T3t ¢ aiAl:

AAA] : C, 58.02; H, 6.47; N, 4.15.

A=A 1 C, 57.92; H, 6.43; N, 4.07.

A A e 152

Eds EW@A-1-(NN-T) 2 opn] w7t I e)-2-3d-4-(1,3-Z 0 &§&-5-9) 9 Z2| d-3-7} 52 4

A Aje] 49Bo] A old Wz ofAlElo] ER A8, AAld 1 H 490l 7] ol upet A 35hE S A=

'H NMR (300MHz, CDCly) & 7.50-7.25 (5H, m), 7.04 (1H, d, J=3H2), 6.87 (1H, dd, J=7Hz, 3Hz), 6.74 (1H, d,

J=8Hz), 5.94 (1H, d, J=4Hz), 5.92 (1H, d, J=4Hz), 3.85 (1H, d, J=8Hz), 3.64 (1H, m), 3.42 (3H, m), 3.27 (2H, m),
3.20—2.9)0 (5H, m); 2.81 (1H, d, J=14Hz), 1.43 (2H, m), 1.27 (4H, m), 1.05 (2H, m), 0.85 (3H, t, J=7Hz), 0.80 (3H,
t, J=7Hz).

MS (DCI/NH,) m/e 481 (M+H)".

CogHagNyOoll Tk ¢laitAl:

AlXEA 1 C, 69.98; H, 7.55; N, 5.83.

A% :C, 69.69: H, 7.63; N, 5.71.

Aol 153

Edz Eda-1-(NN-t) P dopr| et w v €)-2-9d -4-(5-1l 2-2,3-t] sto]| = 2 F 2h ) 9] Z 2] d -3-7H5 2 4

Ao 49Be) A& o e Wz opAElo] B Te) A A o 49A9] 9 RS 2 3-v]Sho] = R EF F-5-7HE 2ok
stol =2 tiAlstaral, Aol 1 R 499 758 ol whet A §FES AL

'H NMR (300MHz, CDCly) 6 7.53 (2H, m), 7.40 (4H, m), 7.13 (1H, dd, J=7Hz, 3H), 6.72 (1H, d, J=8Hz), 5.40 (1H,

d, J=10Hz), 4.56 (2H, t, J=8Hz), 4.18 (1H, d, J=14Hz), 4.07 (2H, m), 3.79 (2H, m), 3.48 (1H, d, J=14Hz), 3.35 (1H,
m), 3.28 (3H, m), 2.95 (2H, m), 1.47 (2H, m), 1.28 (4H, m), 1.10 (2H, m), 0.93 (3H, t, J=7Hz), 0.78 (3H, t, J=7Hz2).

MS (DCYNH,) m/e 479 (M+H)".
CygHygN,0, 1. 10TFAC] T3t a4
AEA :C, 62.04; H, 6.52; N, 6.52.

A4 C, 61.89; H, 6.44; N, 4.57.

A A e 154
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f,E%ﬂ I-(NN-fH-don w7t R d e e)-2-(4-t-F-EHd)-4-(5-W1%-2 3-tslo| = 2Fed)d E d-3-

"H NMR (300MHz, CDCl,) § 7.60-7.30 (6H, m), 6.90 (1H, m), 4.50 (2H, m), 3.95 (1H, m), 3.85-2.95 (11H, m),
JZZ%%SH d, J=14Hz), 1.58 (2H, m), 1.50 (7H, m), 1.41 (6H, s), 1.10 (2H, m), 1.00 (3H, t, J=7Hz), 0.90 (3H, t,
MS (DCI/NH;) m/e 535 (M+H)".

CyqHN,0,°0.25H,000 th 3 9 i-A]:

AlRFA 1 C, 73.50; H, 8.69; N, 5.19.

A% :C, 73.57: H, 8.58; N, 5.14.

A Al 155

Eds ERA-2-(NN-t o] et d v e)-2-(4-v 5A A d)-4-(4-2F 2 29 d)¥ 2| -3-7H5 A4t

AN 49A9] VA2 IS 4-FFe 2l =dhslo] =g tiAstA, AAld 1 2 499 71 W] el TA 8=

= 49
= A3

'H NMR (300MHz, CDCly) & 7.50 (1H, m), 7.42 (1H, dd, J=7Hz, 3Hz), 7.36 (2H, d, J=8Hz), 7.01 (3H, t, J=8Hz),

6.87 (1H, d, J=8Hz), 3.83 (1H, m), 3.8 (3H, s), 3.67 (1H, m), 3.47 (3H, m), 3.30-2.90 (5H, m), 2.82 (1H, d,
J=14Hz), 1.43 (2H, m), 1.28 (4H, m), 1.08 (2H, m), 0.90 (3H, t, J=7Hz), 0.82 (3H, t, J=7Hz).

MS (DCYNH,) m/e 485 (M+H)".
CygHaFN,O, ol thgh A4
AEA 2 C, 69.40; H, 7.70; N, 5.78.

A4 C, 69.03; H, 8.00; N, 5.74.

A2 156
E Q2 B2 1-(N N1 - oo e 7h i I o ©)-2~(3-F ) -4-(1,3-M 20 & % -5-9) %) £ ¥ -3-712 212}
49 495 A p-g2-y-FAZEA Lol 2 AASFRA, AN 1R 4990 A1 el e A AL

'H NMR (300MHz, CDCly) 6 7.41 (2H, m), 6.97 (1H, d, J=3Hz), 6.85 (1H, dd, J=7Hz, 3Hz), 6.72 (1H, d, J=8H2),

6.42 (1H, s), 5.94 (1H, d, J=4Hz), 5.92 (1H, d, J=4Hz), 3.90 (1H, m), 3.70-3.25 (5H, m), 3.20-2.90 (4H, m), 2.85
(1H, d, J=14Hz), 1.43 (2H, m), 1.40-1.05 (6H, m), 0.90 (6H, m).

MS (DCI/NH,) m/e 471 (M+H)™.
CogHzyNOpl T gk 2122343
A%k 2 C, 66.36; H, 7.28; N, 5.95.
A1 C, 66.09; H, 7.24; N, 5.87.
Al 157

B Q2 B 2 - (N N-E) = op o] e 7h i o ) -2(0) 4 2 2 3)-4-(1,3- 9 20) & & -5-2) 9] B 2] 37} 521 4)
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%Qroﬂ 49B9] A5 old o] aFE|HolAH o] ER thAStaLA, Ao 1 2 490 7]=d WRlol met 4 e Az

'H NMR (300MHz, CDCly) &6 6.85 (1H, d, J=2Hz), 6.76 (1H, dd, J=6Hz, 2Hz), 6.71 (1H, d, J=8Hz), 5.92 (2H, s),

3.75 (1H, d, J=14Hz), 3.66 (1H, q, J=7Hz), 3.42 (3H, m), 3.25 (3H, m), 3.11 (2H, m), 2.83 (1H, t, J=7Hz), 1.88
(1H, m), 1.55 (4H, m), 1.32 (4H, m), 0.92 (12H, m).

MS (DCI/NH,) m/e 447 (M+H)".
CysHagN,05:0.50H, 001 g 9 A
A%EA 2 C, 65.91; H, 8.63; N, 6.15.

254 1 C, 66.07; H, 8.10: N, 6.03.

Edx EdA-1-(NN-TFEoln w7lR d e &)-2-(4-t-F-EHd)-4-(1,3-H 20 S&E-5-A) T Z d-3-7} 5 A 4k
oA EH =S 24EAE slo] B [HE Krapcho et al., Org. Syn. 47:20(1967)1¢l 7] Al

° |
# o] o Al 4-t-4d WzolopA o 2 aiAlslaA, AAlel 1 2 490 A& Wl tel wAl S

'H NMR (300MHz, CDCly) & 7.32 (4H, d, J=3H2z), 7.04 (1H, d, J=2Hz), 6.87 (1H, dd, J=8Hz, 3Hz), 6.74 (1H, d,

J=9Hz), 5.94 (1H, d, J=4Hz), 5.92 (1H, d, J=4Hz), 3.77 (1H, d, J=14Hz), 3.65-3.25 (5H, m), 3.15-2.85 (4H, m),
2.73 (1H, d, J=14hz), 1.45 (2H, m), 1.29 (13H, s), 1.00 (2H, m), 0.86 (3H, t, J=7Hz), 0.76 (3H, t, J=7THz).

MS (DCY/NH;) m/e 537 (M+H)".
CypHyyNyOgoll Tl A4
AR C, 71.61; H, 8.26; N, 5.22.
A5 :C, 71.43; H, 8.09; N, 5.11.
Ao 159

=92 2 012 (N N-E1 87 )2 (4t ) 45122, 3] o] = 2 o) o] 216374

A 49BO] A& oY o] AFE|HolAE o] ER 131 AA|o 49A9] H | 2-g 2,3-T]sfo] =R Wl R F-5-TH A~
Stiletol = tAlat A, Al 1 9 490] 715 ¥ whd ol e} EA shet2-S Aot

'H NMR (300MHz, CDCly 6 7.30 (1H, s), 7.13 (1H, dd, J=7Hz, 2Hz), 6.82 (1H, d, J=8Hz), 4.68 (2H, t, J=8Hz),

4.48 (1, s), 3.19 (3H, m), 3.80 (3H, m), 3.48 (2H, m), 3.3 (5H, m), 2.41 (1H, m), 1.65 (4H, m), 1.44 (4H, m), 1.21
(3H, d, J=5Hz2), 1.17 (3H, d, J=5Hz), 1.05 (6H, m).

MS (DCIYNH,) m/e 445 (M+H)™.
CogHyoNo0, - 1.2TFAC] thah a4l
AZEA] 1 C, 58.67; H, 7.14; N, 4.82.
A% 1 C, 58.54; H, 7.25; N, 4.74.

2 Ale] 160

E%*,E%V\ I-(N,N-gF-doln =7t R I W &) -2-(QFE] -4 - EA| Ao F 2 A)-4-(1,3-HMF U & -5-9)3] &2
-3- 7]__@/\1/\]_
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A Al 160A

A(syn) R | (anti) ol E 4-v| S A o] S R A= oA H o] E

r
E

—4-v| EA|A}o] SR AL LB A AHS
H E}s ]’O]Ei‘l‘a‘(50mL)0ﬂ7\1 6/\]{}
.52g, 44.2mmol, 1.4%3¥)

Z

Og, 31.6mmol) ¥ 7}E dtjo]ut}=(6.15g, 37.9mmol, 1.2eq)<S 29
HJ??} 5/\] o, ¢ 3tnt 14 45#(3.01g, 31.6mmol) LIPS RS RN o]
Eg}sto] = ZE e (75mL)ol A 6 |

oY

Ej M

= >
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ftlo
o
>,
> >,
o
=2
>
=
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o
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N

sl A A A 0}04 T Q9 E
- E A Ao] FRANA B-AE o ~H 2(1.07g)S F5 3o}

20000 [ r&uxaioir,
[~ Sy =, Ol clofit |
s > 2 N

A Ao 160B

EWs ERA-1-(NN-UF ol 7R I €)-2-(QHE]| -4 -H| F A Afo] S 2 8 ) -4-(1,3- Ml 2] & & -5-U) 9] Z]
o -3-7HE A

S AAle 160AZF-H 53 ¢ty shtE=2 tiAlstaA, Al 1 2 4990 7<% Wl we) 14 3

'H NMR (300MHz, CDCly) &6 6.84 (1H, d, J=2Hz), 6.76 (1H, dd, J=7Hz, 2Hz), 6.61 (1H, d, J=8Hz), 5.92 (2H, s),

3.69 (2H, m), 3.50-3.27 (5H, m), 3.26 (3H, s), 3.25-3.00 (3H, m), 2.88 (1H, m), 1.95 (2H, m), 1.62 (7H, m), 1.33
(9H, m), 0.97 (3H, t, J=THz), 0.92 (3H, t, J=7THz).

MS (DCI/NH,) m/e 517 (M+H)".
CygH 4 N,O4:0.50H,000 th & 9 232
A%k 2 C, 66.26; H, 8.63; N, 5.33.

A4 C, 66.27; H, 8.50; N, 5.13.

E%Hi E%H* I-(NN-t - dopn| =7k dud)-2-(Al -4 - S A ALo] S 28 4)-4-(1,3-Hl 21 &E&-5-) v Z 2 -
4% A 160AZ 5B =53 A1-3tgt2 = thAlshara], AAlel 1 3 499 7]<=¥ el ute} 4] 35

'H NMR (300MHz, CDCly) & 6.84 (1H, d, J=2Hz), 6.77 (1H, dd, J=6Hz, 2Hz), 6.61 (1H, d, J=8Hz), 5.92 (2H, s),

3.65 (2H, m), 3.42 (2H, m), 3.32 (3H, s), 3.30-3.00 (6H, m), 2.82 (1H, m), 2.10 (2H, m), 1.83 (2H, m), 1.52 (6H,
m), 1.33 (4H, m), 1.20-1.00 (4H, m), 0.96 (3H, t, J=7Hz), 0.91 (3H, t, J=THz).

MS (DCI/NHj) m/e 517 (M+H)".

CogHyyNoOg:0.30H,000 thh 91234

Al4EA] 1 C, 66.72; H, 8.61; N, 5.37.

A =3 1 C, 66.76; H, 8.65: N, 5.28

A Ald 162

EWs EWdAa-1-(NN- ol ezt n I e)-2 4-t)(5-Ml%-2,3-t] s}o] =2 3Fhd) v Z8 d -3-7H5 4 4t
A 162A

5ol M El-2,3-T) 8} o] =2 i 2 ¢k
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He i S =2ete] =(30mL) £ obAE SZeo]=(1.64mL, 23.0mmol, 1.33% §NS 5T mwke] 22 f4
A, o] 3ol 8} A2 (2.49mL, 21.3mmol, 1.2 %) S H7Fetch 7] §HS 1583 0Tl A aukslal A, &
L5 8T wytoz §A&HA, wed F2eo]=(5mlL) 52 2,3-03to| =2F(2.00mL, 17.7mmol) &S 47}
TF 371 SEA A golg 112 5o 27C ol A auRbakar vbA WS 50mLell Wt A7) vhES 307t F7FE ulvkalal,
%71 = Bt 7] 52 B A SHNYUEFOR A Hsla, GAUEFO R HEA7|AL, o 3}stal, 3Hstl
A X = i
=3

(e} 555 150¢ Aol 2] X 4 ol 189 ol ofelo
A

E 2, B - 1-(N,N-t) P & obo e 7h i d ] €)-2,4- ) (5- %2, 3T s o] = 2 F b)) B2l 1 -3-7H3 402

AAle] 49BO] A5 AA| o] 162ARF-E 53 3leh= =2 Te]al Ao 49A9] Y-S 2 3-tdto| ==l =¥ -5-
FHE ot iEto| =2 thAlstaA, Ao 1 9 490 7] Wl whel %4 3§88 Al 23

'H NMR (300MHz, CDCly) 6 7.43 (1H, s), 7.38 (1H, s), 7.06 (2H, m), 6.75 (1H, d, J=6Hz), 6.70 (1H, d, J=6Hz),
5.40 (1H, d, J=9Hz), 4.58 (4H, q, J=7Hz), 4.16 (1H, d, J=14Hz), 4.09 (2H, m), 3.82 (2H, m), 3.57 (1H, d, J=14Hz),

3.38 (1H, m), 3.30-3.05 (6H, m), 2.95 (2H, q, J=6Hz), 1.50 (2H, m), 1.30 (4H, m), 1.15 (2H, m), 0.94 (3H, t,
J=THz), 0.83 (3H, t, J=7Hz).

MS (DCYNH;) m/e 521 (M+H)".
CyyHyoN,O5 1.25TFAC] T3 a4
AA : C, 60.67; H, 6.27; N, 4.22.
A% C, 60.49; H, 6.18; N, 4.13.
Ao 163

%E‘ﬂi,‘é H2-1-(NN-t] ot e 7 I ue)-2-(3-F4)-4-(5-W%-2,3-t gto| =2 F et )] E8| I -3-7+ 54

QA

'H NMR (300MHz, CDCly) & 7.42 (1H, m), 7.38 (1H, m), 7.38 (1H, s), 7.16 (1H, dd, J=7Hz, 3Hz), 6.70 (1H, d,

J=8Hz), 6.41 (1H, m), 4.57 (2H, t, J=THz), 3.95 (1H, d, J=8Hz), 3.63 (1H, m), 3.55 (1H, d, J=14), 3.50-3.25 (4H,
m), 3.18 (2H, t, J=6Hz), 3.15-2.95 (3H, m), 2.87 (1H, d, J=14Hz), 1.45 (4H, m), 1.35-1.10 (4H, m), 0.85 (6H, m).

MS (DCY/NH;) m/e 469 (M+H)".
CyrHggN,05:0.25H,00] & 914
AXFA] 2 C, 68.55; H, 7.78; N, 5.92.
254 :C, 68.62; H, 7.68; N, 5.82.

A e

164
B Q2 B 92 1-(N N 2 - op o e 7h i o ) -2 -(4- W] H A3 W) -4-(3- -5 9 29 )9 £ 2] 1l-3-71 521

AN o 49A9] HF 2 FS 3-ZF 0 2T ~okEElo] =R g A el AAld 1 = 490 7]4E W] ue} %A
stES Az

'H NMR (300MHz, CDCly) 6 7.30 (2H, d, J=8Hz), 7.22 (2H, m), 6.91 (1H, m), 6.86 (2H, d, J=8Hz), 3.79 (1H, m),

3.78 (3H, s), 3.68 (1H, m), 3.55-3.37 (3H, m), 3.29 (1H, m), 3.15-2.90 (5H, m), 2.78 (1H, d, J=14Hz), 1.43 (2H,
m), 1.25 (4H, m), 1.07 (2H, m), 0.87 (3H, t, J=7Hz), 0.80 (3H, t, J=7Hz).

MS (DCI/NH;) m/e 485 (M+H)".
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CogHy,FN,0,-0.25H,000 th 3k 91234

Al4EA] 1 C, 68.76; H, 7.73; N, 5.73.

A =3 :C, 68.87; H, 7.69; N, 5.67.

2 A ¢l 165

Eds EWA-1-(NN-gFEopn| 7l n d &) -2-(4-v| S A 3 L) -4-(3-9 2| D)3 E& -3 -7} 52 4t

A7 2~dste] =2 tiAstaiA], e 1 9 499 7]sH W] wel xA] 35HE

I D} g ia s A Bourguignon, et al.. Can. J. Chem., 63:2354(1985) o] 7] 215l wdel o4 A
=%

'H NMR (300MHz, CDCly) & 8.82 (1H, bs); 8.73 (1H, bd, J=9Hz), 8.62 (1H, bd, J=7Hz), 7.78 (1H, bdd, J=9Hz,

3Hz), 7.38 (2H, d, J=10Hz), 6.90 (2H, d, J=10Hz), 4.39 (1H, d, J=12H2), 3.95 (1H, m), 3.80 (3H, s), 3.79 (1H, m),
3.68 (1H, d, J=18Hz), 3.50-3.50 (3H, m), 3.25-2.90 (6H, m), 1.47 (2H, m), 1.31 (4H, m), 1.20 (2H, m), 0.92 (3H,
t, J=7Hz), 0.83 (3H, t, J=7Hz2).

MS (DCI/NH,) m/e 468 (M+H)".
CyHg7N50, 1.65TFAS] t gk 9 A4
A%k 2 C, 55.50; H, 5.94; N, 6.41.

541 C, 55.53; H, 5.90; N, 6.27.

A el 166
f}f&l* Ed2-1-(NN-H R ot d v 9)-2-(2- 2 F 2 29 9)-4-(1 3- 2t SE-5-)9 22 d-3-7} 54
Ao 49BO] A5 old 2-FF Rz Ao H o] ER Ak, Aol 1 R 499l 7]z el whel 4] S

= 49
& Az

'H NMR (300MHz, CDCly) 8 7.52 (1H, dt, J=7Hz, 3Hz), 7.25 (1H, m), 7.13 (1H, dt, J=7Hz, 3Hz), 7.02 (2H, m), 6.88

(1H, dd, J=7Hz, 3Hz), 6.73 (1H, d, J=8Hz), 5.93 (1H, d, J=4Hz), 5.92 (1H, d, J=4Hz), 4.25 (1H, d, J=9Hz), 3.68
(1H, m), 3.42 (3H, m), 3.39 (1H, m), 3.20-2.95 (4H, m), 2.91 (1H, d, J=14Hz), 1.45 (3H, m), 1.26 (3H, m), 1.08
(2H, m), 0.87 (3H, t, J=7Hz), 0.81 (3H, t, J=7THz).

MS (DCIYNH,) m/e 499 (M+H)™.
CygHgsFN,05-0.25H,00] theh o A4
A%EA :C, 66.85: H, 7.11; N, 5.57.
2% :C, 66.51: H, 6.67; N, 5.18.
2l 167

25, B 2= 1= (N N-0) 7 8oho] 1e7b i I B) -2 (3-F -9 251 9)-4-(1, 3- W2 0] 4 -5-2) %) B2 9 -3-714 2

A
I
=

< o€ 3-

rulm

Z ozl YolAHo|ER thA|staLA], AAlo 1 & 49¢] 71&d ES AFESte] £4 3}

mlog
S
©
9]
lo

'H NMR (300MHz, CDCly) & 7.38 (1H, m), 7.18 (1H, d, J=7Hz), 7.15 (1H, m), 7.00 (1H, d, J=2Hz), 6.95 (1H, m),

6.86 (1H, dd, J=7Hz, 2Hz), 6.75 (1H, d, J=8Hz), 5.93 (1H, d, J=4Hz), 5.92 (1H, d, J=4Hz), 3.94 (1H, d, J=14Hz2),
3.63 (1H, m), 3.42 (3H, m), 3.35-2.95 (5H, m), 2.87 (1H, d, J=14Hz), 1.44 (3H, m), 1.27 (3H, m), 1.10 (2H, m),
0.88 (3H, t, J=7Hz), 0.81 (3H, t, J=7Hz).
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:C, 67.45; H, 7.08; N, 5.62.
:C, 67.32; H, 7.05; N, 5.40.

]
]

Al 168

s

=
-

A
Edx ERdA-1-4-NN-t]Fdolr =5 d)-2-(4 - FA] 3 d)-4-(1,3-

MS (DCI/NH,) m/e 499 (M+H)™.
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176 ER 2 ER=-2-(4-w EA #H)-4-(1,3-NFH5E-5-9)-1-(a-

172 Ed A EAN2-2-4-HEA HE)-4-(1,3-A %] SE&-5-9)-1-(1-9&
173 ENAR ERNA-2-4-HEAHE)-4-(1,3-F0E&-5-d)-1-(d<d

Al 1,4,5,7, 8 29 % WS 100 7]E&H WHS ALE

170 ER = ERA-2-(4-H 5 A7 d)-4-(1,3-
171 ER ERA-2-(4-H 5 A7 d)-4-(1,3-
174 ER = ERA-2-(4-H 5 A7 d)-4-(1,3-

(e 7R v E)-5]
175 EAd A E@a-2-(4-v 5 A 1 E)-4-(1,3-

(

A A 170-266

hyA
hyA



(Z2Bobr) wrh i )Ml A)-] S ¥l-3-7H5 24k

177 ERNR EN2-2-4-MEA A LD)-4-(1,3-Z 0 &E-5-U)-1-(H] 2=-

) A}

(Z2Bokr) sk n D) e)-3] & 9-3-7134

1

178 ER A EWNA-2-4-HEA A H)-4-(1,3-MFEHZE&-5-9)-1-(2-

(Zzgopr 7R ) ’)-9] & d-3-7H54 1k

>

179 Ed A ER2-2-U-w5A) ) D)-4-(1,3- M2 &E-5-U)-1-(2 22

obv] 1 £ W] 8)-5) Sl Wl -3-7H AL

180 EdH~ E
ol &) E2d-3-7H5

181 ERAA EWA-2-(4-HE

>
r

)

W )-3 % 2] 9 -3-7H5 A 4L

182 EdA EWMA-2-(4-1

-3 22 9-3-7h 24k

WA-2-(4-WEA A E)-4-(1,3-HFx]2E&-5-2)-1-(2-

A ) -4-(1,3- 0 6] S &-5-2)-1-(A ek =

EAHE)-4-(1,3- M2 & E-5-2)-1-(N = U7

183 ENA ERA-2-(4-m5A HH)-4-(1,3- W12 &E-5-9)-1-(F4)-

&8 d-3-7h5 A4k

184 EWH A ER=-2-(4-w EA #D)-4-(1,3- M2t 5E-5-9)-1-(2-

o A1)~ 9] S 1-3-7H 224k

185 EAdA EWMA-2-(4-1

g7 g)-3] S W -3-7h A4k

186 EA;A EWMA-2-(4-1

oL A )~ £ 2] §1-3-7h 2 A4k,

187 EdRA ERA-2-(4-7)
7 d)-9] & d-3-7H5d 5

188 ERA EWRA-2-(4-H =

ofv] seof /)~ 29 1 -3-7h % A4k

EA9d)-4-(1,3-

EAHAY)-4-(1,3- %0 L4 -5-9)-1-(ZZZ A

EAHY)-4-(1,3-HF0LE-5-2)-1-(HAd

Hzt&E-5-U)-1-(ebd el d

AHd)-4-(1,3-M2H 5E-5-U)-1-(2-°Ad

il

189 EAdNA ENA-2-(4-WEAHE)-4-(1,3-H %] LE&-5-9)-1-(2-7 A

o &)-3] &2 ¥l -3-7H 42k,

190 EE ERA-2-(4-H 5 A H9)-4-(1,3-Hl 2t SE-5-9)-1-(2-¥ %

oS Akl vl ) -5 £ 2] 1l -3-7h 2 A4k,

191 EAA EWNA-2-(4-W|EA A E)-4-(1,3-H %)L E-5-9)-1-(2-H EZ

spol = 2 Fehd vl E)-v] Sel9-3-71 24

] A};

AN
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mb

192 ER X ERA-2-(4-HF| 529 D)-4-(1,3-HMF &&E-5-9)-1-(2-22F

opr| =7t R d ot e )o Bl d) -y Z 2 9 -3-7H5 24k

ik

193 EAx ERA-2-(4-W EA HH)-4-(1,3-ZH&E&E-5-Y)-1-(2- 227
ofu] =7k r dolu| ) ol |) -3 Ee] Y -3-7H5 Ak

194 ER ERA-2-(4-w| EA HY)-4-(1,3- 20 5E-5-9)-1-(3-F4&
A n-1-0d)-¥] E2 W -3-7HE 4k

195 EdH A ER-2-(2 4-HEA T E)-4-(1,3- N2 &E-5-Y)-1-
(ZEgotn| eyt v e)-3 E2 1 -3-7H5 24k

196 EA= ER2-2-Q2-FFE A -4-H S5 A 3 d)-4-(1,3- 2t §E-5-)-
1-(Z2Folv w7t n I e)-v] Z2d-3-7F54 2k

197 ERs ERA-2-2-opn| 7R d 4w F A H d)-4-(1,3- M =] &4 -5-
D-1-(Z2Fopn eyt R g d)-3 &2 b -3-7H5 24k

198 B a2, B 22 (2| e Eobu] m—d v 5 A o D) -4 ~(1,3-W % T) § &

~5-9)-1-(Z 2o} w7k | &)~ 5] £ 2 1 -3-7h 5 A4k
199 EWHA EWA-2-(2-op| bR I H| S A -4 -H| 5 A 7 d)-4-(1,3-H =

H8&-5-9)-1-(Z 2P b b u v €)-3] S Wl-3-7h 5222,

200 EWN R EWAL-2-2-H|EA A EA-4-H| EA]HD)-4-(1,3-H1 %] &-5-
Ad)-1-(Z2Foln| =7t R I e)-3] & 2| d-3-7H5 A AH
201 ERNR EWAL-2-2-FIEA W EA]-4-H| EA]HD)-4-(1,3-H1 %20 &&-5-

AD-1-(Z2FDopn st d v d)-v] E 2|1 -3-7} 3 24k

202 EWRA EWNA-2-(4-HEA -2-H EZE L EA Hd)-4-(1,3-HF%
U&&-5-d)-1-(Z2Fopv w7t due)-1 F2]d-3-7h5 42k

203 EANAR ERA-2-(2-LH A -4-HEA A D)-4-(1,3-W 2] &&-5-
d)-1-(ZRFetn et dve) -9 e 9 -3-7Hr 24k

204 ENE EA A 2 4-R 2G-S A D) -1-(Z 2ot w7t R d W ") -
¥ &8 9-3-7k5 A4

205 EAA Ed 2 4-012(1,3- M2 &E-5-Y) (22 ol =7t Y
we)-9] E2d-3-7H5 24k

206 ERA EWN-2-(A-HFA 9 H)-4-(1,3- =] $&-5-U)-1-(N-H| &
-N-Zagopr mrtr v d)- E e d-3-7F5 44

207 ERA EWRNA-2-(4-wEA Hd)-4-(1,3-H 2] S%-5-2)-1-(N-H| &



-N-Fdopr et R due) -9 Z 2 d -3- 7 A4k

208 ER A E-2-(4- S5 A #H)-4-(1,3- 20 &-5-U)-1-(N-"| &

-N-(4-v 5 A A D)o w7t I &) -3 E2] el -3- 715 A 4k

209 ER A Ed-2-(A-F5 A #H)-4-(1,3- 2] &&-5-U)-1-(N-" &

-N-gldopr 7t i d) -9 &2 d-3-7F5 A4k

210 ERA ERA-2-(A-HFA 9 d)-4-(1,3- =] &-5-U)-1-(N-H &
N-2olu| =7t doje)-3] Z 8 d -3-7}5 2

211 ERA ERA-2-A-HEA 9 d)-4-(1,3- =] &-5-U)-1-(N-H &

~N-(n-5-8)ohv] =7t I e)-v] &2 9 -3-7h 52

212 ERA EW-2-(A-WF5A 9 d)-4-(1,3- 2] &&E-5-U)-1-(N-"| &

-N-o|aF-gotr 7t I e)-9] F 2| d-3-7H5 A4k

213 EWR A E-2-(A-HF5A 9 H)-4-(1,3- 2] &&E-5-U)-1-(N-"| &

-N-Apo] S 23l oln] 7t i d v e) -] F 2 -3-7F5 A 4H

214 ERA EW-2-(A-HF5A 9 H)-4-(1,3- =] $&-5-U)-1-(N-H| &

“N-@2-¥l 5 A el &)obn] w7t 1 d)-3] F8 b -3-7} 522

215 ERA EWA-2-(A-HF5A 9 d)-4-(1,3- =] $&-5-U)-1-(N-H| &

~N-§-E Ao Holn]| .7k 1 d) -3 E2] d -3-7H5 A 2k

216 ERA ER2-2-(1,3- W2 5E5-5-9)-4-(4-H5A 7 d)-1-(N-# &

-N-Zegojn| =7t W v e)-9] 2 d-3-7F5 A4t

217 ERA EW-2-(A-HF5A # ) -4-(1 4- 2] &E-6-U)-1-(N-W &

-N-Z g gopn| w7t i dHd)-3] Z 2 d-3-7F5 A4

218 ERA ERNA-2-(4-HFA 9 d)-4-(1,3- =] &-5-U)-1-(N-H &

-N-ol Az 2ot w7t i d | e) -3 F 2| U -3-7H3 A2k

219 EWA EWA-2-(4-vEA Hd)-4-(1,3-H1 =] =

iU

-5-2)-1-(N-H &

~N-o Fopv] we7h i v 8)- 3 8 2] W -3- 742841 4

by

220 Ed A EAWNA-2-(4-HEAHY)-4-(1,3-HZT]L<%&-5-9)-1-(N-H &
-N-(I-vgd 2 23d)oln| w7t B I W e)-3] 52| -3-7H5 A AH

221 ER: ERA-2-(4-mF5 A9 D)-4-(1,3-%H 5

by

-5-)-1-(N-" &
-N-#doln| =7t B v e)-3] &2 ¥ -3-7} 52 A
222 EWN ENA-2-(4-"EAHL)-4-(1,3-¥1Z]-= -)-1-(1-(N-

WS -N-22 2 Wo}u] b ) ol ©) -3 £ W -3-7h 5 A4k

ol
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223 ERA EJAA-2-(4-vF5 A HE)-4-(1,3-HxH5E-5-

o & -N- 322 Fohr) 7k v ) W) -] £ 9 -3-7H 34k

224 EWRA EWA-2-(4-vEAHD)-4-(1,3-H =] =

mb

-5-
“N-Z g opr] Tk R ) ) - v E e © -3 -7k A4k

225 EWRA EJR2-2-(4-HS5A 9 ) -4-(1,3-HxH 5&-
-N-F-gojn| wghn )-8 9 -3-7H 524

226 ER2 ER2-2-(4-HFHA A D)-4-(1,3-H 205
“N-(4-H 5 A A D) obr] w7k 8 ) -3-9) £2] D -3- 71 54k
227 ER 2 E@a-2-(4-m S A 9 D) -4-(1,3- M 20 &&-5-
~N-# dobr) w7 ) -] £ 2] 9 -3- 71524k

228 EW A EWA-2-(4-vEAHd)-4-(1,3-H =] =

mb

-5-
-N-don] eyt e e) -9 8 d-3-7H 24k

229 ERA EJ2-2-(4-w S5 A #E)-4-(1,3- M2 &E-5-
-N-o|aidoln| w7t d v E)- &2 1 -3-7} 543k

230 EWA EWA-2-(4-vEA HD)-4-(1,3-H =] =

iU

5
-N-Ato] 2 2l dotn] eyt i v ) -3 2] g -3-74 542k
231 ENA ERA-2-(4-v| S A9 d)-4-(1,3- =0 5E-5-
-N-vlEA o opr] ek i d) -9 &2 d-3-7H5 A 4k

232 ENA ENA-2-(4-v| 5 A0 d)-4-(1,3- M= 5E-5-
-N-F-EA o gotn 7k d)-3) 22 J-3-7H5 2 4h

233 Ed s ER2-2-(1,3- 120 §&-5-9)-4-(4-v| S A] 5]
~N-Z 2o w7 d v e) - Z 2| b -3-7h5 4k

234 ERX ERA-2-(4-vSA Hd)-4-(1,4-2H 52 -6-
~N-Z 2o w7 v e) - Z 2| b -3-7h5 A 4k

235 E A EAA-2-(4-v| S A 0 d)-4-(1,3- Ml =T 5E-5-
-N-ojaZ 2 gopr] et d W e)-9] E 2 -3-7} 52
236 Ed Edl-2-(4-m 5 A A d)-4-(1,3- 2= T] S &-5-
telgopr 7k i d v e)-3] Z 29 -3-7H5 A2
237 ERMA ENA-2-(4-v 5 A9 D)-4-(1,3-H =T &
-N-(1-dg Zzgd)obv] =7t R dud) -9 2] b -3-7F5 A 4%

238 EWA EWA-2-(4-vEA Hd)-4-(1,3-H1 =] =
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-N-#doln =7t I e)-3] &2 d-3-7H5 A 2
239 EWA EWA-2-(4-vESA|HD)-4-(1,3-MFZ]=%-5-9)-1-(1-(N-
ol d-N-d| ol =71 ) &)-3] 2] d -3-7}5 2 4

240 ER 2 ERA-2-(4-mF5 A9 d)-4-(1,3-A%H 5

by

-5-¢)-1-(a-(N-

o & -N-s do}n| =7t B d)wl )3 S8 1 -3-7H5 Ak

241 ERA EW-2-(A-HF5 A #H)-4-(1,3- =] &-5-U)-1-(N-H &

-N-o] &R gobn) wrbn v €)-9) E 2] ¥l -3-7}8 22k

242 ERA EW-2-(A-HF5A 9 H)-4-(1,3- M F0] $&-5-U)-1-(N-H| &

-N-Ato] ZF 28 Hojn] w7t R v d) -3 &2 d-3-7} 5 A4k

243 EWR A EW-2-(4-HF5A 9 H)-4-(1,3- =] &E-5-U)-1-(N,N-

Oz gotn| eyt v e)-v Ee 9 -3-7H5 44k

244 ERNA ER-2-(4-HFA HD)-4-(1,3- 1= &&-5-U)-1-(c] A5d
SAleE)-3 E8 b -3~ 24k

245 ERX EW-2-(4-HFA A D)-4-(1,3- W20 &&-5-)-1-(F&

A2 d)-3 2 D-3-71 542k

246 EAN= ER2-2-(4-HFA HD)-4-(1,3-91 20 FE-5-)-1-(°] &

2 AN T Dobn] o 8)-3] F o] 9-3-7H2 42,

247 ERNA EWNA-2-(4-vSA|HD)-4-(1,3-MNFZH L& -5-)-1-( 5]

e 7h g E)-3) B el 9 -3-7h A4k

248 EU A EANA-2-(4-HEAHY)-4-(1,3- X0 L<&-5-9)-1-(2-9 €

FEEHE)-9 Eed-3-7H5 Ak

249 ERA EWN-2-(A-HF5A 9 H)-4-(1,3- =] $&-5-U)-1-(N-H| &
-N-(3,4-tHEA ) obn w7t B dw g) -3 &2 d-3-7H5 24k

250 ERNA EWA-2-4-vEA HY)-4-(1,3-0 2 &E-5-29)-1-[(IR)-1-
(N-Hg-N-Z2 Joln| w7t )R -9 Se W -3-7h5 24k

251 ERA EWA-2-4-vEAHY)-4-(1,3-0 20 &&E-5-2)-1-[(1S)-1-
(N -#lgd-N-Z 2 Fo}n] =7t ) F- g -7 F 2] d-3-7H5 22k

252 EWRA ERA-2-(U-HEA HE)-4-(1,3- N2 FE-5-U)-1-(3-0] &2
2IANZI)-vFd -3-7H5A4k

253 EWNA EWN-2-(4-WEA HD)-4-(1,3-HZT&E-5-Y)-1-(5-H L ¥
)-8 | -3-74 524
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2564 ER A~ EN-2-(4-HF5 A #d)-4-(1,3- 2] S&-5-U)-1-(5-" & -

2-3A) -3 &2 d-3-7H5 A4k

255 EWR A Ed-2-(4-5A 9 E)-4-(1,3- 2] &E-5-9)-1-(5-vE

—4-8Ad) -9 2 d-3-7H5 A4

256 ER= Ef2-2-(4- S5 A #E)-4-(1,3- M2 S$E&-5-9)-1-(3,5-

HE-2-3 A d) -9 E2 d-3-7F5 A0k

257 ERNA ERNA-2-(4-HEA #HH)-4-(1,3- 2t $E-5-9)-1-(2-(N-

g -N-o] & F-g Hol] ) o &) -3 2] d-3-7FH5 A4k

258 E A Ed~-2-(4- S5 A #d)-4-(1,3- 2] &&E-5-U)-1-(N-" &

-N-(2,2-vvd 2= )] 7t B I e) -3 &2 d -3-7H5 24k

259 Ed A Ed-2-(4- S5 A #d)-4-(1,3- 2] &&-5-U)-1-(N-° &
-S-eotr gt i AW e) -] F 2 d -3- 75 A4t

260 ERN~ ERNA-2-(4-HEA HH)-4-(1,3-Wl x| % -d)-1-(N-#1¢&

-N-#lZopn| 7B d | e)-3] &8 d-3-7H5 A4k

261 ERA EAA-2-4-HEA B E)-4-G5-hd)-1-(N-H & -N-Z2 g

obr] gk v e) -5 Z 2 Y -3- 7524k

262 EN ERNA-2-(4-HEAHH)-4-(2,3-Hslo]| =2l 2 -5-Y)-

1-(N-vl&-N-2Z 2 Jo}n| w7t v v g)-3) Z2|d -3-7H5 2 4F

263 EWNA ERA-2-(4-wE5AHD)-4-(1-#EAE-5-¢)-1-(N-H & -N-

R gon kR I e)-3 e d-3-7 524t

264 ERA EWA-2-4-EA D) -4-2-ZE)-1-(N-&-N-Z2 g

obr] gk v e) -5 Z 2 Y -3- 7524k

265 EWRA ER-2-(4-HFA 3 d)-4-(1,2- W HA -4 -5 D) - 1-(N-H & -

N-Zzgopn| =7t e d)-9] &2 d-3-7}5 440

266 EN ERNA-2-(4-HEA A H)-4-(1-HEFA -3-9D)-1-(N-H| FA]| -N-

R gon kR I e)-3 e d-3-71 524t

Aol 267-288

Al 1R R4 20 71z d ol wel o] sHgES Al 5 o

267 EdWXEEWNA-3-(4-wEAHD)-5-(1,3-HMFT5E-5-9)-1-(Z 2 Fo}u| e

A

olrt
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e 7h v E)-3) ) 2] -4 -7} 5

268 2 E W 2-3-(4- 5 A 9 D)-5-(1,3-M 2 0] § 4e-5-2)~ 1 -(ohv] w7 o] €)1 ) 2] W -4 - 7H3 43,
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269 B2 E @l 2-3-(4- 5 A A D)-5-(1, 3- M2 G 6-5-2)-1-(4-FF 2 2 WD)~ o 2] -4 -7} %22,
270 B2 E W 2-3-(4-H 5 A A D)-5-(1,3-M 2T G 4-5-2)-1-(2-0] HA] o &)~ sl 2] -4 -7 2 4L,
271 Bl B 2-3-(4-T] 5 A 9 D)-5-(1, 3- M £ 0] & %-5-91)- 1 -(2- L2 EA] o )~ s 2] -4 -7} 22 41

272 Ed2 ER2-3-(4-mF5A9E)-5-(1,3-FH&E-5-d)-1-[2-C-F F A FADel & | -9 H 2] -4 - 754

l_y

273 EN= ER2-3-(4-HFA H9D)-5-(1,3-91 2T &E-5-)-1-[2-2-9 D)l & | -9 o Z D -4 -TH7 24T,

274 EWR A EWA-3-(4-vEAHD)-5-(1,3- M2 &E-5-Y)-1(RE2FH-4-A7tRD)-I H 2| -4 -F} 52 4
275 ER A Ed2-3-(4-w S A -5-(1,3- M2 5 &-5-2) - 1-(F = opv| e 7h ) - o 2] |l -4 -7 A A%
276 EWx EWR-3-(4-WEAHL)-5-(1,3-HMF0E-5-A)-1-4-vEA Hdoln =7t R d)-3-3] #| 2| T -4 -7}

JPE

A%k
277 EWNA EWAA-3-(4-W|EAHD)-5-(1,3-H %0 &&-5-U)-1-olAE T ¥ &) A -3-7} 2 A 4}
278 EWN A EWA-3-(4-vEAHD)-5-(1,3-MFEH & -5-U)-1-2-F2Y)-T A 2| D -3-FH5 2 2F

279 EWH EWA-3-(4-vF5A 9 D)-5-(1,3- %=t &E

&
e
&
i
o
=
k
X
f
i
k)
5
K

H-4-7pE5 A%,
280 EW A EAA-3-(4-mF5A 9 H)-5-(1,3- M2 &E-5-U)-1-(FH ol 7t I ’) -3 ol 2] d -4 - 75 24

%&1 EdxA ERNA-3-U-HEAHYE)-5-(1,3-HF02&E-5-A)-1-(n-F-Eolr| =7l R d W E) -9 g g -4 -7} 54

2227}% %E%i—S—(ZL—Uﬂ%*lﬂ]‘é)—S—(l,B—tﬂi‘ﬂ%%— -)-1-(N-n-F-&-N-vgdo}n| =7t i d v &)-3] 5 2] o
283 EdRE EW2-3-(4-v5AHE)-5-(1,3-%H5E-5-9)-1-(I Zd-1-47td e - #H g d -4 -7} 54
284 ER2 ER2-3-(4-H EAHD)-5-(1,3- M2 &E&-5-)-1- (o] 2 F-"opn| eyt d W e)-T] A g d -4 -7} 54
285 ER A ERNA-3-(4-H 511 D)-5-(1,3- Ml 2] £&-5-A)-1-(Ale] 2 opn| =7t B d W &) -] ] 2] -4 -7}

Edx ERNA-3-(4-HEAHAY)-5-(1,3- %0 LE-5-U)-1-(RE2ZA-4-doln| =7 R I v &) -3 H &) H -4 -

287 B2, ER-3-(4-H 5 A A D) -5-(1,3- M2 T & &-5-2)~1-(2- |35 Ao &)~ 3] o 2 -4 -7} 20 2

2{%8 Edx ERL-3-(4-HS5A8E)-5-(1,3-H % &E-5-Y)-1-(H S A e Hopr| =7t B d) -] 2] -4 -7 A
A A4 289

4-UER-ZF0 vl old ERx EAX-2-(4-m5AHd)-4-(1,3-Hl2t £&E-5-9)-9 S d-3-7t 5 g o] E
(A1) 6A) 2 Tlo] 222 o Elopil g U Sak Fol 4 7FAste] o & Eal s Euls-o-(4—v A 5 d)-4-(1,3-H %
U&&E-5-A)-1-U-HE=ZHI)-9 Z2d-3-7t 5 g | EE F53t}, o] & B A (Borch)2] W [32 :J. Am Chem.
Soc., 93, 2897, 1971]0l| we} FE 2 Hsio]|= Bl YEF Aol B 2alo] =] =9} Hk-g-Al A 455k N N-T] o}
glr = SES 55k, o] & AAle] 1DO] WS ARESte] FAISIUEF O R Thritalate] 24 sitE S 5T
2 A4l 290

£-5-9)-1-@2-vFEotn| =9 vt -4-)-9] =2 D -3-7H5 4

Edle Eda-2-U-r] S A D)4 -(1,3- 2 E %
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6A) 2 T]-
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S
8); 1.2-1.35 (m, 2H); 1.35-1.5 (m, 2H); 2.78 (m, 2H); 3.10 (t, 1H, J

5.10); 3.5-3.7 (m, 3H); 3.77 (m, 1H); 3.78 (s, 3H); 5.93 (s, 2H); 6.7-6.9 (m, 4H); 7.0-

£33}, 7] 313

eterocyclic Ch

W 22-2- (4= S AT ) -4 -(1,3- M1 2] & &-5-9)-1-(N,N-t] (i &) se7bi W ) -] S el

An-2-(4-vI5A ) -4-(1,3- 1% £E-5-

:C, 70.17; H, 6.46; N, 5.28.
:C, 70.36; H, 6.52; N, 4.99.

15); 3.44 (dd, 1H, J

7.2 (m, 5H); 7.4 (m, 3H).

]
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A el 1o 71sd WHE AHE-ste] 1A SHHES Al =gtk NMR(CD4OD, 300MHz= o] 4 Al¢] &3&& et
MS (DCI/NH,) m/e 521.
CyoHyN,Og 1.3TFACH th ek 12141

AAEA] @ C, 58.54; H, 6.62; N, 4.19.

1m
=
)
m
CS
é
L
>
=
=
.4;
oo

WD) S 4-5-2)-1-[3,3-H v B3 e v d-7h w A vl g ] -3 S el 1 -3-7

A 1ol 7158 WS AFEske] 3A| 58S Al 2tk NMR(CD,OD, 300MHz)E 314 o]/d A o] EAE B Eth

0.84 (s, 3H), 0.86 (s, 3H), 1.35-1.6 (m, 4H), 3.83 (s, 3H), 5.96 (s, 2H), 6.81 (d, 1H, J=8), 6.90 (dd, 1H, J=1, 8),
1(d, 2H, J=9), 7.03 (s, 1H), 7.47 (d, 2H, J=9).

MS (DCI/NH;) m/e 495.
Coglly,NyOs 1 ATFAC] T 3 9254
AXLA] 1 C, 56.55; H, 5.45; N, 4.28.

A4 1 C, 56.52; H, 5.83; N, 4.26.

A A ¢ 295

EWdn ERA-2-(4-HEAH D) -4-(1,3-NFEHEE-5-D)-1-[2-(N-ZZ L -N-0| A-F-EA] 7t Jo}m] )0 & | -
v =8 d-3-7F 524

AN 61Be Wdopnl S Zagolm oz 183 AAd 61CY o]AREH FRgo]|tE olARY FEIZEEHo|ER
A et HS AQstale, AAld 610 7|sd WHORE 3A SEES AT 7] = AES 101 god o 2/3)
Ao g Baste] Attt 1 AR F5ES 1P ES CHCON 2 =o &alA7]a sAAxse] WA 18 E e 2
S 530

'H NMR (CDCl,, 300MHz) 8§ 0.80 (t, 3H, J=7), 0.92 (m, 3H), 1.43 (h, 2H, J=7Hz), 1.7-1.9 (m, 1H), 2.72 (m, 1H),

2.90 (m, 2H), 3.10 (m, 2H), 3.25 (m, 2H), 3.40 (m, 1H), 3.55 (m, 1H), 3.62 (m, 1H), 3.7-3.9 (m, 2H), 3.78 (s, 3H),
5.95 (s, 2H), 6.72 (d, 1H, J=8Hz), 6.82 (m, 3H), 7.00 (s, 1H), 7.30 (d, 2H, J=8Hz).

MS (DCI/NH,) m/e 527 (M+H)".

CyqH3gN,050.5H,000 tigh ¢l 441
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ALEA] 2 C, 65.03; H, 7.34; N, 5.23.

%A]zﬂé) 4-(1,3-M %0 L%&-5-9)-1-[1,2,3,4-H Eg}lo| =20 AF md-2-7} 5. v

A 1] 71E8 WS AFske] EA4) 3185 Az IHNMR (CDCly, 300MHz)& 34 o)Al EA4E vepd
97 (m, 2H) 4.68 (s, 3H), 5.97 (s, 2H), 6.83 (d, 1H, J=8), 6.9-7.0 (m, 3H), 7.03 (d, 1H, J=2), 7.1-7.3 (m,
4-7.5 (m, 2H).

A e 297

Eds Eda-2-(4-vEA ¥ Y)-4-(1,3 t5&-5-d)-1-[2-(N-Z 2 Z-N-t|wdo}n| =7t w d opn o)l & ] -
&g d-3-7H54

Ao 61Be] "ol S Z2dotnl o T2 Ao 61Ce] o] AREd FRefo| B T eI 2 thA sl A
S A9k, AAd 610 7ed o xA shehE S Axgth A7) £ AHES 0.1% TFA 59| 10-70% T4l
CH3CNO.2 §-EA1# oH] HPLC(Vydac uC18)2 At} H48h= 28-S 42 Adxste] M ag e o] 47 4t
=& FEIH

"H NMR(CDCl,, 300MHz) § 0.70(t, 3H, J=7), 1.28(m, 2H), 2.75(s, 3H), 2.82(m, 2H), 3.1-3.45(m, 4H), 3.70(m,
1H), 3.80(s, 3H), 3.90(m, 3H), 4.72(m, 1H), 5.95(s, 2H), 6.75(d, 1H, J=8Hz), 6.87(m, 3H), 7.05(s, 1H), 7.40(d,
2H, J=8Hz). MS(CDI/NH,) m/e 498(M+H)".

CyHyN,041.25 TRACH thah 9 2234
AAEA]: C, 55.35; H, 5.71; N, 6.56.
A=A C, 55.41; H, 5.71; N, 6.41.

A Aol 298

EWA EWA-2-(4-HEANHLD)-4-(1,3-AFT2E-5-2)-1-2-(N-Z 2L -N-4-Y E 2l A A Zd)o}n| =)o
e)-3u 2 d-3-7H 5 A Ak

dAld 660 71w d WS AFS ek, 4 Y= dE o] A4 SgteE AlEg
&% 85-87°C. 'H NMR(CDCl,, 300MHz) § 0.77(t, J=7.5Hz, 3H), 1.38(6%41, J=7.5Hz, 2H), 2.20-2.29(m, 1H),

2.57-2.66(m, 1H), 2.82-3.15(m, 4H), 3.22(t, J=7.5Hz, 2H), 3.38(dd, J= 3Hz J=9Hz, 1H), 3.49-3.57(m, 1H),
3.59(d, J=9Hz, 1H), 3.83(s, 31D, 5.96(s, 2H), 6.73(d, J=8Hz, 111), 6.82(dd, J=1Hz, J=8Hz, 1H), 6.87(d, ]=9Hz, 211),

6.98(d, J=1Hz, 1H), 7.27(d, J=9Hz, 2H), 7.82(d, J=9Hz, 2H), 8.23(d, J=9Hz, 2H). MS(DC/NH,) m/e 612(M+H)".
A A4 299

E%*,E%V\ 2-(4-HEAHD)-4-(1,3-H %0 &&E-5-2)-1-2-(N-Z 2D -N-n-HeErA T J o} =)o &) -5 =7
A Ao 6690 7]EH WHS AR, WA 1y E e o] HA sH5HE S Al g

&% 59-61C 'H NMR(CDCl,, 300MH,)80.79(t, J=7.5H,, 3H), 0.90(t, J=6H,, 3H), 1.26-1.32(m, 4H), 1.43(6%

J 7.5H,, 2H), 1.67-1.76(m, 2H), 2.23-2.32(m, 1H), 2.70-3.08(m, 7H), 3.15-3.32(m, 2H), 3.42(dd, J=3H,, J= 8HZ,
1H), 3.52-3.57(m, 1H), 3.63(d, J=9H,, 1H), 3.80(s, 3H), 5.95(s, 2H), 6.73(d, J=7.5H,, 1H), 6.83(dd, J=1Hz,
J=7.5Hz, 1H) 6.87(d, J=8H,, 2H), 7.00(d, J=1H,, 1H), 7.32(d, J=8H,, 2H). MS(DCI/NH,) m/e 561/(M+H)".

ATl 300
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}% ]Z: 4-(1,3-M%Z02£E-5-9)-1-2-(N-Z2 I -N-4-EF ZF o2 v EAHAL TY)
) 4-)

AAlel 1ol 71E B e AFEste], 4 shgh=s A2

¢4 122-124°C. 'H NMR(CD40D, 300MH,)80.75(t, J=7.5H,, 3H), 1.26-1.45(m, 2H), 2.96-3.08(m, 2H), 3.23(bs,
2H), 3.35-3.45(m, 2H), 3.52(t, J=10H,, 1H), 3.81(d, J=9H,, 2H), 3.86(s, 3H), 3.92(t, J=9H,,1H), 4.63(d, J=10H,,
1H), 5.97(s, 2H), 6.82(d, J=9H,, 1H), 6.93(dd, J=3H,, J=9H,, 1H), 7.06-7.08(m, 3H), 7.46(d, J=9H,, 2H), 7.56(d,

J=9H,, 2H), 7.89(d, J=9H,,, 2H). MS(DCYNH, ), m/e 651(M+ )",

(- S A 3 ) -4-(1,3- 120 & -5-2) - 1-(2-(N-Z 2 -N-(2-v " -2-Z 2l d  d)opr i)

Aol 660 71w d WS ARSete], WA g E e 24 shghes Az

&4 69-71°C.. 'H NMR(CDCl, 300MH,)80.79(t, J=7.5H,, 3H), 1.93(6% 4, J+7.5H,, 2H), 1.92(s, 3H), 2.25-
2.35(m, 1H), 2.68-2.77(m, 1H), 2.85-3.28(m, 7H), 3.40(d, J=9H,, 1H), 3.52-3.68(m, 2H), 3.66(d, J=9H,, 1H),
3.80(s, 3H), 4.92(s, 1H), 5.07(s, 1H), 5.97(s, 2H), 6.74(d, J=7H,, 1H), 6.82-6.89(m, 3H), 7.01(s, 1H), 7.33(d,

J=0H,, 2H). MS(DCI/NH,), m/e 545(M+H)".
2 Ao 302
an EW-2-(4-mEAHE)-4-(1,3- 020 &E-5-D)-1-[2- g eIt du g ] -9 F2 d-3-7H 52

AAle 1o 7]smE WS AREste], A gHehE S Ao NMR(CD50D, 300MHz) &= o] dAle] E§H&s Kot

§0.75(t, 3H, J=7), 1.4-1.7(m, 8H), 3.84(s, 3H), 5.96(s, 2H), 6.83(d, 1H, J=8), 6.91(d, 1H, J=8), 7.0-7.1(m, 3H),
7.52(d, 2H, J=9). MS(DCY/NH,) m/z 495. CygHq,NyOp. 1.6 TFA o] tf & ¢l 2324

AAEA]: C, 55.35:H, 5.30;N, 4.14.

2541 C, 55.26;H, 5.37:N, 4.01.

A Ao 303
EWdx ERA-2-4-HFAHD)-4-(1,3-MNExH&E-5-9)-1-C-(N-Z2 I -N-2-Hg Z2 ¢ x d)o}r| )
w)-vl 2 el v-3-718 A2

Aol 660 71w d WS ARSete], WA g E e 24 shghes Az

$74 72-73C. 'H NMR(CDCl,, 300MH,)80.82(t, J=7.5H,, 3H), 1.04(d, J=6H,, 6H), 1.44(q, J=7.5H,, 2H), 2.15-
2.33(m, 2H), 2.57-2.75(m, 2H), 2.84-3.08(m, 3H), 3.12-3.21(m, 1H), 3.23-3.45(m, 1H), 3.43(d, J=11H,, 1H),
3.556-3.62(m, 1H), 3.66(d, J=9H,, 1H), 3.80(s, 3H), 5.95(s, 2H), 6.75(d, J=9H,, 1H), 6.83(dd, J=1H, J=9H,, 1H),

6.87(d, J=9H,, 2H), 7.02(d, J=1H,, 1H), 7.33(d, J=9H ,,, 2H), MS(DCI/NH.,) m/e 547(M+H)".

A A el 304

m

2~
7

Bt B ( A )41, 3 50 =N 2l N R o ) 1) -]
-7 n

3
12

| Tt

Aol 6600 71w W AREEte], WA g E o] A4 st ES A=

§74 58-59°C. 'H NMR(CDCl,, 300MH,)50.80(t, J=7.5H,, 3H), 0.88(t, J=7H,, 3H), 1.23-1.36(m, 8H), 1.94(q,
J=7.5H,, 2H), 1.71(4% 4, J=TH,, 2H), 2.23-2.32(m, 1H), 2.70-3.09(m, 7H), 3.13-3.32(m, 2H), 3.43(dd, J=3H,,
J=9H,, 1H), 3.52-3.58(m, 1H), 3.65(d, J=9H,, 1H), 3.80(s, 3H), 5.96(s, 2H), 6.73(d, J=TH,, 1H), 6.83(dd, J=1H,,

J=TH,, 1H), 6.87(d, J=9H,, 2H), 7.01(d, J=1H,,, 1H), 7.32(d, J=9H,, 2H). MS(DCI/NH,) m/e 589(M+ H)".
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2]l 305

E%*,}Ejﬂf 2-(4-vI5A D) -4-(1,3- %0 £E-5-)-1- [2-(N-Z2Z-N-J| A7t dopr] i) D ] -] £ 2
B 61 wdell g o Holrl o, Jglar AN 61Ce] o) i Eld dmeo]Eg oY FamEavol e A
= AS AQstars, AAd 610 7% HHo ow BA =S xﬂ}_;}t‘r. A7) 2 2HES 0.1% TFA $9] 10-70%
TH) CHyCN2. 2 5417 old] HPLC(Vydac nC18)= gAlgt}, &4 eb= 85 4 dxsto] WA ng = Jeo] 4

'H NMR(CDCl,, 300MH,)60.90(t, 3H, J=7), 1.22(m, 3H), 3.0-3.2(m, 4H), 3.42(m, 2H), 3.78(s, 3H), 3.82(m, 4H),
4.10(q, 2H, J=7H,), 3.5(br s, 1H), 5.97(dd, 2H, J=1.7H,), 6.72(d, 1H, J=8Hz), 6.84(m, 3H), 7.00(s, 1H), 7.42(d,

2H, J=8Hz). MS(DCI/NH,) m/e 485(M+H)".
CogHgoN,O5 1.2 TRACH th3h 9124
Al4EA]: C, 54.90:H, 5.39N, 4.51.

241 C, 55.01;H, 5.36:N, 4.56.
2 A ¢ 306

o B (4-H FA A D) -4-(1,3- 92T & & -5-2)-1-(2-(N-Z 23 -N-3) 44 ¥ d o) ) o &) -9 B 2] Wl -
oA

Aol 660 71w d WS ARSete], WA g E e x4 sghes Az

4 59-60C. H NMR(CDCIS, 300MH,)60.80(t, J=7.5H,, 3H), 0.89(t, J=7H,, 3H), 1.25-1.36(m, 6H), 1.53(6% 4
J=7.5H,, 2H), 1.72(45/, J=TH,, 2H), 2.23-2.32(m, 1H), 2.72-3.08(m, 7H), 3.15-3.32(m, 2H), 3.43(d, J= 9HZ,
1H), 3.55-3.62(m, 1H), 3. 65(d J=10H,, 1H), 3.80(s, 3H), 5.96(s, 2H), 6.74(d, J=7.5H,, 1H), 6.82(d, J=7.5H,, 1H),

6.87(d, J=9H,, 2H), 7.01(s, 1H), 7.32(d, J=9H,,, 2H). MS(DCI/NH,), m/e 575(M+ H)".

A4 307
%E{ JERNA-2-(4-olgHd)-4-(1,3- 120 5E-5-4)-1-[N,N-H (n-F-&)olr] =7t B I v g) - 3] E 2| d -3-7H%

2 Ald] 49B9] A& ofd 4-oE Eﬂli" OMIEﬂ o|E(4'- 1‘90}%111@11% 9 542 slo] E3[#=E : Krapcho et al.,
Org. Syn. 47:20 (1967) 19l 71A1E el o&) AlxzghH= thAStaA], Ao 1 E 490 7| PHS AFESI #A
3}gHES Al 23

NMR(CDCl,, 300MH,)87.31(2H, d, J=8H,), 7.16(2H, d, J=8H,), 7.03(1H, d, J=3H,), 6.86(1H, dd, J=8&3H,),
6.73(1H, d, J=9H,), 5.94(1H, d, J=4H,), 5.92(1H, d, 4H,), 3.77(1H, d, J=9H,), 3.60(1H, m), 3.53-3.23(5H, m),
3.13-2.90(4H, m), 2.73(1H, d, J=14H,), 2.62(2H, q, J=9H,), 1.45(2H, m), 1.40-1.10(6H, m), 1.02(2H, m),
0.87(3H, t, J=7H,), 0.78(3H, t, J=7H,). m/e(DCl, NH,) 509(MH")

CyoHyoNoO5 ol thEh 1424

AlkA: C 70.84, H 7.93, N 5.51.

252 C 70.80, H 7.85, N 5.25.

Mlé) 4-(1,3-H%0&4E-5-2)-1-[2-(N-Z2F-N-(2-F 22| EA])Ft R do}r]| =)o
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'H NMR(CDCl,, 300MH,)80.80(t, 3H, J=7), 1.22(m, 3H), 2.15(m, 1H), 2.75(m, 1H), 2.85(m, 1H), 3.1(m, 2H),
3.25(m, 2H), 3.5(m, 3H), 3.65(m, 2H), 3.80(s, 3H), 4.18(m, 1H), 4.30(m, 1H), 5.98(s, 2H), 6.72(m, 1H), 6.82(m,
3H), 7.00(m, 1H), 7.30(m, 2H). MS(DC/NH,) m/e 533(M+H)".

CyyHysN,O,CLol ThEE 9120 4]

7241 C, 60.84:H, 6.24:N, 5.26.

2541 C, 60.48H, 6.04:N, 5.10.

A Ao 309
Eﬂﬁ,E?JJ&—Z—(Z—Uﬂ%*l Hd)-4-(1,3-M 20 5E-5-)-1-[NN-H(n-F-&)otv| =7t R d v & |- 3] Z 2] -3-7}
/KI}\]

o 1A9] ol E 4-m 52 Wl doAH O ES o d 5-v| FA]-3-F A dlEl o o] ER thAste] Ao 1o 7]=H W

'H NMR(CDCl,, 300MH,)80.91(t, J=7H,) % 0.95(t, J=7H, , 6H %), 1.28-1.41(br m, 4H), 1.45-1.63(br m, 411),
2.00-2.20(br m, 2H), 3.06(br t, J=9H,, 1H), 3.30(s) 2 3.20-3.68(br m, 11H %), 3.72-4.10(br m, 4H), 5.92(s, 2H),

6.72(d, J=8.5H,, 11, 6.82(dd, J=1.5, 8.5H,, 1H), 6.91(d, J=1.5H,, 1H);MS(FAB) m/e 463(M+H)"* .
Cy5HigN,O5 HyO ol Tk 44
AAEA]: C, 62.48:H, 8.39:N, 5.83.
241 C, 62.13;H, 8.15:N, 5.69.

Aol 310

B9 E 9l -2- (4 B A A D)-4-(1, 3- W £ S 4 -5-2)- 1-(2-(N-o I -N-n- A eH £ dobv] 1)of €)-3] S &
—3-7HEA

A6 6601 7148 WS AHgete], A B E gele BA HFBS Az
74 57-58C. 'H NMR(CDCl,, 300MH,)80.89(t, J=7H,, 3H), 1.06(t, J=7.5H,, 3H), 1.26-1.37(m, 4H), 1.72(4%4,

J=7.5H,, 2H), 2.22-2.32(m, 1H), 2.71-2.96(m, 5H), 3.08-3.30(m, 4H), 3.95(d, J=9H,, 1H), 3.53-3.60(m, 1H),
3.67(d, J=9H,, 1H), 3.80(s, 1H), 5.97(s, 2H), 6.73(d, J=9H,, 1H), 6.82(d, J=9H,, 1H), 6.88(d, J=9H,, 2H), 7.02(s,

1H), 7.33(d, J=9H,, 2H). MS(CDI/NH,) m/e 547(M+H) *.

222 (4 HA ) -4~ (1,3-MET) & &-5-90)- 1~ [N, N-T] Aol 228 obm] e I v €] -] 2 2] ol -

Aol 1ol 71w WS AFE-sho] A 3hgta S Al

NMR(CD40D, 300MH,)81.0-2.0(m, 20H), 3.0-3.1(m, 2H), 3.80(s, 3H), 5.95(s, 2H), 6.75(d, 1H, J=8), 6.86(dd, 1H,
J=2,8), 6.95(d, 2H, J=9), 7.04(d, 1H, J=2), 7.38(d, 2H, J=9). MS(DCI/NH;) m/z 563.

CysH N, Op. 0.5 HyO o Tl 254

- 111 -



=5 573] 10-0483222
ALEA]: C, 69.33:H, 7.58;N, 4.90.

AS5A]:C, 69.42;H, 7.29N, 4.78.

4-m| 5 A 3 D) -4-(1,3- M2 H &E-5-U)-1-[2-(N-Z 2D -N-3F - F-FA| 7t d o} i) o & ] - 9]

2, 183 AAd 61CY] o) AKEE F2e 0| =5 U-33-Fe ]ty o]
AN gsto] TAl SRES A% Lu‘r. NMR(CD 40D, 300MHz)% 3] % o] 4 A

3 ) -1.5(m, 11H), 3.78(s, 3H), 5.92(dd, 2H, J=1,2), 6.74(d, 1H, J=8),
192(d, 2H, J=9), 6.99(bd s, 1H), 7.35(d, 2H, J=9). MS(DC/NH,) m/z 527.

CygHagN,O ol thgh 91 A -4
A C, 66.14;H, 7.27:N, 5.32.

A =X C, 66.05;H, 7.36:N, 5.15.

JEWA-2- }4—131]%&—3—% o 2Hd)-4-(1,3-A%x24%&-5-9)-1-[N,N-t(n-F&)oln| =7l R d v & | -5
4-wFA] SN EF =S gAlete] 4-wF5A-3-FF Q2o E =g AFESIHAA, Ao 1 9 43¢ 7]|&H WS A
& .

€7 142-143T. NMR(CDCl,, 300MH,)80.82(t, J=7H,, 3H), 0.88(t, J=7H ,, 3H), 1.03-1.50(m, 8H), 2.82(d,
J=13H,, 1H), 2.90-3.13(m, 4H), 3.20-3.50(m, 3H), 3.39(d, J=13H, 1H), 3.55-3.65(m, 1H), 3.82(d, J=10H,, 1H),
3.87(s, 3H), 5.91(dd, J=2H,, 4H,, 2H), 6.72(d, J=8H,, 1H), 6.83-6.91(m, 2H), 6.99(d, J=2H,, 1H), 7.06(m, 2H).

CogH3NgOgE ol thek 91224
AALA]: C, 65.89;H, 7.06;N, 5.30.

A =X C, 65.82;H, 7.13:N, 5.29.
A Ao 314

EQ B2 (LR ) ~4-(1,3- 2§ E-5-2)-1-2-N-Z 2L - e E D o}v]1o)o] &) 3] B2 2 -3-715 2

=

g Axd FRebo]=(687mg, 4.03mmol)& CH,Cl, 5SmLell 83 A1 7] 32 WAl A4 o 7]8e] CH,Cl, 5mL 59 n-
% 11(0.40mL, 4. 82mmol) 2 oY t ]/\JE-’JO}U](O 85mL 4 88mmol)4 %C-’Hoﬂ 747}3]”13]' /\]‘7] WSES 0T
X

H,0 25mL 2 A 25mLi '/’\—0]'0:1 ‘ﬂ 2 0]——’ ‘/]’7\1 }_/\] 7]E(Na2804), 01134'/\] 7]-1_—’ 253}
= ”EH«] A4 3¢5 739mg(3.83mmol, 95%)S 53t}

oE\'L m]o

TLC(25% EtOAc— &4 Rf 0.23; 'H NMR(CDCl,, 300MH,)60.92(t, J=7H, , 3H), 0.97(t, J=7H,, 3H), 1.28-1.50(br
m, 4H), 1.52-1.68(m, 2H), 1.75-1.90(br m, 2H), 2.98-3.06(m, 2H), 3.08(q, J=6H,, 2H), 4.10-4.23(br m, 1H);

MS(DCI/NH3) m/e 211(M+NH,".

Ao 314B

e EdA EWNA-4-(],3-H1FT]L%&-5-2)-1-(2-HERJE)-2-T2 -0 S J-3-7l 52 g o] E
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Fo Aol A HA 73, AFES 23} 54 NaHCO,
AsfaL, A Ax:A714,
20% _l%tOAc—' o §EAA o TLC(HEE 7 4, 8 x

Aol 71Ce] ol uhe A4 SHgHE S Al

'H, NMR(CDCl,, 300MH,)80.88-1.00(m, 9H), 1.20-1.55(br m, 61), 1.55-1.68(m, 3H), 1.70-1.85(br m, 2H),
1.90-2.16(br m, 2H), 2.84-3.26(br m, 6H), 3.26-3.90(br m, 6H), 5.95(s, 2H), 6.76(d, J=8H,, 1H), 6.79(m, 1H),
6.93(br s, 1H);

CosHy NyOgS(M+H)™ ol th g HRMS(FAB)

AREA]: 497.2685, A5 497.2679.

22 B2 (4-H B A ) -4-(1,3-MET) S 4-5-9)-1-(2-(N- L2 2 -N-t] v & A 3} 2. ¢ o} v 1) ol &) -] 2

A ) 669 714 8 WS Aol WA nYE ele] EA| SRS Ak,

¢4 59-61C. 'H NMR(CDCl4, 300MH,)80.79(t, J=7.5H,, 3H), 1.45(6%4, J=7.5H,, 2H), 2.22-2.31(m, 1H),
2.65(s, 6H), 2.70-2.79(m, 1H), 2.85-3.04(m, 4H), 3.09-3.32(m, 2H), 3.40(d, J=9H,, 1H), 3.55(t, J=9H,, 1H),
3.65(d, J=9Hz, 1H), 3.81(s, 3H), 5.96(s, 2H), 6.75(d, J=9Hz, 1H), 6.83(d, J=9Hz, 1H), 6.88(d, J=9H,, 2H), 7.02(s,

1H), 7.34(d, J=9H,, 2H). MS(DCI/NH,) m/e 534(M+H) *.

Efx EQa-2-(4-v A1) -4-(1,3- 120 &E-5-)-1- [2-(N-Z 22 -N-[4-vI5Add [ 2 dopr] )2 =

Al
iR

=
=)
fl
o
2,
ol
£
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7] 80Tl A 24]
J FA 713 A%
53t} o] & A A 5A]

AlEd)-4-(1,3- x0T SFE-5-)-1-[2-(N-Z2H-N-[4-v5A| s d | dx dolr| ) 2 =

S &3 o EYE
[e)

AN e 660 714 WS ALgEte], AA o] 316BolA AlxH 3SES to] Az 2 A golwl S &8 =
Fo 4A-HEXNHALE Y F&fo] =9} vk A7t} 2 F53 S A7 A(EA F2] 30% EtOAc)o A =L
Z2rjE )y sta, AAld 1D B o8 7tg=Easle] A4 3FES 53

NMR(CDCl,, 300MH,)80.83(t, J=7H,, 3H), 1.40-1.52(m, 2H), 1.56-1.70(m, 2H), 2.00-2.11(m, 1H), 2.40-2.51(m,
1H), 2.69-2.78(m, 1H), 2.84-3.03(m, 4H), 3.19-3.34(m, 2H), 3.48-3.59(m, 2H), 3.80(s, 3H), 3.86(s, 3H), 5.95(s,

2H), 6.74(d, J=8H,, 1H), 6.85(d, J=8H,, 3H), 6.93(d, J=8H,, 2H), 7.02(d, J=2H,, 1H), 7.29(d, J=8H,,, 2H), 7.69(d,
J=811,, 2H).

CypHygN,0gS ol that 91254

AZEA: C, 62.93:H, 6.27:N, 4.59,

A2 C, 62.97:H, 6.39%N, 4.45.

2 Ald 317

Edle Edla-o-(4-HFA o d)-4-(1,3- 2] $E-5-9)-1-[2-(N-Z2d-N-Z2 g v doju) ) 2 | -] &
2 -3-7F A At

A A 660 7]EE WS AFEELe], g 316B A AZH 3FES to]Az 2o ol S {3 ol EYEZ
o zradyd FRdgo|=9} RheAIIY, I A 53 AheS A7 AELE T 30% EtOAc)Ol A AmrtE
T Etar, AAld) 1D W el of 3 7t Ete] %A s1ES FE et

NMR(CDCl,, 300MH,)80.85(t, J=7H,, 3H), 1.02(t, J=7H,, 3H), 1.47-1.60(m, 2H), 1.65-1.85(m, 4H), 2.04-2.16(m,

1H), 2.42-2.57(m, 1H), 2.72-3.11(m, 5H), 3.25-3.41(m, 2H), 3.50-3.62(m, 2H), 3.80(s, 3H), 5.85(s, 2H), 6.72(d,
J=8H,, 1H), 6.80-6.90(m, 3H), 7.02(d, J=2H,, 1H), 7.30(d, J=9H,, 2H).

CygHagN,O,S ol thgh 424
AZEA:C, 61.52H, 7.0L:N, 5.12.
4541 C, 61.32iH, 7.0L:N, 5.01.

Ao 318

2 B -2-(3- 2 0 R g =W 5 A ) -4-(1,3- WA $4-5-2)-1-(2-(N- L2 D -N- g3 Zd opv] )]

Aol 313 B AAld 660 7I=E WS ARGsko], M g = FE o] w4l BehEe Alxd

%7 66-68C. 'H NMR(CDCl,, 300MH,)80.81(t, J=7.5H,, 3H), 0.89(t, J=7H,, 3H), 1.26-1.35(m, 4H), 1.45(6%4,
J=7.5H,, 2H), 1.68-1.76(m, 2H), 2.25-2.33(m, 1H), 2.72-2.92(m, 5H), 2.97-3.12(m, 2H), 3.16-3.33(m, 2H),
3.43(dd, J=3,, J=9H,, 1H), 3.53-3.60(m, 1H), 3.66(d, J=10H,, 1H), 3.88(s, 3H), 5.95(s, 2H), 6.74(d, J=81,,, 1H),
6.82(dd, J=1H,, J=8H,, 1H), 6.92(t, J=8H,, 1H), 6.97(d, J=1H,, 1H), 7.12(d, J=8H,, 1H), 7.18(dd, J=1H,, J=12H,,

1H). MS(DCIY/NH;) m/e 579(M+ H)".

A Ao 319
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B -2 (4= 2 ) -4 (1, 3- W] $4-5-2)- 1 - [N N-T] (n-F =)o}l wesh i d ] & ] -5 2 2] 9 -39}

AT
22

IR

o] ¥4

[z

. J. Am. Chem. Soc.
1}—5&5}.

o'

o] o]
3

oel (4-W|EA M F D)ol ES thalste] WE 3-24-3-(4-3] ¢
% 2 7 £ sl 3h =

= _3_
1993, 115, 117051 & AF-&31AA], AAJdo 1 2 439 7]=H WH S A

S

2y
i

o
_>4_

&4 131-132T.
NMR(CDCl,, 300MHz) § 0.82(t, J+ 7Hz, 3H), 0.88(t, J=7Hz, 3H), 1.05-1.50(m, 8H), 2.90(dd, J=7Hz, 9Hz, 1H),
2.97(d, J=13Hz, 1H), 3.00-3.25(m, 4H), 3.32(m, 1H), 3.39(d, J=13Hz, 1H), 3.45-3.52(m, 1H), 3.67-3.78(m, 1H),

4.10(d, J=9Hz, 1H), 5.92(dD, J=2Hz, 4Hz, 2H), 6.75(d, J=9Hz, 1H), 6.90(dD, J=9Hz, 2Hz, 1H), 7.02(d, J=2Hz, 1H),
7.45(d, J=8Hz, 2H), 8.50(d, J=8Hz, 2H).

CorHagN,0500 tl 2 2184

AR C, 67.34; H, 7.33; N, 8.73.

A Ao 320

EWs EW@A-2-(4-H 5 A7 D)-4-(1,3- N2 &E-5-U)-1-[2-(N-ZZZ-N-t] | do}r] =7} H J ofn| i ) o H ] -
ﬁl%ﬂ%—s—?}%éi

N}\]oﬂ 1B¢ z,:}\é i

G
)
o
e
tjo
>~
oo
o
£
=]
>
L)
i)
1
tlo
>
N
)
v

NMR(CD40D, 300MHz) § 0.74(t, 3H, J=7), 1.09(t, 6H, J=7), 1.33(m, 2H), 3.17(q, 4H, J=7), 3.78(s, 3H), 4.04(m,
1H), 5.93(s, 2H), 6.86(d, 1H, J=8), 7.06(dd, 1H, J=2.8), 6.94(d, 2H, J=9), 7.04(d, 1H, J=2), 7.40(d, 2H, J=9).

MS(DCI/NHj) m/z 526.

CyqH3gN4O6 0.1 TFAS] th g 91444
AlXFA 1 C, 65.31 H, 7.34; N, 7.82.
A% 1 C, 65.33: H, 7.43, N, 8.14.
Ao 321

f_}i Eda-2-(4-HEA#E)-4-(1,3-NxH 5E-5-9)-1-[3,6-tH g A g v d -7t d v g | -9 Z2d -3-7}

NMR(CD,40D, 300MHz)& ¢] g Al ¢] &3&

o
T
o,
£
O

0.88(d, 3H, J=7), 0.93(d, 3H, J=7), 3.82(s, 3H), 5.95(s, 2H), 6.82(d, 1H, J=8), 6.89(dd, 1H, J=1,8), 7.00(d, 2H,
=9), 7.03(m, 1H), 7.47(d, 2H, J=9).

MS(DCI/NH;) m/z 495.

A Ao 322

I

NA-2-(4-HEA HE)-4-(1,3-H F0] &&-5-

HIQ

)=1=[N,N-H(S-F-&)otr =7t d e | -3 &2 -3-7}
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§ 0.83(t, 6H, J=8), 1.27(d, 6H, J=7), 1.6(m, 2H), 3.79(s, 3H), 5.93(s, 2H), 6.75(d, 1H, J=8), 6.86(d, 1H, J=8),
6.94(d, 2H, J=9), 7.03(d, 1H, J=2), 7.35(d, 2H, J=9). MS(DCI/NH3)m/z 511.

Al 323

S B -4 A ) -4 (13- 501 IN-- A )N oo e )1 )
s

Aol 1o 71 WH S ARE-sho] A e S A7
MS(DCI/NH,) m/z 545,

CapHasNy0 0. 9H,00] thh 92414

A2EA : C, 68.53; H, 6.79; N, 4.99.

%A 1 C, 68.56; H, 6.62; N, 4.71.

A Ao 324

Ea%*,}éiagf 2-(4-MEAH L) -4-(1,3-NF] & -5-9)-1-[N-3-H & A Jd)-N-F-Eo}n] =7} B v & | -3] =]
FHE 2 A

Al 1ol 718 B S AREske] A S E S Al=d.
NMR(CD 40D, 300MHz) d 0.88(t, 3H, J=7), 1.2-1.5(m, 4H), 2.31(s, 3H), 2.8(m, 2H), 3.14(t, 1H, J=10), 3.3(m, 1H),

3.44(dd, 1H, J=5,10), 3.53(m, 1H), 3.60(t, 2H, J=7), 3.79(s, 3H), 3.82(m, 1H), 5.93(s, 2H), 6.74(d, 1H, J=8), 6.8~
6.9(m, 5H), 7.06(d, 1H, J=2), 7.09(d, 2H, J=9), 7.18(d, 1H, J=7), 7.27(t, 1H, J=7). MS(DCI/NH,) m/z 545.

CyoHisN,04-0.8H,000 Tt 24
Al4kA] 1 C, 68.75; H, 6.78; N, 5.01.
A4 :C, 68.70; H, 6.67; N, 4.85
2 Al ¢l 325

}‘i?&/‘ Ed2-4-(1,3-920S5E-5-9)-2-( 2 S A v &) -1-((NN-H F- & opr| )7k o ) v &) 3] Z 2] d -3-74H5 A

A Ao 325A

e E?ﬂﬁ Eda-4-(1,3-WlxHSE-5-)-2-(A A SA v D) -1-(NN-t F- o] )7k R D) &) 9] Z 2] b -3~

A 2 o] . 4-17d S A -3~ —%iEHEHOlEE thAlskaA, Aol TA-1De] Wil
whe A 9 el el A shgte 5Tk TLC(30% EtOAc-341) R; 0.

'H NMR(CDCl,, 300MHz) § 0.88(t, J=7Hz, 6H), 1.17(t, J=7Hz, 3H), 1.20-1.34(br m, 4H), 1.40-1.56(br m, 3H),

2.85(t, J=8Hz, 1H), 2.98-3.3C(m, 5H), 3.39-3.60(m, 3H), 3.64-3.75(m, 2H), 3.92(d, J=14Hz, 1H), 4.102% 3 q,
J=6.5Hz, 2H), 4.53(s, 2H), 5.91(m, 2H), 6.69(d, J=9Hz, 1H), 6.77(dd, J=1.59Hz, 1H), 6.91(d, J=1.5Hz, 1H);

MS(DCYNH,) m/e 553(M+H)".

A Al ¢ 325B

A A3 WA 45582 (A S AT D)1 (N N-E oo )70 ) )2 2] 57

A TICE] el mhek A fre) des] EA BB A=A

- 116 -



T =

53553 10-0483222

TLC(5% MeOH-CH,Cl,) Rf 0.13; 'H NMR(CDCl;, 300MHz) §0.86(t, J=7Hz) 3! 0.90(t, J=7Hz, 6H &), 1.15-1.52(br

m, 8H), 2.96-3.35(br m, 5H), 3.50-3.75(br m, 2H), 3.80(dd, J=3, 13Hz, 1H), 3.88-4.40(br m, 6H), 4.45(AB, 2H),
5.90(s, 2H), 6.70(d, J=8Hz, 1H), 6.84(dd, J=1,8Hz, 1H), 6.93(d, J=1Hz, 1H), 7.28-7.39(m, 5H); MS(DCI/NH;) m/e

524(M+ H)*.

LEMA-4-(1,3-W12 Y SE-5-U)-2-FFo)| =FA v &) -1-((N,N-t] F-Ho}v] =) 7t 1 ) &) -v] E-2] -3 -7}

W2 4-(1,3- M 2] S4-5-2)-2-(5ho] =S A v &)= 1-(N.N-T] - & ofu] o) 7hn ) v &) o) 2 e 9 -

EtOH 7mL 5 ¢] A Al ¢ 326AZ5H 453 4H=(128mg, 0.232mmol) B 58 2] 20% PA(OH), 26mg< 1719 4
o o

lol| A 48A17F &<t A |Ee %811?— =3 of ¥ A7) 21 EtOH 2 x 10mLE A & 8l v}A, &
;& 049% U;; xj]a}o%;% el FFEAIA 2 AES 5T 4 . AY AR vtE 289 (40% EtOAc—Eﬂ"}) °2 A5
A s Es )

A el 3268

g2 Q24 ~(1 30 £ ) & £-5-9))-2-(3Fe] £ 541w )~ 1-(N.N-t] F- g ob v 1) 7hi o)wl €3 2] 1 -3 -7}

A e 71C) el whet TA e Ax T

2 EW2-4-(1,3-MNEUZE-5-Y)-2-(N-HE Z 2 Flo}n =-3-2)-1-((N,N-t] F-H o} )7t R I E) I &

g EdA EWNA-4-(1,3-HF02E-5-9)-2-(Z2E)-1-((N,N-t] F-do}ln )7t w d)w &) 3] Z 2| d -3 -7} 52

Ao 326A9] 33 ES HEH O R AstAA(E £, DMSO, %*E““é Fzdlo|=, oEto]aXZHolrlo o3 A
A(Swern) 23S AFE-S AL B A0l (Dess— Martm) JﬂE] Qg AME3H) F A IEE S A 23}

AN d 327B

e EdlA EdlA-4-(13-MEUZE-5-U)-2-(0-3F-FE X2 o} E-3-A)-1-(N,N-T]| F-Eo}n| )7l H )

CH,Cl, &lel A 35 -%4 Egudxaxaoideld opAlEo]Eg} Al 327A9] 319t&S FHAA &4 e

oﬂ% ?&* E%*—4—(1,3—‘%ﬂ3:1’4%§—5—%’)—2 (Z232-3-4)-1-((N,N-t] F-&olu] )7l R d)d &) -3 E 2 -

CH,CLoI A B2 Z2 0 okdlE4k3h A o] 327B2] SE2S W (1A A B4 SFES Az,

14l 327D
g Edls EdNA-4-(1,3-F0SE-5-U)-2-(N-HE Z 2 dlo}r] =-3-2)-1-((N,N-t] F-do}n] ) 7} 1 )| &)
I 2 d-3-7HE A g o E
R ol =(d @ N-o|E-N-(3-tueo}r| )2 A7t ]o]u| =, DCC)L] EAstA Heolrl slo] =2 F 2ol

N- i ;
s} A o] 327C] BHFES H3AA BA SFFAES AT
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2 B2 (1,320 % 5-5-2)-2-(N-F D Z 2. 30}o] = -3-)- 1 -(NN-T1 3 Elobv) )7hu ) i ) &

A Ale] 71Ce] W el whel Akt e o A A o 327D SH3HE S WS AIA BA S ES AlZgT

AA) el 328
5—%55_@?—4&—&@—@@4%%—5—%‘)—2—(1—6}015%%1—2—3&{ 21)~1~(((N,N-t] - e o}n] 1) 7} 3 ) v ) -
A el 328A
g Eds-4-(1 i’)]—zJiﬂ%ﬁ—S—"a‘)—z—(l—é}olE%*l—2—23@—3 )-1-(NN-t] - opr| =) 7km d)v)

Bk v Aifol= 223} A Ao 327C9] 313ES RESAIA XA SHEES Al xS

21 Aol 328B

EdA EdA-4-(1,3-MNEUZE-5-9)-2-(1-3Fo| EEA]-2-Z 23 -3-2)-1-((N,N-t] F-E o} )7} K d ) & ) 5]
ZJ-3-7H 5 A4k

A A o) 71Ce] Wl whek askel B A4 o 328A9) SRS FRAIA A SRS Azd

o

A EdlA-4-(1,3- 2 5E-5-)-2-(N-1l opr] e r =) - 1-((N,N-t - Hopr| ) 7w ) v ) o) E 2] 1 -3~

g EAx EdA-4-(1,3-MFxHEE-5-U)-2-(N-tl dopr] e v &) - 1-(NN-H F- o] =) 7k v ) m e) 9] E2] |
-3-7hEA el E

NSE Fel HEE Achenzaolnilnel Sl WAk A 32740 HHEE FYAA A A2
A

] ol 329B
%ﬂf} ‘%?&* 4-(1,3-%tSE-5-9)-2-(N-l Fopr| = &) - 1-((N,N-t] - opr] 1) 7k R ) v &) 9] E- 2 Tl -3 -
Zreant

Aol 71Ce] Wgel mpef akske] g3k A A o 329A9] BHehEE WheAIA FA e s Al =7

ERA-4-(1,3-HFH24&-5-9)-2-(N-o}A @ -N-dl d o}n| = &) -1 -((N,N-T] - & o}n] ) 7} 2. ) v &) 1)

2 Ao 330A

e EdlA ENA-4-(1,3-MELZE-5-Y)-2-(N-o}H & -N-dl Fo}u] = &) -1 -(((N,N-t] F- 2 o} 1] 1) 7} 1. ) ]
ey EE|d-3-7 52 ol E

Eglodoly]l &= g u|d o] EAstoll A ol E F453} A Ald 329A9] 3}3HE SAIA A 3HHES Al xS
21 Al ¢ 330B

Eds EdA-4-(1,3-WNEYLE-5-)-2-(N-o}A & -N-#l A o} ] .= &l ) - 1 -(((N,N-T] F-E o} m] 1) 7} 1. d ) v &) o)
2 d-3-7H= A Ak
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Al 71Ce] el whet g=ikske] F b A Al o] 330A9] SHetES WHEAIA A ShEHES Al g

Ao 331

Eds Edl-4-(1,3-M%0]%E-5-9)-2- (N d)-1-(NN-t] F- & o}r| 1) 7k ) v ) 3] S 2] -3 -7} 52 4T
ATl 331A

g EJs ENL-4-(1,3-HFH5E-5-)-2-(NE D)-1-(NN-t] F-& o} 1) 7k B ) v &) 9] & 2] d -3- 75 A

}&3ste], Z @ o](Corey) E F*(Fuchs)®] WH[#Z% : Tetrahedron Lett. 1972, 3769-72]

EWs EW@A-4-(1,3-1FUEE-5-9)-2-(NE] D)~ 1-(N,N-t F- D opu] ) 7k )| &) 1] 2] 1 -3 -7} 5 A 4k
AA e 71C2] Wl uhe} Akste] E o A A o 331A9] S HES WAl A BA SHE S AlZg

2 Al el 332

Edn ERJA-4-(1,3-HMF0ZE-5-9)-2-(1-3E I)-1-(NN-H F- & o}r| ) 71w ) w &) 3] Z 2] - 3- 75 A 4
A ¢ 332A

e EfA EWNL-4-(1,3-MFHS5E-5-9)-2-(AE D)-1-(NN-t F-Hopr| )7 B ) w &) 3] Z 2 & -3-7H5 4

,et.al)o] WP [FE Org.. c em. 1989, 54 (15), 3618-24 ]l we} A< 206A¢] e 5 =
23 gotio=E BeF o Zujsia A ALYFFo A A FES Az,

ER2 B2 4-(1,3- WA §%-5-9)-2-(1-FE) D)~ 1-(N,N-T #- b o}v] i) 7ha ) v &) -] £ ] 1 -3-7h-2 220

A e 71Co W ol ube} =Aks e B3 A A o 332A9] 3EES v A A BA 3ES A F3)

A A ¢ 333

ZET% JEWNA-2-(4-HEAHAE)-4-(1,3-FH2E-5-9)-1-[2-(2,6-H =29 H g v d)od } -9 S8 d -3-7} &
A

Al 61AY 3 ES UEXEFOIE Fo SFEE0|nE YEFSY & Hrstt), 24417 52k wnkst & &5

ﬁﬁz}}j‘l%@ %8 %é AqE| 22 FEoth I AYZ 53 FFEFEo| v =S AAd 1D Wi o3| 7l sk

3A sgEs 53

AAlel 1ol 7] E B e AFEste] Al gt etE S Al

'H NMR(300MHz, CD40D) & 2.83(dd, 1, J=8.1, 9.7), 2.99(d, 1, J=15.4), 3.19(t, 1, J=9.5), 3.49(d, 1, J=15.3),

3.51(dd, 1, J=4.6, 9.5), 3.57(m, 1), 3.79(s, 3), 3.85(d, 1, J=9.5), 5.90(s, 2), 6.71(d, 1, J=8.0), 6.84(m, 3), 7.04(d,
1,J=1.6), 7.14=-7.16(m, 6), 7.19-7.34(m, 6); MS(DCI/NH,) m/z 551;

Cy3H30N5040.65H,0 + 0.35C,H-O0COCH 4ol o g+ 9 2= %-4]

ALk C, 69.77 H, 5.77, N, 4.76.
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A4 C, 69.75, H, 5.55, N, 4.64.
A el 335

Eds EWNA-2-(4-WEAHAD)-4-(1,3- W20 LE-5-9)-1-[N,N-T]o] AZ =
FH5- Ak

m&;

Holr =7t R g | -3 Z2 Y -3~

AAlel 1ol 7] E WS AFEste] &4l gtehE S Al

'H NMR(300MHz, CD40D) 6 0.95(D, 3, J=6.5), 1.24(d, 3, J=6.4), 1.30(d, 6, J=6.8), 2.85(d, 1, J=12.5), 3.04(dd, 1,

J=8.1, 9.8), 3.14(t, 1, J=9.7), 3.32-3.55(m, 3), 3.63(m, 1), 5.92(s, 2), 6.75(d, 1, J=8.1), 6.85(dd, 1, J=17, 8.1),
6.93(m, 2), 7.02(d, 1, J=1.7), 7.35(m, 2). MS(DCI/NH;) m/z 483.

ALEA] 2 C, 65.86, H, 7.32, N, 5.19.

A

i
(m
=
[>
N

|
@

Pt
it
to
fu
-
é
@
,p
;
N
o
do
>
(@)]

[
[®
Z,
Z,
)

doln| )9

b

Aol 313 B Al 660 7= WS ARSsko], WA ud = FE o] #4] shEs Axd

4 65-66T. 'H NMR(CDCl,, 300MHz) § 0.82(t, J=7.5Hz, 3H), 0.92(t, J=7.5Hz, 3H), 1.34-1.52(m, 4H), 1.72(4%

A, J=7.5Hz, 2H), 2.25-2.35(m, 1H), 2.72-2.94(m, 5H), 2.97-3.12(m, 2H), 3.19-3.46(m, 2H), 3.44(d, J=9Hz, 1H),
3.53-3.60(m, 1), 3.67(d, J=9Hz, 1H), 3.89(s, 3H), 5.95(s, 2H), 6.74(d, J=8Hz, 1H), 6.82(d, J=8Hz, 11), 6.92(t,

J=9Hz, 1H), 6.97(s, 1H), 7.12(d, J=9Hz, 1H), 7.18(d, J=12Hz, 1H). MS(DCI/NH,) m/e 565(M+H)".

A AT 337

71 Al 71sE S AR sk, i 10l Ve Sete S Al S
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B
67 68 o 69 o
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—
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>
el

o Lt~ a 2 HE MMQ[MacLeod/Mac Queen/Login Al EF(Z 28-S £1]35}
A2 (1033 1000xg)el o3l #71skal b, 0.26M Fa== 2 2|
1 5pg/ml. P ~E}e (Pepstatin) A]E 313 10mM Hepes(pH 7.4)
2 dAFANY. A7) SgES 1057 1000xg=2 A 22 et} Ao
Z 2 g obA A AE eH-fral= 20mM Tris, pH 7.400 4 A @A 7] a2 thA]
sh--8k= 20mM Tris, pH 7.4004 A @EA] 7] 2 AFE-S | 74%] 80T ol A A %+
N Aol o8 SA4 g

Fel
i

L
S»
5,
Zya

~—

e
oLy T,
tonjorst
o (g
S )
[
et
Q"
1:I N 0.|>'_,
Y, Y
ofi ==
i | €
LU
z
N

fl
o)
[aS)
ol
ﬁ&émlo

wholl Adtale [ 129 JET-1

o A4S, 0.1% BSAZ AFd Ak 96-9 w|FY7} S olEd A Fdst), MY HEE Az w5 &5
OmM Tris, 100mM NaCl, 10mM MgCl,, 0.2% BSA®l| €8 pH 7.4, 0.1mM PMSF, $§ =8t A 5pg/mL, 0.025% »BF
AEZH] 8L 3mM EDTA)OIA ~1008 2 SAAA @wde] HF v 0.2mg/mLe 530 44 A, =
(0.02mg)S, FA A Fe BET-1 B A3 3let2o] sw2 Z7A7|dA 93 B(HZE €2 :0.2mL) %9 [125]ET-

josfin)
DO ol

m



1 0.1nM3} A 25TelA 4/\] 7+ Eob njokdict. wjok
Technology, Inc., MA) 59| § ﬂ—

o] A A (ITmL) = %71 %Eﬂ Ea Side
L4°ﬂ quxh:} 1uM oA 2] A& (%)o] Hofxl :
= AL HojFEr).

A ojafwol ols] ATE grew LE Lalsia, of
> A
o

L

X 4a
A A 1Mol A & AAd 1aMellA g
ET:9] A& % ETae A& %

1D 96.4 30 80.0

584 - 318 93.6

3 422 34 95.5

4 78.2 35 91.8

5 . 85.1 36 94.5

6B 34.9 a7 47.9

7 63.4 38 100.0

8 53.7 -39 83.6

9 89.2 40 94.8

10 } 66.1 41 89.9

14 : 86.6 42 95.2

15 84.8 43 99.2

16 96.0 44 91.3

17 738 45" 85.4

18 - 973 46 - 90.4

19 90.3 47 95.1

20 80.9 48 ’ 96.3

21 56.3 52 84.0

22 . 863 54 §4.6

23 85.9 55 50.5

26 ' 83.0 56 34.3

27 - ] 612 57 93.2

28 638 58 81.9

29 85.3 59 T 708
60 428 93C - 592

X 4b
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81C 90.6 95D 82.1
62 94.1 T 96 B6.1
63 : 92.0 .97 89.0
64 . 950 98 86.8
65 82.8 99 92.1
66 87.7 100 76.8
67 96.3 . 101 89.2
68 84.6 102 75.2
69D 37.4 103 69.0
70 62.7 104 98.0
71 81.4 105 98.6
72C 80.7 106 - 90.0
73C 96.3 107 97.2
74 95.6 109 96.8 -
75C 95.3 110 94.4
76 93.1 111 101.8
79 100.4 112 94.9
80 89.4 113 94.3
82 . 90.3 114 86.2
1 3 85.0 115 88.4
84 65.3 116 79.3
86 52.6 117 -95.2
87 62.4 118 93.2
88 84.3 119 86.5
89 84.6 120 99.5
91C 91.6 121 98.6
92C 107.4 122 95.3
123 89.7 146 25.0
124 91.0 147 73.0
125 87.2 148 94.7
126 91.7 149 84.6
127 91.4 150 936
128 95.4 1 181 80.5 .
X 4c
129 100.1 152 86.9
130 91.0 153 974
131 89.5 154 80.2
132 90.0 155 92.7
133 88.6 156 92.6
134 92.2 157 83.8
1358 777 158 91.8
136 79.4 159 36.2
138 83.0 1608 80.3
139 98.6 161 93.6
140 106.3 1628 91.5
141 92.8 163 90.6
1428 78.7 164 98.6
143 20.6 1 185 54.1
144 78.2° 166 91.6
145 324 167 94.4
291 100.0
X 4d.
BEREN LuMel A o] ET , 9] A& (%) BEREN LpMell M o] ET , 9] 1414 (%)
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293 89.8 294 7.7
295 93.0 296 87.1
297 84.4 298 93.3
299 90.4 300 96.1
301 96.7 302 86.6
303 87.2 304 89.7
305 87.4 306 93.3
307 92.2 308 93.0
309 80.7 310 87.1
311 92.3 312 88.2
313 96.3 314 86.0
315 82.7 316 74.0
317 68.5 318 79.0
319 79.0 320 82.2
322 95.6 323 91.3
324 95.0 334 88.0
335 84.1

Az ) 71219 DA A 8] 3] 3B w3E #F o THel] A5l ET- 1ol o8] fuksl Leedo]

A B Ap RS A ol 4] shetael sEe 24 e

06 A XZ/mL)E RPMI 9] [PH]1] & -0] %Al & 10uCi/mLZ 164 2+
A o)

BS

2] SZRHokA AAA 2 10mM LiCiZ 33t | B T IA, A
7) Al e A Sk ) 9 5wt Wl gshaL, olojA] InM ET-15 Fe @itk 1:2(v/v) 22X F-we2 1.5mLs 3
7}elHA], ET-19 £ & Fusitl, S22 38 9 23 H718l & o] w A5 T AH|ES AR FE3lo], E3[Hx
Berridge, Biochem. J. 206 587-595 (1982)]01] 7l Al H}Q} o], HEH| 1:1:0.9(v/v/v)e] 222X E-Hee-2& F
Stk Aol A (ImL)S FASHAA A(100pL)S AlEFsth. A AZY YRS, SolL-udt 54 AGl—
X8(Bio-Rad)& Al-& 0, 3 Gty

s W amele e BART I,
o= A3 sheHE ] FEolth A Oﬂ?«l A=, 7] sheEe] 7154

50% A sl=v 8%+ T 2 8kA 24 z_}% st}
T AS 2 BEr
¥ 5.
F e ol v A E Zhp 3]
Al IC5ouM
1D 0.025
14 0.017
15 0.010
16 0.009
18 0.009
19 0.024
30 0.001
31B 0.002
43 0.0001
46 0.002
47 0.0005
48 0.0004
291 0.0098
300 0.0012

Fors I = 9= B oy 3B g% B3 [HF 0 Matsumura, et al., Eur. J. Pharmacol. 185 103 (1950) 2
Takata, et al., Clin. Exp Pharmacol, Physiol. 10 131 (1983) 101 7] A8 uhdo] wfel 2w = 5 oftt.

YA AR AZE A5 5 = B Ay 3185 552 [ E  Margulies, et al., Circulation 82 2226 (1990)]
of 71 A% Wil uet FEE 5= 9}‘:}

AT 3ES AF5T 4 A 2 2 33E9 a5 T [#ZE  Watanabe, et al., Nature 344 144 (1990) ]9 714 =
Wi whel S E 5 Qi)

A dr|gE a5 e B iy 3gE o) 552 T3 [3%  Heistad, et al., Circ. Res. 54 711 (1984) 1] 71214
ol mel SHE = Qo

HYAAHES A5 4 Y= g 313l Eo g5 & —Er?i[%} Nakagoml et al., J. Neurosurg. 66 915 (1987) =+
Matsumura, et al., Life Sci. 49 841-848 (1991)]¢l 7] A& = Oﬂ ST =

- 146 -



SE2EF
51 10-0483222

. Hal”a .y . .
el a ]:l opean .]. Illal‘macol
@ ;lfl: ;1 . KO a R
R 5 et .
. Chn. Il’l eSt 83 1

3 —
I 5 - =
& = £ £ o
oz = g 8 =
3 2 S s 3 N
) Z © _t © o O 9 .m”nﬂﬁ,
= 0 @ — - = o =
ERE °© B s & I s 2 e CEK
> © = v = & N = i S = .
) &) o s o . an) .q|.aS>A_| - Vu_,ﬁo 0 i
X < £ o, NJo S— o)) el
S < i 2 3 = = - sm.xzomﬁ ANE S W s a ]
s 8 ¥ g F w £ Z A Sl E 5 g XEEzie
Lz v " o . coREo mﬂﬁ& 2 ﬂf 3 @ﬂ@ﬂﬂ&hﬂﬂ@?
9] = J,||_ r . - Rels) —ToH _J._mﬂﬁ = o|J @) X ‘NE‘Llﬂ\IJLI —
sk I = " - EENE FE 3 - L EE ) R o
o = o T = = L kol ~ M R HE -
e B - L G %ihq st = “ EooHy LR T
g Hf T « A, S B ol 8oy ST 2 Ry _,ELE,E ;nmxmﬁmﬂﬁ
k= : ° = G & RO Q.0 = ~ ~illio’o s D%
= £ B 5 ¥ Tp A EENC o 4 B e ﬂww%rk 8
I B A R e &G L - ot et
. = W o s 9 i ) Ww&op&ﬂ Dmafi SR e = E%Ew_’ %E@ LR
1_%.‘% < ol L% < WT.C 1w\mwl oh =K \UIWO‘MW o ,Aﬂm_.ru o 0 ME R ks = ;ﬂnﬂ@ﬁE \,LH_‘EI_H#HT
s S s £ B Bmﬂ . = g5 Ao Nl S 7 = auel{ E,PEﬂ JCln )
% o E mT wa y e R ) 5 ey e
" 5 & k) = ER e W Gt : oz W E BT Eb}clra@wr
- = =) - ,moo» N il : _L,] ”o - = £ JBo s =TT =—0 =
o S W i P Pr =2 mﬂr £ S ony By CRE- e m@?%wmﬂmﬂmﬁ
.. ) = — i o) ok o Zo = = { - > ,mwl]r LN
Pow E o2 £ owp T oE fae i ¥ CRME. e
o - My L ~ Ao o™ %ﬂﬂa - mﬂ_ﬂ_mO_ __MaeS e - ke N ‘mMofﬂArE,iTNE]#,EE&L m,ﬁo
5 B o P PR or ST o ﬂzm = re = ATEEKE@%T T
— o = 1 J— I~ = ! + —_— —_ 20 i ol
o Ak ﬁm_ A Wf ke FE i 3 Mm Nlo i RF ﬂw Xlo n,] MMH\ ol ) il o B el Wﬂﬂuﬁ MFM | uxmﬂ_ww
= o}/ ! KA -~ o By =) BB ﬂa]xo o = = mh dlo =T CRERNIE e
= Jo R 70 e % o s s o MMon_za dﬂ,_m.zo ) 5 Somt NrEL oE Lt Hug ) iy o
Bo= o oy I M ala! EL.O ﬂu( 3 Xo\_.«m.h ! ‘Ulzo Jjo S ~ S o] < ET,ﬂﬂ ;L w ;.W.UELC
e Nlo fo _UE,mO q o _ W Ltﬂ or.mﬂﬂhﬂuﬂu oy o = TON ‘:O,Dr. EEi L EbEﬂu_He.ﬂA_wi
+ 9 &+ M B 5 m e B2 JeB X ool - X od = wl e BE T e
=T ) JoB, = B Rz, ﬂwmm% i N " I oK B ﬂbmr&_%ge CG
5 e oo opE 1o} 0% o g n Gl L i X Y o4 =, =0 RO o
] T o : al ¥ s o C : om TS o
° S ~F S TR =B LB _ S fon N it Tl
AT o e e o 0 Pl Fore B I P B %o,ﬂgiﬂ_ =T
i ) X o o) WNo K i) 4 AR sl > N| 2 1] H
=y R H N B RE K5 L oE ol 2T ? o2 o EEEEEH] it
W= e Ta e ol T T CIEN o RS & kS Heﬂﬂgbog?ﬂl
XA 5T U T ¢5 2y ® ik Mh A - s Wl
e gl iy [@)) - —_— —— S
oj 0 = — = o = — = 0750 o= < 5 M 0 y,]a\ WO o
o2 TE T2 I vz T4 TE I g =2 T @ 2 EEE@%@%
T _gw =2 2 et I il oR S R T o ER &ﬂ%lgu_r Ly
" ™ T B | R No & _ ﬁ.(?_iﬂu BB W (=) 22 omE AT ZEﬂaglquT
=05 NS WI — ﬁld« HE = o ~ OOOO ﬂ N = R ;oe ™ 7]_7I 1# # o~ ,Wl,l_l:i
X= S 0 o mX Q- £ 2% L oo _ o X O — ~ ovﬂﬂuﬂi i o
A oy Er <] — ol — oF'® T 5 I > 0T To e _ o i ~ Mﬂw]qﬁi o]
= dm I 2 =g M D 2 =2 ~= B SR BB T FZ RZ 4 ° E,asl_ﬂ ]S
S Qo= e q4o wZ 5 60 I 45 2N BN o Ww T s ] ..Lahﬂﬁ@%gﬂ
Gk W o o 0o w5 TG oo 7 P BT BT ok N w3 lﬂrbaTsﬂr eyt
T CREEG P = 2 oK 2w " .8 T Jlld; ik A= -y 2 <= ,_Eﬂbo:
< .5 o TR = o SSIN WO Vk.d.llﬁoﬁa ~ OB = S N ISP ok my I ﬂc:r_ N
=3 <xn X e._ ) O = oR T T s = ok N fadR=clit N
ZIC 2 =5 T % EaT KT (B B So ] i " o
z o< s By 70 D s %SHAT D Fmo X o 08 TRy ,ﬂE_%Eﬂ
NS w s T mﬂamzozo o] —.9 T aulo o 0 .ml WﬁﬂE%ﬂiEﬂq1aaego
£ Titen Hzpr w3 b NE oo EEe T TH T
ol eﬁo <P O 0| ‘mﬁAA — m =) ﬂ]r%l EJ‘Ll ‘mwa
o rzey FRo > " & wKY = ol XU ~ ;Hﬁrﬂ%
HZHHLE yﬁ9 m\l 7_! . \Iﬂlﬁmﬂa WiE#\LI 0 =)
Il e < e molV% ey Ty
~ ORRL | o ﬂﬂﬂq ﬂﬂ {
AN ﬁmm W ] ,ﬂWm%z&Huae
= H.f,mu%o|_‘E|ﬂ . yﬂnﬂm_x‘wﬂu.x.:l/eﬂr.
o W ny ) EQEME,@
L] pir

- 147 -



=53] 10-0483222

of ool 15T o
,m.xm\m_m._ﬂuliﬁ ﬂi ,OIOE
PJOZTQJDLH gy
A A O Ee=
~adhin R

e !

— 5
Jxa%ﬂ%ﬂﬂmﬁﬁ
X o ko e
SR zoS” O )|
Lfﬂ«o o B8R o =
ﬂoEA#:HLHLEﬂL,WL
ﬂmu;uqoﬂmuﬂ&r
Aﬂ@%Ewaﬂ
0 A~ N
RV

) %alo oy
—r—r—

=9
RN 10

T O
7~ Bje
PM%]E

)A
B e W
SR g Jol o
NCo ~o}J 7/

~ X =
w9 N ol s S
TR mgs
TSR E

I QOO 24 T
om0 A ﬂﬂl,g_ JEK
o X pomsoiNo
PlTKOTT
- :i —_ JIL\HD
Q%%i%%@&
Bl X
~ 0 ~X ,ﬂl
ue\/lrumo&o = KA
ax Ayl
E‘uw\tmimﬂl .L,o_o 1}
| SR
o] BT is
I s
=Sl < N X
7 Kjoxlo
ufﬁwmaﬂﬂﬂnﬂzﬁoﬂﬂm
T-moE RoHo ) RO
hrai el BTRA
o T T o
Ao gigiTe <°
oM — . oo}
T2 =T NloznmngK
N B NoBr
B A e el
T Njo<d e 7o © ~O0
Nﬁﬂaﬁw R
%%z%ﬂz%w
Vg
o,
oo 7w ENo )1 =
WET,_- Mo H F
W] OB %O

Noyir

ar .
ﬂﬁﬁﬁﬁﬂﬂz%
TR R o
RS
LA e ST
ol . ,,rlil,b ,WIH | E.E
ﬂ%@%@%ﬁm%
I N
,moaemﬂm%noﬂﬁw

o™

‘me ﬂy\ul,q _ﬁo E MDr_._aHMﬂ

BN T NoRomOT R

o]

o e} w)s-

)

<
=0

=]

rvzel

il

s

-

BK

i

J)NO
w
)
0

A
iy

il

XOrsolk-ofy
R
’ﬁo 7

‘mo&obtﬂ_@
maq_&ﬂnﬂ
TR )

N TGO A
oo
7o Noggo = X
&OHHT‘aﬁ‘Ir
=) ‘_&u N
~ ojorty ok

B T

=_ oo

ﬁlﬂm]./lﬂwél
oﬁeﬁo oty ikt

—_ ~ a

< koo —

N o RORT
g Bl

B leRr Sl

;OL
JulL ‘D| ym_K‘IFL ﬂE

il

Aoz X IR
CR NGy
NN B TG

TR |

o
<o |
T8 =N
i
BB OHE
B oo T
ET,OI 7En_mo
o B/ 7 40
ﬁ%%%
ey
e M ol

1r JI
Jo._l;oaog ORI
IR <
rTospEX
ORI

AR
il
wwww
MRy
0| o] X%

TN
M ovoﬁeot i
ﬂulaulzﬁm,mﬁde

4 ny

I WGER

3
T

=]

. Prescott, Ed., Methods in Cell Biology,

=

=
e}
=

A [
eq.]

&

O

A e)
YEEFS

- 148 -



CE2EZS
s 5573] 10-0483222

o
o w P
—~ — .
;OL ﬂ, ‘.M o \Nﬂ‘_ﬂOIET
i m_c = T oo BN © R l
NOF 2 5 o AN 5 I ki ﬁ
* o ® s X ol - ol Wi BT R
: . i oo o = D e e
n ) Jo o 3 iy ! uwo:i = o Mol 20 Oﬁogﬂg
o T X S S v e e B o Z B T T
S I 3 ) A e e N W e Hp y
T o) L s w U2 o Mggop el m's <o
s - | o - 3 d|,m4 @ QW.W ! © dﬂﬂul;o ﬂ_ul N]Jﬂ@fro
& F RO = e FIRY = 1= ] o i ol N
oy o o W v W, oo ot =0 o]} Wbﬂoﬂﬂ_@u
) " o o o X i@g o = K ORI ERRT
N o BN S =KOF n BKEK (2 5 R0l - oo ~
4 o~ S U o i i B
o Y le oo = M‘_ o 14 m.T.c mhyor 53 W_l,n__/liaﬂ‘mﬂhm Hol]ﬂﬂU.ﬂ
- ol L N d|£o£| x° TOEH T 0 &oahﬁﬂlﬁdﬂ:iwo
uo ®L Moo E N B M Mg il T o TEo o0 o
N ) 2 Ho G - ol g0
v A i T g agd q L T R
o P R ° do  mBIO W oA mm 298 % B ﬂw_;o%ﬁmé
& ! ol o —_ il 4 R | ,LI‘J|IO Al
A s R wor N ¢ R .
il — P Lo i ) o N ) A Wﬂ ol <X b~ 0015
-~ 50 < I = M = W o’ - TR p-H QR ) ol yo
o C T Aen 8, iy A BEw 3 e
oo wBT ¢ m HR ey T = I i T ol B
b = o M e i i 50 8 - e & ; Lﬁm% S g
r = - o o W — 00 et X
—_ 1_I_6L (o] o ﬂu‘E - ‘ul mwo — k) <0 ‘mwu ,\H Jol = 70
) 0 > X =X ~ oF - N Torf
T % o 3 = N O =3 iﬂ%m%w%ﬂw@ﬁo
. Ty & ® AT e n oy < Bor- T el X' o ol N
) . N SIS A R %o %o ol o il }EEZ,? 2%5 =
— LY i — ol ] R X o 0 S "
< ' S %0 oo 1 _wﬁ_%i o T oo RTCE s L w_)ﬂ%oﬂﬁ
oo Twm & - R o R oS T ETE 2 o
= ) N B any | B - T s H 9 =P
 omw 2 s Bl i B o R 3 L i SH o
% P~ = b B B X i T P!
X A oD A mw B Ty R o)) o 1iﬁﬂw T o
s = A =0 i T B ol Hﬂalu{ SO oF
T o S5 7 A H = < e n ZoeR WIS
(Gl o= A WPT ra W = W0 T =
T z gl > ¢ OYE g o) T fﬁ%@%i 2o
T b F = wE ¢ T t ey T % sl
2 ot I = A Moy O _ DR Tl Z
T =55 0T oo R P BT oo (R A 2 SO
L, = W =T TN & o o — ot =) B N
I = T o4 oz Z =T Fo oA =X T £
o B = = S b X Mgy S op
= = Ao U b gl o 3 dos m‘juﬁwrr T SN
= B T = 7 X I o < A N TRE o
o= Lo T B BT 5% N m <l I g )
o W I B Xy T BE TR s © KR
B o7 X < X Yo gl Oy T = Eéﬂwuo 2 B cos
R ar 5 W < ot Nl = il M = ° ol 1Y .,mm.ejl =
W A o T T T < EKITOp =T HT KR ,ﬂuluMmawWﬂa,mnuo_s B
B i) S (o ex m“qoﬁ dpgo oV L caid T E% @M N T <A Zo
ey 2 L i $OE b X ﬂ%a&o%ﬂgo;m
T % ) - N g Bgroo : ETwJ To o o o HIH bo]xﬂl&ﬂ%ﬁ.ﬂ
e U ijq © 0 i~ = o) q Ot —_ L, Of iy \_1_le 8;0 — .
Ho  HHE 5 TR o o BTN =R I ooy 5 e R Eﬂw ,7ﬂi o TR0
: 2 2 2 2 B Tl =B T. @ 9% T4 W g cobol” ¥
T Moo TN g plob 3 = Mg gl
NINE TR AT.C‘_OE R4 ME% o ._w_wo E %wboﬁ@ruﬂp :i‘au‘olq.mé
TR o © bR ST ®
A diok 18 _,_ﬂm Mﬂmﬁwﬁmuu_ = ol %E it
o TE T LR <R
SRy

- 149 -



==

s =53] 10-0483222

H,I:T/n,
AN
Ry
714l A,
7= ~CRg)(Ryg)=(1 714, Rg & Rygi= Fa0th) ol aL;
n+ 0°]aL;
R& =(CHy) =W 714, m2 0°]aL Wi=
(a) ~C(0),-G( 714, G= F2&=0]th),
(b) HEZEH T
(c) ~C(OINHS(0),R; (1714, Ry C; -4 ®i= s d ol th)olth] o] a;
R, (@) C4-Cs-24, (b) Cl—%}i—ﬂ—c 24, (O) sl =FA-C -4, (d) C-EFA = AFE Cy-Atol 22U,
@/L
() s, (0 Ae)D, (@) F2Y, () A S0 o] Bg=(c]714, X ~0-9] L, V' -CHy-olth % () C;-&=4,

C\-RFHA-C -C,m LA, B2, FO| EHA] % C,-C, SIAR o] Fold TFORNE HYHOR HelsE | Ei= 2
Ao A2 Qe DR o] Folxl TFORYE Helm

R, (a) MlzFebd, (b, (0=, (d) #d, (e) YZE, () A, (2) A > d o] stgt= H (h) C-¢=
] 2 gz oFoll IAForiEH sHAcR HAYH= 1 E Fan 27Ne] A 372 2 gke Jﬂ‘éi OITOVJ
AEeRNH B

Ry (@) R;=C(O)-R5-, Rg=S(0)y=R;— B Ryq=S(0)-Ry,~[91714, Ry (DFFZAF, (i) C,-C, & & =& (iii)-
N(Rzo)_Rg_(oq7]]\1, Rs% Cz_g—ﬁgﬂo] RZO“‘ C1 C4 ]T:I')O]J—-,—,

R, (1) FFAF, (i) Cp- 2 d B (i) -N(Ry)-R; o~ (21714, Ry CymCy@tZ#lo] il Ry & C,-C, - ot}

R, @ Rg (i) Ry PDR)IN-[17]14, Ry; 2 Ry (1) F2, (2) C,-Co=24, (3) C-LTA-Cy-2, (4) Cy- L
d, (5) C4-271d, (6) C5-CyAtel 2244, (7) Cy-Atel 224 -C-<4Z, (8) dld, (9) C-LFAI= Ay i,
(10) o2 -C -&Z (o714, o} dAd el C %f’a‘ % C —%}%’—Ni o] Fol AFoRNE HYHoR duH= 1
= 2708 A2 AgE ddelmh], (ii) c1 C,-¢4, (iii) C,~&7d, (iv) H(C, OH")O}H]J_E 2kl vy,
(v) g, (vi) oFd-Cy-LH(A7]A, o} :ﬂéowr) (i) 1 2he =Y ow ﬁ%ﬂ% C;-Cy- X&) 2 X

eilx wezad, %2 E)d, Bbstol & ol kalield, 12,3 4- b Eebshol = 2 ol e, R CE L ELTE
o] o7 g o R NN el @Atel 28 % GiD) C,-C,-dFA-C,m IR ol Folzl nFo T SYHoR
e

2 5014 g ew HEE SN HE 1Folw
o] 31 Ry, = C,eC, -2t o] Ehyo] e},

—

~HAE AR S L ohel=Ci-A(el /14, obl e o)
E -N(Ry,)-Rys (91714, Ryt Cyp-ob2d el

(c) C,~Cq—AId,

- 150 -



=53] 10-0483222

(D) oFh-C - A(e}7] M, ol & C,-LFA] 8 G2 o] Fof

(e) (£ -C =t Z)o iz 2|2kl oY,

(d) Cg-2714,

o),

KN

=2
=

(DN E ZAL] Z2)-Co-d (714, Sl H ZAFe] 282 J e dolt),

(h) (H-C,—&Z)opr| =z 2 ghe d ey,

(g) O+ A -C, -2 (o] 7] A, o}

ot

153

&4,

:::lr_}\] _C2_

o}
=

(k) Cl_oa]—::%}\] _Cl_oa]—:—jll}\] _C2_OEL7E] O] ]:]'

3T 2.

171 3t

3|

ol glo1 A, 59t 19] BHEol

A1

L
(CH2)n

pe

wEAHd)-4-(1,3- M2 5E-5-4)-1-(N,N- (n—F

Ry

3T 3.
AT 4.

)-1-(N,N-t(n-

FLE

iz
=

Ed)obr] el e)-2-(3-3

- 151 -



	문서
	서지사항
	요약
	색인어
	명세서
	발명의 상세한 설명
	발명의 목적
	발명이 속하는 기술 및 그 분야의 종래기술
	발명이 이루고자 하는 기술적 과제

	발명의 구성 및 작용
	발명의 효과


	청구의 범위



문서
서지사항 1
요약 2
색인어 2
명세서 2
 발명의 상세한 설명 2
  발명의 목적 2
   발명이 속하는 기술 및 그 분야의 종래기술 2
   발명이 이루고자 하는 기술적 과제 2
  발명의 구성 및 작용 3
  발명의 효과 149
청구의 범위 149
