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Moz dEgtle &,
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= &
3-32-2E0l01.-4-(2,4-CIER2-HAQ0I L )-AEZEE-3-0-1.2-CI2 L= 0|9 2M&sES=Z 3
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AXOZE AU | LYKl 43 SOIE + UL

= oo TY2S XK, SHM, 2K, BLH, FOK SN 22 S4 LHH MY > o
. 0/SS S49 weoz (ESH, =8 1 XA, 0/LH ¥ B-XICHH ol ABES
SEi T SAIE o2 MEsE & AT

CHS &AM 2 2o ¥ES Hetoh) 2O 66t MBS

&A100

A 1

4-{[3,4-C1S2-2-(1,2,2-E2|HE-TREOH0| & )-A 22 R E-1-0| L 00 = |-HI 2 }- M E L E

SH 1) 3-0l S Al-4-(4-Al OF - #1 B 0FO] &=

)-AI22fE-3-0-1.2-02
1

S HES(40M)E 4-AIOH=BIAEOIRI(1.2g9, 9.12 'EI%)OH 3,4-LINISAI-3-AI22 =8 -1,2-CI=2(1.6g,
9.42ci=2)s &HHN 25 Jistt. grE EFSsS A20M 522t WMBHAIRICH  BHA D 9 aﬂ‘%oﬁ“%
OGO AZAIZICHO.4nmm, 65C). Ol2 3-0ISAl-4-(4-AlOt=-HAOIDIL)-AI2B2RE-3-0-1,2-LI2

'H NVR (OMSO-ds) 8 9.29 ¥ 9.08 (2902 br m, 1H, ZHIOIH), 7.83 (d, 2H), 7.49 (d, 2H), 4.80-4.50
(m, 4H), 1.36 & 1.28 (202 t, 3H, ZHIOIH). MS (m/z) 257 ([M+H]+).

S 2) (R)—4-{[3,4-CI=A—2-(1,2,2-ER|HE-T2LOI0| L )-AI222E-1-0L 00| = |-HE }-H XL E
=A

DA YES(15M)E ADIZ2HO MAS(0.49, 1.562212) 2 (R)-2-0t01%-3,3-CIHZL2EH(24 et
SZ 00N BY {1.7m, 23U22)S HE 20N I7A2 SO IS, UIS S82S A202 W
2AIII D A BEHS O UIGIO, 24 OIEFS (2x10m) 2 HIEGHD, AXAIZICHO.4m, 85C). Ol =M
WA DHEA (R) OIAH 0.4502 AS8iCh: S& 288-291C(2a): [a] =+28.2° (9.7mg/me, DMSO);

'H VR (DMSO-ds) 67.85 (d, 2H), 7.70 (br m, 1H), 7.52 (d, 2H), 7.29 (br d, 1H), 4.84 (m, 2H), 3.91

(br m, 1H), 1.10 (d, 3H), 0.85 (s, 9H). IR (KBr): 3200, 2960, 2250, 1800, 1650 cm ; MS (m/z) 312
+
(IMHH] ).

CigHaiNsOs01l CHEH RAAZA
H X2 C, 68.43; H, 6.80; N, 13.49
&=X: C, 69.48; H, 6.75; N, 13.58

(8)-4-{[3,4-CISA-2-(1,2,2-E2|HL-ZT 2L OL0| = )-Al
A

= Ol ]-OIE-HELIEY
(S)-2-0t01=-3,3-CIHERES ALEOIH &I BFS B= =

=0
tEst= (S) OIEHE =

AN 2

4-{[2-(1,2-CIHE-Z2E0I0|£)-3,4-CISA-A I%E—‘?—E—1—01I'é'OPDI_‘.—_]—DH':é'}—“.ﬂELIEE‘E'

L2 Et=2(19.5m)s AN 1, SH 12 H&2(1.09, 3.922/2) ¥ 1, 2-CIHE-Z2Z0LEI(1.6me,

13.92212)2 A=20IAM 322 HIAZICH. FEES dUsctn, OE OtMHOIE=Z Hléﬁfoi
AXAIZICH. OIZMW HA DHZAM HM &S 0.949(81%)2 =S8&ICH: 88 257-260C

M NWR (DMSO-ds) §7.84 (d, 2H), 7.70 (br m, 1H), 7.51 (d, 2H), 7.30 (br m, 1H), 4.80 (m, 2H), 3.88
(br m, 1H), 1.69 (br m, 1H), 1.11 (d, 3H), 0.84 (d, 6H). IR (KBr): 3190, 2980, 2220, 1800, 1660
NS (n/z) 297 (M)

CiHigNaO- 0l CHEH RIAZA

H&EXI: C, 68.67; H, 6.44; N, 14.13
=Xl C, 68.10; H, 6.33; N, 14.14

AAI 3
4-[(2-01AZZ2HOI0IL)-3,4-CI2A-AS2RE-1-0L 001 )-HE|-HELIEL
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AD| SE2ES AN 20 JlE® Wl Otk MESCH AN 1, S 19 M82(1.0g,
3.922/8) o mAEE%ME(Zm,M%agﬁﬁﬁﬂﬂﬁ DHBA ER SEES 0.900(86%)2 £S5
H MR (OMSO-ds) 87.84 (d, 2H), 7.70 (br m, 1H), 7.51 (d, 2H), 7.40 (br m, 1H), 4.79 (d, 2H), 4.09
(br m, 1H), 1.18 (d, 6H). IR (KBr): 3150, 2980, 2250, 1800, 1660 om ; MS (m/z) 297 (IMtH]").
CisHieNsQz0fl CHEH 214 =
HAHKI: C, 66.90: H, 5.61; N, 15.60

AZ=X: C, 66.24; H, 5.45; N, 15.39

2 A0 4

-{[2-(1-0IEZ2Z0t0IL)-3,4-CISA-AS2RE-1-0E00I = -HEFHELIEY

Al stgrEE AAMM 200 Ji=E ZEol Oetd MESCH A 1, A 12 MHE(1.09,
3.922/12) ¥ 1-0HEZ=2Z0ot(1.6m, 14LeS)E2RH MM DX=ZAN HEHM SEE 1.029(88%)2 =5

9
StCt: & 265-268TC;
'H VR (OMSO-ds) 67.84 (d, 2H), 7.70 (br m, 1H), 7.51 (d, 2H), 7.25 (br m, 1H), 4.80 (d, 2H), 3.78

(br m. 1H). 1.55 (m. 2H). 1.42 (m. 2H). 0.84 (t. 6H). IR (KBr): 3160. 2980, 2250. 1800, 1660 cn :
S (m/z) 297 (M).

CiHigN;O0ll CHEH A 2A
HAHKI: C, 68.67: H, 6.44; N, 14.13
A=X|: C, 68.34; H, 6.38; N, 14.14

4-[(2-32-2E20t01=)-3,4-LI2A-A22RE-1-0HE00I)-HE]-
a0 stEgEsS é/\l()ll 2001 Jl=g Yol et HMZStC AN 1, EAH 19
5.92c12) ¥ 20tel(20m) 2R H, 0l 6AI2t S SFAIH, A M2 A
1.599(95%) = —’F—%._H]Z ST 283-2877C;

E3
vl
-
Im
w

FH 02
= 0x
o

kJ
ol
[ ¢
o<

o 7"
‘|II

"M NVR (OMS0-dg) 67.85 (d, 2H), 7.84 (br m, 1H), 7.52 (d, 2H), 4.81 (d, 2H), 1.35 (s, 9H). IR
(KBr): 3150, 2980, 2250, 1800, 1660 o' MS (m/z) 284 ([M+H]+).

CigHN:O 0l CHEH A AR A

H4EXI 2 C, 67.83; H, 6.05; N, 14.83

&Z=X: C, 67.49; H, 5.78; N, 14.66

A0 6

4-[(3,4-0I82-2-Z2Z 00| =-AI 222 E-1-0HL00lL)-HE|-HELIEH

A stetES AAI0 201 D= YOl Octd MESCH A0 1, SH 12 4-d=(0.25g, 0.98€
£) ¥ Z=2IZ0otel(0.08m¢, 0.98LcI8)ERH 28 WM HEAM EHM SES 0.189(68%)2
+=Seth: 88 241-2457C;

]H NMR (DMSO-ds) 87.84 (d, 2H), 7.80 (br m, 1H), 7.50 (d, 2H), 7.45 (br m, 1H), 4.78 (d, 2H), 3.44
(m, 2H), 1.50 (m, 2H), 0.86 (t, 3H). IR (KBr): 3170, 2980, 2250, 1800, 1660 om_1; MS (m/z) 269
([M+H1').

CisHisNzO- 0l CHSH |IAE A

H &K C, 66.90; H, 5.62; N, 15.60

&=X: C, 66.72; H, 5.46; N, 15.46

A0 7
4-{[2-(2-5IEEAI-1,1-CIHEHEO0I0IL)-3,4-LISA-ASE2RE-1-0Z 00 ]-HEHHELIER
A 201 Jl=E 2RO TetA FMZESCH AAIG 1, S 12 M5 =2(0.

ujo

& st
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=

o

2) 2 2-3IE=EA-1,1-CIHEWEE0tRI(0.093m, (.9822|2)2LEH A DH2MH EH 3
0.13g(44%)2 =S8l & 253-257C;
'H NMR (DMSO-ds) §8.00 (br t, 1H), 7.85 (d, 2H), 7.52 (d, 2H), 7.49 (br s, 1H), 5.04 (t, 1H), 4.81
(d, 2H), 3.40 (d, 2H), 1.28 (s, 6H). IR (KBr): 3240, 2980, 2250, 1800, 1660 cm ': MS (m/z) 299
+
(M)
C16H17N3030‘” I:H _OCJ _E/:\'
HAXI: C, 64.20; H, 5.73; N, 14.04
A=X: C, 63.84; H, 5.56; N, 13.86

4-[(2-2 2001 =-3,4-CISA-AZ2ZRE-1-0E0t0lo)-HE]-HEUEE

AD| SHEES AN 200 JI=E LYol Metd M=SHCH A6 1, & 12 MA2(0.25g, 0.98
SE0tRI(0.096m, 0.98Y2IS)ZRE WM DHZAM HAM SHEE 0.229(79%)S +=S&HCH:

0ofo e
0x

'H NVR (DMSO-ds) 67.84 (d, 2H), 7.80 (br m, 1H), 7.50 (d, 2H), 7.40 (br m, 1H), 4.78 (d, 2H), 3.49
(br m, 2H), 1.47 (m, 2H), 1.29 (m, 2H), 0.87 (t, 3H).

IR (KBr): 3160, 2950, 2250, 1810, 1640 cn ; MS (m/z) 283 (M).

CisHiN:00ll THEH A=A

HAHKI: C, 67.83; H, 6.05; N, 14.83

AZ=X: C, 67.59; H, 5.91; N, 14.62

AAIN 9
4-[(2-ANSZ2HE00l=-3,4-LIA-AIZE2RE-1-0L0t0l-)-HE |- EL

D1 =S A0 200 D= 2ol OehA MZECH AA
2 AIZ2HE0LRI(0.096m, 0.98L2|S)2RH 2 €M
%é*[}: ST 283-286TC(=aHl);

L

IR (KBr): 3180, 2950, 2250, 1800, 1650 o' MS (m/z) 295 (M+).
CiHiNsO0l CHE RAAZA

H XD C, 69.14; H, 5.80; N, 14.23

&=Xl: C, 68.61; H, 5.74; N, 14.13

A A0 10
4-[(2-01 A2 E 001 =-3,4-CISA-AZ2ZRE-1-0Z00lo)-HE]-HZUEE
& stet=ES AA0 201 D= *EOH Metd MZSHCH AAIo 1, SHH 19 MAEES(0.25g, 0.982 2]

|
£) 2 0IARE0HI(0.097me, 0‘9 E)ERH %M DHEM HEHM SES

FS 255—257"0(243"(:0% A}

'H NMR (DMSO-ds) §7.84 (d, 2H), 7.76 (br m, 1H), 7.50 (d, 2H), 7.45 (br m, 1H), 4.79 (d, 2H), 3.33

(br m, 2H), 1.73 (m, 1H), 0.85 (d, 6H). IR (KBr): 3160, 2950, 2250, 1810, 1640 cm : MS (m/z) 283
+

(M)

CigHi7N30- 0l CHEH |IA S A

HAHXI: C, 67.83; H, 6.05; N, 14.83

A=X: C, 67.32; H, 6.00; N, 14.60

A0 11

4-[(2-0IE 001 =-3,4-CISA-AI2Z2RE-1-0E0t0l o)-HE]-H U EE

| stgtEs AA |01| 20 Jl=E ZEol metd MESCH A 1, B 19 MAE2(0.25g, 0.982 2l
£) ¥ HEOLU(HESE M X 0.12m¢, 0.98L2|S)ZRE YA DX=ZAN HM &S 0.219(89%)2
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2SI SE 302-306°C(2H):

o NMR (DMSO-ds) 87.90 (br m, 1H), 7.84 (d, 2H), 7.50 (d, 2H), 7.30 (br m, 1H), 4.77 (d, 2H), 3.11
(br m, 3H). IR (KBr): 3180, 2980, 2250, 1810, 1650 on s MS (m/z) 241 (M),

CiaHyiNaO 0l CHEH H A4

HA&EXI: C, 64.72; H, 4.60; N, 17.42

=Xl C, 64.19; H, 4.44; N, 17.10

(S)-4-[2-22-F'20L0| --3,4-CISA-AI B2 R E-1-0L 00 = )-HE]-# XL EL

)=
AD| SHEES AN 200 JI=E LYol Oetd MZSHCH A0 1, S 19 MA2(0.25g, 0.982 2l
2 (S)-(+)-2-22- —‘?’—E'OPE”(O 098me, 0.982 22 )2FH M DHZM HHM SHES 0.189(64%)S =

S
otlt: & 253-256C; [OL] D=+3.82 (10mg/me, DMSO); IR (KBr): 3200, 2980, 2250, 1800, 1650 on’

H4EXI 2 C, 67.83; H, 6.05; N, 14.83
&=X: C, 67.85; H, 5.93; N, 14.65

(R)-4-[2-23-2 2001 -3,4-CISA-AI 22 RE-1-0 L0l )-HE |- HELIES

)-HE
AD| SHEES AAM 20 Jl=E LYol Cetd M=ZSHCH AAIG 1, SAH 19 MAS(0.25g, 0.982 el
) ¥ (R)-(+)-2-22- kjE'OP‘&(O 10me, 0.982cI2)22H WM DHZAM HM S 0.189(64%)2 =

SfCh: 8& 254-257C; [(l] D=—3.36° (10mg/me, DMSO): IR (KBr): 3180, 2970, 2250, 1800, 1650 on’
2

H&EXI: C, 67.83; H, 6.05; N, 14.83
=Xl C, 67.68; H, 6.02; N, 14.73

AAIN 14

4-{[(3,4-015£4-2-(2,2,3,3,3-HEIERR2-T2H 00| = )-AI2ZR2E-1-0L0t0l = ]-HE-H LI EL
AD| SHEES AN 200 JI=E LYol Oetd WS A6 1, S 19 MA2(0.25g, 0.982 2l
g) ¢ 22,3, HEISERQ2ZZE0H2I(0.17g, 0.9822I8)2RH & WA OM=ZAH ZM SEg=

3 3-
0.11g(31%)2 =S5l & 252-256TC (246 CUH A H3tH);

"M NWR (DMSO-ds) 67.92 (br m, 2H), 7.85 (d, 2H), 7.51 (d, 2H), 4.80 (d, 2H), 4.42 (m, 2H). IR
(KBr): 3200, 2250, 1800, 1650 om : MS (m/z) 359 (M').
CisHioFsN30L0l CHEH }AEA

H4EXI 2 C, 50.15; H, 2.80; N, 11.70
&=Xl: C, 50.81; H, 2.69; N, 11.85

A0 15
N-[2-(4-AlOt=-HIZ OI0| £ )-3,4-CISA-ASERE-1-0E]-N-(1,2,2-ECHEZZZ)-2EI20I01=
HEzSIEZFet(20m)E AAl0 1, & 222H2 (R) Ol & A (0.5g, =

1
==Ct. DH =43 I’Ll‘E%(Ogg 60% = AHOH 77mg, QDIE|E)O I5tD v =8
Zb WEHAIZICH, SEIZ248 222(0.79m, 4.822IS)S IJI6ttt. E2UsS AR20M
Ct=, 8AIZE ot SFAIZICH. B2 SE=S /\'EDP“O SciJ&0 SRototn &
A

. [¢]
(1:1)2 EEEANH TAE =5S6t0, 012 S8M Z802 M HH &S 0.289(45%)01 =
Aoz BtEoi A HOHSICH: [al =-101.94" (10mg/mé, DMSO);

ol []j|0
f=]
I

tAIEIOIE
E1ILD NI

i

=
a2

Sob mEHAIZ!
20

=

-/

"H R (OMSO-ds) 88.05 (br m, 1H), 7.83 (d, 2H), 7.45 (d, 2H), 5.22 (br m, 2H), 4.07 (m, 1H),
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2.50-2.30 (m, 2H), 1.52 (m, 2H), 1.16 (d, 3H), 0.87 (s, 9H), 0.82 (t, 3H). IR (KBr): 3450, 3350,
2980, 2250, 1800, 1730 on s MS (m/z) 382 ([M+H]).

CooHorN3Os 0l CHEE A A
HAXI: C, 69.27; H, 7.13; N, 11.02
A=X|: C, 69.22; H, 7.08; N, 11.29

A0 16
N-(4-AlOt=-Bl &) -N-[3,4-CISA-2-(1,2,2-ECIHEZZZ0I0I L )-AI2B2RE-1-0L -2 E-2-d0t0| =
= =S A 150“ Jlsd 2ol metd MZESHCH &AM 1, &2 29 (R .35g, 1.12

OI&HI(0
9

| )
2elg) ¥ AZEL 2*E (O SOmE 3.42e22)ERH &M DHMEM =EHM sE=2 (R), (E) o4

0.12g(28%)2 +=S6&tCt: [a ]o:—146.82° (10mg/mé, DMSO)

"H NWR (DMSO-ds) §8.00 (br m, 1H), 7.82 (d, 2H), 7.47 (d, 2H), 6.99 (q° OI=&, 1H), 6.33 (br d,
1H), 5.29 (m, 2H), 1.84 (dd, 3H), 1.15 (d, 3H), 0.88 (s, 9H). IR (KBr): 3450, 3350, 2980, 2250,
1800, 1730 on ; MS (m/z) 379 (M').

C22H25N3030“ I:H \_I. C;J _/l\__i_/i\‘
H X2 C, 69.64; H, 6.64; N, 11.07
&Z=X: C, 69.90; H, 6.52; N, 10.74

A
Et=&H(4-AlOt-#IE)-[3,4-CISA-2-(1,2,2-ECIHNEZ2Z 00| L)-AI2ERE-1-0HEL]-0l0I1E
Al

= slst2s AAN 1501 Jls= gyl metd MRS AAIo 1, S 29 (R) OlAAI(0.35g, 1.12
az|2) E—c' gy 24 222(0.68M, 3.42C|2)22H M LSOZA EHM SHES 0.369(81%)2 =5
[a]” ;=—89.81°  (10mg/mé, DMSO);

"H NMR (COCl3) 87.69 (d, 2H), 7.60 (br d, 1H), 7.33 (d, 2H), 5.46 (AB At=H, 2H), 4.27 (m, 1H),
2.35 (m, 2H), 1.62-1.50 (m, 2H), 1.30-1.20 (& 1.240 A d<t xx*El_ m, 5H), 0.97 (s, 9H), 0.86 (t,
3H). IR (KBr): 3350, 2950, 2250, 1800, 1730 cm Tom S (m/z) 375 (M ).

CosHaoNs0301 CHEH R A=A
H&EXI: C, 69.85; H, 7.39; N, 10.62
=Xl C, 69.51; H, 7.46; N, 10.41

AAIOH 18

B ALz & (4-A1 OF -1 B )-[3,4-CI S 2-2-(1,2,2-E2I 2 Z2BOH0I = )-A 22 2 E-1-012]-0H0I S

2 S1E2s MAO 1500 JISE YK Tetd MESICH  AAI0 1, S 290 (R) 0I8(0.36g, 1.12
TEE) B Sl RAE07oM. A4LLIS)EE Huol B HOZN il HEE 0255
S8l

'H NMR (CDCl3) 87.68 (d, 2H), 7.60 (br d, 1H), 7.33 (d, 2H), 5.45 (AB At=4, 2H), 4.28 (m, 1H),
2.33 (m, 2H), 1.65-1.50 (m, 4H), 1.30-1.20 (& 1.250A d2t =&&= m, 5H), 0.98 (s, 9H), 0.86 (t,
3H). IR (KBr): 3300, 2970, 2250, 1800, 1730 en s MS (n/z) 410 [(WH)").

CQ4H31N3030‘“ Chst |AEA
H&XI: C, 70.39; H, 7.63; N, 10.26
al=Xl: C, 70.05; H, 7.84; N, 10.02

A0 19
I2EA-4-(1,2,2-ERHE-Z2E00IL)-AI22RE-3-d-1,2-0I2

HIE2I5I SR RH(15m), 3,4-CI2SA-3-A2R226-1,2-C/2(2.260, 1022|2) L 2-0t0]=-3,3-CIH
SEH1.01g, 1022I2)2 &M T2 65A12F SOF AR0IM WUAIICH =0 HH Ste 2tAA D
HME 222FES 42 1501 HAIDID M2IHA0N IR0IEIHTIAIZICHS A4, on% OLMIENOIE/
B, M 222 RWRPH SAAH M AN DI 2.419(95%)2 . 8% 90-9%C (85
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TOHA AstE

).
) SE2S ANUCIZRH 23 MEEAIH S OXHEAH ZHM &S 0.833g
93C(88COA ASIE);

o

=S8t 88 90-

"H MR (OMSO-ds) 68.73 & 8.50 (2942l br d, 1H, ZHIOIN), 4.64 (m, 2H), 3.92 ¥ 3.41 (2942 m,
H, ZHO0IB), 1.71 (m, 2H), 1.38 (m, 2H), 1.11 (m, 3H), 0.91 (t, 3H), 0.84 (m, 9H) ppm. IR (KBr):
3135, 1800, 1690 on s MS (m/z) 253 ().

CiaHasNOs0ll CHEH A A2 A
H&EXI: C, 66.37; H, 9.15; N, 5.53
=Xl C, 66.47; H, 9.20; N, 5.50

AAIGI 20
3-(2,4-LIZ222YHO0I0I)-4-(1,2,2-ECIHE-Z220I0IL)-AI 222 E-3--1,2-LI2

HIEctol EZ Fat(10me), -FEA-4-(1,2,2-ECIHE-Z2 2001 )-AI2 .
3.99221=2, AAl0 19) & 2,4-CI22 2B AL (0.709, 4.022I2)E M 14A12 %OJ QSOH/\-I mi-l,
ARICH  E0 XH=, & tE CIIE OIEIZ2 SO0AIH AXZAIZICH = WM D) 4422 LE
SHEHZFH 23 MBESIAIH HA DI N BEXM 3HES 0.408g2 =S80 8& 234-235T;

"M NVR (OMSO-dg) 87.67 (m, br, 1H), 7.65 (m, br, 1H), 7.48 (m, 2H), 7.32 (m, br, 1H), 4.80 (m,

2H), 3.90 (m, 1H), 1.10 (d, 3H), 0.86 (s, SH) ppm. IR (KBr): 3140, 1790, 1640 o MS (m/z)
354/356/358. HPLC= =2 H& (99%)2 LIEFHLE.

CiHaoClN0-0l CHEH A A=A

L

H X e C, 57.47; H, 5.67; N, 7.88
aZ=X: C, 57.02; H, 5.44; N, 7.75
C, 57.69; H, 5.69: N, 7.79.

A A0 21
UHEA-4-(1,2,2-ECIHE-ZTZZ00| = )-ASERE-3--1,2-CI

3,4-CIOISAI-3-AI222HI-1,2-CI2(10g, 592€cl2) & (R)-2-0t0 I‘— 3,3-CINEREH (R MHESS
0.2M SH 353me, 71D'BIE)° ENE A20M 24A12 St WEHAI2I =

. CO& 2&2 (R)-2-0t0] -
3,3—EID1IEE!—‘?'—E*(D—+— MESS 0.2 A 150me, 302cis)s }SPT A”“ﬂ SHS A=20AM 24/\IDF =
b WBHAIZITH.  &D| £dclE Odtotd, s 2YotiA sEAZICH. 8= DME =eH0E Of
HIEHIOIE(150:5me) 2 ADISH O, AMZE MEHGIO A IJ_JHIE/\-I (R)-3-0II S Al-4-(1,2,2- EI[HIEE!—E
ZE00IL)-AS2RE-3-U-1,2-0I2 9.789(74%) 2 +=S8&tlt:

'H NWR (DMSO-ds) 58.72 2 8.50 (224 d, 1H, ZEIOIGH), 4.65 (m, 2H), 3.90 % 3.42 (20HOl m, M,
ZEO0I0), 1.87 ¥ 1.35 (&= t 20, a1, ZE0ID), 1.10 (&= d 29, 31, ZE0IDH), 0.85
2 0.84 (249 s, 9H, 2EI0I0) ppm. IR (KBr): 3150, 2950, 1800, 1700 om ; NS (m/z) 225 (M').
CoHigOs0ll CHEH B A=

H&HRIT C, 63.98; H, 8.50: N, 6.22

A=Z|: C, 64.33; H, 8.54; N, 6.52

(S)-3-0IEAI-4-(1,2,2-ECIHE-Z2Z 00| )-A 22 E-3-0-1,2-C|
01%=-3,3-CIHESE Al ( 2

&LAI0 22

3-(2,4-CI222-6-HE-HAOI0|L)-4-(1,2,2-ECIHE-T2LOI0| L )-AI 22 E-3-A-1 2-(|

AAIG 219 MAHZS(0.2g, 0.8822I2) L 2,4-LI222-6-HIEHZA0101(0.17g, 0.89Lz2l=2, ot Dela
4me)

e

A2 XISLIO CHoH XSOl StEEs e 5% RIS == WES4. 2 222 ZOIEH(2
m)ol E=0. MEE ST SHUS HA20M 422 FXIAIZICH PSS E822 OtHMEUEZE (5m)2 3
Aot Odtot, OIMIELIEE=Z MAS Os HEAA DA 0.302

=SEh. CSZ2Z0ES 10% Ol
H]Ii -4-(1,2,2-EcIHE-Z 2 Z 0t 0
clatoil A2l XIgoll tHoll XI¥0ls

BS2 A0tete WA DHZAN (R)-3-(2,4-CI222-6-0E-HE
L)-ANE22RE-3-0-1,2-CI2 0.219(63%) = =Sot=0dl, 0l= Ot

-o
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Mol stet=S HEf 5% gRett: 88 >300C; [0(]25D:+31.86° (10mg/me, DMSO);

'H NVR (DMSO-ds) d 7.54 (d, 1H), 7.39 (d, 1H), 7.31 (m, 1H), 7.17 (m, 1H), 4.89 (m, 2H), 4.70 (n2|
OIZAF, A2 OI4H), 3.89 (m, H), 2.41 (s, 3H), 2.31 (s, A= OI&M), 1.09 (d, 3H), 0.85 (s,
9H) ppm. IR (KBr): 3150, 2950, 1800 cm : MS (m/z) 368/370/372 (M').

CigHaeCloN:0-0 CHEE A=A
H&EXI: C, 58.54: H, 6.01; N, 7.59
& =Xl C, 58.48; H, 6.02; N, 7.45

(S)-3-(2,4-CIZ2=22-6-HE-HE 00| = )-4-(1,2,2-ECIHE-Z2Z0I0| = )-AI 222 E-3-0-1,2-C|22
A0 A MREI (R)-3-0ISAl-4-(1,2,2-EC2IHE-ZZ2ZOI0| L )-AI2ERE-3-0-1,2-CI2 W&l (S)-
HSA-4-(1,2,2-EC|HE-ZZ2EOI0IL)-ANEZRE-Z-U-1,2-CI22Z UHMAZEZN SLst LYo
2 MAISIC}

A A0 23

FREAN4-(11-LIHE-Z2EO0t0l L )-AIZ22RE-3-U-1,2-LI2

HEecISIE2 Fet(20m)E 3,4~ I—.— AN-3-AI2288I-1,2-C|2(4.53g, 202cls8) &
BI(1.74g, 2022|2)2 SHS A20IM U 19.5 A2 St wWBAIZICH. EO0HE
&)

of 24 |1l ’é‘EI?H150g)”0ﬂ/\‘| AZOIEDTIAZICHEE . S2R2ES/3L). H5t E5d%ez2
CloE WAl DHE AACRRE MAZIG0 WM MY 4.1050(86%)2 ~SEHCH BE 56.5-57.5C

(55.5COIA Odik%').

AD| 2F 192 MR PH 25 MZESGHH WA DHZAN EXH SHES 0.79492 =S5t 83 56-
570(5500“ 4 _iré')

"HONWR (OMSO-ds) & 8.63 2 8.48 (2HSl br s, 1H, ZEIOIM), 4.67 (m br, 2H), 1.67 (m, br, 4H),
1.39 (m, 2H), 1.26 (m, br, 6H), 0.91 (t, 3H), 0.78 (t, 3H) pom. IR (KBr): 3170, 1790, 1700 cm ; MS
(m/z) 239 (M).

CHNOsOl CHEH A=A

H &K C, 65.24; H, 8.85; N, 5.85

AMZX: C, 65.12; H, 8.90; N, 5.77

A0 24
3-(2,4-0LI222YUEO0IL)-4-(1,1-CIHEZZE 00 L )-AI22RE-3-d-1,2-CI2

HERISIEZ2E&H(40m)E 3-2SA-4-(1,1-CIHE-ZZ2ZO0I0IL)-AIE22RE-3-A-1,2- EIS(? 18g, 30
2lE, A0l 23) ¥ 2,4-CISZTZHHOIRI(5.28g, 302L2I=)2 EUS AR20M 16AI2F SOt
WEHAIZICH. SOHE HMHotll &ALE ClIOIE OlHlZ2=2 EAMol A0te OS dX2AMHA = éﬂ@% 8.949S
=SEC. &) 22 OHMELIEZE(SE), OtMELEZ(28]), O =
HEGHAN MMBESAIA Mol M DMZM EX S22 4.080(40%)2 =S
A HstE):

'H R (DMSO-ds) & 7.81 (m, 1H), 7.68 (m, 1H), 7.48 (m, 3H), 4.81 (d, 2H), 1.67 (m, 2H), 1.31 (s,

6H), 0.82 (t, 3H) ppm. IR (KBr): 3210, 1790, 1645 o5 NS (m/z) 340/342/344 (M). HPLCE =42
(99%) 2 LIEIHHCE. XS FAF SAH 3= &I 220 j”‘*C’*OI Eg=e X2Z LIEHDH

CigHiaClaN0-0 CHEH A A=A

HA&EXI: C, 56.32; H, 5.32; N, 8.21
& =Xl C, 55.93; H, 5.20; N, 8.18

AAIOI 25
N-(2,4-CI222-H&)-N-[2-(1,1-CIHE-Z2Z

HEetol=z Fet(gme) & CIHEXES00I=(2me) 2 éi‘%% o
20 24 UIIoHHlA NaH( f2E 60% =& 0.0
2I=, OtNIEY R+2(0.183m, 1.9422(2)S D
SAA OE OLMEIOIE(3x50m) 2 FEBHCH. |

X

SA-NEZRE-1-0IL]-0tHMEODIE
A

[0l 242 M4&2(0.60g, 1.262cI2)00
. 1.9422|8)8 Jtsttt. A'901|/\-| 158220 WEHA|
StCt. é@%% 2AI2 St WBtAIZI T E=+2 3§
&2 Na0s 10% =2 %‘#E NI=St A AlIZ

| &
OIS (MgS0,), SMAIZ (SE) sSAZZM TAIE =S80, CoE NHZEZRE ZFESAIA WA
DHZAM N-(2,4-C1222-HE)-N-[2-(1,1-CIHE-Z2 200/ )-3,4-LISA-AZ2Z2RE-1-0HE]-0tHE
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Ot0IE 0.369(53%)2 =S&C. 8& 114-116T;

'HNWR (OMSO-ds) & 7.66 (d, 1H), 7.32 (dd, 1H), 7.29 (d, 1H), 5.20 (br s, 2H), 2.15 (s, 3H), 1.70
(a. 24), 1.35 (s, 6H), 0.85 (t, 3H) ppm. IR (KBr): 3400, 3300, 2950, 1800, 1700, 1580 en'; WS
(n/z) 382/364/386 (M').

CighoC I N30l CHEH &A=

H XD C, 56.41; H, 5.26; N, 7.31
a=Xl: C, 56.30; H, 5.27; N, 7.25

A0 26
N-(2,4-CI222-H&)-N-[2-(1, 1-CIHE-Z2Z 00/ = )-3, SA-ANEZRE-1-HE]-REIZ20t0I1E
A

4 -

HEzZSIE2 FgH(8me) EIHI%EEOH}IC(Z £)2 EEE2E A0 249 MAE2(0.60g, 1.262ZcI=)0
a=201 24 tHIIotoIA NaH( =S 60% =&t 0.077g, 1.94€ I%)Z JHetCh. A =20lA 1522 nIEHAl
I, 2EI24 222(0.317me, 1.9422|8)S It . =S 2AI2t S WAl g E+==2 3
A OE OLMIHIOIE(3x50m) 2 FESEHL. KIIAS Nall; 10% =3H 2 H+= MEHSIH AXZ AR
CHS (MgS0,), EMAIH(SE) sSAZB22ZMN SY =S80, ClOE HHZZ2FH Z2ESHAIHA %
MODHZM N-(2,4-CI222-#F )-N-[2-(1,1-CIHE-Z22 00l L )-3,4-LISA-AZ2ZRE-1-0IL]-2
EIZ0t0IE 0.52g(72%)S =S&Ct. 8& 112-117C;

o

'H NVR (DMSO-ds) & 7.65 (d, 1H), 7.43 (dd, 1H), 7.29 (d, 1H), 5.16 (br s, 2H), 2.42 (t, 2H), 1.72
(q, 2H), 1.54 (m, 2H), 1.35 (s, 6H), 0.83 (m, 6H) ppm. IR (KBr): 3400, 3300, 2950, 1800, 1725,
1580 on ' NS (m/z) 410/412/414 ().

CaoHz4C1N:0:01 CHEE A2 A

H&EXI: C, 58.40; H, 5.88; N, 6.81

& =Xl C, 58.40; H, 5.84; N, 6.86
AA 27
3-(2,4-CIS22-6-HE-HHEO0l)-4-(1,1-CIHE-Z2Z 0t

&)l steEe AAlo 2200 Jl=E LYHS 6HJ et £
HSAl-4-(1, 1-CIHE-Z2Z 00| = )-AI 22 R E-3--1,2-C] .
BIEBI= ORI (15.02g, 79.022I8)222H A DX S SS510]
et 02 M3otoA AZXAIZICH OIE}M “—.“Aﬁ” IDHZENM =
247.1-248.3C;
'H NVR (OMSO-ds): & 7.54 (d, 1H), 7.44 (br t, 1H), 7.39 (d, 1H), 7.31 (s, 1H), 4.90 (d, 2H), 2.40
(s, 3H), 1.66 (a. 2H) 1.28 (s, 6H), 0.80 (t, 3H) ppm. IR (KBr): 3200, 2980, 1800, 1650 o' MS
(m/z) 354/356/358 (M’ EAM HPLC= =4E (99.9%)2! X2 =2 LIEHHCE.

).
CiHaoClN0-0l CHEH A A=A

H&EXI e C, 57.47; H, 5.67; N, 7.89
a=X: C, 57.31; H, 5.50; N, 7.80

AAIGH 28
-2 EA-4-33-F 00| -AI B2 R E-3-01-1,2-0/ 2

HIE 25| S 2 2 2k (80me) = ,4—CI$§}\I—3—/\|§ SE-1,2-C12(11.31g, 5022l2) % 33-220t8
(3.660, 5022I2)0 SAUS ARS0IA 71AIRE SO MPHAIZICH, SIS MGt ZTIIES TALQ
s 22 MXol0l AE (24 NaS0)AZICH BOIS HIIolD SA9 24 111 a5t 2ese 2
UM TAIS RDIEIR(SH, SRR2IS/N) G0 UM DH S82 9.83(87%)E +SETH
S3 67.068.5C. EF(800M)S 23] MZHSAAIN s DA BA S 5ieS +=80: 2

x* 68-69C (67 CUIM 3tE);

'H NVR (OMSO-ds): & 8.75 ¥ 8.59 (2IHQ| br s, 1H, ZHIOIH), 4.66 (m, br, 2H), 1.72 (m, 2H), 1.40
(m, 2H), 1.31 (m, 9H), 0.91 (t, 3H) ppm. IR (KBr): 3140, 1780, 1700 o' MS (m/z) 225 (M ).

CieHigNOsOll CHEH A A2 A

H X C, 63.98; H, 8.50; N, 6.22
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=Xl C, 64.13; H, 8.60; N, 6.24
A A0 29

3-(t-2 200l )-4-(2,4-CI2S22HZ-010I %)
HEzl5I = E?—E*(Bm@)" 32 E A|-4-32-2E0

SEOI0|-AI 2R FE-3-01-1,2-C2(1.13g, 5.022/8, A
ol 26) % 2.4 CISZ2AE 0101(0.6540, 5.082IE)el SIS HZ0IH 16502 B0 TeAAL, B
0HE Jamam TAS CIOIE OIEIS2 ei0ist 048 AZAIH 1Al 1.5008 +S8l. X 442E of
NELIEZ2SE 23l IO #a DHEN EH B2 1.220(74%)8 4SS0 ST 229-230TC

(2dH);
1H NMR (DMSO-dg): & 7.77 (m, 1H), 7.68 (m, 1H), 7.61 (s, br, 1H), 7.48 (m, 2H), 4.79 (d, 2H), 1.36

(s, 9H) ppm. IR (KBr): 3300, 3220, 1780, 1660 on i MS (m/z) 326/328/330 (M'). HPLCE FAE
(99.6%)Q! 2A2= LIEHHCE,

C15H1GC|2N2020“ st |AEA
H&XI D C, 55.065 H, 4.93; N, 8.56
al=Xl: C, 54.86; H, 4.89; N, 8.48

2 A0 30

3-3=-2E0t01=-4-(2,4-CI2E22-6-HE-HMZE OO L )-A 22 RE-3-d-1,2-CI=2

= SHEE2 A 2200 JIsE ZEE oL RAS Yo MISC. 2= HE=S(5.5m)= 3-0
EAN-4-38-FE0t0l =- /\I:‘E':'E -3-0ll-1,2- EI%(O 22g, 1.1€elg) % 24-CIS=2=-6-HE#Aot2l
(0.22g, 1.222l2, Ofd &AM X0l Cioh XIG0I&HMO SEES Uef 5% S8R)22FH, N
M DHEAM 3—3%——‘?’—%0}D|i—4—( A-CI222-6-HE-HZAOI0IL)-ASERE-3-0-1,2-CI2 0.34g2
—ﬁ‘—%a o, Ol= Ot c2l&atiAel XIZ0 ol XS0ldxel stsES e 5% &=&tt: 88 264-

'H NWR (DMSO-dg): & 7.54 (d, 1H), 7.46 (s, 1H), 7.43 (br t, 1H), 7.39 (d, 1H), 4.89 (d, 2H), 4.72
(d, A2 OIMA). 2.40 (s, 3H), 2.31 (s, A2 O/AR). 1.34 (s. 9H) ppm. IR (KBr): 3200, 2950,
1800, 1650 om ; MS (m/z) 340/342/344 (M').

C15H18C|2N2020“ st |AE2H

H&EXI: C, 56.32; H, 5.32; N, 8.21
=Xl C, 56.09; H, 5.28; N, 8.16

AAIO 31
-2 EA-4-(1-0 -2

HECISI S 2 Z2H(8me -0
)

i
A
Hu

i

-Cl2(2.26g, 1042l8) ¥
01(0.872g, 102ecl2 20 E0f HH= &=ot
ZEE0 BoiAIIILD &I SHs 22 MHGIH AEX(R2 NaS0,)AIZICH. S04 MAZE
+E6t0 0I5 A2Ita0A AZ0tEDIIN(ScHS, S22ES/AL)AZIC. XNFS
clel OME M2 23 HZHaotH HHl 2 0.896g(37%) & ==&ttt 8&

FIF 7
™

|,

[

;
Q Jo o
U
TR

alo 1>
Hu 0z =
—xlE\ |_JﬂJlﬂl
D Sy

cn
T

'HONWR (DMSO-dg): & 8.63 ¥ 8.49 (2912 d. 1H. ZEHIOIM), 4.64 (m, 2H), 3.74 ¥ 3.30 (22 m. 1H.
ZEO0IM), 1.71 (m, 2H), 1.54 (m, 2H), 1.39 (m, 4H), 0.90 (m, 3H), 0.82 (m, 6H) ppm. IR (KBr):
3140, 1790, 1720 om : MS (m/z) 239 (M').

CiaHxyNOsOIl THE E A2 A

H&EXI: C, 65.25: H, 8.85; N, 5.85
& =Xl: C, 65.37; H, 9.07; N, 5.87

AAIO 32

=
22 XEs =Y S22 AECIH AN 242 RAS HEO=2 HZEGHN A DHZAM 3-(3,4-
-HI 20t = 0IL)-AE22RE-3-0-1,2-0I28 +SE&IH: 8% 268-269C.
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A A0 33
3-(2,4-CIS22-MZ 00| = )-4-(1-HE-Z2Z 00| = )-AI 22 RE-3-%-1,2-0I=

SIEE2 NS 52 SES ASoH0l AAI0 2428 FAIS HHOE HMEZGH0 WM DH=Z M 3-(2,4-
EI%EE—“&QOP |)-4-(1-UE-Z2Z0H0lL)-ASR2RE-3-U-1,2-LI128 =S58t 8F 210-211T
A A0 34
3-(2,4-CIS22-6-HE-MZA0t0|=)-4-(2,2,3,3,3-HEIERLZ-T 2L 00| = )-AI22 R E-3--1,2-C
2
24 HEtS(142m)E 3,4-CINISAI-3-AI2Z2REI-1,2-CI2(4.2m¢, 28.422|8) ¥ 2,2,3,3,3-HEERR

|l BHE ZLSHIA

ZEZL0LRI(4.24g, 28.4 DI2I2)2 SUS A20IM 24AI12F St WBHAIZICH Z* |
SEAIND SAE 10% OlE OHMIEHIOIEZ H0totd BHAF O 1.149(14.6 %)

ES

'HONMR (DMSO-dg): & 9.40 & 9.20 (24| br m, 1H, 2EIOIM), 4.67 (q, 2H), 4.33 L 4.11 (2H2l br
L oH, 2HI0ID), 1.36 (br m, 3H): NS (m/z) 274 (IMHH]').

AALON 2201 Jléél gl Wetd, &1 O, 3-UISAI-4-(2,2,
2R E-3-0-1,2-CI2(0.72g, 2.62cl2) & 2,4-LI2E=-6- TELE
M DH=Z M “HI S8 1.039(94%)S =S8t 8% 287-292C;

"HONMR (DMSO-ds): & 7.62 (br m, 2H), 7.53 (s, 1H), 7.38 (d, 1H), 4.89 (d, 2H), 4.43 (to OI=4A,
2H), 2.40 (s, 3H) ppm.

C15H C|2F2N2020” st |AEA

H&EXI: C, 43.19; H, 2.66; N, 6.72
=Xl C, 43.13; H, 2.61; N, 6.74

AAIGI 35
N (2 4-CI222-6-HE-HE)-N-[2-(1, 1-CIHE-Z2Z 001 £ )-3,4-LISA-AI2Z2RE-1-0L]-RE0t

o

N.N-CIBIEES00IE(2me) 2 HE 3-(2,4-CI1222-6-0IE-UAH 00| = )-4-(1,1-Cl
L= —EE% Ol )-AI 22 R E-3-d- 1.422[S)Hl ASJUHES(ZRS 60% Z4&AH
0.062g, 1.5422I2)S 0CHA e Ji%’c\i SIEfMZS 1AI2E S WEHAIZIL Olol et =820l 25
T2 I %EP. SEI24 R2(0.24g, 1.542L2IS)S JI6tD BtS E8E8S OCOH/\-I 158220 WErAIZ
EP% A202 JI2AIZ2ICH.  2AH wErAIZ! g = S==(50m)0 =1 o
HIHIOIE(3x5Omﬂ)E FEEU. RIISS SMNOAUSENAM HZAI2 P (SEHAAIZICE. S04
ERVIEIE Ol g

| -/ %
Sot0lA HHGHD &Rote 22S CUE HI22 H0toto WA DR 0.319(53%)2 ==
@EPI & 117.2-118.4C;

kJ
mrn

Jn I'

br s, 1H), 7.39 (d, 1H), 7.28 (d, 1H), 5.06 (s, 2H), 2.34 (s, 3H), 2.29

"H NMR (DMSO-dg): & 8.80 (
(s, 2H), 1.67 (q, 2H), 1.51 (q, 2H), 1.30 (s, 6H), 0.82 (q, 6H) ppm. IR (KBr): 3230, 2950, 1800,
+

1744, 1700, 1570 en s MS (m/z) 424 (M).
CoiHasCloN050l CHEH A A=A

H X C, 59.30; H, 6.16; N, 6.59
aZ=X: C, 59.34; H, 6.09; N, 6.52

A A0 36

N-(2,4-CI2Z22-6-HE-HZ)-N-[2-(1, 1-CIHE-Z2 200l = )-3,4-CISA-ANSERE-1-0HEL]-0LHE
otole

2 SEE2 AN 350 Il Yol mdetd MESCH 3-(2, S22-6-0E-HWHOI0I)-4-(1,1-
CIHE-Z2Z0i0lL)-A2E2E-3-%-1,2-CI2(0.50g, 1.41L 2 OHMIEA R2(0.16g, 1.54Y
2I2)Z2H YA DHEAM EXM st&= 0.369(64%) 2 =Sstt: 83 112.2-113.9C;

H R (DMSO-ds): & 8.71 (br s, 1H), 7.40 (d, H), 7.29 (d, 1H), 5.06 (s, 2H), 2.35 (s, 2H), 2.05

(s, 3H), 1.67 (g, 2H), 1.30 (s, 6H), 0.81 (t, 3H) ppm. IR (KBr): 3230, 2950, 1800, 1755, 1590 Cm_1
S (m/z) 396 (M').

C19H220 | 2N2030“ Chst |aEs
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X

|[&XI: C, 57.44; H, 5.58; N, 7.05
Al=3X|: C, 57.16; H, 5.52; N, 6.94

AAG 37

N-(32-2E)-N-[2-(2,4-CI222-6-HZ-#H0H0| £ )-3,4-CISA-A 222 E-1-01L]-T 21 2010
HIEASICRTRH(12.6M)E -2 EA-4-33-2L0H0| =-AI 2R 2 E-3-01-1,2-C12(0.50g, 2.522I2)0f
SASUES(ZRS 80% A 0.091g, 3.0222)S JIsiCh. 4D SSUS ASHAl 2022 DEFA
2ICH. Ot SrEH BAI BHS ANSIHAH SZADID, MAHE wA DHE DR LL2(em) Y
DS22HE (300 HSAZI0. oS S2BS ASA 18 Al2t S0 DEAIZITS, 115CHA 24A
2 Sob JbHEIC. ARWAM U2 FIAZS, WS 2a2s SPErTEEE 54510, 0115101,
LOUSHOIA SHARICH ZE 320tEJHII(A2I5H2, A0S OLMEIOIE)2 HA5He 23 0.09
S +550 012 OMELSR(1.8m)00 QD 2,4-0322-6-02HE0i0l (671, 0.3522IS) &
OLHIELIER (2m)S JIEiCt. AR20A 322, BHS 2822 LAGHHN SSA3ID, MEE DHE o
S0 O OHMEIOIEZSH WZEH610f WAl DX 74 (53)S ~S8tCH: S& 177-180C;

'H VR (DMSO-ds): 8 9.31 (t, 1H), 7.54 (d, 1H), 7.40 (d, 1H), 4.94 (d, 2H), 2.40 (s, 3H), 2.09 (aq,
2H), 1.37 (s, 9H), 0.87 (t, 3H) ppm.

CigHaoCloN050 CHEH A A2 A

H&EXI: C, 57.44; H, 5.58; N, 7.05
=Xl C, 56.41; H, 5.19; N, 6.98

AAI0I 38
3(2,4-CI222-6-HE-HAEOOIL)4-(1,2-CHE-2-ER22-Z2 L0 L)-AI22RE-3-A-1,2-0I2
B 1) -ER2Yes

THFE(40m) S S
1482218)E I
2)8 38z Uso 2

2. OIS 2 THFE &l
2.5N NaOH —’-‘—%"ﬁoi 2014
(NazS0:) AIZ122, O4mtst Ch

cl&(1.61g, 74LelI2)2 SH &EA UolotolA Ealml‘%é% 22210/ =(18.8m¢,
S50 JI8tCt. AXE20| A=5HH HASC. 325, -ER2YRI(5q, 7L
S 24A2t SOt WEHAIRICE, Dﬂ@%; &*J St B2 SHAl
T ==2)M0M HHGtD S(25m)S JHtch. ==
=] S LUZZ20IEH(4x50m) 22 =E6ICLH. RIIAS
2 ZUAHA FE222YLs 3.83g2 =S5}

==t
=&

=22
ot A

o OIO

]H NMR (CDCls) &3.71 (dd, 1H), 3.36 (m, 1H), 2.90 (m, 1H), 2.10 (br, 2H), 1.38 (d, 3H), 1.33 (d,
3H) ppm.

79g, 31.442|2)2 N

3. ol
42U2|2)9 2Hs JIstt. =

A HIIGHHA 222EE(15M)S

Bl22 AN 4Al12F SoF mBHAIZ]
ZHAFZ CIOIE OlEI2(100me) 0l oHAIZ11D, 20% 21 A&H(1x50

me), H(1x50me), EEAUEE HELS==U(1x50mL), S&=(1x50mL)Z2 MG TS A X AIZ2ICHMGS0,).

SAA HY DHEN N-FSAEL-3-EF2Z2 L= 6.34g5 =S8t

l
olo
0
=
i
to
[Pl
Ol
T
A=)
OZ ¢
2
1 ¢
; :
H
F‘l"
O

1 NMR (COClg) 65.08 (br, 1H), 3.82 (m, 2H), 3.68 (m, 1H), 1.46 (d, 3H), ¥ 1.39 (d, 3H) ppm.

B 3) N-RSATEL-1-@2E-2-0l0| = -3-ZR222-3-H-n-2E

o EI%EEHIE*MOM)% ZclAEE XA EEILHI'é' ZAB(29.32212)2 F WbtE EEE0 24
OISt R2=(7.44g, SEBIE)‘Q Jt8tC. 102%, OIDICHE(2.0g, 29.3¥2l2)S Jt8t O3 102
= US2Z220EH(200m)E N-RSADIEL-3-27 9§u+a|i(13 3LLI=)o BEAUs JtECt. EEss #
F 22 2A2 SO JtEECh. d2AAZ EE=S A0E: SSH4HE Sot oUctd HHs S
ARICH.  &AFE CIOIE OIHI2(150me) 0l SSHAIZID &) EBHS EIQ%&LPE% S|4 =g (1x75mt)
2 S(2x75m) 2 MASEL. RIIES DUC(Na2804)/\I3|7, a0t E Sote Huitst Us SZAIA
N-SEAIIEE-1-2L2E-2-0t0|=-3-EF22-3-HIE-n-F & 3.4608 =S8t

1
H NMR (CDCls) 84.72 (br d, 1H), 3.86 (br m, 1H), 3.56 (dd, 1H), 1.47 (s, 9H), 1.43 (m, 6H) ppm.

S 4) N-RSAIEL-2-0t0| =-3-2ER22-3-0E-n-R &
o228l satstZets(11)(800mg), HEFS(80M)E N-RSAPIEE-1-225-2-0t01=-3-E222-3-1
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e
0l
o

= (3 269 9.822l=2)9 %O“ 2 EZ/HE0t2I(0.99g, 9.822I=)ES ML,
50 gAIZICH. EgSS Hct0IEE Sot st .
D IN HCl =82 (2x50me), S(2xsome) =z MIES 08 HZEAlIZ

%6}7 OlE 2AZOIEtTI(A2IZrA, Colg odz/aat

E2222-3-HE-n-2& 1.80g2 =S5&tCh:

&-n-

DA (

SAME CIOE 01|E1|§(100mﬂ)01| %SH
Ct F
(3

1

I-_I
00 Ol o
e
=
v
[wl

Al
F(MgSO, ). OCIIGHD ZZAIH FAL
/1))3H0 N-2EAIIHEY-2-010| --3-
H NMR (CDCl3) &4.65 (br, 1H), 3.70 (br m, 1H), 1.45 (s, 9H), 1.39 (d, 3H), 1.32 (d, 3H) & 1.18
(d, 3H) ppm.

B3 5) 3-UISA-4-(3-EF22-3 Ot0l=)-3-AI2Z2RHI-1,2-02

n -2-
N-S2EAIIEL-2-010| =-3-ERLZ-3-H€-n-FEH(1.75g, 8.52cl=), LIZZ20IEH(5GM), EEIEEQ_
ZOLMIE-H(4me), L BIEFS(0.75m)0] ES2S 5AI2F SO 45C=E JIR2AIRILH. Jgd 422 3d ?S
2IIAUH A JHID1OD Ia“\* SAE =0t 2sCH. NEtsS(42.6m)s -EZ222-3-HE-n-2
g-2-0121 ECEFRLLZO0IMEHIOIELE (8.5422)2 & LA-CIOIS Al 3 ANZE2LEI-1,2-C1=2(1.44g,
8.522I2), O0I0lA EZINEotal(2. 589 25.522|2)s = 2 &4 EHJIo}OH A20 M
2A12F SOt WBHAIZI T8 & E bHAI2E S 50TZ2 &sAIZICH éé’%% cﬂﬁlxlalﬂ Z0ME 3™ B
SIIANHM HASCH &AIE CIOE 01|E1|§(9omﬂ)01| ZoAI21D 2(1x60me), 1N HCI #%&“(WGOM),
S(1x6ome) 2 MESICH. RIIBS AT (MgS04)AIZ1D, Oototd SEAIZICH ZAISE AZ20tEDCtIl (&
clItZ, CIHE OlEH2)ot0 A DHZA -HSA-4-(3-ER2-3-HE-n-FE-2-0i0l=)-3-AI 22T
Bl-1,2-Cl&2 1.65g2 =+=Sstlt:

i

=

o
I

"H R (COCl3) &6.21 (br, 1H), 4.77 (br m, 2H), 3.80 (br, 1H), 1.47 (t, 3H), 1.43 (d, 3H), 1.36
(d, 3H), ¥ 1.32 (d, 3H) ppm.

EH 6) 3-(2,4-CI22E2-6-HE-HAOI0I=)-4-(1,2-CIHE-2-E2Z-T 2L 00| = )-AI 22 R E-3-0-
1,2-CI=2

P4 THF(8BM)ZE 3-0l S Al-4-( —E—Erg
2l2)o 29 2,4-CIE222-6-0EH
JIoHOIl A 18AI2¢ %OJ Db SHCEH, é@
B ouetct. DS OHEFQ/EI W=
N E=; E&g—ﬁ OlAl 77C2 16AI2t S0 D
StCt:

'H R (OMSO-ds) 87.54 (s, 1H), 7.40 (br, 1H), 7.38 (s, 2H), 4.90 (m, 2H), 4.17 (br, H), 2.41 (s,
3H), 1.32 (d, 3H), 1.27 (d, 3H), 1.18 (d, 3H) ppm.

IR (KBr): 1850 cm : MS (m/z) 373 (IMH]').

AAIGI 39
2 EAN-4-(2,4-CI222HEOI0I L )-A 22 RE-3-d-1,2-CI=2

HIERACIS2Z2H20M)S 3 4-CIZSN-G-AB2E-1 2-C2(3.00g, 150208) & 2,
01(2.649, 15UEIB)0] BUS AROIA 5.5N2 Sof DA B A, @
= 30m)0l 2HHATID MEItANN DZ0rE R (B4l oD OHHIEIONE/H A
ORTE BNE MG MM MAS 4.319(88%)2 +SBCH: SE 140-142°C(137COHA o
)l 22 HY t-22 2226 33 W60 A DH2A BX SIE2 0.56602
SH 139.5-140.0°C(137.5COI A 31E):

_>':l'\3

i
_]_l.
oy
o b 12
i I

oo

oo

St
o

0

for
Ju
0% J

1
i
k]
[}

"N NWR (DMSO-ds): & 9.25 % 9.00 (2JHS m, 1H, ZHIOIN), 7.64 (d, 1H), 7.51-7.34 (m, 2H), 4.69

(m, 2H), 4.56 (s, 2H), 1.72 (m, 1H), 1.58 (m, 1H), 1.38 (m, 1H), 1.19 (m, 1H), 0.91 & 0.82 (2H
o t, 34, ZHI0IH) ppm. HPLC= FH=Z (>99%)S LIEHACY.

CisHisClNOsOll CHEH A A2A

H XD C, 54.90; H, 4.61; N, 4.27
a=X: C, 54.98; H, 4.51; N, 4.11

2 A0 40
3-(2,4-CIS2E2HA OOl £ )-4-(2-0l == Al-1, 1-CIHIE 0 2 0t 0] = )- Al

=
HECISIEZ2FEeH(10me), 3-2=A-4-(2,4-CI222HUEOI0IL)-AEZ -3-0l-1,2-C|=(1.31g, 3.94Y
clg, Ao 39), ¥ 2-0t0l=-2-0IE-1-228=2(0.369, 4.022I2) 20 M 43.5A12F St
EHAIZICH. ZEMHE HHE OGS, TAIE COWE =22 A0totd AXZAIH B4 OXH 1.1302
==&t L dHE== HEH=S=2FH 33 MZIaotW A DMEAM EMH =S 0.503g=
=S50 8% 237-238C(234CHAM HEtE);

2RE3-o-12-0/2
e

m
<
u =
ﬂl

O\l
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'H VR (DMSO-dg): & 7.94 (t, 1H), 7.68 (m, 1H), 7.54 (m, 1H), 7.48 (m, 2H), 5.04 (t, H), 4.79 (d,
2H), 3.39 (d, 2H), 1.15 (s, 6H) ppm. HPLC= =&Z (99.9%)S LIELHICH.

CisHisCloN0; 0 CHEE RIAEA

H&EXI: C, 52.49; H, 4.70; N, 8.16
=Xl C, 52.57; H, 4.59; N, 8.12

AAIG 41
3-(2,4-CIS22HHOI0IL)4-(1,2,2-ECIHEZZ2E00I = )-AI22

HEecGI EZ Z&(20m) s AAIN 212 MA2(0.901g, 4.022I2)
dels)S A20IAM e 16A12 SOt WBHAIZI TS e 24A12¢
THALE DIES(SE)ZRH MEE36tD OAl HESZ2REH HEE
SZ2HAOI0I=)-4-(1,2,2-ECIHEZZZ 00l £ )-A S 2R E-3--

& 235-239TC (233COHAM H3tE); [a] 5D=+26.28° (9.58mg/mé, DMSO):

I-1,2-CI2

E-3-
2,4-CIS=2HIA021(0.704g, 4.0
or EZAIZICH. SO0HE HAHE
GHod A DHIZAM (R)-3-(2,4-C
-1,2-CI2 0.25g(18%)2 ==S8&tCt:

L% O 42 4[[

'H NVR (DMSO-ds): & 7.67 (s, 1H), 7.63 (br s, 1H), 7.48 (m, 2H), 7.30 & 7.15 (2942 br d, H, 2
oS S| =

BIOIM), 4.80 (m, 2H), 3.90 (br s, 1H), 1.10 (m, 3H), 0.86 (m, 9H) ppm. =4 HPLCE F&H =
(96%) 2 &R =% (100%)E LIEHHCE.

CiHaoCloN050l CHEH A2 A
H&EXI: C, 57.48; H, 5.68; N, 7.89
=Xl C, 57.96; H, 5.86; N, 7.77
C, 58.11: H, 5.76: N, 8.05
(8)-3-(2,

CIS2=2¥A00IL)-4-(1,2,2-ECIHEZZZO0I0IL)-AI2Z=
2 =

4- &0t (1, E-3-dl-1.2-Cl=2=2 &JI0A
MEEE (R)-3-MSA-4—(1,2,2-E2| N -T2 LOI0| = )-AI 22 L E3-2-1,2-C12 H4l (S)-3-0IS Al-
4-(1,2,2-ECIHE-Z2 200 )-AIS2RE-3-U-1,2-LI222 HHAIHA SL& LHoZ MASH,
AAICI 42

3-3=2-2E00l=4-(3,4-CI222HEHOI0I L )-AN 22 R E-3-d-1,2-CI=

HECIDIEZ2ZEH(156M)E 3-EEAI-4-32-FE
28) ¥ 3,4- EI%EE@%‘OFB(O 880g, 5.0

0 MA= Seld &AME NN-CIHE=Z
DHZAM EHM 3EE 0.687g(42%)2 ==

t 1,2-CI=2(1.13g, 52cl=, AAld

S I%)BI EHS ’é‘%()il/\-l IZHak 96AIZH St WEHAIZITH &

(2§|)§‘=‘E1 2 2-HISANESHSZ22E MZEstotod A
PSS

=]
i
o>
U
HU
i
I
OJ
rsz

HNWR (DMSO-de): & 7.77 (m, 1H), 7.65 (d, 1H), 7.62 (d, 1H), 7.55 (s, 1H), 7.33 (m, 1H), 4.71 (d,
2H), 1.35 (s, 9H) ppm. HPLCE =&E (>99%)2 LIEHHCE.

CisHigCloN20L0ll CHEE R AZA
HAEX|: C, 55.06; H, 4.93; N, 8.56
a=X|: C, 54.81; H, 4.56; N, 8.44

A AIG 43
3-(3,4-CI222YUEO00IL)-4-(1,1-CIHEZZZO0I0IL)-AI22RE-3--1,2-CI2
HEZtsIE2 F&H(15me), SEAN-4-(1,1-CIHEZZ2Z0I0IL)-AI22RE-3-2-1,2-CI2(1.20g, 5.0Z

elg), & 34222z }‘3(0.88g 5.022i=)2 &N A20A e 16AI2 % P uBrAIZICH. &
HE HMAZ HA DH 1.67g2 =S5t 015 HES(23)2RH WZEAGHH MM DHZ A XM 38
£ 1.069(62%)2 +=S8tCt: % 8 277-2797C;

'H VR (OMSO-ds): & 7.80 (m, 1H), 7.65 (d, 1H), 7.62 (d, 1H), 7.42 (s, 1H), 7.34 (m, 1H), 4.73 (d,
2H), 1.66 (m, 2H), 1.30 (s, 6H), 0.81 (t, 3H) ppm. HPLC= =HE (98.9%)S LIEIHIC.

CieHigCloN0-0l CHEH A A=A

H X C, 56.32; H, 5.32; N, 8.21
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3-SR EA-4-32-2L0I0| A2 REE-3-0l-1,2-0/2

HIERISI S22 F&H(80m)E 3,4-CIRSAI-3-AI222H-1,2-CI2(11.31g, 50Zcl8) % 3=3-2=£ote
(3.66g, 502clE)2 WS A20AM 71AI2E SOt WBHAIZICH. EO0HE MHotL SRREEEEF THAY
SHS S2 NG HIZAZIOH (22 NaS0,). EO0HE Mot EH9, &4 |11 AelIH(350g)2 &
Ao] ZM X ZALE AROIEDANIN(EZZE, SERZE/4H) MG A DX MA= 9.839(87
%S =S8 88 67.0-68.5C. =F(800mg)S 23 MBHSIGIH A DHZM EHM S 551mg
= +=S¢&thh: C”‘* 68-69°C (67 CUIM SH3tE);

"H NMR (DMSO-dg): & 8.75 & 8.59 (2JH2l br s, 1H, ZHIOIH), 4.66 (br m, 2H), 1.72 (m, 2H), 1.40
(m, 24), 1.31 (m, 9H), 0.91 (t, 3H) ppm. IR (KBr): 3140, 1780, 1700 en s MS (m/z) 225 (M+).
CieHioNOsOIl CHE A2 A

H&EXI: C, 63.98: H, 8.50; N, 6.22
& =Xl C, 64.13; H, 8.60; N, 6.24

AAIOI 45
4-[(2-32-2 2001 =-3,4-LISA-AISERE-1-0L00lL)-HE]-3-2z=2-HZELIEZ
S 1) 2-222-4-Al0tHIZE BEZ0I0IE29 M=

ANSSEFA (120m)F -222-4-HEHELIEZ (22.74g, 150L2l=S), N-E22=410(0
2els) 2 2,2'-OlERBIA-2-HEZZOLIEZ(2.469, 15YeIE)2 EEHES =AM
2A912 OI [ =2t &2 20| gD A ItE 80l e 1022 R AIZ!
Sg2s 820t g%é‘! SE=S
o [Eske ] DJX/\IBHZH N32804)
= . ° o W ==
5 80.5-80.5C(71.5C0IA ®3E) (280 53 858550 (6.
(1968)[C.A., 70, 87493e (1969)].));

[«p)
S
Q
o
=1
%]
x
»
b
o
—~
o
-
o
-
=
o
=
El
N
(@]
—~
~
=z
w
©

1 NMR (OMSO-dg): & 8.10 (d, 1H), 7.82 (m, 2H), 4.69 (s, 2H) ppm. IR (KBr): 2220cm_1).

EH 2) N-(2-2224-AOt-HA )ZE0I01=2 M=

N .N-CIHIE ZS0t01E(200m) & A AIGI 45, S 12RH2 MAE(20.
01E(17.92g, 96.84cl=)2 =& E
5230t tHet 36C=2 &sdtt. 2&
=2 EXol HOtAIHA AXAIZICH

2ZM DN MH2S HISot= O OLMIHEIOIE CHef 500m=2 XMelotd, &2 o tot:
Ed =22 Mis U3 HIS2&2 Jtgotll SE22 HMelotd Huettt. HAS ==
AA (AEF) HM DHIZAN HM S22 ZE20101E 20.269(78%)2 =S&C: 8E&
(170.5CUHlA H3t&);

A

299, 88.022/2) ¥ 28
SES DEADID Ol0f D2 2M SEH0| HAGRAN B2 2k

ZotAIZ1 ] WBtS 2/\I?_F SO HEEHCH. S0 HAH=, &A

Aol B 2
N2 CHS w2t
172.5-173.0C

i

'HONMR (DMSO-dg): 68.10 (d, 1H), 7.90 (m, 4H), 7.75 (dd, 1H), 7.52 (d, 1H). 4.88 (s, 2H) ppm. IR
(KBr): 2220, 1770, 1715 cn ).

il 3) 2-222-4-Al0H=HEO0IRIS HE

24 OEH2(150M)Z SAI0) 45, €7 222Efol WU2(18.9%, 642212)0l JINHOZ DEre sie
€ Sl 23 (6.41g. 12622S)T TSI BHES WUN 1A et @S2 OF Aol
A CHZE 16.5A12F SOF FXIAI2ICH.  WEHAISIBAL 2N HCI(90me) S & & 3l Sn =2 082 BEA
s BeEL snsCi LEM BEE NEES AN A0 0D 22 G0EC we o o
DIS22EH SO4S MASHD Of2F 250me YZo| &ALS 25N NaOH (90me)2 SJ|Asistt. Al 23
S 222E80=2 N5l £501 FHUS 2, P42 ML AX(D4 NaSO)ATT SHE A
p! 5t 018 AOZ=E WZIECHO ®AY 019! 6.850(64%)2 +S8ICH S

[00]
(@)}

'H NMR (DMSO-dg): 87.96 (d, 1H), 7.82 (dd, tH), 7.77 (m, 1H), 3.82 (s, 2H), 2.12 (br m, 2H) ppm.
IR (KBr): 3380, 3320, 2230 on
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CHH 4) 4-[(2-33-2H0I0I--3,4-CISA-AZ2RE1-0L0HI & )-HE]-3-222-HEL =2

BIS2H5| S22 el (50m), 32 SA|-4-35-2E00I-AIB2RE-3-0-1,0-LI2(6.760, WURIE, AAI
44) % AA0 45, £ 302 SEio MHS(5.000, 0ULIZ)S 6A2 SO HRADID A0H 1642
Sot MIIARICH 8IS Sa22RH SHE MNE US, MAS U2 HH22 HH5 o0sn 2
ZAH Z2AM DHES ASEC. HISSE OME O2F 14030 4] 2HS GII5I01 A0 ®al D
ME WSO, E2 GoS 2oz Melsln, GUSI0 ZEAY OS WAAH A 1

jag
Iz

6.521g2 £=aiCt. A THEA BN stEe
)O

olNs
SZS OHMESZRH FIHZE 23 MHBISIAIH o
4.7799(50% 8

243.5-245C (241.0CHN HSHE);
'H NVR (DMSO-ds): 88.10 (d, 1H), 7.88 (dd, 1H), 7.82 (m, 1H), 7.66 (s br, 1H), 7.61 (d, 1H), 4.88

(d, 2H), 1.34 (s, 9H) ppm. IR (KBr): 3320, 3230, 2240, 1780, 1665 on i NS (m/z) 317/319 (M).
HPLC= FHE (99.6%)S LIEHACE.

CigHisCINO-0l CHEH A AZ2A

H X C, 60.48; H, 5.80; N, 13.22; CI, 11.16
a=Xl: C, 60.08; H, 4.97; N, 13.06; CI, 10.82, 10.71.
4-[(2-38-FEOI0| -3, 4-CISL-ASSFE-1-0E00I=)-HE]3-222-HEZLIELS M=Eol Z=2

CE dEsS =™st0. HECSE2FeH(8M)S 4-[(2-2S5AI-3,4-LISA-AZS22LE-1-01 2 00| = )0
g]-3-SE2YXZLIEZ(0.638g, 2Zal=, AAN 135)2 SAHM t-2E0t2I(0.146g, 2YeElE)S JI5tC.
A20AM ZM WEAIRIZ, EFSS 6.5AI2F S BRAIZICH.  FIte t-2E0181(0.146g, 222I2)S

Jtot) S8=2S A20M M WBHAIZICH Z0HE HHOHH &M P_JHE =Sotd 0l OPHIEQE—‘?’—
H MZAHSGHH EH StEE 0.217g2 =S80 8F 244-246C(=20oll). MS (m/z) 317/319 ( ). NWR
(OMSO-ds) AHEY HILNE J|I2226tH, &D| M= AAIN 45, A 40” Jl=E it St

AAIGI 46

fEAM-4-(1,1-LIHE-Z2Z 00l = )-AISERE-3-0-1,2-CI2
HECSI EZ2 E&H(20m) 5 3,4-LIREA-3-AI22RE-1,2-01=2(4.53g, 2022i=s) & 1, 1-CIHEZZHO0t
BI(1.74g, 202LcI2)2 SHS H20IA HEF 19.5A12F S WEHAIRICH. E0E MIHGHD TALE &4

IIJ

4o |1 &elst (150g)”01|/\-| J2O0IEDcH(E5E, S22E8/3AHEL. HEE U= RH crel
E YA DHE AMMOZRH THZBHSIGHH MM MHZ 4.1059(86%)2 +=SEHH: & 56.5-57.5¢
THAM Hatd).

AD| 2 192 MACZSH 23 THZESIGI0 WA DHEA DM SEE 0.79492 ASEI0: SH 56-
57°C(55COIA iate);

'H NVR (DMSO-ds): 68.63 2 8.48 (29HS| br s, 1H, ZEIOIH), 4.67 (br m, 2H), 1.67 (br m, 4H), 1.39
(m, 2H), 1.26 (br m, 6H), 0.91 (t, 3H), 0.78 (t, 3H) pom. IR (KBr): 3170, 1790, 1700 cm ; NS
(m/z) 239 (M).

CiaHxyNOsOIl THE E A2 A

H&EXI: C, 65.24; H, 8.85; N, 5.85
=Xl C, 65.12; H, 8.90; N, 5.77

A A0 47

3-(2,6-CI222-#Z0I0I = )-4-(1,1-CIHE-Z2 00 = )-
S 1) N-(2,6-CI2Z22¥ZE )ZL0/01E2 M=

N N-CIHIEZS0I0IE(130M)E o ,2,6-ECIS2 2SR M (19.55g, 1002 2IS)0l WBHAIDIEAM 28§ o€
0lI0I=(18.54g, 100ZcIES)E Jforﬂ 22A12 SOt A& wBHAIZICH. Z0HE Mot HAE 222EE
(400me)/2(350m) S0l SHAIZICH, S=222XES FEUs 2, 22 MEGD AZ(NaS0)AIZICH &
HE MHTELD HAZAIH A DF 28.98g2 =S8, X MHES=2 UE OLMHOIEZ=RH MZE 36t
O 8 TEQI0IE 24.639(81%)% =S5 8F 147-150C (2 st 29 Mxs= 0= £3 H4,146,647
S (19794 3" 27, Laboratoir L. Lafon)Oll JI=E0 AKX Scl® &0 ‘=' DEX LAS)S

=
Y

ERE-3-0-1,2-CI=2

ol -|>|I

"H VR (DMSO-ds): §7.83 (s, 4H), 7.47 (n, 2H), 7.35 (m, 1H), 5.00 (s, 2H) ppm. IR (KBr): 1770,
1715 en "= NS (m/z) 306/308/310 ([MHH]').

2 2) 2,6-CI2Z2ZHAO0tE FIE222201E9 M=

AAIO 47, S 122H2 ZE0I01E(6.13g, 2022IS), HES(90m) & dlEetal L=+352(3.00g, 60
22|S)S 1.25A12 S SR A0, A20=2 HAAZE EFES oot =84 22 HES
(3x50me) 2 MIFAIZICH. ¥ NMBAUS &6t 0I2FEH E0HE MAGHD ZALS OIE OtMHIOIE «
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EFMULIES 10% =340 & JEAIZICH. O OLMIHEIOIE E2E S 10% w/v EHMILIEE =8, d428
HEBHA MESED A (24 NaS0,)AIZICH. Z0HE MHotD HAIE HZEAIH &M @A 31792 +
SSHCt.

Al @2 3.1502 CIE OHZ20 ZaiAI21D 0AZZEESA Adix=A JIAS Jiol] B DHE £
Sotl 08 #=g&atd, CIHE oHzZ=2z MAEGIH HAZAZIC. = Sl=EZ22Z20IEE 0lAaZ2TE4
HolEA 29 ZMoIHA OIAZ2EES22E MZAESIAIZILD, CIHE HHIZ22 MAEGtD AXAIHAH
BHAH JIEZ2222H01E 2.700(HHECZ 64%)2 =S6tCH: 8& 260-261C(20ll). (282 & 237-238
C(S. Angyal et al., J. Chem. Soc., 1949, 2704. & 3Slgt=22 H=x ¥ 0= Sol H4,146,6475

19794 3& 27¢Y, Laboratoir L. Lafon)Oﬂ JIEZ0 UXICH Sl 20| BN UK L3):

-~

H NWR (DMSO-ds): §8.54 (s, br, 3H), 7.58 (m, 2H), 7.48 (m, 1H), 4.23 (s, 2H) pom. IR (KBr): 2860
on ' MS (m/z) 174/176/178 (M').

A 3) 3-(2,6-LIZ22-HA 00| = )-4-(1,1-CIHE-ZZ2Z0t0l L )-AI S 2R E-3-A-1,2-CI2

HIEctolEZ2 FH(10m) s &AM 47, SHAH 22 2,6-CI2 BIAQOIR SIE2222t01=(1.06g, 5.0 el

Z)0 Eclolg okei(o. 505g 5.02cl2)8 It& E% 32 /\I -4-(1, 1-CIE-Z2Z0t0l £ )- AI%E—‘?’—E
-3-0l-1,2-CI12(1.20g, 5.0Z2I=, AAIM 46)2 OJtotl A20AM CHeF 16A12F SQF A= LWBHAIZICH
O

BlS SEESZRE SME MHGD MAE 2 2 O oE22 =M o0 oS 435/\|9_|EP.
MOE &M DHE OMELIEZZ2RH 33 MWZHSIoHH WA DHZ2A HH SEE 0.7559(44%) S
=S50 88 239-241TC(2dH);

"H R (DMSO-dg): 87.57 (m, 1H), 7.55 (m, 1H), 7.52 (br m, 1), 7.43 (m, 1H), 7.30 (s, br, 1H),

5.07 (d, 2H), 1.65 (a, 2H), 1.28 (s, 6H), 0.80 (t, 3H) ppm. IR (KBr): 3250, 1785, 1660 en ;NS
(n/z) 340/342/344 ().

C15H18C|2N2020“ st |AE2H
H &Rl C, 56.325 H, 5.32; N, 8.21
A =Xl C, 56.17; H, 5.27; N, 8.17

A A0 48

F2EA-4-(1,2,2-ECIHNE-T2E 00 )-AI22RE-3-A-1,2-CI=2

HECSIE2 Z&t(15m), 3,4-CISSA-3-AI222H-1,2-C12(2.269, 1022/S) ¥ 2-0t0/=-3,3-CIHE
SEH(1.01g, 1022I2)2 M Her 65A12 EOF ’\'901I/\-| wWEAIZICH.  E0 HMA=S dFote 244 1

HME S22EZE(15M)0l SBolAIZILD AeotA0A IAZ0tEDCHTI(EHS, OlE
OLMHIOIE /A AIZICE. ZHESH 2EC=ZREH E0ME MIHGHH Mo 244 Dl 2.41g
SEHCH: 8% 90-93T(85THAM Hatd).

A

a0 2& 1.192 idQé‘:'H 23] THZESIGHH M DH=ZAM HM SHEE 0.833g2 +=S6th: 83

©
g
0o
1

H

"HONMR (DMSO-ds): 58.73 2 8.50 (2)HSl br d, 1H, 2EHIOIM), 4.64 (m, 2H), 3.92 L 3.41 (29| m,
H, ZE0IM), 1.71 (m, 2H), 1.38 (m, 2H), 1.11 (m, 3H), 0.91 (t, 3H), 0.84 (m, 9H). IR (KBr):
3135, 1800, 1690 om : MS (m/z) 235 (M').

CiaHasNOs0ll CHEH A A2 A

H X2 C, 66.37; H, 9.15; N, 5.53
a=X: C, 66.47; H, 9.20; N, 5.50

2 A0 49
32224-{[3,4-0I82-2-(1,2,2-ECIHE-ZZ2Z0I0| = )-AI SERE-1-0L0I0=-HEFHELIEZ

F2EAN-4-(1,2,2-ERHE-Z2EO0I0| L )-A 22 E-3-%-1,2-C|=2(1.27g, 5.022/2, A0 4
22 2-4-A 0= BIR0tB1(0.833g, 5.0Z2I2, AAI0 45, SH 3) & HECSEZZRHE8M)2 %ﬁ
20 23A12 S0 WYHAII| 1, 4A12F SOt EFAIH A20A HEF 62A12 S EXIAIZICH. =Z&E=
2H 202 MHSID FAIE CIHE HHZZ H0IGHH HAXZAIZICH. MAS A DY (1. 0969)% D1|
S222H 33 MAXSIGI0 3018 ZAM DHMEAN EM &2 771mg(45%)2 £S3EHCH 8& 250,
251.5C(248.0COIlA SHAEHE);

ﬂIIO =

O@mmm

"M NVR (OMSO-ds): 88.10 (d, 1H), 7.88 (m, 1H), 7.70 (br m, tH), 7.61 (d, 1H), 7.37 (br m, 1H),
4.88 (m, 1), 3.91 (br m, 1H), 1.11 (d, 3H), 0.86 (s, 9H) ppm. IR (KBr): 3200, 2230, 1790, 1635
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S (m/z) 345/347 (M'). HPLCE Z=AE (98.7%)2 LIEFWC.
CieHioCINO, 0l CHEH S A=

H XD C, 62.52; H, 5.83; N, 12.15
a=Xl: C, 62.57; H, 5.74; N, 12.00

2 A0 50
3H2-(1,1-CIHE-Z2 200l L)-3,4-LISA-ASERE-1-0Z0t0I = |-HE H5-HE-MELIEZ
B 1) 3-AIOt=-5-HIEHE E20t01E9 M=

AGSIEEA (26M) S N-EZ2=A10/01=(3.569, 2022/2), 3,5-CIHIEYHXELIEH(2.62g, 20Y
2,2'-0Ol=HIA-2-HEZZ2NQLIEE(0.328g, 2.0YcIS)S 23AI2H SoF SFAI2ICH. ZEH=2
OtetD] (28]) HUCZE2H S0HE Mol &M 2245 £S5l 0|2 EED}EJBH—LI(%EH
b, Ol OHMIEIOIE/SAH S, HESH SENOZEE WA DI 2.587g0 S2l=CH, &) 2&
EBS22H MEAHSGIH 220101 1.519(36%)S £=SstCH: & 82-85C(75CH A E‘i&%‘)(EOJEI

A 92-93C(T.H. Fisher et al., J. Org. Chem., 55, 1040 (1990)); 87-88C(E. Gryszk|eW|oz—
Trochimowski et al., Bull. Soc. Chem. Fr., 1948, 593 [C.A., 42, 7240h (1948)1));

2)
=<
=

22
sE=2=

ﬂ—> o &

llJIO >

H VR (DMSO-ds): 67.72 (s, 1H), 7.61 (s, 1H), 4.68 (s, 2H), 2.33 (s, 3H) ppm. IR (KBr): 2230 om
S (m/z) 209/211 (M').

A 2) N-(3-AlOt=-5-DIE)Z20I01E2 M=

N.N-CIHIEZS0t0IE(150m) = AAI0 50, EAH 122EH2 3-AlIOt=-5-HIEHE E=20t01=(15.799,
75.164elg) ¥ ZE IZE0I01=(15.31g, 82.6822I2)2 E& =22 4Al2t S ZESHH WEHAIZICH
ESSZ2H EME MIAHGtLD MAE S22 E(200m)/2(400me)0ll SHAIZICH. JEEE% =
ZclAlZ1D —’.‘—’5’2 :‘EEE%(ZWSM)QE FEEH. S2ZEE ZEES ol =2, 82 MH
HAZAMICHR= NaS0,). S0HE HMAHGHH = MHZ 20.298 +506t10, 01 O}HIELIEE'E—.—B
HSIot WA ZEOI0IS 13.129(63%) 2 =56t T

>.

o Ju o
ﬂl& FJ 110 0[0

>
=

"H NWR (DMSO-ds): 87.87 (br m, 4H), 7.60 (s br, 1H), 7.56 (s br, 1H), 7.47 (s br, 1H), 4.78 (s,
2H), 2.32 (s, 3H) ppm. IR (KBr): 2240, 1770, 1720 on s MS (m/z) 276 ().

B3 3) 3-AlOt--5-HIZ#AORIS] M=

AN 50, ©H 222H2 N-(3-AlOt=-5-0E€)ZE OIDIE(1.11g, 4.02cl8), slcctd g5
(0.24g, 4.822/2) ¥ MES(20m)2 SHEIMHS 3AI2 PEFAIDID, 2(60m)2 3|A5H0 E8E2
=% HCI(0.5m)2 ArASHAIRICH.  2HEHGHA mEBHAIRIZ é@%% Hustd OHHE S= =MLUEES
2 HIIHSAIA OlE OtAMIEIOIE (3x25me) = —’T‘—%@G. FEHUS Ol 2, 2 MEGID AX (R

NaxS0,) AI2ICH. E0HE HMHGIH SY 2= M 0+8l 0.386g(66%)S ==8tLt:

"HONWR (DMSO-dg): 67.57 (m, 1H), 7.47 (m, 2H), 3.70 (s, 2H), 2.33 (s, 3H) ppm. IR (KBr): 3380,
3300, 2220 cn ; MS (m/z) 146 (M).

SAH 4) 3H{[2-(1,1-CIHE-Z2Z 00| =)-3,4-LSA-AI22RE-1-0L00l]-HE-5-HE-HZLIE

=
=2

SEAM-4-(11-CIHE-ZZ2 200 )M S 2 RE-3-U-1,2-CI2(1.44g, 6.04eI=S, AAI0 46) L AAl
Ol 50, Al SOE—.—HOI 3-AlOt=-5-TIZ I E 021 (6. O%‘EI%) 2 HECIEZFe(15m)e s Ao
OIA CHEF 20A12+ S¢t WEHAIZICH. HIECISIEZESES FIIZ2 M Jiot) FIHZ 48A12F S0t A=
BEAIRICEH. %DH% MoHotd &HALE OIS 2H 22 MZESAIA M DXHEAH ZH oE=
1.251g(67%)2 =S80t 8% 231-133C(229CUH AN HStE);

JD:

HNR (OMSO-ds): 67.78 (m, 1H), 7.62 (m, 2H), 7.51 (s, 1H), 7.41 (s, br, M), 4.74 (d, 2H), 2.35
(s, 3H), 1.67 (m, 2H), 1.30 (s, 6H), 0.82 (m, 3H) ppm. IR (KBr): 3200, 2240, 1780, 1670 om ; NS
(n/z) 311 (N). HPLCE FAZ (99.7%)2 LIEFHCH,

CiebiN.0, 0l ChEH &A=

HAHRI: C, 69.43; H, 6.80; N, 13.49

MZRI: C, 69.25 H, 6.72; N, 13.60
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A A0 51

3-32-2E0t0I-—4-(2,4-CIHE-HAOID| L )-AI 22 RE-3--1,2-0|12

HEZISIEZZeH(10M)E 3-2EA-4-32-2 2001 =-A 222 E-3-0-1,2-CI2(1.13g, 5.022I2, &Al
Ol 44) & 2 4-CIIEHIAOIRI(0.68g, 5.022l2, 2,4- & 2,6-CIOIEB =L Ol H o) sg2)9 89
S A20lA CHEF 16AI12F s WEHAIRICH Z0HE MIctl, &AE COE oel22 EXol H0tstll
AXZANHA = WHE 1.07g2 =5Etlt. éUI SE2E ONEUEZZRH 32 M2Ztolod M DX
N EH St 0.679(47%)8 =S8ttt 8& 228-229C;

'H NWR (DMSO-0s): &7.57 (m, 1H), 7.48 (s, br, 1H), 7.17 (d, 1H), 7.03 (s, br, 1H), 7.00 (d, br,
H), 4.69 (d, 2H) 2.27 (s, BH), 2.24 (s, 3H), 1.35 (s, 9H) ppm. IR (KBr): 3310, 1785, 1670 cm |
S (m/z) 286 (M). HPLCE FAH=2 (98.7%)2 LIEFHCH.

CisHooNo0, 0 CHEH RA A

H X2 C, 71.30; H, 7.74; N, 9.78
aZ=X: C, 71.29; H, 7.79; N, 9.82

A A0 52
3-3=2-2E0t01--4-(2,4,6-ECIBE-HAE OO £ )-AI 22 R E-3-AU-1,2-CI2
S 1) N-(2,4,6-ECINEHUE)ZE0I01E9 H=E

6-

NN-CIHEZSO0I0IE(50me), 2,4,6-EClHEME Z2=Z2l0/=(5.06g, 30Lels) L ZLUE TE0|0IE=
(6.11g, 33L2I2)S WBAIIIHA ;*@D. ZJ| BtS 2%t 1522 e 25COHM 34Te &sE F,|
REE AR20Z LUGHAIZILD U {7AI2F SO HE WEHAI2ICH. Z20E Moot &AIE 22 EXMolA
AOIAIZI OIS HAXZAIZICH. = MHE 7.GZQE OlE OIMHIOIEZRH MZAESAIFID HXAIF{ SHMH =
E0|0IE 5.620S #=S&tlt: & 204.5-206.5C(196.5COHIA ¢3t=) (289 & 209.5-210C(R.T.
Fuson and J.J Denton, J. Am. Chem. Soc., 63, 654 (1941)));

0

'H NWR (OMSO-ds): 67.82 (s, 4H), 6.78 (s, 2H), 4.72 (s, 2H), 2.28 (s, 6H), 2.17 (s, 3H). IR
(KBr): 1765, 1710 om : MS (m/z) 279 (M').

CAH 2) 2,4,6-ECIHEMAOIR SIEZE2Z2H0/1E2 M=

AAIO 52, ©H 122H2 ZE0|01=(5.529, 19.8¥2l=), OlE (
59.42c|2)S 1.3AI2F St ERAIRIC. A20=2 WAAZS
(3x50m¢)E MIASHCH. Ol MBHS &6t 0IZ2H H
SoHAIZICEH. SHS 10% w/v Na,C0z =W, =22 )HI’E.SP
2.68g2 #=S8tLt.

A 222 CoE g2 §8H/\|9|1, st Os olAx=z
1 08 #=23otd CIHE HHZE=Z M&EGHH AXZAIZICH = H
MotHA 2= HES22H MZ2AEsetl, CIHE dH=E2 MAEs U3
Zel0lE 1.259(37%)2 =#=Ssttt: 8& >320C(2d) (88 8& 315T
Denton, J. Am. Chem. Soc., 63, 654 (1941));

E 0E OtMIHOIES
AXAZICH. Z0HE MW 4 Y

I:Jlﬂor“J

PA 4>
> b
S 0x U

ﬁﬁ
%

'H NWR (DMSO-ds): §8.05 (s, br, 3H), 6.90 (s, 2H), 2.34 (s, 6H), 2.21 (s, 3H) pom. IR (KBr): 2900
br. 1880 br on : MS (m/z) 149 (M').
CHH| 3) 3-32-SE0L0| -4-(2,4,6-S I ML MR 010 = )-AI 22 R E-3-01-1,2-C|2

HIEctolEZ2 Fat(10me), AAI0 52, S 22=H2 246 EgjHig¥ At =22 =22+01=(0.610g,
3.2992/2), ECINE02(0.334g, 3.322I2) ¥ 3-2SA-4-32-FE00-AZ22RE-3-U-1,2-C|I2
(0.741g, 3.292c2l2, A0 44)E W &201M e 65/\|?_F SO WEHAIZICH., S0 MHZ, TAME
=, CI0IE oel22 H0totl) AXAIZH MM DX 0.633g2 +=S8tlt. &) S22 OtMELEEZRH

33 MZE3ot M DHEZ M HEHM SHE2 0.256g(26%)= =S80 8& 309-310C(=2dH);

=
n

'H NVR (OMSO-ds): 87.37 (s, 1H), 7.24 (m, 1H), 6.89 (s, 2H), 4.74 (d, 2H), 2.30 (s, 6H), 2.21 (s,

3H), 1.34 (s, 9H) ppm. IR (KBr): 3280, 1780, 1660 o' MS (m/z) 300 (M+). HPLC= 4= (9%)S
LIEFHCE.

CigHaaNo0,01 CHEH KA A

HEEXI 2 C, 71.97; H, 8.05; N, 9.33
aZ=X: C, 72.05; H, 8.02; N, 9.32
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A A0 53
3-32-2E0i01=-4-(2,6-CI 22 2-HHOIDIL)-ASRLRE-3--1,2-(|2

HE2IcIEZZ&(10m)E AAIG 48, S 22RHS 2,6-CI22=2WA0IR! SIEE2=201=(1.06g,
5.02cl2)0l EcINZ0tal(0.505g, 5.02e2lS), OlHAM 3-F5AI-4-32-

1,2-CI2(1.13g, 5.0Z2l=, &AM 44)S OI5tD CHEF 16AI2F S A= we S

BH E0ME MHotL ZTAIE 2, CINHE OEHZZ 0totd AXAZICH. A Hele B4 DHE o
Z2H 23] ZHSAIA WM DHEAN HH SHEE 0.6230(38%) S =S8t 8& 265-6T(2

N AstE);

v
[wl
e

'H NMR (DMSO-dg): 87.55 (d, 2H), 7.49 (br, m, 1), 7.42 (m, 2H), 5.05 (d, 2H), 1.34 (s, 9H) ppm.
R (KBr): 3185, 1785, 1660 on s MS (m/z) 326/328/330 (M). HPLCE A2 (99.9%)2 LIENMCH,
CisHigN0201 CHEH A2 A

H XD C, 55.06; H, 4.93; N, 8.56

a=Xl: C, 54.70; H, 4.84; N, 8.45

AAI0 54
FEEANA4A-(1-HE-Z2Z0I0IL)-AEZRE-3--1,2-LI&
=

HECSIEZZFeH(8M)E 3,4-CLIRSA-3-AI2ERE-3--1,2-CI12(2.26g, 10Z2I2) &L 1-HEZZZ0t
B1(0.872g, 102el28)2 B2Hs H20M 2.5AI12F S WEHAIZICE. S0 MHE &Fots TAE 22

LS00 AL BHs == MHGIH AEX(P= NaSo,)AIZICH S0H MAHZ 2A4 DHE =S6t
1 08 A2BtA0A 2AZ0IEDCHIN(ZEdA, 222 EE/SA)ARICH, XESH 2EOZRH Helel 1

t
HE Mo 22H 235 THZE36HH HEHM 3HEE 0.8969(37%)2 =S8 8& 65-66C:
'H NMR (OMSO-dg): 88.63 & 8.40 (242l d, 1H, ZHIOIH), 4.64 (m, 2H), 3.74 & 3.30 (27HS m, H,
ZH0IH), 1.71 (m, 2H), 1.54 (m, 2H), 1.30 (m, 4H), 0.90 (m, 3H), 0.82 (m, 6H) ppm. IR (KBr):
3140, 1790, 1720 on s MS (m/z) 239 (M).
CigHxNOsOll CHEH A A2 A
H XD C, 65.25; H, 8.85; N, 5.85
a=Xl: C, 656.37; H, 9.07; N, 5.87

2 A0 55
3H{I[3,4-0I8L-2-(1,2,2-ECINE-ZE2Z00IL)-AI22RE-1-0EO00I = ]-HEHS-HE-HELIEL
= e [0l 50, ©HH 428 RAE LEHCSZ MHES EL=ZS MEGIH WA DXHEA 3-
{[3.4 1,2,2-E2|HE-Z2Z00lL)-AI 22 E-1-0L 00l = ]-0 € }-5-0
OISSd0IEE +=S&tlt: 88 244-247T.

—

2 A0 56

HI2-(1-HE-Z2Z0i0l1L)-3,4-LSAANSERE-1-HZ00I = -HEH-HE-HMELIEY

= =2 ZA0 50, B 42t SAIE 2Hoz NEE SUSHS AIS6I0 MM DH2 M 3-{[2-(1-
HE-Z2Z0t0lL)-3,4-USAANS2RE-1-0IL00I]-HE-5-HE-HEZLIEEsS *SE&C: 83

248-250C

A0 57

3-(3,4-CIHSAI-HZAOIDI =)-4-(1-0E-E2Z 00| )-AI 222 E-3-d-1,2-(I2

2 S22 AAIN 510 SAS 4oz MNAEE SLYSHS AMSOH0 MM DHZM 3-(3,4-CIHSAI-

HIAOHI = )-4-(1-0EZ2Z0I0IL)-AE22RE-3-U-1,2-LI82 =S8 & 223-224T.

2 A0l 58

3-32-2L0H0| =—4-(2,4,6-E 2| HI S AI-HIZ 00| & )-A 22 R E-3-01-1,2-C| 2

= SESe AN 47, B3 31 SAS UHOR MNIH FYSH FONRA LUUS ABE0 M
DHRH 3-33-2 00| -4-(2,4,6-E2IHSA-HEOH| £ )-A2RRE-3-0-12-[|22 +S8LH: 8§
& 225.5-227.0CHM S2NO2 S8C0l MLEE CHS, 294-306CHAM 2HS .
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A A0 59

il
w

Ki

-1-00t0l = )-0Il & ] -5-0 E -8l

w
I+

Il

3-[(2-32-2E0t0l =-3,4-CI=2-A

DHZA 3-[(2-35-F 0t
& 253-255T.

Stol By
S 2s8ith

AHZ
Ed

A A0 60

==
[

-1,2-C

3-3=2-FE0t01 =4~ (2,4-CIH S Al-

M DHZA 3-32-F
& 225-226°C.

ot0d

alAINl 47,
(2,4-CIHIEA

A A0 61

X
=

]

3-323-R2E0i0l=-4-(2,4-CIER2=Z

M DHEZ N 3-32-2L0H0l -

A 227-228C (25H).

A A0 62

X
=

]

3-323-2E0i0l=-4-(2,6-LIER2=Z

B D HIZ A
88 269C(23dH).

A A0 63

==
=

-1,2-Cl

3-3=2-FE0t0l=-4-(2,3-CIHS Al-

M DHME M 3-
8% 215-216C(=2dH).

J3-CIHIS AI-#IAOLD] 1)~

stef=2 A0 5110
2

T

A A0 64

X
=

]

3-323-R2E0i0l=-4-(2,5-LIER2=Z

M DHZ AN 3-32-2L0H0l -

& 273-2714TC(2H).

A A0 65

-1,2-CI=2

t

A
ASEHCH

3-3=2-FE0t01 =4~ (3,5-CIH S Al-

DHZA 3-3=5-FE0t0] =~

BH A
B8 222-223C.

=/

205+04

=
=22

S-CIHIS AI-#IEOLD| 1)~

stef=2 A0 511
3

T

A A0 66

3-32-2 €00/ =-4-(2,3-CIHIE-#H A OLO|

A DHZA 3-3=5-FE0H0] =~

& 237-239C.

ni;

A A0 67

il
w

Ki

-1-0' 2010l = )-0Il & ]-3-0l -8l

B3 1) 3-UISAl-4-(2-0IE-4-AlOt-HIEOIDI = )-AI 22 R E-3--1,2-CI22 M=

w
I+

Il

4-[(2-2E0t01<-3,4-CISA-A

v,
Ct.
E
=

Vol .
It
H2lolE:
122 H
¢}

=2
=
==}
=

—2-0lE s =20

)

[ &S AIA,

=2
=

Coll.
2+(0.13g, 2.02¢2]

=
o
=
L
el

0] gl
(0.13g, 2.02¢2l
4-AlOF

Ol et = (30me) 2
-1,2-CI=(0.14me, 0.9522]

=
=

, Org. Syntheses,
3

HAIZICE.
FAE

0|
| Xt
o

=2

=}
2
|
AH
AH

Ar M %o
H_omemwn_oW 20
%%m%%

o0 gy <
Byt
® = vl S
(@)

Jolad et al
ZAHUI

Al

=2

=

=Ct.

=

|
()
E._m_ucc_oA_w..rA
_mwo_._.wu_qu,ug
TR S
Sl 5an

i

1 <0
H5 =

mﬂ%aéﬂ
Z oo MTrs
<+ o<
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-

S41(0.17g, 0.982e2IE8)S MEE TE KRAIE F'_F% SRH2 X A=) getl. g8 MAE
= 5% Ol OMIHIOIEZ 63 H0OtGHH 22 ZAM DI 0.47g(90%) S +=S5tCt:

' VR (DMSO-dg): §9.28 & 9.05 (294l br m, 1H, ZHI0IO), 7.68 (m, 2H), 7.43 (m, 1H), 4.90-4.50
(m, 4H), 2.67 (m, 2H), 1.37 2 1.25 (2942l t, 34, ZEOIO1), 1.16 (t, 3H) ppm. MS (m/z) 284 (M').

S 2) 4-[(2-RE0i01=-3,4-LISA-AIZZRE-1-0E0t0l)-HE]-3-0HE-HMELIEL

A0 67, SAH 12 MH=2(0.18g, 0.63H2I=S) n-S 0+l (0. 15m€ 1.552218)8 2+ HE=2(3.5
m) 2 CISZ220E(2m)0 €=0. SZ 2US A20M 24A12E St FXIAIZICH. MHE OH =
clE O#ﬂ}of , SeHOE OPHIHIOIEH 1)§ HI’SSF AXAIA S DHZEAM EH SHEE 0.109(50%)

=

)||

"H VR (DMSO-ds): &87.70 (ZE&Z=m ¥ br m, 3H), 7.45 (d, H), 7.38 (br m, 1H), 4.83 (d, 2H),
3.90 (a, 2H), 2.69 (g, 2H), 1.49 (EH, 2H), 1.29 (8=, 2H), 1.17 (t, 3H), 0.88 (t, 3H) ppm.
IR (KBr): 3280, 2950, 2200, 1650 cm s (m/z) 311 (M).

CigHaiNs0:01 CHEH A2 A

HA&EXI: C, 69.43; H, 6.80; N, 13.49
=Xl C, 68.67; H, 6.72; N, 13.33

A A0 68
0HE-4-[(2-0l2ZZ2Z 00| =-3,4-LISA-ASZRE-1-HE00l - )-HE-HELIEL

= sefEe2 AAlo 67, SH 200 D= YOl [[P M HMIZECH AN 67, S 12 M4 2(0.18g,
0.6322I8) ¥ P+ NESHS(3.5m)F 0lAZZEO2I(0. 3m12, 1.5522|18) & Iéiiﬂﬂa(mﬂ) 2%
H &2 QXM DH2AHA 2EH stES 0.17g(89%)% SEBH}:

"M NVR (DMSO-ds): 87.70 (m, 2H), 7.65 (br m, 1H), 7.46 (d, 1H), 7.41 (br m, 1H), 4.83 (d, 2H),
3.30 (m, MH), 2.69 (g, 2H), 1.19 (B&== d L t, 9H) ppm. IR (KBr): 3280, 2960, 2200, 1800,

1650 cn : MS (m/z) 297 (M).
CHiN:0:0l CHEH A=A

HAXI: C, 68.67; H, 6.44; N, 14.13
AZEX: C, 68.47; H, 6.43; N, 14.21

A A0 69
UE-4-{[(2-(1-0E-Z2E 00| =)-3,4-CISA-AS2LRE-1-UL00I =] -HEFHMELIEL
AH

2 SHEE2 A6 67, SAH 201 D= 2Ol etd RMESCH A6 67, S 19 MAS(0.18g,
E}

0.6322l=) £ 2=+ NE=(3.5M)= 1-HIEZ=ZZ0t2I(0.18m, 1.5522l=) L CISZZHE (W)=
H Al =

e 1.5
2H %2 29E WA DHZAH HM SES 0.169(76%) S +=SECH

"H VR (DMSO-ds): &7.70 (m, 2H), 7.59 (br m, 1H), 7.46 (d, MH), 7.23 (br d, 1H), 4.85 (d, 2H),
3.30 (m, MH), 2.69 (g, 2H), 1.56 (m, 2H), 1.43 (m, 2H), 1.17 (t, 3H), 0.85 (t, 6H) ppm. IR (KBr):
3180, 2970, 2210, 1795, 1650 on s NS (m/z) 325 (M').

CigHasNs0:01 CHEH A2 A
H&EXI: C, 70,135 H, 7.12; N, 12.91
=Xl C, 69.66; H, 7.06; N, 12.89

ALAI0I 70

4-[(2-33-2 2001 =-3,4-CI2A-A2Z2LE-1-0L 00| & )-HE |-3-0E-HEL EX

t-SLEOIRI(8m) S ALAIO 67, SHH 19 MA2(0.45g, 1.58Y2I2)E8 022510 80TOA 2AI2t S0t
LB, B2 S22 AR0=2 W2AAII|D 2230 SEAIZICH ZAIE HIE OHMIEHIOIEZ ¢t
3t DA 0.25g2 2=S5t1, 012 IZOIEDSHI(A2IIHZ, CIS22HEE 3% NE=2)2 FHMISHCH
MAEE DHE SAS 10% OE OHMEIOIEN SEAIZID, UGN SHAS 10% OIE OHMIBEIOIEZ MIE
5H0d SHEtMH DR 0.18g(37%)2 S8 A 224-228C(229CHAM H35tE);

'H R (DMSO-ds): 87.76-7.69 (m, 3H), 7.57(br s, 1H), 7.47 (br d, 1H), 4.85 (d, 2H), 2.69 (g, 2H),
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1.36 (s, 9H), 1.18 (t, 3H) ppm. IR (KBr): 3210, 2980, 2210, 1790, 1650 on s MS (m/z) 311 (M).
CigHoiNaO01 CHEH H A4

H XD C, 69.43; H, 6.80; N, 13.49

a=Xl: C, 69.12; H, 6.76; N, 13.69

A0 71
4-{[3,4-CI8]2-2-(1,2,2-ECIHE-Z2 L 00l )-AISE2RE-1-0L00l = ]-0E}-3-0E-HZLIEL

4-AOt=—2-OlEHI X2 [H5IE &S 28 Jolad et al., Org. Syntheses, Coll. Vol. V, 139 (1973)2]
gtHoz HXZSCH,  £=(39m)E MAESLH61=(2.8g, 932IE) ¥ ol==22010 slE22 22101
(6g, 86Y2I=2)2 EE =2 500Mm-3=2 EtAIAZTUA JFESHCt. %%48@_, PAOI FHO| =SEM, Lt
EE OINIHIOIE &%32(11.8g, 87L2I=)2 JIstCt. SHS 1522 JIL8 US, U-S=2F0AH
5 WXl 10C2 W2tAIZICH. ADJ| 2H0 &4&+2((0.97g, 6. O8D'EIE) SHALIEE(0.23g, 1.822¢2I2)
2 X(42m0)= LIES OIMIHIOIE & 4=38l=(37g, 272Lcl=)S JIstl. MAE =M g (faf 5 WX
10T e 22 YW2HAIZICH. 4-0i0I=-3-0IEIXLIEE S CotxsYE EHE 0l s 20l M
XSHCH: 4-Ot0I=-3-OlE2ITLIEZ(8.32g, 57LelE), =5 FAH(13.2m), LS(23g), &L 2(11.6m)2
SgEsS YU-8=2F0M H2ZAIZICH. WE 22 10T 0lot2 KXotHA, =(5.8m)s ZAMUES
4.2g9, 61LEIS)o SHsS MIIECH. MHEE £2H2lE 5 WA 10TCHA =II2 15820 WBHAIZICH. 0l
M, =(8.1m)E LHESONHIOIE &%32(5.1g, 3722I=)2 M2 JIsttt. CoIEsYE A 2
M2 10% ZELESA SHe HHOIHAM AIOIZYAIZICH. BHE wWBHAIZ|1 D g-E=
0] 280l Ot AASI AROZ JIR2ECH. 24|12+ g &¢ )2 S| AIA EIZ‘EE
I EH(2x400me) 22 =&oltD, HZE(NaS0, )AIZICEH. AZ0IE

[ot2, S0l OHAIEIOIE
(7:1))2 ZHMSH DM 2.979(30%)S =S8tCH:

ol

—

U THO rfo
o gor
Mo
o

0y o
¥
Syl
~

e

> 08

1
H NMR (OMSO-ds): &11.80 (s, 1H), 8.45 (s, 1H), 8.00-7.60 (m, 3H), 2.90 (m, 2H), 1.20 (m, 3H).

A 2) 4-AlIOt=-2-0IE2HE D29 M=

A0 71, SH 12RHS MgS(2.99, 17222) L 2N S&(142m0)S A201A wWEHAIZICH.  OtNIE
(100m)s Jtotd #& gAs AL, 5E=, ds =2a2S S OFAIEIOI E(500me) 2 3] A A9 1D
E

2t SOt WBAIZI=, OlE OtMIEIOIESS
Falot] 24X (NayS0,) Al2ICEH. ?:#%'SPOHA-I NE: 792 =50ot1l 0|2 &l&t, OIoA &aH:OE 0
NHOIE(8:1)2 ZAZ0tEIcHD I(A'EIJP“) [21Ct. OIZM  4-AlOt=-2- OHE'““IO*HIOI‘:
132els)E8 +56t1, O0l= FIt MO0l ALSSEC.  HES(63m)S 4-AlOt: Oil':é‘i1
2.0g, 1322I2)E 0C=2 '-””AIE'EP DH S+=A3UES(0.48g, 1322I2)S P
0COIAM 1AIZE S©F WELAIZICY. B 282 S+ASILUES(0.48g, 13Yel=)
=2 0C0AM 4022 wWBHAIZ2IC. HIHUIH FEo S2ASLIES(0.48g, 1322lE)
=2 0CO0IA 20228 wEtAIZICE. OI0AM E=EE2 HHotl B2 =g=3 A=20A
il]. £(28m)2 Jtstn B A20AM 24A12F SOt WEHAIRITH EAUS ol
100m) 2 SlAGHD 219 2Eez U=C0sE, 012 22t OlE OrMIHIOIE(300me) &
StCt.  OIE OLMIHIOIEES o ZrotolA %:/\IEIE MEE SALS SAH0E ORAIE
OI01 A SAH:OIE OF HIHIOIE( )2 AZ0tEDtI(AelIt2)dHe DMl 1.53g(75%

=

N

IH
e
Q_
OII —

:\_
Tl
00
ron
o o

—

H‘lﬂ 09 o
rcre
010 0/0 I

S
El
rt
— W Im == rior ok o [0

o MKIKIT
oS

010
o
(_J'l_
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m

-.—
x
&
=)
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5
TOoR
1My
B

=
1
Jn
o
[l

1
H NMR (DMSO-ds): 87.70-7.50 (m, 3H), 5.39 (br m, 1H), 4.59 (s, 2H), 2.60 (a, 2H), 1.18 (t, 3H).

B3 3) N-(4-AlOt=-2-0IEHIE)Z0I01E2 HM=E
0.

AAION 71, A 29 MAHEZ(0.95g, 5.922I8), ZTEO0I0I=(1.05g, 7.142I8), ECIHLIZAE(1.85g,
7.14el2 ) = HIEEP |IE2Z(39m)S E80t0 LESHA 0Cc=2 H2AI2I0H  CINHE0tECIot=SA
dlOIE(1.09me, 6.82cI2)S ZIISCt. 20| S0 Mot 28 S§20| A2C2 JI2EC. 244
2te, Bt ESSS LAGHHMN SEAID MEE A Bla 0 FAIEIOIE(5:1), OIOIA Bl &k:0fl
g OHMIEIOIE(3:1)2 2AZ0tECtII(A2Iot2)5H0 DAl 1.859(108%)S #=S8tLt:

'H VR (DMSO-ds):  88.00-7.80 (m, 4H), 7.70 (s, 1H), 7.59 (d, 1H), 7.30 (d, 1H), 4.86 (s, 2H), 2.81
(q, 2H), 1.22 (t, 3H).

EH3H 4) 4-AlOt-—2-Ol ¥ = OtRI o] M=

Al 1, B2 39 M4=2(1.73g, 6.022l=), 35% ol=atx (1.07m, 12Zcl8), ¥ 2= HES(105
m)S E&ot Ot= 260 A 65°C§ BAIZE SoF OtZ8tlh. OlUA BtS=S 85CUIM S5AIZF =soF JtZ
BICH. BtS EE=22 ZUCHHMN s=AII1, P HES(3M)S0H CHAl EEAIZH, {6t L,
BtZ (2x30me) 2 MIESHCH. DFO*oH)H/H SZAH DAE +==0ot1l, 0l OlE OtAMIEIOIE(10

ﬁ
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EIAIZ GIRtEICEH. OUsS ZYotUAM s=AIA 1M 0.779(81%)2 =S8t

o NMR (COClg): &7.50 (m, 3H), 3.94 (s, 2H), 2.70 (m, 2H), 1.43 (br m, 2H), 1.21 (t, 3H).

& 5) 4-{[3,4-CI=2A-2-(1,2,2-ECINE-ZZ2Z0I0IL)-AIZ2ZRE-1-0Z0t0I = ]-HE }-3-0E-#=E

LlEE.l

=Ct. ( ) =3~ S Al-4-
(1,2,2-EclHE-Z2Z0I0IL)-AEZRE-3--1,2-LI2 (0.3g, 1.3Z2l=2, OHE=F 3,4-CIHSAlI-
FAE2ZRE-12-02 % (R)-2-0t0I=-3,3-CIHERE2ZRH MXE)S JIctl OI0M CIZZ20E(5
m)S JtECt. S %ﬂg A20A 522t WBAIZICH. BtE S8 == ZEoliA sEAIILD dd&
DHE LSZ2Z2MES 1% HES, 0I0iM CIS22HES 3% HESZ AZ0tE0tI (A2t ) AIZICH
OlZM %2 ZM DHEAM HEHM S22 (R) OI&M 0.199(43%)2 =SE&CL: 83 208-2127C;

[a]7=+13.44° (8.6mg/m¢, DMSO)

AAIG 71, A 49 M&2(0.21g, 1.3Z2S)E2 == HES(5.5m)0 2
1

9

'H NWR (DMSO-ds): 87.71 (m, 2H), 7.60 (br m, 1H), 7.48 (br d, 1H), 7.27 (br d, 1H), 4.85 (m, 2H),
3.90 (m, 1H), 2.69 (g, 2H), 1.17 (t, 3H), 1.10 (d, 3H). 0.86 (s, 9H) ppm. IR (KBr): 3200, 2970,
2230, 1800, 1650 cm : MS (m/z) 339 (M).

CooHasN3O- 0l CHEE A A
HAX: C, 70.77; H, 7.42; N, 12.38
A=X|: C, 70.05; H, 7.29; N, 12.13

A0 72
3-(2-2Z=2-6-HE-HHOI0|=)-4-(1,2,2-ECIHE-TZZ 00| = )-AISERE-3--1,2-CI2

2 StEeE2 AU 71, SAS0 Il Yol Tetd MESt.  (R)-3-0SA-4-(1,2,2-ECIHE-22
H]I_'.—_) ANE2Z2RE-3-0-12-012(0.3g, 1.322I=2) ¥ 2= N2(2.7m)E 2-22=2-6-HEHUE 0}
0.2g, 1.322IE)Z22H DHE +S0ct11, 02 OHMELIEZ(4m)E SAAIH, ot OHNEUE
2x2mé NEGHH AZAIZICH. Ol2M M DHEAM EXM st&E2 (R) OIAXM 0.429(9%6%)S =<

)2
SHCH: 8% 288-292°C(=dH); [a] D=+24.92° (10.0mg/me, DMSO)

"H NUR (OMS0-dg): 87.40-7.20 (m, 4H), 7.15 (br d, 1H), 4.93 (m, 2H), 3.90 (m, 1H), 2.40 (s, 3H),
1.09 (d, 3H), 0.85 (s, 9H) ppm. IR (KBr): 3150, 2980, 2230, 1800, 1650 o5 MS (m/z) 334/336

+

(n).

CigHasCINOL0l CHEH E A2 A

H&EXI: C, 64.57; H, 6.92; N, 8.37
=Xl C, 64.28; H, 6.76; N, 8.16

ALl 73
-3-222-4-{[3,4-0I8A-2-(1,2,2-E2|HE-Z2Z 0= )- A 22LE-1-0Z0t0I = ]-H E - =L

|rn55 >

)
2
2-2

22-4-AOt=-HZAO0tRI(0.30g, 1.80L2l=, AAIO 45, A 3) & (

Ol )-AI2 2R E-3-0-1,2-CI2(0. 4069 1.8022I28)2 olet=S(1ome)S0ol 70T A 18/\|3* =
[2ICH. HIS28 HZAIIID CoE olHZ22 sI8A2IC. 6ot (R)-3-222-4-{[3,4
1,2,2-EcIllEg-Z 1_éOHJIL) ANZSZRE-1-0LO0t0l]-HEFHELES 0.499(79%)2 56%

A-2-
OlE 9M DHZAM =HECH: & 237-241TC; [(1]250=+27.30° (10.99mg/me, DMSO)

R)-3-0ISAl-4-(1,2,2-ECIHE

Fl

ZEO
DJ_F'_U\
(

K Jw E2|

'H NVR (DMSO-ds): 88.10 (d, 1H), 7.89 (dd, 1H), 7.68 (m, 1H), 7.69 (d, 1H), 7.36 (br d, 1H), 4.87

(m, 2H), 3.90 (m, 1H), 1.12 (d, 3H), 0.86 (s, 9H) pom. IR (KBr): 3100, 2950, 2250, 1800 cm ; MS
(m/z) 345/347 (M),

CigHa0CINsO- 0l CHEH RAZA

H X2 C, 62.52; H, 5.83; N, 12.15
a=X: C, 62.78; H, 6.17; N, 11.90

AN 74
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3-33-2 200l = —4-(2-2 2 2-6-HZ-HEO0L0| = )-A 22 R E-3-0l-1,2-C| 2
3,4-CINSA-3-AI2228-1,2-C|2(50, 29L2IS) L P4 MES(147m)5 -2 22-6-0 LU H 0t
(4.57g, 2922|2)0 BE2S A20A 422 HIAZC IS S22 UGN SSAIID O
2 ZOIEH(200m)01 BEAIZICH Z2i2lE A20IM 18AI2H SO MEAIDID, OiBsH0l, LIZRZHES
2 NFGID, 2LCHUA SZAH DF 6.429(78%)S +SECH A mﬂ, 3- (2 2226 [HIE' #I = Of
DIt )4~ SAI-Al 22 R E-3-01-1 -] 29 L2(0.4g, 1,432

(4me)0fl 2D AS0IM 622 ANz, A0 THE 025, Of

ZAIZICH OIZ2M %44 DHMZMN EH &et2 0.31g(71%)2 2 :

"M NUR (OMSO-ds): 87.46 (br s, 1H), 7.42 (br t, 1H), 7.38-7.22 (m, 3H), 4.93 (d, 2H), 2.40 (s,
3H), 1.34 (s, 9H) ppm. IR (KBr): 3200, 2960, 1790, 1650 en ;NS (m/z) 306/308 (M').

CigHisCINOL0l CHEH R AZA

H XD C, 62.64; H, 6.24; N, 9.13

a=X: C, 62.40; H, 6.29; N, 9.08

A0 75
3(2-2=22-6-HE-HHO0I=)-4-(1,1-CIHNE-Z2Z 00l )-AI 222 E-3-A-1,2-

3-(2-2 2 2—6-0I L-H H0}0| = )-4-H SA-A S22 E-3-0l-1,2
ZEOIRI(5m) ¥ CIZZ2ME (2m)0l ¥ 14A2F SO B2 A0 S0
{ s

=2

gels)s 1, 1-tHeE=
= ZABI0IA MOS0 DA
2. OIE Ol OtAMIHIOIE

0.37g= —’.‘—Eo}ﬂ, Ol OlAZ=E=0l €10, 041oted Z&otolA A
F =S, SAIE =3 5% OIES0 21, odtotd, =, OI0A OE OtMHIOIEZ AM&EGStL &3
(0.4mm, 70°C)otOIA 94_7F_A|34 DHZ2MN EHM SEE 0.279(59%)2 =SE&HC: 83 224-226C(192CUHM

Astd);

"H NWR (DMSO-ds): 67.44 (br t, 1H), 7.39-7.22 (m, 4H), 4.93 (d, 2H), 2.40 (s, 3H), 1.65 (g, 2H),
1.28 (s, 6H), 0.80 (t. 3H) ppm. IR (KBr): 3200, 2970, 1800, 1650 cm ; MS (m/z) 320/322 (M').
CitiCIND O CHEH RAEA
H Xl C, 63.65; H, 6.60; N, 8.73

A=%|: C, 63.37: H, 6.56; N, 8.58

A A0 76
FE2R224-{[2-(11-UIHE-Z2E00/L)-3,4-CISA-ASE2RE-1-HZ 00l ]-HE -5-HE - =L
Ed

3 1) 3-(2-222-4-Al0t--6-HE-HEOIDI = )-4-0SAI-A 22 RE-3-0-1,2-0/122 M=

6.22cl=, AAl0 71, SAH 101 O
LetCh. =0l Jtet

|_

HEL(12.3)5 2-22E24-AMO0t--6-HEME2HoIE S&(1.2
chAl HII)OH Ot =2 (1.6g, 24LeIS)S JtstCt. =
EASMH, FHM =229 otH 22(1.69, 2422IS)E Jtst
e 8‘:§ dAHASH, P+ NES= 3HAII|D, Het0IE:
EB22 MH&GHH, %‘%’o}O{IA—I ;ﬁlxlalﬂ HEE HAE 3,4~ EIOHEAI .
6.222l8) 2 2= NESL EE6IH A20 M 18AI2E St AXIAIZIC D_'H HE=S

OtMIHIOIEZ MIESIH DA 0.5102 —’.‘—5@&. )1 DNE CS==0EH SoiAI912, Oditoted, Cl
SZZ2HE2SZ MESHD, HUS 2SN sSAI4 DM 0.1992 =S8t

'H VR (DMSO-ds): 88.97 % 8.74 (br m, 1H, ZHIOIM), 7.92 (s, H), 7.74 (s, 1H), 4.93 (br m, 1H),
4.78-4.60 (br m, 3H), 2.43 (s, 3H), 1.36 (br m, 3H) ppm. MS (m/z) 304/306 ).

S 2) 3-2224-{[2-(1,1-LIHE-Z2E 00l )-3,4-CISA-ASERE-1-0L0t0l = |-t }-5-0E-

BELIEE

AN 76, ©H 122H2 MA2(0.24g, 0.792c2I2)S 1, 1-CIHEZZZ0t2I(5m) L CIZ22ME(S
me)oll 210 8AIZE S ERAIZICE. SMHE ZYotllM Mt DHE =Sotn, 015 OlE OtMIHOI
Eol €0, oimst OIS, OlE OtMHIOIEZ MZEotD XZ(0.4mm, 70TC)HAM AZAIZICH. Ol2M DX
2N HH BE= 0. 179(62%) 2 =S8ttt 8& 258-262°C (= aHl):

'H NMR (DMSO-ds): 67.99 (s, 1H), 7.78 (s, 1H), 7.51 (br t, 1H), 7.35 (s, H), 4.98 (d, 2H), 2.46

(s, 34), 1.66 (q, 2H), 1.29 (s, 6H), 0.80 (t, 3H) pom. IR (KBr): 3200, 2980, 1800, 1650 cm ; MS
(m/z) 345/347 (M),
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CigHa0CINsOL0l CHEH R AZA

H XD C, 62.52; H, 5.83; N, 12.15
Xl C, 62.74; H, 5.87; N, 12.15

>
i

A0 77
3222-4-{[3,4-CI=SL-2-(1,2,2-EC|HE-ZZZ 00| )-A 222 E-1-0IL 00l = |-H & }-5-H & -#

ZLEZ

AAG 76, SH 122H2 MAH=(0.19g, 0.6222/2) &L (R) 2—0%D|i—3,3—£lﬂ1|%$%(—‘%¢ |Et=2S
0.2M S 4.7me, 0.94LeIS)2S A20A 22 WEAIZICH. S22lE ltetl], OtMELIEE

Z NHEGIH HZAIZICH. OI2MW e DHEZ A ZH &= (R) OlAH 0.159(67%)= #%@E:
>300C;

00
0

"HONWR (DMSO-dg): §7.98 (s, 1H), 7.77 (s, 1H), 7.38 (br m, 1H), 7.18 (br d, 1H), 4.97 (m, 2H),
3.90 (m, 1H), 2.46 (s, 3H), 1.08 (d, 3H), 0.84 (s, 9H) ppm. IR (KBr): 3180, 2980, 2250, 1800,
1640 om 3 NS (m/z) 359/361 (M+).

C1gHzoCINg02.0.04 CH,CI0l CHE AAEA

H&EXl: C, 62.95; H, 6.13; N, 11.59

=Xl C, 62.18; H, 6.09; N, 11.28

AAI0I 78

3(4-BE22-2,6-CIHE-HZOI0IL)-4-(1,2,2-ECIHE-Z2Z 00| = )-AI 22 RE-3--1,2-C|2

= StEEe JAO 7601 Jl=sE Ol WM MESth.  4-222-2 6-LHEUIIME S
(1.13g, 4.952cI8), Ot® 22(1.3g, 2022I=S) 24 =&, Yx4(19.8m), 2L OIOIA —?——1‘— [Et= (25
m)E 3,4-CINSAI-3-AI222¢8-1,2-CI=2(0.73m¢, 4.942c|S)22H DHME =Sct10 Aot (&L
Olg OtMIEIOIE(1:0.3), O2220eE % HES)AUAMS AZ20tEDTIE IA 1.11g(66%)% ==
StCt. AJ] DA, 3-(4-BEZ2-2,6-CIHE-HZE PDIL) “4-HSEA-AISERE-3-A-1,2-CI229 L7
(0.4g, 1.1822I2) ¥ (R)-2-0t0l=-3,3-CIHIEREH(R= HESS 0.20 SH 20m, 4.022/2) ¥ C2
ZZ2HE(15M)SCZRH A20 M 425 DHE —1‘—50}7 OIE 04 2totod —‘?——“F etz AEs s A
Z(0.4mm, 40C)AIZICEH. Ol2ZM #A DHZAN M 3&22 (R) Ol&H 0.23g(50%)2 =S8ttt &
>300C;

1

H NMR (DMSO-ds): 87.32 (s, 2H), 7.18 (br m, 1H), 7.08 (br d, 1H), 4.76 (d, 2H), 3.89 (m, 1H)

2.35 (s, 6H), 1.09 (d, 3H), 0.85 (s, 9H) pom. IR (KBr): 3160, 2950, 1800, 1650 om ': MS (m/z)
392/394 (M').

C19H25B|’N2020“ st |Aa2H

H&EX: C, 58.02;
Xl C, 57.91;
ol 79

-S22-2,6-CIHE-HEOID|L)-4-38-2E 00l -A 22 RE-3-d-1,2-CI=

3-(4-E22-2,6-CIHE-HZEOIOI L )-4-USA-AISE2LE-3-%-1,2-CI2(0.49g, 1.4522|8), t-FE0t
gl(2eme) L CISZ22HIEH(BM)S] EUS M20IM 18AI2E S HIIAIZI TS, 8AIZH SQF EFAI2ICH.
dHdE ﬂﬂl% Outstd, OIMELIEZEZ MEotD HZ(0.4mm, 40C)AIZICE. OIEM & A DR
ZM EHM 3t&E 0.33g(62%)2 +=S8CH: 88 267-271C(2dH):

H, 6.41; N, 7.12
H, 6.2

5: N, 7.00

=
—/

@z o

A
~(

]H NMR (DMSO-dg): &7.40 (br s, 1H), 7.32 (s, 2H), 7.30 (br t, 1H), 4.76 (d, 2H), 2.34 (s, 6H),
1.34 (s, 9H) pom. IR (KBr): 3200, 2980, 1790, 1650 cn i WS (m/z) 364/366 (N').

CiHaBrN0-0l CHEH E A=A

HAX D G, 55.90; H, 5.80; N, 7.67

& =X|: C, 55.65; H, 5.63; N, 7.63

A A0 80
3(4-E22-2,6-CIHE-HAEOIDIL)-4-(1,1-CIHE-Z2 200 = )-AI 22 RE-3--1,2-0|2
= StEE2 AAIN 7501 D" gYol Oetd MESCH 3-(4-E22-2,6-CIHE-HA 00 =)-4-015
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AN-A22RE-3-%-1,2-CI2(0.29, 0.59¢clE), 1, 1-CIHEZ2E0t2!I(5m), OtMIELIEZ (10me) & C
SZ2ZHE (1) 22 2H, A20AM 72%, 8AIZt St ERAIDILD ZA6HHM S0HE HMAHGHH DX
0.31g2 =S¢&tlh. 0IE == 5% =0 21, 6lot, =2 MIse TS 0E OtMEHIOIEZ M &Eot
D AHZE(0.4mm, 70C)AIH DHZM HEHM &S 0.169(71%)2 =S8&CH: 8F 246-250TC (240CH A A5t

EI)-

=/

'H NVR (DMSO-ds): §7.38-7.30 (87.3201A Z&E= s, 3H), 7.26 (br s, 1H), 4.76 (d, 2H), 2.34 (s,
6H), 1.65 (q. 2H), 1.28 (s, 6H), 0.80 (t. 3H) ppm. IR (KBr): 3200, 2980, 1800, 1650 cn 5 MS (m/z)
378/380 (M').

CiaHBrN:0,0ll CHEH &A=

HAEXI: C, 57.00; H, 6.11; N, 7.39

AMZ=X: C, 56.55; H, 5.63; N, 7.34

2 A0 81

3-(2-22=2-4,6-CIHE-HAOI0I=)-4-(1,2,2-ECIHE-ZZEO0I0| £ )-A 2 2R E-3--1,2-C|2

= =2 HAI0 7600 Jl=E YYOl Oetd MESCH = Oil 2(180m¢)E 2-2=2=2-4,6-CIHE B
Z2HGIE S4(6.630, BGD'EIE), Ot 22(9.4g, 14422I2), & _775 F(7eme), 2 3,4-CI0ISAI-3-AI2

SEl1 2-Cl2(5.0m 36URIS)OR2E . A2INAANA D=0IE 12T (Ao OFKIEIOIE, 0l0f
M C2S20EE 5% HES)s 0 SAE 10% 0 OIMEIIERE 050 DAl 5.320(50%) S ~=8
Cr. A DR, 3-(2-222-4,6-CIH Z-HE 00| = )-4-0 S A-AI 222 E-3-01-1,2-C| 22| 2 2(0.4g,
1.3622I12) 2 (R)-2-0t01-3,3-CIHE2E (22 NESZE 0.0 24, g.om) U C|Z222HEH3M)O
ZEH, AS0A 423 DHZ 2Sot0, 012 GITotD K OLMEIOIER NG HEAZICH 012
MW oHAl DXEA EA StEt=ol (R) OlAXl 0.369(76%) S ~SsiCt: S& >300C;
1
H NMR (DMSO-ds): 67.26 (br s, 1H), 7.19 (s, 1H), 7.14 (br d, 1H), 7.05 (s, 1H), 4.88 (d, 2H),
3.90 (m, H), 2.35 (s, 3H), 2,26 (s, 3H), 1.08 (d, 3H), 0.84 (s, 9H) ppm. IR (KBr): 3170, 2970,
1800, 1650 om ; MS (m/z) 348/350 (M').

CigHasCIN 00l CHEH E A=A

H&EXI: C, 65.41: H, 7.22; N, 8.03
a=Xl: C, 64.55; H, 7.15; N, 7.86

A A0 82
3-32-RE0t0l=4-(2-2224, 6—E|EHI%'—Uﬂ’é'OPDIi) ANEZRE-3-d-1.2-Cl=
= sg=E=2 /\|01| 7901 Dl=E 2EHOl TetM MESCH  3-(2-222-4,6-CIHE-MEO0I0 £ )-4-05

N-ANZ22EE-3-0ll-1 2 EIQ(O 40g 1.362el=), t-2E0t8I(2.7m) ¥ CIZZZHE(1M)O22E, A
SN 425 niﬂ; AS50 012 0I5 OZ OIMHIOIES MEsID HAEA2ICH O/2M A D
MZA EH B8t 0.289(64%)S ~S35ICH S& 292-204C;

1

H NMR (DMSO-ds): &7.46 (br m, 1H), 7.38 (br t, 1H), 7.19 (s, 1H), 7.06 (s, 1H), 4.87 (d, 2H),
2.35 (s, 3H), 2.26 (s, 3H), 1.34 (s, 9H) pom. IR (KBr): 3200, 2980, 1790, 1650 om '; MS (m/z)
320/322 (M)

CiHaCIN OOl CHEH RAZEA

; H, 6.60; N, 8.73

; H, 6.61; N, 8.93

A A0 83
3-(2-222-4,6-CIHE-HHODIL)-4-(1,1-CIHE-Z2Z0I0|L)-AS2RE-3-d-1,2-[|2

2 SEsE2 AAN 7500 Jl=E gEol detd M=ESCH. 3-(2-2E22-4,6-CIHE-HEO0I = )-4-0=
AN-AI2BE22E-3-9-1,2-C|12(0.40g, 1.36Z2l=), 1,1-CIHEZ=ZZO0I2I(2.7m¢) L CISEZHE(1M)2
ERH, 220N 425 EHS =50t 015 2ot s=AIH DA 0.34g2 ==S8tCh. 0 DHE
OlAZE2EE, Ol0IAM EAMCZ NSt HE(0.4mm, 70C)AIHA S DHMEM EHM &S 0.129(26%)
£ #S5it: 8% 265-271C(&dH);

'H R (DMSO-ds): 87.41 (t, 1H), 7.32 (s, 1H), 7.19 (s, ), 7.06 (s, 1H), 4.89 (d, 2H), 2.35 (s,
3H), 2.26 (s, 3H), 1.65 (g, 2H), 1.28 (s, 6H), 0.80 (t, 3H) ppm. IR (KBr): 3190, 2980, 1800, 1650
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S (m/z) 334/336 (M)

CigHsCIN00fl CHEH &A=
HAEXI: C, 64.57; H, 6.92; N, 8.37
AZ3X: C, 63.81; H, 7.26; N, 8.48

2 A0l 84
3-(2-222-4,6-CIHE-HMAOI0I=)-4-(2,2,3,3,3-HEERL2-Z2 L0 L )-AIBE2RE-3--1,2-C|
2

3-(2-222-4,6-CINE-UEODI L )-4-0SAl-AI 22 RE-3-2%-1,2-CI=(0.30g, 1.
2,2,3,3,F-HEEZEZLQ2IZ2LOIRI(2.4m), 2= HEtS(2M), 2 CISZZ0HE(2W)2 EUCZRH &
20N 622 EHE +==06t1 OI% *gaw SEAIID EI:‘EEEHIEFEE HOIGHH A DHZAM 2
M 3tetE 0.10g(25%)2 =S8t 8& 273-275C;

"M NVR (OMSO-dg): 87.64 (br m, 1H), 7.55 (br m, 1H), 7.19 (s, 1H), 7.05 (s, 1H), 4.87 (d, 2H),

4.43 (dt, 2H), 2.35 (s, 3H), 2.25 (s, 3H) pom. IR (KBr): 3200, 2980, 1810, 1670 cm : MS (m/z)
396/398 (M').

CigHaCINOL0l CHEH E A2 A

1

H&EXI: C, 64.57; H, 6.92; N, 8.37
& =Xl C, 63.81; H, 7.26; N, 8.48

A A0 85
2-222-4-{[3,4-0IS2-2-(1,2,2-ECIHE-T2Z 00| = )-AI 222 E-1-0l£0t0|

= SteEE2 AA 76, A 10l Jl=E LYol OetA M8t =
Z0olE S4(1.26g, 6.9822l=S), Ot —T—%*H 83g, 28cI2) 204 =&, 13.
HSA-3-AIZ22RE-1,2-CI2(1.0m¢, 6.762L2IS)2=2RH, A2IIIZAUA 2220t

OLMIEIOIE(1:0.3), OIAM CIZZ20ES 3% HES)SIH DX 1.649(81%)S ==SS&tCt.
Jl=g 8ol Wmetsd, &2 DM, 3-(3-22EF-4-Al0t: tHIj“OHJIL)—4 HEA-ASZ2RE-
29 2= (0.4g, 1.382¢c2l2), (R)-2-0l0I=-3,3-CIHERE (2= HESS 0.2 SN, ZOml
EIHIE*USW«’)E FH, 420AM 422 EXIAIZICH é‘ié% D_JHIE Mot 2=+ HE=S2
ZAIZ2ICHO.4mm, 407C). OIEM %A DM=AM EXM S22 (R) Ol 0.259(52%)2 =

(

298-300C —5—6) [OL]250=+27.91° (10.0mg/mé, DMSO);

=
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"M NVR (DMSO-ds): 87.99 (d, MH), 7.71 (Z&&= s ¥ br m, 2H), 7.49 (d, H), 7.33 (br d, H),
4.81 (m, 2H), 3.93 (m, 1H), 1.11 (d, 3H), 0.86 (s, 9H) p

R (KBr): 3200, 2960, 2200, 1800, 1650 on s MS (m/z) 345/347 (M.
CigHa0CINsOL0ll CHEH R AZA

H XD C, 62.52; H, 5.83; N, 12.15

a=Xl: C, 62.38; H, 5.64; N, 12.00

2 A0l 86

4-[(2-32-2E20t0/=-3,4-CISA-ASE2RE-1-0L0I0lL)-HE]-2-222-HXLIEZ

2 StE=2 AAM 790 Jls== 2-ol Metd HM=ESCH 3-(3-222-4-Alot-HZAOI0l = )-4-0I S Al
-ANE222E-3-0-1,2-C12(0.68g, 2.34L2|2), t-2E0t2/(6me) & EI:‘EEHIEF(GW)E £H, 420

N 42= OME +=Sotld 02 U6l OtNELIEE=Z MEGHL 74}_}\|i|:}(0,4mm' 40C). OIEM #
M IDHMZM BN SHES 0.229(30%)S =S8&CH & 276-278C(=ZdH);

1
H NMR (DMSO-ds): 87.99 (d, 1H), 7.84 (br t, 1H), 7.72 (d, H), 7.61 (br s, 1H), 7.49 (dd, MH),
4.81 (d, 2H), 1.36 (s, 9H) ppm. IR (KBr): 3220, 2950, 1795, 1650 on's NS (m/z) 317/319 (M+).

CigHisCINsO0l CHEH A A=A

H&EXl: C, 60.48; H, 5.08; N, 13.22
=Xl C, 60.66; H, 5.02; N, 13.11
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A A0 87
-(E224-{[2-(1 1-LIHE-ZE2Z0l0lL)-3,4-CISA-ASERE-1-0L00l L -0 E - LI EL

2= NEESE (1, 1-CHEZZEO0IL)-4-0HSAI-A 222 E-3-A-1,2-U/12(0.51g, 2.41Z2|=S
JEE -4~ AIOPi“ﬂ’éOPD'(S psdelE)e EUCZRH AR0UAM 24AI2tF DHE +Sotl 0l 8
S A, 5t, OlE OHMIEIOIE, OI0AM it ANEoHK A=AIZICH O0l2M DA 0.30g
Sotll, 0l == 5% OGS0l SEAA, uctd, == 5% GEH=S, OE OLMEIOIE, OI0A &

HALEGHA MIEGHH 2022 AI34(0.4mm, ’é'Q), e DHZA EH SE2 0. 269(32%) 2 #=SEtCt:
7-271C;

010 = o o 4 @y
]
o

02 |0

no HU

6

"HONVR (OMSO-ds): §7.99 (d, 1H), 7.85 (br t, 1H), 7.72 (d, 1H), 7.49 (dd, 1H), 7.47 (br s, 1H),
4.81 (d, 2H), 1.67 (q, 2H), 1.30 (s, 6H), 0.82 (t, 3H) ppm. IR (KBr): 3220, 2980, 2250, 1800,
1660 cn 5 MS (m/z) 332/334 ([M+H]').

CigHisCINOL0l CHEH AAZA

H XD C, 61.54; H, 5.47; N, 12.66
a=Xl: C, 60.91; H, 5.21; N, 12.54

2 A0l 88
4-{[3,4-CI82-2-(1,2,2-ECIHE-Z2L0I0| = )-AISE2RE-1-0L0I0l = ]-HE}-2-0E-HXELIEZ
aA
¢}

= [0l 67, SHAHl 101l Jl=e 2O Cetd HMESCH 2= HEFS(100me) S 3-0l E-4-AlOF
fOISIE =4(0.88g, 5.0522l2), OtH 22 (1.32g, 202els), LE&H(10m), L 3,4-CIHSAI
-3-AI22=2H-1,2-012(0.75m¢, 5.0722I2)222H, A2IItAAUA EEDFEJEMI(C’A'M OIE OAlEI
OIE(1:1), OIHAN CISZ2Z0HES 5% HES)E DA 0. B4g(45%)8 =S8t AAGl 7701 D= &
ol Wetd, A2 DM, 3-0ISA-4-(3-0lE-4-AlOt=-HIZOI0| = )-AI2ERE-3-0-1,2-CI22 21
(0.38g, 1.342cI=), (R)-2-0t0I<-3,3-CIIERE(2+ HESS 0.20 S, 10m) EI%EEMIQUS
m)S A20AM 422 FXAZIC A ﬂl% MGt OLMIELIEL (5x1me) 2 MBS
AXZAIZICE. OIZMW A DHEAM ZEXM S&22 (R) OI&XM 0.22g9(48%)2 =S8t 83 251-253C;

[a]7=+28.48° (4.2mg/me, DMSO);

5 [[OII

_IT_Hil

—

Il

_‘IIJLJ

|:!

=
=
=3

"HONWR (OMSO-ds): §7.99 (d, 1H), 7.68 (br m, 1H), 7.44 (s, 1H), 7.34 (d, 1H), 7.28 (br d, 1H),
4.78 (m, 2H), 3.91 (br m, 1H), 2.79 (q, 2H), 1.21 (t, 3H), 1.10 (d, 3H), 0.85 (s, 9H) ppm. IR
(KBr): 3210, 2980, 2210, 1790, 1650 cn : MS (m/z) 339 (M').

C20H25N302 0“ I:H _CL) _i_ /i|‘
H X2 C, 70.77; H, 7.42; N, 12.38
&=Xl: C, 70.60; H, 7.37; N, 12.40

A A0 89

4-[(2-3=2-2E 001 =-3,4-LIZA-A 222 E-1-0L00 2 )-HE]-2-UE-HMELIE

2 StEEe AAN 790 Jl== Yol metd HMESCH 3-0ISAl-4-(3-02-4-Al Ot =-HIEOt0l = )-
0.9

N2 5e_3-0i-1.0-012(0.28g, BLUZIS), t-FEOIBI(2m) L CISZZ2HECZRH, A20A 4
S DHE =S50 012 UGl OIMELIEZ (5x1m) 2 HIEGHD HEZAIHA M DHZA EXM SE2
0 2 £EECH: & 239-242C;

"H NMR (DMSO-ds): 67.83 (br m, 1H), 7.79 (d, 1H), 7.58 (br s, 1H), 7.45 (s, 1H), 7.34 (dd, 1H),
4.78 (d, 2H), 2.79 (q, 2H), 1.35 (s, OH), 1.22 (t, 3H) ppm. IR (KBr): 3300, 3240, 2950, 2200,
1780, 1650 cm ': MS (m/z) 311 (M),

CigHoiN3O- 0l CHEF RAZEA
HAXI: C, 69.43: H, 6.80: N, 13.49
&=X|: C, 69.64; H, 6.89; N, 13.51

AAI0 90

3-(4-E22-2-0E-H A0l )-4-(1,2,2-ECIHNE-ZE2 200 L )-AI 222 E-3-9-1,2-LI2

= =SS AA0 7600 JisE YO Mot MXESC 22 HEsS37m)S 4-E22-2-f2u Xy
Elk= %{5‘(1 679, 7.322cl8), OtH 22(1.9g, 2922I2) 20 =&, x4H(14.6m), ¥ 3,4-CI0NS
A-3-AIZ222H-1,2-CI2(1.08m, 7.312L2IS)22FH, A2tAAUAN 2A20tEtII(H&H:HE OFAl
HIOIE(1:0.3), OIOM CIZZZ2MHES 5% HES)E OUS &&= 10% HE OLMEHIOIEZ HDIGHH 1Ol
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1.089(44%)
29 ug
ZZHIEH(
ZAIRICH

217-224°C;

= S, AJ1 OH, 3-(4-Ez2-2-0E2-HA0t0l < ) -4~ SEA-ANZ2Z2RE-3--1,2-C|
0. 0.832cl=) ¥ (R)-2-0t0|=-3,3-CIHEREH(R=+ NE=SE 0.2 QX 20m) L CI2
W)OZLH, MA20AM 42F DHE £+S6td, 018 66t OE OHHIEIIOIEE MESHH A
.4mm
[

OI'\J/\

, 400). OlZM =AM DH=ZM EN S22 (R) OldM 0.249(73%)S =S&tlt: 83
a17°=+10.52° (9.51mg/me, DMSO):

"H NWR (DMSO-ds): 87.50 (br s, 1H), 7.46-7.40 (87.4101H Z=HE= m, 2H), 7.26 (d, 1H), 7.19 (br
d, 1H), 4.74 (d, 2H), 3.90 (m, 1H), 2.64 (q, 2H), 1.15 (t, 3H), 1.09 (d, 3H), 0.85 (s, 9H) ppm.
IR (KBr): 3170, 2980, 1800, 1650 cm '; MS (m/z) 392/3%4 (M').

C19HZSBFN2020“ EH =13 % _i_&
HAFK: C, 58.02; H, 6.41; N, 7.12
&=X: C, 57.58; H, 6.35; N, 7.10

A A0 91

3-(4-E22-2-0E-HHOI0 £ )-4-32-2E 00l -A 2ERE-3--1,2-CI2

2 StEEe AA 790 Jl=s gEol Oetd FMZESHCH  3-(4-BEZ22-2-0l - Z 00| = )-4-0I S Al-Al

SR2LE-3--1,2-C12(0.40g, 1.18Z2I8), t- ‘Z'E'OPD|(5FTL€) 2 CISZZ2HEH(3me) B, &=20A
£

oz
207

£S5l 0I2 OIT5I0l O OLMEIOIER AIESHD 207 AIZICHO. 4mn, ’OIE}M =

M DHZAM EM SHES 0.169(37%)S =S8t 8F 228-232C:

"N NWR (OMSO-ds): 87.64 (br t, 1H), 7.51 (br s, 1H), 7.45-7.40 (87.430A s@ &&= m, 2H),
7.26 (d, H), 4.74 (d, 2H), 2.64 (g, 2H), 1.35 (s, 9H), 1.15 (t, 3H) ppm. IR (KBr): 3210, 2990,
1800, 1660 on s MS (m/z) 364/366 (M').

C17H218|’N2020“ st AasEA

H XD C, 55.90; H, 5.80; N, 7.67
a=Xl: C, 55.99; H, 5.67; N, 7.64

A0 92

3-(4-E22-26-0E-#MZ 00l 2 )-4-(1, 1-CIHE-Z2Z 00| = )-A 22 RE-3-d-1,2-CI=2

2 =2 AA 750 JlsE gEol Oetd HM=ESCH 3-(4-E22-2-0E-HE0t0] = )-4-0I S Al-Al
S2LE-3-0-1,2-012(0.40g, 1.182cI=), 1,1-CIHEZZZotel(5m) Y CIS22HE(2M) 22 2H,
A20AM 4 § ZLCHHA S0HE HAHGIH DME +=SstCh. 01 OMEUEZN €10, GUGHH Ot
NELEZZ MAAZH A=x(0.4m, 70C)AIH M DHZAMH EHM &= 0.309(67%)2 =S8t &
182-186°C;

"H NMR (DMSO-ds): 67.68 (br t, 1H), 7.45-7.40 (87.4301A s9 Z&EE= m, 2H), 7.38 (br s, 1H),
7.25 (d, H), 4.75 (d, 2H), 2.64 (q, 2H), 1.66 (q, 2H), 1.29 (s, 6H), 1.15 (t, 3H), 0.80 (t, 3H)
oom. IR (KBr): 3210, 2980, 1800, 1650 cm : MS (m/z) 378/380 (M').

C18HngrN20201| (et fAaE2H

H&EXI: C, 57.00: H, 6.11; N, 7.38
=Xl C, 56.23; H, 6.14; N, 7.35

A A0 93
4-[(1, 1-CI0E-EE2Z 00| =-3,4-CIKSLA-AEERE-1-0HLZ00IL)-HE]-3-HE-HILIEZ

22 HE2E 3-(1,1-CIHEZZ2Z0t0l%)-4-0SAI-AI 222 E-3-0-1,2-CI2(0.34g, 1.61Z2/=28) <
4 /\IOP‘— —2-OlEdEOoIRI(7.72I28)22H A20M 92F  Z2ASHA SHHE HMIHGH DHE
=S8l AJ| DHE AN ZIZOEILMIN(CIZZZUHEE 5% HES)oIH THALE
=50otd, Ol OtMELIEEZ 0totll, tote, OLMELIEEZ MES UF AXZAIH 2= WA
DH=ZAM BHM &S 0.31g(12%)2 =S80 8& 183-186°C:

iy

-Ir[—

'H NMR (OMSO-dg): &7.80-7.70 (87.750M t2 S&E == m, 3H), 7.47 (d, H), 7.43 (br s, 1H), 4.85
(d, 2H), 2.69 (a, 2H), 1.66 (g, 2H), 1.30 (s, 6H), 1.17 (t, 3H), 0.81 (t, 3H) ppm. IR (KBr):
3210, 2980, 2240, 1800, 1650 en i NS (n/z) 326 ([MH]").

CigHeaN30 01 CHEH A4
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H&EXI: C, 70,135 H, 7.13; N, 12.91
=Xl C, 70.18; H, 6.99; N, 12.82

A A0 94

3-(2,6-CIDIZ-HZOID| £ )-4-(1,2,2-ECIHE-Z2H 00| = )-AN 22 R E-3--1.2-CI2

€3 1) 3-(2,6-CIHIE-BZEO0IC)-4-HSA-AI2E2RE-3-0-1,2-CI22 M=
gt
|

2 SE=S2 YA 67, SAH 10l DI YU Mt MASCH 2= eSS 2,6-CIHEH X205l
€ =2¢(2.679, 18L2l8), OtH 22(4.68g, 722el8), YELH(35.7m), L 3, 4-CIHSAI-3-AIZ22E
-1,2-ClI2(2.65m 180'EI g OtMIEIOIE(3:1), CI2Z2

J2RH ACOHEAMNAM IZR0tEDHT(SAH:AE
H 2.0

ZOHES 5% Et2)82 OH 2.09(43%)S +=SEtC:

"H R (DMSO-ds): 88.90 ¥ 8.70 (br m, 1H, ZHIOIM), 7.20-7.00 (m, 3H), 4.90-4.50 (m, 4H), 2.30
(s, 6H), 1.38 (m, 3H).

A

H 2) 3-(2,6-CIHE-HAOIO0I=)-4-(1,2,2-ECIHE-TZZ 00| = )-AISERE-3--1,2-CI
g

3- 4~
StEtE2 AN 7701 DlEE ZYoll Wmetd MESHCH  AAIG 94, S 12 M42(0.3g, 1.1622]
2 (R)-2-0l0I=-3,3-CIHIERE(2+ NESS 0.20 SH 26m¢, 5.2LC|IS)Z2RH, A20A 24Al
A2t SoF BRAIZ2ZMN, DHE #5611, 018 L6t OtNELIEZ (3x3m)2 MEGHD
(R

4-5
A3 BM DHZAN EH 3829 (R) OIAM 0.33g(00%)2 4SS S& 298-301C(2d);
25

a] =+15.38° (9.9mg/mé, DMSO):

)

[y Y M i
bt

—

"H NUR (OMS0-dg): 87.17 (br m, 1H), 7.16-7.05 (m, 4H), 4.80 (d, 2H), 3.90 (m, 1H), 2.35 (s, 6H),
1.08 (d, 3H), 0.84 (s, 9H) ppm. IR (KBr): 3150, 2980, 1800, 1650 on'; NS (m/z) 314 (M+).
CigHaeN20:011 CHEH R A=A

H&EXI: C, 72.58; H, 8.34; N, 8.91

A=Xl: C, 72.44; H, 8.41; N, 8.94

3-32-2E0t0I-—4-(2,6-CIHE-HAOID| L )-AI 22 RE-3-0-1,2-0|12

2 =SS AA0 7901 Jl=E UHol Cetd MZSCh AAIN 94, S 19 MH2(0.32g, 1.2322]
= gotgl(ant) 2 CIS2Z2UECZRH, A20M 48AIZE DHME +S6t10 02 OHNELIEE
( AAIID O#ﬂf‘* CtS, OtMELIEZ (3x2m)2 HIEot] HZTAISH WA DHzH EX ste2
0.179(48%)2 +=S5tCH: & 265-267C;

"M NUR (DMSO-ds): 87.39 (br s, 1H), 7.29 (br t, 1H), 7.16-7.05 (m, 3H), 4.79 (d, 2H), 2.34 (s,
6H), 1.34 (s, 9H) ppm. IR (KBr): 3200, 2950, 1795, 1650 en ;NS (m/z) 287 ([MH]').

CisHeeN:0-01 CHEH H A A

H X C, 71.30; H, 7.74; N, 9.78

=Xl C, 70.58; H, 7.75; N, 9.69

2 A0 96

3-(2,6-CIHE-#MA 00 = )-4-(1 1-CIHNE-ZZ2E 001 L)-AI22RE-3-d-1,2-CI2

2 StEE2 AAN 7500 Jl=E 2ol metd HM=ESCH AAIo 94, S 19 MAS(0.4g, 1.542¢2]
£), 1,1- EIMIE'ii“'OPm(Smﬂ) 2 OSZ2Z20E (W) 222H, 8AIZH S SRAIZIZ 260N S04

£ MG QM 0.440= —rﬁoh_’_ Of DME OolAZ=2&20 €1, Hust OsS, WS ZotulA
sSEANZICH. dd= OXHE OE OLMEBICIEN €1, e OF, OlE OtMHIOIEZ ANEHGHD Ax
(0.4mm, 70°C)AI2ICt. OIEM LDHM=ZAM HA Stet= 0.21g(45%)% =S50 8% 227-231C(199CHl A
AstE);

"M NUR (OMS0-dg): 87.32 (br t, 1H), 7.26 (br s, 1H), 7.17-7.05 (m, 3H), 4.80 (d, 2H), 2.34 (s,

6H), 1.65 (a, 2H), 1.28 (s, 6H), 0.79 (t, 3H) ppm. IR (KBr): 3200, 2980, 1800, 1650 on MS (m/z)
+
300 (M).

CigHaaN20:01 CHEH R A2 A
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H&EXI: C, 71.97: H, 8.05; N, 9.33
a=Xl: C, 71.65; H, 8.27; N, 9.30

alAI0 97

3-(2,6-CIH-HZE 00| = )-4-(2,2,3,3,3-HIEI ER R Z2-T 2 L OI0| = )-AI 222 E-3-0d-1,2-(|2
3-(2,6-CIHE-HZEOI0| = )-4-HISA-A S22 LE-3-%-1,2-CI2(0.30g, 1.162c2l=), 2,2,3,3,3-HEER
QRIUZ LI oHe

me), R OlErs(2me), E” uz2zz 'E*(Qm@)ol SHOZREH A20KN 62= 9
BFOH/\-I %%AIBII’_ EIJEEIHIEFOE HOIot0d A DXMEM EHM SHEE 0.059(

ot 2
& 281-283C;

e

2.
«=Cotld 0IE &
f—
=

"HONMR (OMSO-ds): 67.56 (br m, 1H), 7.46 (br m, 1H), 7.18-7.04 (m, 3H), 4.80 (d, 2H), 4.42 (dt,
2H), 2.34 (s, 6H) ppm. MS (m/z) 363 ([WH]).

CioHisF 0,0l CHEH A A

HARI: C, 53.04; H, 4.17; N, 7.73

AZX: C, 52.08; H, 4.06; N, 7.54

2 A0 98

4-{[3,4-CI82-2-(1,2,2-EC|HE-Z2Z 00l L )-AISE2ERE-1-0L00l = ]-0E}-3-HE-HZLIEL

= SIEE2 HMEE SLSEE AIE0SI0 AAIN 9401 Jli=E AW FAIE HPLZ MWIoHH He 23
M IDOHMZEM BN SE22 (R) OI8HE —’ﬁ—%éﬂ 8T 250-258C (242COUHIAM HStE);

1

H NWR (DMSO-ds): 67.70 (m, 2H), 7.60 (br m, 1H), 7.45 (d, 1H), 7.27 (br d, 1H), 4.80 (m, 2H),
3.91 (m, 1H), 2.35 (s, 3H), 1.11 (d, 3H), 0.86 (s. OH) ppm. IR (KBr): 3180, 2960, 2200, 1790,
1650 cn : MS (m/z) 325 (M).

CiotaN:00ll THEH A=A

HAEKI: C, 70.13; H, 7.12; N, 12.91

AZ=X: C, 60.81; H, 7.14; N, 12.96

2 A0 99

4-{[3,4-CI=2A-2-(1,2,2-ECINE-Z2L0I0| L)-AI 22 R2E-1-0L00l = ]-HE}-3-HSA-#IZUEH
= SIEE2 HEs ELS S AFECIH AAN 940 Jls=E AW [AIE YE2Z Mot WA D
ZM EA st&22 (R) OI8ME =S8t 88 172-178C;

"M NUR (OMSO-ds): 87.61 (br m, 1H), 7.51 (s, 1H), 7.49-7.38 (m, 2H), 7.32 (br d, 1H), 4.73 (m,
2H), 3.89 (B&&=s &' m, 4H), 1.10 (d, 3H), 0.86 (s, 9H) ppm. MS (m/z) 341 ).

CigHeaNa0s 01l CHEH A4

H XD C, 66.38; H, 6.79; N, 12.31

a=Xl: C, 66.38; H, 6.78; N, 12.16

2 A0 100

S
=
Hﬂ
>
()}
=2
o
|
[Z
[la}
_C')_
E
i
.b
I'\)
I'\D
Fﬂ
o
=
E
l:
Hy
1]
=)
=)
i
Z
i
Hy
I
m
CF
2
N
1K
a
o

S0t A0 9401l D= A KASH HEHOZ MZAGHH Al X
(R) OIEXME =S8t 8& 278-280C(=0H); [a]20=+28.76° (9.8mg/mé, DMSO);

"HONWR (DMSO-dg): 87.21 (t, 1H), 7.17 (m, 1H), 7.15 (m, 1H), 6.90 (d, 1H), 6.82 (d, 1H), 4.78 (m,
°H), 3.89 (m, 1H), 3.81 (s, 3H), 2.32 (s, 3H), 1.08 (d, 3H), 0.84 (s, 9H) ppm. IR (KBr): 3150,
2970, 1795, 1645 cm ' MS (m/z) 330 (M).

CigHoeN20;0Hl CHEE A A

H X C, 69.06; H, 7.93; N, 8.48
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=Xl C, 69.16; H, 7.99; N, 8.47

A A0 101
3-32-RE 004 (-0 E-6-HE-HEOIDI = )-AI 222 E-3--1,2-CI2

0l
AAI0 9401 Jl=E X |AE HHOZ Mo WA DX
S50 88 183-186CUHAM 80 MOstE TS, 240-244TH A

1|'| NMR (OMSO-ds): &7.39 (br s, 1H), 7.29 (br t, 1H), 7.22-7.06 (m, 3H), 4.80 (d, 2H), 2.67 (q,
2H), 2.35 (s, 3H), 1.34 (s, 9H), 1.13 (t, 3H) pom. MS (m/z) 300 (M).

CigHaaN20-01 CHEF R A=A

H &Rl C, 71.97; H, 8.05; N, 9.33

al=Xxl: C, 71.32; H, 8.20; N, 9.17

AALOY 102
332-220/0|L4-(4E2Q22-E2E202HU-HE [0k )-A22EEF-0ll-1,2-[|
30 E Al-4-(32-22010| & )-AI 2R 2 E-3-01-1 2-C|2(0.79, 3.5522/2) L THF(30m)o| A2 = o4
ZADIS S50 4-E2Q02-0-Ep|Z2Q2HYHMEO(0I(0.73g, 3.78222)2 JIECI. MAE =82
S M20A 12A12F SOF MUIAIZICH, FZOIOIA SZA2IS, MAE sHa DHE CHS O ELIEY
22E WRHEG0] A DHRA 3-32-2E0I0| - 4-(4-Z2 Q2 2-E2|Z2Q 2 HL-HH 00| & )-Al
S29E-3-01-1,2-C|2 0.5518 (52%)2 ~S6ICh S& 192-194C;
"H NWR (DMSO-ds): 1.36 (s, OH). 4.88 (d. 2H). 7.67 (m. 5H) ppm. IR (KBr) 3250, 2000. 1800. 1580.
1530 om '3 MS (m/z) 345 ([MH])".
CiaHiafN:O0ll CHBH 21 A2 A
HAR: C, 55.82; H, 4.68: N, 8.14

A=%: C, 55.68; H, 8.02; N, 8.02

A A0 103

= SteE= A0 10200 CHet &

= 2 3-0ISAl-4-
(32-2EO00IL)-AS2RRE-3-U-12-LI2222H WM DI (59%)5 =
1

ST SR 202-204T;

H NMR (DMSO-ds): &1.36 (s, 9H), 3.34 (m, 1H), 4.80 (d, 2H), 7.28 (m, 1H), 7.53 (m, 2H), 7.67 (m,
1H) ppm. IR (KBr) 3260, 2950, 1800, 1660, 1570, 1530, 1500 cn : MS (m/z) 311 ([MH])'.
CistieCIFN:0,0l CHEH 214 2

HXI: C, 57.98; H, 5.19; N, 9.01

A=X: C, 58.13; H, 5.33: N, 8.46

-(4-ERRZ2-2-ECERLZNE-UAOIDI L )-4-(1,2,2-ECIHNE-ZZ2EO0I0| = )-A S2RE-3-0-
1,

= Sg=2 AA0 10201 EH@ S0 [etd HM=SCH. OtMEUEZSE (R)-3-UISAI-4-(1,2,2-Ec/0
S-Z2L00IL)-AISR2RE-3-U-12-0I2 ¥ 4-EIR2-2-ELERZHEHUEOIRISZLRH, CHE
HHZZ2FH XH’E”SiMlif, BHA X2 M “HI §P§,%9| (R) OIZH (54%)E =S8ttt & 208-210
C: IR (KBr) 3260, 2950, 1800, 1660, 1570, 1530, 1500 cm " s (m/z) 373 ([WH]).

CigHaoFaN20,01l CHEH R AE A

H&EXI: C, 58.06; H, 5.41; N, 7.52
=Xl C, 58.42; H, 5.62; N, 7.51
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A A0 105

3-(2,4-CIER2=2-HHOI0IL)-4-(1 1-CIHE-Z2Z 00 )-AI 222 E-3-d-1,2-CI=2

2 StEtEe AAIN 1020 CHEH 2ol WMetd HM=ESCH OtNEUEZE 3-0ISAI-4-(1,1-CIHE-Z28
AI%E‘:'E -3-0l-12-Cl2 ¥ 2,4-CEFTL2HHOIBISZLH, CIUE FEEEEREEE!

AZ2IZ, WAL DRHIZN BN SHES(80%)2 =S8l 88 242-2447C;
1
H NMR (DMSO-ds): &0.82 (t, 3H), 1.30 (s, 6H), 1.68 (a, 2H), 4.76 (d, 2H), 7.09 (m, 1H), 7.27 (m,

1H), 7.50 (m, 2H), 7.80 (m, 1H) ppm; IR (KBr) 3250, 3150, 2970, 1790, 1652, 1580, 1538, 1510 Cm_w:
S (m/z) 309 ([MH]).

CigHigFoN0-0ll CHSH RIAEA

i

H X C, 62.33; H, 5.88; N, 9.09
AZ=X: C, 62.29; H, 5.93; N, 8.90

A A0 106

-(2-2224-ERZ-UHOI0IL)-4-(1, 1-CIHE-Z2 00| = )-AI 222 E-3-2-1,2-CI=2

= =2 A0 10201 CHEH 2O OtH MZEZSC. ONEUEES 2-222-4-2SF2H ALY
2 -USA-4-(1,1-CIHE-Z2Z0I0IL)-A2Z2RE-3-U0-1,2-[IR2Z22H, HAx NHEZ2H MZH
StAIZIZ, A DHZMN EXM StES(60%) S +=SEtt: 88 201-203C:

'H R (DMSO-ds): 80.81 (t, 3H), 1.30 (s, 6H), 1.68 (q, 2H), 4.76 (d, 2H), 7.25 (m, 1H), 7.50 (m,

3H), 7.78 (m, 1H) ppm: IR (KBr) 3250, 3040, 2970, 1790, 1660, 1580, 1530, 1490 cm : MS (m/z) 325
+

([MHH] ).

CigHisCIFN:0 01l CHEN RIAZA

HAXI: C, 59.17; H, 5.59; N, 8.63

A=X|: C, 59.17; H, 5.50; N, 8.51

A A0 107
33=2-R2E0IIE4-(2-ERLEZ-5-EC|IE2LLEHE-HZAEOIDI L )-A2ERE-3-0-1,2-LI2

2 322 AAN 10201 CHEF 20l MetAd RZESICH. OINIELIEYRE 2-222-5-E2/Z222HE
OtBl 2 3-USAI-4-(32-2LO0I0|L)-A2E2RE-3-U-1,2-CIROZ 2, WM DHEAM EZXH &2
(66%)2 =S8l 8& 225-227C;

"M NWR (DMSO-d): 81.35 (s, OH), 4.75 (d, 2H), 7.51 (m, 2H), 7.83 (m, 3H) ppm: IR (KBr) 3233,
3045, 1794, 1658, 1571, 1537, 1471 cn ' MS (m/z) 345 ([MH]').
CigHigFaN20,01l CHEH RIAE2 A
HARI: C, 55.82; H, 4.68; N, 8.14
AMZ=X: C, 55.74: H, 4.46; N, 7.95

A A0 108
3-(2-E22-5-ER2-HAOO0IL)-4-(1,2,2-ECIHE-ZZE 00| L )-ANEZRE-3--1,2-C|2
2 AAI0 10200 CHEt 2ol TetA MEeCh. OtNEUEES
0

= ste= s (R ) A-4-(1,2,2-E2c|
-T2 Z0I0IL)-AIBERE-3-A-1,2-0I2 ¥ 2-2z22-5-E22=-HZotol E1 CIHE oltzs=2
SH MHZESAIZIS, A OHZ A HX 2%@!%9 (R) OI& X (80%) S E@DI °"* 218-220C;

'H NVR (DMSO-ds): 80.87 (s, 9H), 1.11 (d, Hz, 3H), 3.91 (m, 1H), 4.80 (g, 2H), 7.30 (m, 2H), 7.50

(m, 2H), 7.60 (m, 1H) ppm: IR (KBr) 3194, 3063, 1797, 1654, 1578, 1541, 1492 cn : MS (m/z) 339
+
(IMHH] ).

CiHaCIFNO01 CHEH A A2 A

H X C, 60.27; H, 5.95; N, 8.27
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&=X: C, 60.44; H, 6.01; N, 8.11

A Al 109
L-ERHE-ZE2Z00IL)-ASREE-3--1,2-(I2

Metd MZ8Ch. OtMELIEZE S (R)-3-0ISAl-4-(1,2,2-E2|0
NE 2-Ce 2 2,5-CEF2dHIES E—‘?’—E‘I, Clog odez2z=4H
HOMEZEAN EX SHE29 (R) 0IMXI(85%)S =S8l 88 265-267C;
'H NWR (DMSO-ds): &0.87 (s, 9H), 1.11 (d, 3H), 3.91 (m, 1H), 4.80 (a, 2H), 7.25 (m, 4H), 7.60 (m,
1H) pom; IR (KBr) 3195, 3068, 1798, 1653, 1577, 1543, 1494 on'; NS (m/z) 323 (IMH]').
Ci7HaoF2N:0011 CHEH RIAFE A
H AR C, 63.34; H, 6.25; N, 8.69
&l =Xl: C, 63.55; H, 6.30; N, 8.59

AAGI 110

3-32-2L0I0|=4-(3-2224-E222-MH 00| L )- A 22RE-3-0-1,2-C|2

2 S22 MM 1020] CHE 2Eol Math MZESICH 3-222-4-Z2Q2WF0L2 L 3-0SAl-4-
32-2LOIIL)-A2BRRE-3-0-1,2-CI2O2LE MA DH(5%)S +SE0H: SF 288-290C;

"H NMR (DMSO-ds): 61.36 (s, 9H), 4.80 (d, 2H), 7.44 (m, 2H), 7.60 (m, 2H), 7.75 (m, 1H) ppm. IR
(KBr) 3233, 3039, 1652, 1571, 1537, 1501 cn & MS (m/z) 311 ([MHH])'.

CisHisCIFN0,0l CHEH R A A

H AR C, 57.98: H, 5.19; N, 9.01

A=3R: C, 58.02; H, 5.24; N, 8.82

3-32-SE 00| -4-(3,4-CI ZE2Q2-H A O}0| = )-A 22 2 E-3-0l-1,2-(| 2

2 SE=2S AAN 10201 CHE W0l MM MESICH 3,4-CIZS2QZHEOIS U 3-01 S Al-4-(32-
S0 )-A22RE-3-0-1,2-C|2O2LE| WA DI (77%)S 2S5 S& 296-298C;

"HONWR (DMSO-ds): §1.36 (s, OH), 4.72 (d, 2H), 7.22 (m, 1H), 7.56 (m, 3H), 7.77 (m, 1H) ppm. IR
(KBr) 3235, 2970, 1650, 1570, 1540, 1490 cn ; MS (m/z) 295 ([M+H]) .

CrsHieFoN:0o0l CHEH 21 A =

HAXI: C, 61.22; H, 5.48; N, 9.52

AZ=X: C, 61.05; H, 5.40; N, 9.31

-(3-2224-EFZ-HZAOI0IL)-4-(1,2,2-ECINE-Z2Z 00| = )-A 22 RE-3-A-1,2-CI=

LALGHE 1020M EHé S0 [etd HM=SCH. OtMEUEZSE (R)-3-UISAI-4-(1,2,2-Ec/0
L)-ANEZ2RE-3-U-12-0I2 ¥ FS=224-EIZHHOIUSZREH, CUHE HHER
§H\|i°, sl DA EH sEeo (R) O (73%)E =S&Ct: & 270-272C;

'H NVR (OMSO-ds): 80.87 (s, 9H), 1.11 (d, 3H), 3.91 (m, 1H), 4.80 (q, 2H), 7.45 (m, 3H), 7.60 (m,
2H) ppm; IR (KBr) 3201, 3062, 1798, 1650, 1575, 1492 en s MS (m/z) 339 ([M+H]+).
CiHaCIFNO01 THE A2 A

H&EXI: C, 60.27: H, 5.95; N, 8.27
a=Xl: C, 60.27; H, 6.32; N, 8.18

AAI0 113
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3-(3,4-CIER2=2-UHOI0IL)-4-(1 1-CIHE-Z2Z 00| )-AI 222 E-3-d-1,2-CI=2

ol metd MESCH OtMELEZE S 3-USAI-4-(1,1-CIHE-=
A—EI%EQE IZotIcZ22H, T EEEETE S EEE!
& 273-275C;

v
o
JE
Iz
N
_i_l
v,
x|
k]
=
h?. <
H%
63
2
0 o
1>
Jn
ol
Q .

'H NVR (OMSO-ds): 80.82 (t, 3H), 1.30 (s, 6H), 1.68 (a, 2H), 4.71 (d, 2H), 7.21 (m, H), 7.44 (m,

34), 7.81 (m, 1H) ppm; IR (KBr) 3290, 2970, 1790, 1652, 1570, 1538, 1510 om ; MS (m/z) 309
+
(IMHH] ).

CigHigFoN0-0l CHSH RIAEA
HAX: C, 62.33; H, 5.88; N, 9.09
A=X|: C, 62.36; H, 5.83; N, 8.91

AW 114
3-3=-F 20014~ (3,5-CIERZ-HZA OO L)-AI2E2RE-3--1,2-CI2
A

PAIOI 10204 CHEH 20l Tetd M=8C 3,5-CISFZ2#E0tel 2 3
SERE3-U-1,2-CIRCERH, HM DHZH EHM SES(77%)S =SEH:

Bl
um
Yo
T
Zm

'H NMR (DMSO-ds): §1.37 (s, OH), 4.74 (d, 2H), 7.08 (m, 2H), 7.12 (m, 1H), 7.60 (m, 1H), 7.80 (m,
fH) ppm: IR (KBr) 3280, 3080, 1793, 1656, 1571, 1538, 1470 cn : MS (m/z) 294 ([MH]")

CisHigFaNo0011 CHEH R AF2 A

HAZ: C, 61.22: H, 5.48: N, 9.52

A=3: C, 61.29; H, 5.63: N, 9.29

A A0 115

3-33-2L0l0 L4 (3-E2Q2-5E2 2222 Y- WO L)-A2R2E-3-0-1,2-(|2
= S@E2 G M0 1020 0E YBl DaN NZED. s ESesscgmezngnsoel 9 o
(3220l )-AI2RRE3-0-12-(I2022H, Y HHZ2LE WZEs % o
SIS (53)8 +SEICH BE 246-248C:
‘H NMR (DMSO-ds): 81.37 (s, 9H), 4.75 (d, 2H), 7.63 (m, 3H), 7.82 (m, 1H) ppm: IR (KBr) 3230,
3040, 1794, 1658, 1571, 1537, 1470 cm ; MS (m/z) 344 ([MH]")
CigHieFN:0:01l CHBH 21 A2 A
HAXI: C, 55.82: H, 4.68: N, 8.14
A=3|: C, 55.81: H, 4.55; N, 8.13

A A0 116

3-(3,5-HIA-EQER 2 HE-HEAEOID = )-4-32-2E 00| -AI 222 E-3-2-1,2-C|=2

= SIE=2 A0 10200 CHEt 20l MetAd HMASHCH. 3,5-HIA-ECEFLLZMHERMEOtE & 3-0S
AN-4-(3=2-220t0lL)-ASERE-3-U-1,2-LI2CZ2H, WM DUEM EHM SE=(58%)2 =S8

8 253-2557C;

"H NMR (DMSO-ds): 61.36 (s, 9H), 4.74 (d, 2H), 7.61 (s, 3H), 7.85 (s, 1H), 7.81 (m, 1H) ppm; IR
(KBr) 3243, 3055, 1794, 1661, 1575, 1537, 1470 om s NS (m/z) 394 ([MH])
CHi7FeN0- 01l CHEF

A

2 A=
|_ ;ﬁ

1

.l

H&EXI: C, 51.78; H, 4.09; N, 7.10
=Xl C, 52.70; H, 4.10; N, 7.15

A A0 117
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3-(3,5-CIER2=2-HUHOI0IL)-4-(1 1-CIHE-Z2Z 00| = )-AI 222 E-3-d-1,2-CI=2

=2 SIES2 AAIN 10201 CHSH 2ol et MZESHCH 3-UISAI-4-(1, 1-CIHE-Z2Z0t0I)-AI22
FE-3-U-1.2-Cl2 & 3,5-LISFLZHEOILSZRH, CIME OHEZZRH M2Es=, HM IR
N EH te2(81%)S =S8ttt 83 264-266C:

'H NVR (OMSO-ds): 80.83 (t, 3H), 1.31 (s, 6H), 1.68 (a, 2H), 4.75 (d, 2H), 7.07 (m, 2H), 7.18 (m,

H), 7.43 (s, 1H), 7.82 (m, 1H) ppm; IR (KBr) 3294, 2977, 1796, 1655, 1574, 1538, 1465 cm : MS
(m/z) 309 ([MH]").

CigHigFoN0-0l CHSH RIAEA
HAX: C, 62.33; H, 5.88; N, 9.09
Al=X|: C, 62.37; H, 5.97; N, 8.95

A0 118

FE2R24-{[2-(2-ERRE2-1,2-LIHE-Z2Z 00| )-3,4-CISL-AZSERE-1-0L00l = ]-HE-HM=E
LIEE

=
THF(40me) = =S St2lS(1.61g, 742el=)2 SN0l 24 OGN EcIHE@Ad 222t01=(18.8m,

1482eI2)E IS SotH JHEt. HHS0| AUS6HH S@HEU. 32%, 322 LEl (5, 37
£)2 332 US0 ISttt &) S22 24A12t St WBHAIZICH. OIEFSS HIIGHH BHE&sS SHAl
20 HES % THFE 3™ ZLII(30C ==F)40A MHGID S(26m)S ettt =4 Sg=2
2.5N NaOH =8 Ho=2 HI|HC=2 BIE S8 USZZHE(4x50m)22 FEEIC. |IIAS ot H=E
(NaxS0,)AIZ1 D, IS TS EYAIH -ERLZYes 3.83g2 =S

1H NMR (COCl3) 63.71 (dd, 1H), 3.36 (m, 1H), 2.90 (m, 1H), 2.10 (br, 2H), 1.38 (d, 3H), 1.33 (d,
3H) ppm.

B 2) N-RSAIELE-3-
222ELE(Bm)E -E=2 2)9 A0 2 UIIGHHAN S22ES(15M)S
Cl-t-2£¢ CI3t2UI0IE(6. . JHettt. =g=2S A=20lA 4A12 St wEtAIZ]
OsS, SHE 3™ SLIIMNM MHECH. ZAE CIHE OlEI2(100me)oll ZoHAIZ11, 20% 21 4&H(1x50
me), G==(1x50me), SEHMUEE Zot=ZH(1x50me), H==(1x50ml)2 AIEE TS AEAIZICHMS0s) .
Ol dtot) ZSol0A sSAIH B OXHZAM N-ESAJIEE-3-EF Y= 6.34g2 +=SEHHH:

-~

1 NMR (COCl3) 85.08 (br, 1H), 3.82 (m, 2H), 3.68 (m, 1H), 1.46 (d, 3H), ¥ 1.39 (d, 3H) ppm.

EH 3) N-REAINEE-1-225-2-0t0|=-3-E2Z-3-HE-n-2&

S USZ20E(4om) S SelAEE XNXE EclHY EAT(29.32e228)2 & witE Eg20 24
OISt R2E(7.44g, 9.322IS)E JIECH. 10EF, 010ICHE(2.09, 29.322I=2)E & OS 102
S USZ220EH(200m)E N-RSADIEE-3-ER2222=(13.3222)2 SHS Iistt. =2 &
F 22 2A12t St et d2 A2 EE=SS HCl0lE: SSHYHE Sol 0iltotl] HHsS S
AZICH.  &AFE CIOE OlEHIZ(150me) 0l SaHAIZID & EXS EIQEMUEE 3 =3H(Ix75m¢)
Y S(2x75m) 2 HIEEL. KRIISS HE(NaS0 ) A2, Aot tHE Soto st O3 SLAIHA
N-2SAIEE-1-22E-2-0t0|=-3-EF2Z-3-0lE8-n-2& 3.460= +==8&tll:

o NMR (COClg) 84.72 (br d, 1H), 3.86 (br m, 1H), 3.56 (dd, 1H), 1.47 (s, 9H), 1.43 (m, 6H) ppm.

CH 4) N-REAIIEL-2-010|=-3-E2LE2-3-HE-n-2&

o280l satst2ets(11)(800mg), HEt=(80m)E N-RSAIE2LE-1-225-2-0t0|=-3-ER 22-3-0
g-n-S2EH(3.269, 9.82cIS)2 SH 2 ECINE0t2(0.99g, 9.822IS)S M2, EIES EEES =4
JbA(50 psig)atoll =10 20AI12+ S XEAIRICH. EE28 4el0IEE S6tH st SEAIZICH
THALS CIOIE OIEIZ(100mE) 0l oHAIZIZD IN HCI =8H(2x50me), 2(2x50me)2 MIEEH OF H=EZAl2!
Ch(MgSO, ). Oidtotll ZLAIA HAE Sotl) 01E AZ0tEI2MI(A2ldt2, CIHE o=/
(3/1))5tAH N-2SAISEL-2-0l0|=-3-EF22-3-HE-n-2E 1.80g2 +=S&tlt:

1

H NMR (CDCls) &4.65 (br, 1H), 3.70 (br m, 1H), 1.45 (s, 9H), 1.39 (d, 3H), 1.32 (d, 3H) & 1.18
(d, 3H) ppm.
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3 5) 3-USA-4-(N-3-ER22-3-HE-n-2E-2-0t2)-3-AI 22 RH-1,2-LI2

N-S2SAIEL-2-0t0| =-3-E2 2 2-3-HE-n-2E(1.75g, 8.52cI2), LIZZZMIEH(5M), EEI%—?—Q_
ZO0tMEAH(4me), 2 DIEFS(0.75m) 2] E&E2 5AI2 S 45C2 Jt2AI2C. FEH 422 3d fé
LIIMUAM HMAHSID A-EA &ALE =Dt EBC. eg=(42.5m)S -2 22-3-HE-n-2
g-2-0t8! ECISFLZO0tMEHIOIES (8.5‘3'EI )2l U 3, 4-CIHSAI-3-AIZ22EI-1,2-CI2(1.44g,
8.522l=), OI0HAM EcIoE0t2l(2.58g, 25.5228)S S EEE2s E4 Uolsta A=20AM
2AI2H St WEtAIZI OI8 258 5AI2t S2 50T 2 &= Ct. =g=2 cﬂﬁ/\IBID_ ZMHE 3ld 5
ZIIA0M MOSICEH.  ZALS CIME OlEHIZ(90me) ol EdHAIZID S (1x60me), 1IN HCI *%Q‘“(WGOW),
2(1xe0me) 2 MESCH. R|IIES AZ(MgS0,)AIZILL, OWJSP@ %%*/\Iil[]. ZHALS I Z0tED2tT (&
ciot2, CIE OlHZ2)5t0d A DHZM S-S A-4-(N-3-ER22-3-HE-n-2E-2-0t2!)-3-AI22=
Bl-1,2-CI2 1.65g= =#==¢&tCt:

04
>
I §2
9
=

"H R (COCl3) &6.21 (br, 1H), 4.77 (br m, 2H), 3.80 (br, 1H), 1.47 (t, 3H), 1.43 (d, 3H), 1.36
(d, 3H), ¥ 1.32 (d, 3H) ppm.

FE2E224-{[2-(2-EFR22-1,2-LIHNE-Z2Z 00| £)-3,4-LISA-A SR E-1-0IL 00l = |-0f

= HECUSIEZE(8M)E 3-USAI-4-(N-3-E2L2-3-HE-n-FE-2-0t8)-3-AI 2= 2H-1,2-

(0.573g, 2.52cI=)2 SHN 2,4-CI2=2=2-6-HIEHAO02!(0.523g, 2.7522I2)8 IH&tth. EE

70C2 HA HOIotOIA 18AI2E ¢ JIEeC. =822 wEAIDINH 24222 L””AI?ID_ x2tE

ZEE Sote 22 GUEC. DHME OES/CuE oH=(1/1) S E8282 =3 & NSO,

J'Hi =P j*EF_/\Iil Ct& DAIGHUM 77C=2 16AI12E S¢F JtEStC. 02 M “ﬁ“ﬁ” J_HIE/\-I HAH
= 0.4802 =Sstlh:

omw 2
k) DY o Mo

ol
]

~
(00}
\‘

"H R (OMSO-ds) 68.10 (d, 1H), 7.88 (dd, 1H), 7.75 (br, 1H), 7.60 (d, 1H), 7.60 (br, 1H),

(m, 2H), 4.17 (br, 1H), 1.35 (s, 3H), 1.29 (s, 3H), 1.20 (d, 3H) ppm. IR (KBr): 2220, 1850
S (m/z) 350 ([MHH]').

[}
3
|

ALAI0I 119
3222-4-{[2-(1,1-CIHE-Z2Z 00| )-3,4-CLISA-AI 22 E-1-0L 00l = ]-HE }-

HEcIsI E2 FeH(10me), SAN-4-(1,1-CIHEZZZ0t0I = )-ASERE-3--1,2-C12(0.957g, 422

£, AAM 46) & 2- :‘EE -4-AlOtHIE0L21(0.666g, 42el=, A0 45, ':U1| S EM A=20AM

138/\|_ SO wWBtAIZICH.  E0HE MH6tLl, CI0E HEHZ2Z &AHE A0tE O8 AXAHA B IHE
S0, &) DHE ONELEZH(SEH)Z2RH NZEEE s ONELEZZRH 2X MZE 36t
ﬂ*ﬁ” DHZAM EHM 38 0.863g2 +S8tCH: 8% 215.5-219.5TC(212.5CHAM H5tE);

FH

UE

!

g r=
[]0II ©

'H NMR (DMSO-de): 88.11 (d, 1H), 7.89 (m, 1H), 7.86 (m, 1H), 7.61 (d, 1H), 7.53 (s, 1H), 4.90 (d,
2H), 1.68 (g, 2H), 1.30 (s, 6H), 0.82 (t, 3H). IR (KBr): 3300, 2230, 1790, 1660 cn ; NS (m/z)
331/333 (M'). HPLCE= =M= (99.6%)2 LIEFHCE.

Ci2HigCIN3OL 0l CHEF RAZ

Iz

H&EXI: C, 61.54; H, 8.47; N, 12.66
& =Xl C, 60.81; H, 5.40; N, 12.52
C, 60.81; H, 5.35: N, 12.86.

AAIG 120

N-(2-222-4-AOt-# & )-N-[2-(1, 1-CIHE-ZZ2 2 0I0I£)-3,4-CI2A-AN S 2R E-1-0 € )-0tM EOt
=

HEtsIE2Fet(1om) 2L NN-CIHEES0O0IE(5m)E -2 22-4-{[2-(1 1-CIHE-Z2E0t0] £ )-
3, 4-LISA-AS22E-1-0LO0t0I = ]-HIE}-HIILIEZ(0.829g, 2.50Lz2I2, AAIM 119)2 BHE =2
SHLIES(0.066g, 2.7542I2)2 XMeldtn 1522t WBHAIRICH.  OtHIERQ D4‘—:'(0 281g 2.7542|2)8
Jretth. 4022t AR20lA WetAIZIS, E0HE MIHotD SASE OIlE OtMIEIOIES &+ AOIOI 2ot
g2 T2 S HE OMHOIEZ F&8L. OE OtMIHIOIE =& & &0ot: EMH-PEE 3 =ZNH, F=
£ AMI=std, ?_*I(':”‘ %”.LHJEE)/\I;'EP EME MHoto &4 OME EOPE

P

v

AROEDNINEY, 222EE)AMZIC. HEE 2E2LFH SME MHtL
EDF—RIE’S%*AIJH 3l) DSAIZICH. 4D DHE OtME-AZ22H MZE3E06
H 3t&E 513mgE2 =S8t 8& 150.5-151.5C(149.5CH A HStE);

' R (OMS0-dg): 67.90-9.22 (E2& &=, 1H), 8.10 (s, H), 7.84 (m, ), 7.51 (d, H), 5.29 (br
s, 2H), 2.16 (s, 3H), 1.71 (a, 2H), 1.35 (s, 6H), 0.85 (t, 3H). IR (KBr): 3300, 3080, 2230, 1790,
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1720, 1680 on s MS (m/z) 373/375 (M). HPLCE FAE (>99%)2 LIEIWCE
CigHaCINO50ll CHEH R A2A

H X2 C, 61.04; H, 5.39; N, 11.24

a=Xl: C, 60.67; H, 5.26; N, 11.17

A A0 121

N-(2-22E2-4-AOt=-HE)-N-[2-(1, 1-CIHE-Z2Z 00| £)-3,4-LISA-AI22RE-1-0L]-REI 20t
=

AAIN 1209 HEE AE6H0, 3-222-4-{[2-(1,1-CHE-Z2Z0t0|=)-3,4-LISL-A22R2E-1-0
OOl ]-0IE-HZLIEZ(0.929g, 2.8022l2, &AM 119)8 $+ASHLIES(0.074g, 3. O8D'EIE) } gt
SAI2l T8, SEI24 R=2(0.487g, 3.08Y2I=)l EHSAIHA, AcIt&0AS AZ20tEDetn X
(54, :‘EE =, =4 OH 9esmgs

Sttt. == M4d=s L0AZZE NHZZ2RH 23 M
A

g) =, =
ZZSIGHH WA DHEZAM BEM SHEE 0.64602 +=SSEC: & 105.5-111.0C(104.0CUHAM H3tE).

S (m/z) 402 [MHH]'.

CotoaCINOsOll CHEH RASA

HAXI: C, 62.76; H, 6.02; N, 10.46
AZ=X|: C, 62.56; H, 5.65; N, 10.46

AAI 122
3-(2,4-CIHE-MAE 00 = )-4-(1 1-CIHE-ZEZ2E 001 )-AI22RE-3--1,2-CI2
|.

AAIO 512 2D SAS HHS ALESH0, HECIGIEZ2F2(8M)E F-2SAI-4-(1,1-CIHE-Z2Z 0t
0l%)- /\IDE—.—E -3-0-1,2-Cl2 AAIG 46) & 2,4-CIHIEHAOIRI(0.68g, 5.022I=,
gl &l |

=2
2,4- % 2,6-CI0IE-=OI2! IR éi%)% BFSAIH IEM OH 1.0992 +=S&tlt. &I 222
33l XH%QQ OtOY YHAl X 0.677g2 ==Ss&tCh. &I LHS 0.4969S HPLCZ E Mot HAES S5
CEEH Held UHME OHNELIEEZRH MZEstold #A IXHZA HEHM a2 0.278g2
=S80 88 177-178C(160CUH A HStE )

"M NVR (OMSO-dg): 87.61 (br m, 1H), 7.35 (br s, 1H), 7.17 (d, 1H), 7.03 (s, 1H), 7.00 (m, 1H),
4.70 (d, 2H), 2.27 (s, 3H), 2.25 (s, 3H), 1.65 (q, 2H), 9 (s, 6H), 0.80 (t, 3H) ppm. IR (KBr):
3210, 1790, 1640 en s MS (m/z) 300 (M). HPLCE Z=AE (99 1%)S LIEFHICE.

C18H24N2020“ EH gt & _/n\_—'?—/\_‘

HEEXI s C, 71.97; H, 8.05; N, 9.32
a=X: C, 71.87; H, 7.99; N, 9.32

A A0 123
3-(2,3-CIHE-HEODI £ )-4-(1, 1-CIHE-Z2Z 00l £ )-AI 22 R E-3-AU-1,2-CI2

HEztsIEZ FeH(15me), 3-2SA-4-(1,1-CIHE-Z2Z00lL)-AI2EFE -3-0-1,2-CI2(1.20g, 5
glg), 2,3-CIogdaotel sl==2222t01=(0.858g, 5Z2l=, R. Fuller et al., J. Med. Chem.,
16(2), 101 (1973)2 &0l Metd M=) 2 E/oE0tel(0.506g, 52clE) 22.5A|7J SOt etF AR
CtS &AI0 47, S 32 2EHY SAE HE2=2 JiZotH X d48E 1.3379 S8ttt &) 22S
HES22H HZE3 (28])ct0 MM DHME AN HHM SHEE 0.777g2 +=SE&Hh %’é.* 196-198°C;

CiaHoaNo0,01l CHEH 2 A4

ﬂlIO ﬂl|0

A

H&EXI: C, 71.97; H, 8.05; N, 9.33
&=Xl: C, 71.80; H, 8.23; N, 9.23

AAIG 124

(1 1-CIHE-Z2 20012 )-4-(2,4,6-ECIHE-HEOI0I = )-AI22RE-3-U-1,2-CI2
HECSI E2 F&H(15me), SEAMN-4-(11-CIHE-Z2 200l )-AI228E -3-2-1,2-0I2(1.20g, 5

EI ), 2,4,6-Ecli %“.i’éOPDl SIEZE2Z2eH01E (0.928g, 522I=S, AAN 52, & 2) & Ec|0EOt
01(0.506g, 522IE)E M A201A 322t WELAIICH, EESS AAI0 52, S 30IM2 201 M=
StCt. L MHEES OINEUEEZFH 33 MZZaotd 9 MM HEM SHe2 0.66402

SSEIC: BH 284-5C(25) (282CHA 951E): MS (m/z) 314 (M
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CigHesN:0-01 CHEH A4

HAEXI: C, 72.58 H, 8.33; N, 8.91
a=Xl: C, 72.61; H, 8.46; N, 9.01

AAI0 125
3-3=2-2E0t01=-4-(2,5-CI222-UEHOII L )-AIS2FE-3--1,2-0I12

A0 45, THAH 49 HH™, 23AI12t9) BFE DIZtS 01860, HIEXUGSIEZ2F(15M)S 2,5-LIZ22
BIZIO0H21(0.88g, 5Zal=) 3-2EAN-4-32-2E00-ASERE-3-A-1,2-CI2(1.13g, 5ZeIs)E
I O 1.52g2=2 HEAIRICH. &) 2ES O}HIELIEE'E—.—H MZE(23])ot0] B DHEAM H
Ml B&E 0.853g2 +S8HCh: 8% 236C(216TCHAM HEHE); MS (m/z) 326/328/330 (M ).

CisHisClaN0-0 CHEH A A=A

Ho He

1

H&EXI: C, 55.06 H, 4.93; N, 8.56
=Xl C, 55.29; H, 4.76; N, 8.55

A A0 126
3-(2,5-CI222-HWAHOI0IL)-4-(1,1-CIHE-Z2 20 FE-3-d-1,2-Cl=

L)-A
HESIE2ZeH(13me), 3-2SA-4-(1,1-CIHEEZZZ0I0IL)-AI22FE-3-A-1,2-CI=(1.20g, 5% 2l
£2) 2 25-CIS22HE0t2/(0. 88g 52ciE)e MW U 64.5A12F S LBHAIRICH Z0E
MHsotil, CIOE OEIZ2 &AIE SOAIA 24 DM 1.51g8 +=S8tlh. &) DHE OtMELIEE
Z2RH 33 HDE”SQP FOf &4al DXMEZAM EM SEE 0.59802
340/342/344 (). HPLCE FAE (>09%)S LIENMCH

C15H18C|2N2020“ Oist |AzE2A

tCH: 8% 195-196C; MS (m/z)

+>
In
ol [ob

H&EXI: C, 56.32; H, 5.32; N, 8.21
|1 C, 56.31; H, 5.26; N, 8.22

-3=2-2 200l -4-(3,4-CIHE-UHOID L )-A 22 RE-3--1,2-0|12

HIERlSIE2 E&(17Tme), 3-2SA-4-35-2E20l0l--AE2Z ,2-CI2(1.13g, 5ZclE, AAl
3, HEZO0LRI(0.68g, 5L2IS)S &M A20M 222t WBHAIZ2ICH. S0HE HM2Hs6t2, Clol

OEHZZ HMAIE AOAIA 224 OH 1.0602 +=SeCh. &I 1 OLNELIEHZRH 43 THZ

H3totol MM DXH=ZAM HM SEE 0.394g2 =SEC: 8 264-264T(260CUHA ASE): MS (m/z)

= 2 (96%)2 LtEtHCEH.

x
a [Ulﬂl

=
Ci7HoN-0- 0l CHEF & A

H&EXI 2 C, 71.30; H, 7.74; N, 9.78
a=X: C, 71.28; H, 7.71; N, 9.61

A A0 128
3-(3,4-CI0IZ-HZOI0| = )-4-(1, 1-CI E-Z 2 2 0t 0|

L
HEeclslE2Z&t(12m), 3-2SAl-4-(1,1-CIHE=Z=Z2Y
£2) ¥ 3 4-CIHEME0t2I(0.68g, S%BIE)% gl
H2AGHLD, CIME OHE=Z MAISE HOtAIA A2 4A DH 1.04gS +=SEHC.
2H 22, HEH$=Z2H 2§| THZ & =tot0d —%%Q A DMZMN HEM 3E
248 (246COIM ©151): NS (m/z) 300 (M). HPLCE ZA2(97%)S LIEFACH.

CigHoaNz0-01 CHEH A4

mn
2

Cl2(1.20g, 542l
SE

12
)
2
e
|
3
=
[R5
O
e
O> E_J m
<4
Z o
v
0O-

0.4508 #=Setlh: &8

H XL C, 71.97; H, 8.05; N, 9.33
a=Xl: C, 71.91; H, 8.13; N, 9.37

A0 129
3-32-FE0t0I =-4-(3,5-CIHZ-H A0 = )-A 22RE-3--1,2-CI=2
A 1) 3,5-CIERA Il SIE2222401E9 M=

ﬂl
ol
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ClE22tS A28 3,5-CIHEELIEZES S22 28: R. Fuller et al., J. Med. Chem., 16(2), 101
(1973) 9 =20l Metsd 2sHistD, 0IBIS OlAZZESAH HCIS M%OPO# Ao E MEBHAIZICH. =
A2 HES-ONELIEEZRH 0lAZg2@24 HCI =222 Z=MotHAM MZ2ESIGHH S DXz A
HA SEI2S ASE0: S8 251-255C. NS (m/z) 135 (M, 2J1)

M. Konawalow. Chem. Ber., 28, 1852 (1895)0l= AtJ| 3IS222210/=0 st &0l 251-255CQl 2O
2 2050 AL

2 2) 3-32-2 2001 =-4-(3,5-CIE-HAEON L )-AI S 2R E-3-A-12-UI2

AN 129, SH 12RHS Hd2(0.858g, 522I2), 3-FFA-4-3=5-FE00|=-A S22 RE-3-0-1,2-
Cl2(1.13g, 52cli=, AAI0 44), ECINEO0LRI(0.506g, 5¥e2IE), ¥ HECSIEZZEe(15m)S 17AI2t
SOt SJAIZ O3S AAG 47, SH 329 ZEHI |Ae ZYSR Jt3E0t0 X MHE 0.833g2
=S80 &l 222 NEgsS=2=2H IHp”é*i (28l)otd A DX=EZAM HHM SEE 0.71502

SSELH SE 246-248C; NS (m/z) 286 ().
CirHaoN20:01 CHEH H A2 A

H&EXI: C, 71.30: H, 7.74; N, 9.78

Xl C, 71.23; H, 7.79; N, 9.81

JIM'

Al
=

A A0 130
3-(3,5-CIHE-A 00 = )-4-(1 1-CIHE-Z2E 00l = )-AI22 R E-3--1,2-C|2

’\'/\|01| 129, & 12RE2 M4&2(0.858g, 522l2), EcINZO0teI(0.5069, 5Ze2lS), 3-FSAl-4-

(1, 1-CIHE-Z2Z0I0IL)-A 222 E-3-2-1,2-CI2(1.20g, 522IS, AAl0 46), ¥ HESIE2F&

= 19AI12F St AAI0 47, & 32 I KAE HEHLZ SFAZ0. X HE=2S HESZFH M
0

Z2H3 (23])5t WM DHZMN HA SHEE 0.8192 =S80 & 221.5-224C; MS (m/z) 30
CigHoaN20-01 CHEH R AR A

H X C, 71.97; H, 8.05; N, 9.33

aZ=X: C, 71.60; H, 7.95; N, 9.31

A A0 131
3-(3,5-CI222-¥UHOI0I£)-4-(1 1-CIHE-ZZ2Z 00| = )-A 22RE-3-d-1,2-C|=2

FEEAA-(11-CIHE-Z2Z0I0IL)-AI 222 E-3--1,2-CI2(1.20g, 5Za2l=, AAl0 46), 3,5-CIE
Z2UAOLRI(0.88g, 52eIS) X HIECHSIEZFRH(15M)2 SHS /éQOHA-i 32t WEHAIZICH. Bt
EEES YA 45, S 401|/\-|2} 20l 7#%3._& T MHES NESERH MZES (238]1)AIFH
DHZA BR BES 1.30902 +SEC0H: & 257-268T(25): MS (n/z) 340/342/344 (M'). HPLCE
HE (97%)S LHEHHAC.

C15H1BC | 2N2020“ st |AEAN

Z 0lo WU

H

x

[&tXI: C, 56.32; H, 5.32; N, 8.21
a=Xl: C, 56.26; H, 5.13; N, 8.06

AAI0 132
3-3=2-2 2001 =4-(3,5-CI2ZZ-HZAOI0I L )-AI2 2R E-3-A-1,2-C|2

-2 EAN-4-3202 00l -A 22 RE-3-2-1,2-CI=2(1.13g, 5Z2ls, &Al0 44), 3,
e1(0.88g, 522I2) ¥ HIEXUEZ F&H( °f Eg=S A20AM M wBtAIZI T
H 402 20l JH.—@I} L dd=E= N0

1.09502 =S80t 8% 281-283C(Z0H):
Ct.

CisHisClaNgO0l CHEH A2 A

ﬁécn
>
=
=2
~
(@]

EI2Z2H MBES (23])AIH M

I s
MS (m/z) 326/328/330 (M'). HPLCE= Z=A2 (99.2%)S LIEHH

H&EXI: C, 55.06; H, 4.93; N, 8.56
& =Xl C, 55.01; H, 4.77; N, 8.57

2 A0 133
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OOl )-AI22RE-3-0-1,2-C|2
ctolE2 HME

3-32-2 2010l —4-(3-222-4-HZ-HZ
1) =

29|

}D

=i EZ24-HEHZEOID 5I=E22
CI22E A28 3-222-4-028HXLIE 2 : R. Fuller et al., J. Med. Chem., 16(2),
)

101 (1973)9) Z&iol Metd =&ct, 0 S 4 HIE AIBot SaH2=Z M AI2ICH
L ZE2 HES-ONELEEZFH 482 0AZZESH HCI2 EMotoM M2 ESIotH MM D=2
).

N HH SIEES +S8t0: 8% 260-264C(254TCTUHMN HASHE S (n/z) 155/157 (M, 7).

_?_J

ro

o
1 |H
b HU Ao

x FE o

E‘lﬁ

A 2) 3-3=-2E20t0l=-4-(3-2=2=24-HE-HA Ot

0
AAIG 133, THH 12EEO MAS(0.96g, 522
1,0-CI2(1.12g, 522, AAI0 44), Sl 0tl(0.
M SEAIZI IS AAIC 47, SHH 39 2t SANS
22 WZES (231)510] WA DHEAN ZAH 3
(m/z) 306/306 (M).

CigHioCIN 00l CHEH E A=A

- O

Wooz a0+

]

H&EXI: C, 62.64: H, 6.24; N, 9.13
& =Xl: C, 62.30; H, 6.38; N, 9.04

MO 134
3-(3-2B22-4-H Y- 010l = )-4-(1, 1-CIH -
AAIOI 133, S 1RSES MH2(0.960, 5L2

IF

ZEO0IL)-ASREE-3-d-12-[I2
I12), 3-2SA-4-(1, 1-CIHNE-Z2Z0l0IL)-AE2ZRE

S0l 2-0I2(1.200, SIS, AAU 46), ELINE0I0I(0.560, SUIB) 2 HEeiSIE2Re(15
m)S 42t 22A12F SO BRAIZICH SHS B2 AA0 47, S 39 YYD RAS HHOZ o0
A DR 123492 ASET. T MASS HESRREH WZEE (23600 WA DHZA DA e
2 0.96302 +SEICH SF 261-263C; MS (n/z) 320/322 (M').

CiHarCIND O CHEH &4

JH&HKI: C, 63.65; H, 6.60; N, 8.73

AZX: C, 63.67; H, 6.63; N, 8.70

AAOI 135

4-[(2-2SA-3,4-CISL-ANZE2RE-T-0L0H0| - )-HE]-3-222-H XL EL

BHIECISI S22 (25M) S 3,4-LILEAI-3-A 22 2E-1,2-012(2.263g, 1022I8) ¥ 2-2E24-Al0t:
AHOII(1.6660, 10LRIS, SO 45, S 3)2 SUS MSBUA 242 Sot DAL, S0 H I
S X JAE 2RR2ES0 SHADID A2SIMNA 220HEeHTI(SH4, O OMEIOIE /2
SHAIZICH HEE SHo2RE oolg JMES Y OMEIOERRE MZHE5H0 @ Dl 2.427g
S 4S80 BF 147.5-149C(25H); MS (n/z) 318 (M). HPLCE F&2(>09%)S LIEHHCE.
CisHieCINOS Ol CHEH 2142

H XD C, 60.29; H, 4.74; N, 8.79
a=Xl: C, 60.05; H, 4.54; N, 8.69

2 A0 136
FER22-4-{[2-(2-3|=EFAI-1, 1-CIHE-0EZ 001 £)-3,4-CISA-AIZS2RE-1-0L0I0 = ]-HIE ¥ =

LIEH

B 1) 3-2SA-4-(2-0EEA-1,1-CIHE-WEOI0I L )-AI22RE-3-U-1,2-CI=22 M=

L2220z HAAIIHAM, HEUSIEZER(3M)S 3,4-LILSAI-3-AI222EH-1,2-0I2(4.526g, 20 2|
£)9 22ds WEAIIILD HECZSIEZEEH(20m)S 2-0t0l-2-HEZZ2E=(1.783g, 202eiS)o SN
©SF HItMcelsttt. &I EHs A20A 2 wBAIZIO. Z0 HAZ: Helg 24 2es
AZISA?0A 2Z20tEDCHI(E2H4, OE O}HIHIOIE/C’“M)B Ch. XZs 22OZ2RH ZEUME HA
Ot MALE AXZAIAH RN QEZAM HAM &= 4.12208 +=S8H0H

'H VR (OMSO-ds): 88.43 & 8.33 (2JHSl m, 1H, ZHIOI), 4.90 (t, 1H), 4.65 (m, 2H), 3.37 (m, 2H),

172 (m. 24). 1.39 (m, 2H). 1.23 (m. 6H). 0.91 (t. 3H) ppm. IR (Z=): 3440, 3250, 1790, 1690 on
S (m/z) 242 (IMH]).
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el 2)
3-222-4-{[2-(2-3IEFAI-1, 1-CIHE-ME0I0I =)-3,4-CISA-AZ2RE-1-0L0t0I = |-OI € }-#I x
LIEZ

HEsslc2Za (10m£) AAIO] 136, S 12EEC MAS(1.031g, 522|2), L 2-222-4-A0t L 8
X0181(0.833g, 5 DI2I2, AAIGH 45, CHHl 3)2 B ASOIA 2 67AI2F SOF SH2AI2ICH S0
HMHGHD FAFZ CIOIS OHIZ2E Si0la0f B4A DRl 1.18gS S8l A 220-223C;

'H NVR (DMSO-d): 88.11 (d, 1H), 7.99 (t, 1H), 7.88 (m, 1H), 7.62 (d, 1H), 7.58 (s, 1H), 5.10 (t,
1H), 4.86 (d, 2H), 3.40 (d, 2H), 1.28 (s, 6H) pom. IR (KBr): 3320, 3200, 2240, 1790, 1665 cm ; MS
(m/z) 334 ([MH]').

CieHiaCINO, Ol CHEH 91 A S A

H4EXI 2 C, 57.58; H, 4.83; N, 12.59
&=X: C, 57.51; H, 4.71; N, 12.74

A A0 137
3-(2,5-CIHE-HAOI0| =)-4-(1 1-CIHE-ZZ2Z 00| £ )-AI22RE-3-0-1,2-CI2
S 1) N-(2,5-CIIE¥E)ZE0I01=2 ME

N.N-CIHEZS0t0lE(50me), 2,5-CIHEHAE Z2=2t0l=(15.5g, 0.10 8) ¥ S
0.11 2)2 &M 14022 WBHAIZICE. 0l JI2tE, BtS 2= 22CTHAM 31CTZE &35
L. E0HE NMAHotD SAE =22 ZMoH SO0HAIZI OIS AXAI B4 DX 25.
AJ] DHE OHE OLMEHOIEZRH MZAESIAIDILD AXAIIA, 0.99 =28 (58S
Z2H CAl THZHSAIF A DHEAM N-(2,5-CIHEMZE)-ZE0/0/1E 0.6 =

150C (145°COI A S13HE), NS (m/z) 265 (M').

CiHisNO0Il CHEH A A2 A

3
o
4

H XD C, 76.96; H, 5.70; N, 5.28

a=Xl: C, 76.87; H, 5.57; N, 5.29

SE0l 148-150C(145CUHIAM A= )Rl HEZAZ!, LE THEASHE N-(2,5-CIHEME )ZE0I01E0t £5t
22.759 ===lCt.

A 2) 2,5-CIIERA IRl SIE2222401E9 M=

2,5-CIE ZE0I01=(22.67g, 85.8Z2I=, &AM 137, A 1), oIEAUE L=+=3t=(8.60,
! —‘?‘——"‘— OHEFE(ZOOW)Z Jlﬁlx*oi WEAIDIEA 1A S SFAIZIC. A=22 ]

EE=2 2N Sa(123m) 22 FoI5tHAM HMelotll, 4022t O wBtAIRICH. E8=2 0tot
4222 s & =22 HI’“O* P 04 i NIZME Eotd OIZRE E0HE Mot ==
012 2.5N =ASLIEE(123m) 22 FIIHEHAZ T8 222X
ISILLES, 2, 2 HS0iA MAESH TS, AXZAIOH(R=

il
o

),
ﬂOI'
[[oll
ﬂHD

W|| ””0

o

M
1o o
ol
>
z

0%
o 4>
0%
- 38

3
w2
U HU

J

U
@

Z0 HMAH=: &7
Ct. DME =2

raENEIPIESLY
MZE =3t =%
HAN H3tE).

CoHysN.HCI Ol CHEt E A=A

-

Moo= CINE OEZ20 aAIDID,
I BIEHIZ22 NIAGIH HAXAIHA S i
HEI2Z2LRH MBFSGHD, 1g(&=g)
2,5-CIHEMZAQID 5IE222210/1= 0.46

ol op
U

a
2 _|>
um
0
=]
2 b
_ |H
™ Hy
G
o
e
an
ron
O

Hog =1r
{0
NS

Jé P
2 0

& H
Mo Jor
W o
Jn-o
o 4>
2
m
o
tu
1
m
U
N
tu

2

x

X

[&tXI: C, 62.97; H, 8.22; N, 8.16
& =Xl: C, 63.06; H, 8.28; N, 8.06
PSS

SE0| 234C(230CUHA HAst=E)el AHAZAIZI, 2o THZAEGE 2, 5-CIHEBZAQIR SIE22220/ED}
E8t 5.669 =SECHH. Mix, et al., Z, Physiol. Chem., 343, 52 (1965)0ll= 2,5-CIGIEBIZ QIR 5|=
22Z210/E0 e &0l 233CQ ez 2=,

-~

€3 3) 3-(2,5-CIHIg A0l )-4-(1,1-CIE-Z
El

HEetslEz Fet(1ome), 2,5-CInIE
2), EcloEotel(0.51g, 5.022l8) % 3-FSA-( = t
(1.20g, 5.02cl2, A0 46)S &M A20M ek 18AI2 S WEHA

. 5.02clE, &AM 137, EHAH
OlL)-AI2Z2RE-3-0-1,2-CI2
FAIRICE. %I]H HH=, SME
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StCt. X MHE=ES OHNELEEZR

=, CI0E o222 H0totl AXZAIHA S&4 JH 1.31g8 =
2 StCH: &% 199-2007C (195°C Ol A

4
B 33 MZZztold SEH '%“Aﬁ” DHMZEA =2H 3t&= 0.81
o1siEl). WS (m/z) 301 ([MH]').

C18H24N2020‘“ Chst |AEA

g
HPLC= =4 & (>99%)= LIEFHCE.

H XD C, 71.97; H, 8.05; N, 9.33
a=Xl: C, 71.89; H, 8.01; N, 9.30

2 A0 138

3-(3=2-2E0t0lL)-4-(2,5-CIHIE-HEOIDI L )-AI22FE-3--1,2-0I2

HEcZtsIE2 Z&H(10me), SEAN-4-38-2E00|=-A 22 RE-3-2-1,2-CI2(1.13g, 5.02clS, AAl

Ol 44), 2.5—EID1|%“J§OPD|(O 858g, 5.022l2) ¥ EcINEO0tRI(0.51g, 5.022lS)S M A20AM O

S 18AIZ2E St wBrAIZICH. =0 MA=, SAE =, UWE OHEHZE2 S0et) AXAIA 4 10X
gH J_j__ }\ 2

0.698g= —’.‘—%@E}. o) 2ES HE=S2FH 33 MZHsot B84 OHZ A
+

S50 88 246-247°C(242COIM H3tE). MS (m/z) 287 ([MHH] ). HPLCE FEE2 (>99%)2 LIEtH
Ct.

CisHeeN:0-01 CHEH A4

H&EXI: C, 71.305 H, 7.74; N, 9.78

A=X: C, 71.34; H, 7.76: N, 9.77

AAIGI 139

3-32-R 200 =-4-(3-22=2-2-HE-HE 00 £ )-AI 22 RE-3-d-1,2-CI=2

CH 1) -2 E2-2-HIEHAOL! SIEES=2H01E2 M=

HECSIE2EEH(50m)E 3-S22-2-HEUELIEL(7.58g, 5022IS)2 EUS WHAIIIHEA 1.0M £
g-HECISIERZet S (150me, 1502 2l2)0 &&al Jtotd éi’%% 2112t Set S#FAIICH 4
2HLU=Z)AIA WEAIDIBEAM, 2N SLH(50m) S FOSHE A Jtotn 4022 O Al WBFAIRICH B8 &
S2Z=2H S0E HAHGHLD MAIE S0 222 ES MOIM ZHHAIZICH. &0l 2% DME Ro2=Z,
OIS sttt =4 A2 */\FQFL EE 38 sEU2=2 FIIH42z UHED LUE o=z ==&
Ct. =&d%E = +=2 NEHStLD, AX(R5 BMUEE)AIILD, s5AIH X 0tgl 3.21g8 =S8
e Md 22U S2Z2EE FECIRH & LAHE 20 F2HE2Z A2, SgsS=2
=MSLUEE 8 =8%C2 FI4ez 2HED UUE HH==2 EM3l =SG6IL. AX (R SAUE
BINZIZ, FEUS sFAHA = 012S FIZ 2.23g =S8t

2012l = OIS CIUE olHZ0 SoiAlZ1Ll, OlAZZ2EESH Hot=AS JIotH DHE +=Sotl 0l
CIOIE OIEHIZ2 M&Eotl AXAIH SH2 HIOIXIAM & 55798 =Ss&tlh

L S A2 OAZIESH Ao EMOHUAM R OHESZRH M2 et 280,
0 98g(§§%*) -i—i'% e H M DHZAM -ER2-2-0EB A0

St HYHPZ WZEHSIGHD AHAZEA
p
= 5

=S50 8% 265-266TC(263CUHA HEtE). MS (m/z) 155/157 ([MtH] ).
VoS

H&EXI: C, 50.02: H, 5.77; N, 7.29

& =Xl: C, 48.86; H, 5.75; N, 7.23

A0 266-267T(263CUA HatE)Ql, HEZAIZA, L WZFSAIZ -S22-2-HEHME 02 sIE22
Zet0lE 3.76901 ==& L.

B3 2) 3-32-RE00IL4-(3-222-2-HE-HME 00l L)-AI22RE-3-AU-1,2-C|=2
HEzsI S22 Zet(1om), -2==2-2-0EHZE0tel 5|=EE22=2ct015(0.96g, 5.022l=, AAlM 139, &
A1), EcloE

5.02el12)s &

OlHIZZ AH0totl AXZAIH A O 1.11g2 =Sel. &I S2S ONELIEEZRH 33 M2
& 3toto "‘zé“c\! ol Al J_J'HIEA-I HH 382 0.80g2 =S8&iCt: 8& 258-259C (= o) (242CHA A5t
). MS(m/z) 307 ([MH]). HPLCE Z=AES (>99%)2 LIEFHCE

CieHigCIN OOl CHEH RAZA

0tRI(0.51g, 5.022I8) ¥ -F=A-4-3=2-2E00I=-ASERE-3- ol 1,2-CI2(1.13g,
PN 201 CHEF 18.5A12 S WBHAIZICH. Z0i HH= &Fots SALE =, Clole

K

HLEXI 2 C, 62.64; H, 6.24; N, 9.13
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& =Xl C, 62.80; H, 6.18; N, 9.11

A A0 140
3-(3-222-2-HE-HHOOI L )-4-(1, 1-CIHE-Z2Z 00l L )-AI 22 R E-3-A-1,2-LI2
HECSEZF (10m€) -2 A-4-(1,1-CIHEHZE OO0 = )-AIEERE-3--1,
£, &Al 46), -222-2- 2 0.96g, 5.0& . &
EclE0t2(0.51g, 5.02cI2)S SN A20A 65AI2 St WEAIZICH. B8 &
A 20l A2t 201 Jt3ot A E
SE& WA DHEAH HEM e

321/323 ([MH]'). HPLCE =A=(09.6%)2 LIEFWIC,
CitbiCINL O CHEN RIASA

= ’é‘AIOﬂ 139
SH 28 MZEXHS6HA
F=). MS (m/z)

S Sl
i
=
Mo K g
ﬂHn

o
W
\1
TG
|96}
@
o
=2
x
e
WII

H X C, 63.65; H, 6.60; N, 8.73
a=X: C, 63.63; H, 6.59; N, 8.78

A0 141

N-(2-3=2-2E0t01=-3,4-CISA-AE2Z2RE-1-0E)-N-(2-222-4-Al Ot =-# & )-OL M EOIDIE

AAIG 1209 2SS ALESt0, 4-[(32-R2E0i01=-3,4-LISA-AIZZRE-1-0E00IL)-HE]-3-22
ENS

ZUERLIEH(0.731g, 2.3022I2), =2sLUEE (0.062g, ZGD'EIE), 2 OtMEM R22(0.279, 2.6
2eis)s HIEE}OIEE—.—%HOM) el =

= N,N—EIITHIE'E%O}DI':(Smf)sOiI/\-l BrSAIH &4 OH 0.5
S&C. 0 222 det0N ZZ20tEDtI(Z24, S22ES)5I0 HEBE a2 s=A2UC
TALE Slao] FHO-3|™ Z2(23])0l 2ol DSHAIDILD AERAIHA = MEE 0.353g2 +=SS&C. &D| 2
A2 USZ2Z20e-AMo22H MEHEH(28)5t0 28M DH2M M 3H&E 0.12502 +SEl: &

0

& 184-185C(181CUHAN ASE);

o NWR (DMSO-ds): 69.10-8.15 (E2E =, 1H), 8.10 (s, H), 7.84 (m, H), 7.50 (d, 1H), 5.27 (br

s, 2H), 2.16 (s, 3H), 1.40 (s, 9H) pom. IR (KBr): 3270, 2030, 1780, 1720, 1680 cm ; MS (m/z)
359/361 (M'). HPLCE =AE (599.9%)2 LIEFWCY.
CigH1gC N3OS0l CHSEH & A

HT 4 °
o

H XD C, 60.09; H, 5.04; N, 11.68

a=Xl: C, 59.61; H, 4.72; N, 11.51

C, 59.93; H, 4.86; N, 11.50

A0 142

3-(2,3-LI222-#MZ 00l )4-(1 1-CIHE-Z2Z 00| £ )-A 22 RE-3-d-1,2-CI=2

HEectolEZ2ZE&H(10m), 3-2SA-4-(1,1-CIHE-ZZ2Z0I0IL)-AI222E -3-¢-1,2-012(1.20g, 5.0

2dei2) ¥ 2,3-CIS2Z2WA0t2I(0.88g, 5.022I=)S M A201AM 64A12F St WEHAIZICE.  E0§ X

HZ: AFot= &ALE 2, U0NHE OHIZZ HOISHD HAERAIS M DX 1.55g2 +=S6tCh. = MH=
£H 43 M2 Ez=tol0 “ﬁ”ﬁ DH=ZAM 2H &= 0.79692 =S8l 88 222-223T

£ OlNELIEEZ
(218CHIM AH5tE (m/z) 340/342/344 (M'). HPLCE Z=A2 (96.2%)S LIEIWCE
CigH1eCloN20-0l CHEH A2 A

H&EXI: C, 56.32; H, 5.32; N, 8.21
& =Xl C, 56.39; H, 5.28; N, 8.18

AAIGI 143

3~(t-2E00l1=)-4-(2,3-CLI2Z22-HEAOI0I L )-AI SRR E-3-A-1,2-CI2

HEctoslEZ2EE(12m), 3-FEA-4-38-2EO00IL-AZ2Z2RE

Ol 44) & 2,3- EI%EE““X'OP‘:"(O 88g, 5.022I2)S N &2

H= dFote SAE =2, UWE OH=Z2=2 &0 A

£ OMELEEZSR 1 43| HZ2&3stot] A DM M HH stet=
) 3

(23). MS (m/z

C15H16C | QNQOQO“ et JAE

t=
Eg

x

H&EXI: C, 55.06: H, 4.93; N, 8.56
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=Xl C, 54.77; H, 4.81; N, 8.51

AAI0 144

N-(2-32-2E 0101 =-3,4-LISA-AZ2Z2R2E-1-0E)-N-(2-222-4-AlI Ot -1 H)-2E|20t01 =

AAIC 1202 2HEHS AMS56I0, 4-[(38-FE0101=-3,4-CISA-ASZRE WIE'O}DIL) Hel-3-22

ZHELIEZ(0.887g, 2.7922I8), *=ASLIEE (0.076g, 307D'EI ), Elc' EIZ24 222(0.486g,

3.072e2l2)s HIEc=EZEa(10m) X NN-CIHEZS0I0I=(5m)S I/\-I BISAIH &34 10X

0.996g2 ==S¢&ilt. 0 S22 222 ES0l EoHAIZI2 A2ItA0A EIED} Jetul(Zei4, og ot

HIHIOIE-&AH)BI0 HESH 222 sSA2ICH. TAIE Sdol HO-3|®™ Z2(23])0ll 2o D3tAI2ICH
g= 0.5399= ==l 8

t-22 HE MHZZ2H DHME MZEs (23])otH “ﬁ”*ﬁ“ DHZAM 2H 3t
B 133-134T(131CHA ©512): NS (n/z) 388/390 ([MHH]').

CaoHaCINsOs0ll CHEH RAZA

H4EXI 2 C, 61.93; H, 5.72; N, 10.83
&=X: C, 61.59; H, 5.50; N, 10.68

AAI00 145

3-(4-222-HUZHOI0|£)-4-(1,2,2-ECIHE- T2 HO0I0| = )-AN 22 RE-3--1,2-CI2

A 1) (R)-3-UISAI-4-(1,2,2-ERIHE-Z2E00IL)-AIS2RE-3--1,2-0|2

3,4-CIHEAI-3-AI2 2R E-1,2- E|9(1O s022lE) 2 (R)-2-0t01=-3,3-CIHE#

0.2M =4 353me, 71D'BIE)-| SHS AM20AM 24A12F SOt WBHAIZICH. O& 229 (R)-2-0t0l%=-

S,S—EIDH%'—‘?’—E*(D* Ost=2= 0.2 S 150m€ SOD'EIE)Z Jtotl, dde SHE A20M 24A2 S
A

oF WEHAIRICH Sc2ielE uotll, NS ZYoHHA SSAZICH. d8E OME e:0E OLAIEIO]
E(150:5m) 2 AH0totn, AMOZ MG WA DH 9. 78g(74k)% =S8t

B(R =SS

0

' VR (300 MHz, DMSO-dg): 88.72 & 8.50 (2JH2l d, 1H, ZHI0IO), 4.65 (m, 2H), 3.90 & 3.42 (204

o' 'm, H, ZHI0I), 1.37 & 1.35 (24 S&dt= t, 2H, ZHIOIH), 1.10 (2042 E&ot= d, 3H, 2

HIOIOH), 0.85 ¥ 0.84 (2912l s, 9H, ZHIOIM) ppm. IR (KBr): 3150, 2950, 1800, 1700 om_1; MS (m/z)
+

225 (M).

CioHigNO3Oll CHEH RA=AM
HAHXI D C, 63.98; H, 8.50; N, 6.22
al=Xl: C, 64.33; H, 8.54; N, 6.52

A 2) (R)-3-(4-E2LZ-HIAO0I0IL)-4-(1,2,2-ECIHE-ZZE 00| L )-AN 22 R E-3-d-1,2-C|2
(R)-3-0lISAl-4-(1,2,2-ERIHE-Z2Z 00| =)-ASERE-3--1,2 0

meol ZoH( A20AM 4-SFR2-HE 0t 55"18 (O MD'EI%)% Jtetch. B2 =g=8 80°
St JtEeL. AR222 WHWAAIIILD L HEAZIF, Et,0 10ME D ot
ZM EHM stEt22 (R) OIZH 100mg (0.3322l2, =2 100%)S =S8ttt. & : 301-303C.
'H NUR (300 MHz, DMSO-ds): &0.83-0.90 (m, 9H), 1.09-1.15 (m, 3H), 3.21-3.90 (brs, 1H), 4.71 (brm,

2H), 7.08-7.30 (m, 3H), 7.39-7.48 (m, 3H), 7.61 (brs, 1H); IR (KBr, Cmiw)i 3059w, 2967m, 2874w,
1651m, 1572s, 1511s, 1478m, 1223w; MS (ES) m/z (A CHE 2&): 327 (M++Na, 20), 305 (M++H, 100);

CirHaFN001 CHEH R AE A
H&EXI: C, 67.09; H, 6.95; N, 9.20
=Xl C, 66.82; H, 7.23; N, 9.03

A AIGI 146
3-(4-ECIETLZ2HE-HEOI0IL)-4-(1,2,2-ECIHE-Z2Z 00| = )-A 22 R E-3-d-1,2-CI=

HA sterE2 (R) OIEHME A A0 145, SHH 200 CHE o’éioil [E EH\‘I M ZEot=0l, 4-SFL22-BF 02!
Al 4-ECIE2LRHE-HZAOI2E AtSote &0l &0I5tC. D 67% &&: 316-318TC:

'H NVR (300 MHz, OMSO-ds): 60.82-0.90 (m, 9H), 1.07-1.14 (m, 3H), 3.92 (brs, 1H), 4.82 (brm, 2H),
7.05-7.19 (m, 1H), 7.57 (d, J=8.2 Hz, 2H), 7.76 (d, J=8.2 Hz, 2H), 7.61 (brs, 1H): IR (KBr, Cmﬂ)i
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3196m, 3064w, 2969m, 2875w, 1649m, 1570s, 1480m, 1328m, 1127m: MS (ES) m/z (AIHR ZE): 377
(M+Na, 25), 355 (M'+H, 100);

C18H21F3N2020“ [:H ol_l- O\_‘l i_?_/\_‘
H XD C, 61.01; H, 5.97; N, 7.99
a=X: C, 61.25; H, 6.00; N, 7.92

AALO 147

3-32-2E0H0| L4 (4222 Q2 HEA-HE 00| )-A 22 RE-3-0ll-1,2-[| 2

SHH 1) 3-0Il S Al-4-(32-2L0H0| & )-A 228 E-3-0-1, 2-(| 2

34-CINSA-3-AB2PH-1.2-0I2 581(4L2IB) 2 TH 50mo M2 SN 33-2L0i8l 2.99(34
QU2I2)2 JIBHCH. AS0A 12A12F SOF WEIAIZISE, B2 SEE22 M 90Uz ZLAI2CH  A2l3
WA, 0 UK 5% MeOH/CHCl, 2 BEAGID Zei4l D20E12TSI0 %A DHRA HH S
6.20(342|2, 48 1004)S +SBCH: SH: 80-82C;

"H MWR (300 MHz, DMSO-ds): &1,30-1.62 (m, 12H). 4.70-4.93 (m, 2H), 5.50-6.42 (brm, 1H): IR (KBr,
on'): 3214w, 3144m, 3071w, 2973m, 2941m, 1794m, 1702s, 1606s, 1577s, 1500-1442 brs; MS (ES) m/z
(MDA 2P): 198 (M'+H, 100);

CioHiNOs0ll CHEH A=A

HAKI: C, 60.90; H, 7.67; N, 7.10

A=X: C, 61.03; H, 7.66; N, 6.98

A 2) 3-32-RE0l01=-4-(4-ERERLZHSAI-HEOIDIL)-AIS2RE-3--1,2-0|2
A

3=
HH stgSS A0 145, S 2001 CHEE SHO Cetd MZsh=0l, (R)-3-MISAI-4-(1,2,2-E
ZZ2Z0I0IL)-ASERE-3-A-1,2-LI2 4l 3-0SA-4-(32-2E00IL)-ANSERE “3-0l-
U 4-ZE2QZ-HAOIY (HA 4ERSRQ2MSA-HEOILS AFRSHS B0l A0IGHL. <8 66% S
& 292-294°C;;
"H ONMR (300 MHz, OMSO-ds ): 61.36 (m, 9H), 4.73-3.79 (m, 2H), 7.39 (d, J=8.0 Hz, 2H), 7.76 (d,

J=8.2 Hz, 2H), 7.81 (brs, 1H), 1S N-H ZXt= LIEILEXI 285 IR (KBr, cm_1): 3293s, 3242s, 3061w,
2980m, 1794m, 1655s, 1569s, 1542s, 1472s, 1447s, 1280-1160brs; MS (ES) m/z (&UHAR 2Z): 365

(M'+Na, 100), 343 (M'+H, 75);
CreHuFaN0s0ll CHEH RIA=A

HAKI: C, 56.14; H, 5.01; N, 8.18
M=% C, 56.28; H, 5.05; N, 7.97

2 A0 148

33=2-RE004-(4-ECIZER 22 HE-HAEOIIIL)-AI S22 E-3-A-1,2-LI2

HH stets2 AA0 145, A 200 Cist &0l WMetd MESk=dl, (R)-3-0ISAl-4-(1,2,2-ECIHE-
EE%‘OPDI_‘.—_) /\I:‘E':'E 3-ol-1.2-012 &l 3-0HSA-4-(38-FE00IL)-AS2RE-3-A-1,2-CI=2

¥ 4-EFQI-HIEOE A 4-ECERZHE-HEAOEES AtEols &0l &O0lotth.  =&: 63%;
88! 306—308°C;
"H R (300 MHz, DMSO-dg): &1.37 (m, 9H), 4.81-4.87 (m, 2H), 7.57 (d, J=7.9 Hz, 2H), 7.76 (d,

J=8.0 Hz, 2H), 7.81 (brm, 1H), 1S N-H ZXt= LIEILEXI &2S; IR (KBr, Cmq)l 3291s, 3244s, 3061w,
2980m, 1794m, 1656s, 1567s, 1540s, 1471s, 1327s, 1162s, 1127s; MS (ES) m/z (&UA 2Z): 349

+ +
(M+Na, 20), 327 (M+H, 100);
CigHi7FaN20-01l CHEt RIAEA

H&EXI: C, 58.89; H, 5.25; N, 8.58
& =Xl C, 59.07; H, 5.34; N, 8.31

2 A0 149
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| @etd MZESHE, (R)-3-0ISAI-4-(1,2,2-E2I0H E-
I 3-0ISAI-4-(32S-RE0t0IL)-A22RE-3--1.2-LI2S

' NWR (300 MHz, DMSO-ds): &1.36 (m, 9H), 4.77-4.83 (m, 2H), 7.18-7.29 (m, 2H), 7.40-7.50 (m, 2H),

7.53 (s, ), 7.78 (brm, 1H): IR (KBr, cm_1): 3291s, 3240s, 3069w, 2970m, 2973m, 1793m, 1654s,
1540s, 1511s, 1471s, 1455s, 1219s; MS (ES) m/z (AFCHE ZZ): 277 (M+H, 100):

CisHi7FN2O- 0l CHEE RAZA
HAX: C, 65.20; H, 6.20; N, 10.14
A=X|: C, 65.19; H, 6.25; N, 10.06

2 A0 150

3-(4-ECIERZ2HSAI-#ZAE 00 =)-4-(1,2,2-ECIHE-Z2Z 00| = )-AE2ERE-3-d%-1,2-CI=

HH stet22l (R) OIEME AAIG 145, S 200 CHE: SFOI etd HMESt=0, 4-EF22-#Z 0t
el 4-ECIEFZNHE-HMAOYS MEotE H0| &0lottt. +=8: 61% S3: 289-201T;

"H NMR (300 MHz, DMSO-ds): 50.83-0.88 (m, 9H). 1.08-1.14 (m. 3H). 3.91 (brs. 1H), 4.71-4.81 (m,
OH), 7.39 (d, J=8.1 Hz, 2H), 7.48 (d, J=8.1 Hz, 2H), 7.65 (brs, 1H), 19HSl NH LX= LIEFLIX 22

IR (KBr, om '): 3196m, 3064w, 2969m, 1796w, 1648m, 1575s, 1511s, 1480s, 1347m, 1264m, 1162s; MS
(ES) m/z (AFTHR 21=): 393 (M+Na, 20), 371 (M+H, 100);

CigHz1FaN20;01l CHst RIAEA

H XD C, 58.37; H, 5.72; N, 7.56
a=Xl: C, 59.20; H, 6.01; N, 7.56

A A0 151

(1, 1-CHE-ZZ2Z0I0l £ )4-(4-E2LZ-HHEOI0| L )-AN 22 R E-3-d-1,2-C|=2

SAH 1) -UISAI-4-(1,1-CIHE-Z2Z 00| )-A 222 E-3-d-1,2-LI2

3. 4-CINISAI-3-AI222H-1,2-CI2 4.99(2922|2) ¥ THF 50meel A2 40| 1, 1-CIHE-Z2Z0tel
2.59(34declE)2 JtEiCt. AR20M EAM LEAIZIZ, BtS SE=2 M Q%E S2AZICH.  Et.0=2
SA0ISH) O UHSHK A DX A HA &S 6.29(2022l2, +8 100%)S =S8ttt 8&: 78-80C;

' NWR (300 MHz, OMSO-ds): &0.91 ¥ 1.47 (t, J=7.5 Hz, 3H, Z2HIO0IH), 1.36-1.97 (m, 6H), 4.70-4.92

(m, 2H), 5.41 ¥ 5.99 (brs, 1H, ZHIOIH); IR (KBr, Cm_I)i 3252w, 3181w, 3067w, 2968m, 2887m,
1788m, 1695s, 1603s, 1578s, 1500-1434 brs, 1343s; MS (Cl) m/z (&UHE 2&): 212 (M++H, 100);

CioHisNOs0ll CHEH A A2 A
H X C, 62.54; H, 8.11; N, 6.63
aEX: C, 62.54; H, 6.12; N, 6.52

S 2) 3-(1,1-CIHNE-Z2E 00l )4-(4-5
AN stet=s AA0 145, SH 200 s 2
EE%'OH]I'—) ANEZ2RE-3-0-1,2- EI EH
1.2-Cl2= At8dct= &0l &0lotCt. 07

QE-HZAOI0IL)-AIZ2ERE-3- d-1,2-[I2

ol metd RMEot=dl, (R)-3-UISAlI-4-(1,2,2-E2IHE-
FUHSEA-4-(1,1-CIHE-Z2Z 00l L)-AI 222 E-3--
; 8 255-257C;

Ry AU

'H NMR (300 MHz, OMSO-ds): 80.82 (t, J=7.5 Hz, 3H), 1.30 (s, 6H), 1.67 (a, J=7.5 Hz, 2H), 4.69-

4.74 (m, 2H), 7.19-7.31 (m, 2H), 7.37-7.55 (m, 3H), 7.80 (brs, 1H); IR (KBr, om_1): 3239m, 3069w,

2972w, 2882w, 1792w, 1652m, 1571s, 1511m, 1468w MS (ES) m/z (ATHE 2Z%): 313 (M +Na, 30), 291
+

(M+H, 100);

CigHigFN0, 0l CHEH RIAZA
HAX: C, 66.19; H, 6.60; N, 9.65
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=Xl C, 66.25; H, 6.72; N, 9.51

AAI0 152

3-32-2E00I - 4-(3-ERZ-UAOID L)-AI2E2RE-3-d-1,2-0I12

TH Ster22 A0 145, S 200 e 2Rl Wetd HMZEot=d, (R)-3-0SAl-4-(32-2E0t0I%)-
ANEZ2RE-3-d-12-CI2 Y 3-0HSA-4-(32-2E0t0I)- /\Iji‘:’E -3-¢ll- 2 2s, 4-2522-
BIZOI2 CHa! 3-EcISFL2-MEOIYS AME0tE &0| &0l D 75%; 8 295-2977C;

' R (300 MHz, DMSO-dg): &1.37 (m, 9H), 4.72-4.79 (m, 2H), 7.11-7.26 (m, 3H), 7.40-7.49 (m, 1H),

7.54 (brs, 1H), 7.75-7.84 (brm, 1H); IR (KBr, cm_1): 3236s, 3091w, 2937m, 1794m, 1654s, 1571s,

1536s, 1470s, 1444s, 1370m, 1248m, 1216m; MS (ES) m/z (HU&E 2 =): 299 (M++Na, 15), 277 (M++H,
100);

CisHi7FN001 CHEE RAE A
H X C, 65.20; H, 6.20; N, 10.14
&=X: C, 65.09; H, 6.28; N, 10.19

A A0 153

3-32-RE0t0-4-(2-ER2-HHODIL)-AS2RE-3-A-1,2-[|2

Hl i}@gg SAIO 145, 3 200 CHEE &0l WTetd HESh=C, (R)-3-UISAI-4-(32-2E0t0l:)-
ANE2ZRE-3-U-12-CI2 a 3-USA-4-(32-FE00IL)-ASERE-3-U-12-LI2S, 4-EF2=2-
MIZIOLD Thal 2-ERIZR2Q2-WEAOINIS AIZSlE M0l A0I5ILH. 48 73% B&: 260-262C;

HNVR (300 WHz, OMSO-dg): &1.36 (m, 9H), 4.75-4.81 (m, 2H), 7.20-7.30 (m, 2H), 7.35-7.46 (m, 2H),

7.53 (brs, 1H), 7.72-7.80 (brm, 1H); IR (KBr, om'1): 3221m, 3048w, 2937m, 1793m, 1653s, 1570s,
1537s, 1470-1445s, 1231m, 1217m; MS (ES) m/z (AHTHE ZES): 299 (M'+Na, 10), 277 (M+H, 100);

CisHi7FN001 CHEH R AE A
H X2 C, 65.20; H, 6.20; N, 10.14
a=X: C, 64.99; H, 6.09; N, 9.99

A0 154
3-3=2-2E0t04-(-ECIZER2ZHE-HAEOIIIL)-AS2RE-3-A-1,2-LI2
A0 145, SHAH 201 CHer &0l M

HAM = etd MZESt=d, (R)-3-0UISAlI-4-(32-2E0t0I1)-
AN2Z22E-3-0-12-CI2 &l 3-USA-4-(32-2E0l0IL)-A22RE-3-U-1,2-LIRS, 4-E22=2-
HIZOIE! CHel 3-ECIEFLLZMHE-HEAEOIBIS AIEots &0l &0lottt. ==: 73% &&: 237-239C;

'H NVR (300 MHz, OMSO-ds): &1.36 (m, 9H), 4.81-4.87 (m, 2H), 7.57 (s, 1H), 7.60-7.77 (m, 4H), 7.82
(brm, 1H): IR (KBr, cn ): 3233m, 3059w, 2973w, 1793w, 1653s, 1571s, 1540s, 1471s, 1447m, 1354m,
1166m, 1127m: MS (CI) m/z (ATHR ZE): 327 (M4H, 80);

CigHirFaN:0011 CHEE RIAZA

HA&EXI: C, 58.89; H, 5.25; N, 8.58

&IXXl: C, 58.99; H, 5.23; N, 8.49

A A0 155
33=2-2E00l=4-(2-ECIESZHE-HA
HHl stetE2 &AI0 145, S 201 CHEt

e R)-3-0ll S Al-4-(32-2 L 0H0| = )-
ANZS2RE-3-01-1,2-CI2 &l 3-0ISA-4-(32-2 200l )-A2ERE-3-A-1,2-(I2=, 4-2222-
MIZIOHD! CHAl 2-ERIZ2Q2HE-HAO0IRIS ABSHE M0l HOIBIC =8 78% S&: 237-239C;

' R (300 MHz, DMSO-ds): &1.37 (m, 9H), 4.81-4.88 (m, 2H), 7.56-7.61 (m, 2H), 7.63-7.83 (m, 4H):

IR (KBr, om '): 3099m, 3224m, 3040w, 2976w, 2940w, 1796m, 1670m, 1650m, 1576s, 1534s, 1468s, 1315s,
1216-1127brm: MS (ES) m/z (ATHR 2&): 349 (M4Na, 20), 327 (M+H, 100);
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CieHirFaN00 CHEH RIASEA

H XD C, 58.89; H, 5.25; N, 8.58
& =Xl: C, 58.84; H, 5.28; N, 8.54

A A0 156

B
_O'ﬂ
i
o
ES)
T

| S-2E0t0I)-
dli-1.2-LI2S, 4 EF22-
88!

210-212°C;

-4-(3-ECIERLZHSAI-HIZAOIDI L )-AI 22 E-3--1,2-
ALOI 145, SHAH 200 CHEH 20l Tetsd A

E -1,2-02 U 3-0USA-4-(3=-220t0l1%)-
gl A otel EHﬁ' -ECIEFZMNSAI-HEO2 S AIEct= E0|
' R (300 MHz, OMSO-ds): &1.36 (m, 9H), 4.76-4.81 (m, 2H), 7.32-7.43 (m, 3H), 7.50-7.60 (m, 2H),

7.76-7.84 (brm, 1H): IR (KBr, cm '): 3295m, 3239m, 3063w, 2973m, 1794m, 1655s, 1569s, 1542s, 1471s,
14465, 1259-1168brs; MS (ES) m/z (AHCHE ZtS): 365 (M+Na, 50), 343 (M+H, 100);

CigHi7FaN0501 CHE A=A

H&EXI: C, 56.14; H, 5.01; N, 8.18

=Xl C, 55.91; H, 4.70; N, 7.99
& A0 157
- (-ECIETZHE-HEOIOIL)-4-(1,2,2-ECIHE-Z2Z 00| L )-A 22 R E-3-d-1,2-CI=

M 3etE22 (R) OldMeE AAI0 145, SHAH 201 CHE 20l [MetA HMXotedl, 4-E522-HIZ 00!
ol -ECEZERLZHE-HZAOI2IS AIEdl= &0| &A0IGtCH. =2: 76% & : 236-238T;

1H NMR (300 MHz, DMSO-ds): 60.83-0.90 (m, 9H), 1.09-1.15 (m 3H), 3.88-3.96 (m, 1H), 4.75-4.90 (m,
2H), 7.15-7.38 (m, 1), 7.59-7.82 (m, 5H):; IR (KBr, cm ) 3201m, 3061w, 2969m, 2876w, 1790w,
1649m, 1569brs, 1480m, 1329s, 1167m, 1126m; MS (Cl) m/z (ACHE Z=): 355 (M+‘|‘H, 20);

CigHz21FaN20-0ll CHSH |IAEA

HAEXI: C, 61.01; H, 5.97; N, 7.90

A=X|: C, 61.41; H, 5.94; N, 7.96

A A0 158

3-(-ECIEFR2HEY-HE OO0l )-4-(1,2,2-ECIHE-ZZ2Z 00| & )-AN 22 E-3-0-1,2-C|2

HA st (R) OI8ME= AAIG 145, S 200 Cist 2=l [EPEH\-I HZEot=0l, 4-SF22-3Z 02!
el 2-ECISF2HE-HEOYS AMESHE HO0| &0I6tT. D 76% B8 216- 218C

' NWR (300 MHz, OMSO-ds): &0.83-0.90 (m, 9H), 1.10-1.16 (m, 3H), 3.88-3.97 (m, 1H), 4.80-4.91 (m,

2H), 7.17-7.40 (m, 1H), 7.59-7.82 (m, 5H); IR (KBr, Cmﬂ)I 3210m, 3066w, 2967m, 2875w, 1664m,
15865, 1476m, 1315, 1165m, 1122m: NS (CI) m/z (ACHE ZE): 355 (M+H, 100);

CigHz21FaN20-01 CHSH RIAEA
HAX: €, 61.01; H, 5.97; N, 7.90
A=X|: C, 61.23; H, 5.69; N, 7.91

A A0 159

3-(2-ER2-UHOIDIL)-4-(1,2,2-ECIHNE-Z2Z 00| = )-AI 222 E-3-A-1,2-CI=2

HA st (R) Ol8H= AAIG 145, &2 200 CHE gl etd M=ESt=dl, 4-E22-820tel
ol 2-2=222-HE0I2S MESt= HO0l &0lottt. =& 66% &: 275-277C;

'H MR (300 WHz, OMSO-ds): 80.84-0.9 (m, 9H), 1.08-1.14 (m, 3H), 3.85-3.96 (m, 1H), 4.70-4.90 (m,

2H), 7.15-7.32 (m, 3H), 7.37-7.55 (m, 2H), 7.60-7.76 (m, 1H); IR (KBr, cm"): 3193m, 3065w, 2967m,

0874m, 1648m, 1574s, 15455, 1489-1421 brm, 1368w MS (ES) m/z (AHCHE 2E): 327 (M +Na, 20), 305
+

(M+H, 100);
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CiHaiFNO-0ll CHEH RIAE A

H XD C, 67.09; H, 6.95; N, 9.20
a=Xl: C, 66.79; H, 7.16; N, 9.08

2 A0 160

- (-ECIERLZHSAI-HAODI = )-4-(1,2,2-ECIHE-ZZE0I0| = )-AI 22 RE-3-0-1,2-CI2

A stet=22 (R) OldM= AAIG 145, A 201 CHSH 2RO etAd M=Est=dl, 4-E222-#A ool
Ul -ECIZSFZUHEAI- | Z0telS AtEot= B0l &0lottt. #+=&: 60% &&: 236-2387TC;

' R (300 MHz, DMSO-ds): &0.84-0.90 (m, 9H), 1.10-1.15 (m, 3H), 3.88-3.97 (m, 1H), 4.73-4.85 (m,

oH), 7.15-7.45 (m, 4H), 7.50-7.58 (m, 1H), 7.62-7.77 (m, 1H): IR (KBr, om '): 3201m, 3065w, 2968m,
0876w, 1648m, 1567s, 1481m, 1449m, 1262m, 1216m: MS (ES) m/z (AICHE ZE): 393 (M +Na, 25), 371
(M+H, 100);

CigHaiFaN0501 CHEH RA=A
HAXI: C, 58.37; H, 5.72; N, 7.56
A=X|: C, 59.02; H, 5.99; N, 7.57

A A0 161

(2,4-C1222-6-HE-HE)-[2-(1 1-CIHE-Z2Z 00| £ )-3,4-LISA-ASERE-1-0EZ ] -t L 33~
fE AHZ

A 1) (2,4-LISE2-6-HE-HA)-[2-2EA-3,4-LAZ2Z2RE-1-0EL ]It 3-8 H2AHZL
NES

HEcSIEZFH(15m)E 2,4-LI222-6-0E
1,2-CI2(2.85g, 12.6Y2IE)S JI&tCt. é@%
SEBS ZUCHHA =FAIFID MEE TASE O
DHE ot HAZAIRICE. OI2ZM 12X 3.159(84%) S —’.‘—%6}2, Ol= Z=Jt MO0l AFRSICH. CI2
ZZ2MEH(20m) S &1 DHl, 3-(2, 4C22- 6-HE-HAOID| =)-4-2EA-AE2Z2RE-3-0-1,2-LI2Y
g2 (1.129, 3.122I8)E ECIME0te(0.44me, 3.122lE), U-32-2E CIIZUI0IE(1.45g, 6.62 2]
, ¥ 4-CI0IE0t0l =T 2lEl(0.38g, 3.1LeI=) E&EHC. S = ZA0H0 A20A 24A12
FWEHAIRICH Hdda SEHE Aedtae E2H1E Sot0 dtotd, Ol0A 1:1 &AHHE OHAIEIOl
oome)e| EHeR )H|x4°+[:} s AN =SAI DM 1.259(86%)= +=S8&tCt:

m

41—

rE
[l
O

teI(2.0g, 10.522IS0l 3,4-CIRSAI-3-AI2=2
% 2400 A200AM 24AI12 S WBHAIZICH. gt
g OHMIEIOIE & &t SS3=ZFH MEE3Al

=
T
=2
=)
210

o r}oll f

(M O 1R
e
gﬂ

Mo

—_

(

'H NVR (OMSO-ds): 87.43 (s, 1H), 7.32 (s, 1H), 5.10 (s, 2H), 4.74 (t, 2H), 2.38 (s, 3H), 1.71 (m,
2H), 1.40-1.29 (8 1.310M m S&&= &M, 11H), 0.89 (t, 3H).

i

A 2) (24-U222-6-0E-HE)-[2-(1,1-CIHE-Z2Z 001 )-3,4-CI2L-ANS2RE-1-0IL |-t

& 35-FE tiAHZ

AAIO 161, EH 12RHS MH2(1.20g, 2.632LcI2)S Zeh(3ome) ol EoHAI2ICH. 1,1-
Ciig == Zotel(0.62me, 5.32LeI2)S Jtstth. Bte EESsS ZA0H0 A20M 322 wWEHAIZICEH
PRSI HMIAGHD, MAE &M 2ads CIHE o £ OI0tot A DM AM H=
1.150(95%) = ASBLE: BE 141.2-142.5C;

I

2}
2
z
10

roll

'H NMR (OMSO-ds): 87.94 (br s, 1H), 7.46 (d, 1H), 7.34 (d, 1H), 5.25 (s, 2H), 2.36 (s, 3H), 1.71
(g, 2H), 1.35 (s, 6H), 1.25 (s, 9H), 0.85 (t, 3H). NS (m/z) 454/456/458 (M+).
CooHasCloN040 CHEH A A=A

H X C, 58.03; H, 6.20; N, 6.15

I£XI: C, 58.09; H, 6.11; N, 6.09

>

=13
=2

-

> fig

SIEI20 BED 02 BH2 51JIY 22 HEX SESS AR HE %42SXO2 HuUE
8 2O Mt = :

ER-THE2l WE(150-2009) 2 €0, RAIAIZ 240 9l BIE TS BE
'S RGO CHS D 22 X&(mM)9 DHES (37T) M2l A4 (PSS)0
7 CaCly, 2.51 MgSOs, 4.7: Ho0, 1.2: NaHCOs, 24.9: KHPO,, 1.2

0:; 2/5% CO,2 SIIAIZ; pH 7.4, S-S HPAZ OHS =0l 1-2m, 200D

0% |0

3
rn )
=)

?}\Iﬁ CHEAFAIZICH. &

=Ck: NaCl, 118.4; KCI,
11.1; EDOTA, 0.023; 95%
7-10mmQl AEZ2lo=2 HCh

B>

)

- J> \l' i
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SICH. AJ| AEYS xJ| X =2 1.595H00A 10m ERSZI0 SEAIZICH A AERS 249 9
U 2o QUAIIEM, 01F stbs DS =30 220 YOH O r s S=2 Ha| o
SRCN UL, SANOR X2 LM L2 UEHHE RAS 0.1uM JI2HI22 AISEHIREN 1AI2H
ol B=AI2ITH. OlOIA JI2HIZS M50 Xx0| BX 24 2Z02 0|SLC=sC. 3022+
5= BVES, FIIO 15mM KCIS MJ| ZER0 TUAIRICH KOl STt S)E@ J|=2xol =2 =0}
Al 2R 2=0 S (Y 010 BXE ASYNAS 2= MANIF TN SHECH A SMNE = &
M HTEZ OHBAZ OIS, AlE 882 T HI5129 SZoMe SoEs 20 SAAIZICH 30
S0 AIBE 4% S42 2 5182 T= HIGI2 S0l ol SHEHC.
9 AERN OF LY e SHUS A2 += BAZS 50% AKGI=0H LRE ST(IC, ST)E A
25100 =H5ID M) SE-B2 ZHOREE HABICH AIE SHE20 OF LMG s A= MO I
O 2AM%E 8t 30uM 015+2 AlE 382 =Sof e JI= 80t
AJ| ¢ AWE E 10| LIEFACH
[Z 1a]
Clo|e HE 2 AEYWAO 2= O
a3 = n ICso (LM)
21 A] o 2 0.2940.04
21 A] o2 3 1.1+0.4
2l Al o] 3 7 14.0+4.7
21 A ojj4 2 1.3+0.2
21 A] o5 4 0.30+0.01
2 Al A6 3 21.9+7.2
‘ 2 ?'=25+7%
2l A] o] 7 4 21.3+7.2
A1 A] o] 8 2 12=29+1%
1 cP=3%
21 A] ofl9 4 9.4+2.7
2 Al o 10 3 10.2+2.2
1 =25%
21 A] |11 4 1=15.6+3.3%
2l Al |12 4 4.0+1.1
21 Al A13 4 2.2+0.5
2 12=37.0+1.8%
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[EZ 1b]

sl g = n ICs0 (LMD
21 A] o] 14 1 14.4

1 cP=22%
23 2] o] 1S 2 12.2+10.2

4 12=38+3 9%

a c’=32.1+13.2%
21 A 9] 16 4 18.7x6.8

1 18=a39%

1 cP=6%
21 X] o] 17 4 I°=20+6.4%
21 A] |18 2 1?=34.7+8.7%

1  cP=10%
21 A o] 20 4 2.0+1.0
21 A o] 22 4 9.8+£5.1
21 x] of] 24 2 0.11+0.002
21 X o 25 2 15.8+0.05
2 A o 26 2 cP=82.8+26.0%

1 1°=10.2%
21 X] o] 27 8 0.20+0.06
21 A] of] 20 4 1.3+0.6
< ] <] 30 2 0.22+0.08
21 ] ] 32 4 17=22+5 9%
21 ~A] <] 33 6 2.0+0.8
2l A] S| 34 2 ©.35+0.46

4 12=36+3.2%
21 ~] o] 35 2 C®=245+15%
21 a] o] 36 3 1°=26+13.8%
21 A] o) 37 2 Cb=92.54+44.2%
21 ~] <] 38 2 2.53+0.19
21 A] o] 40 2 24.04+9.3
21 A Alga1 2 0.344+0.22
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Z Ic]
=3 = ICs0 (M)
2 A A a2 1.48+0.57
13=32_5+3.1%
Ccb=30%
21 A] o] a3 8.9+4.0
Cb=57.9+4.2%
21 A] 4] 45 0.1440.02
21 A] o] 47 0.28+0.03

21 A] o] a9

0.66+0.20
12=41.2%

21 A] o] 50

0.86+0.27

23 A] oA 51

0.63+0.15

21 &) o] 52 1.8+0.7
21 A] o] 53 1.11+0.41
21 x| o] 55 6.6x1.6

12=374+0.7%

22 ) o] 56

I12=19.1+1.7%

21 A <l 57

12=27 _24+2 4%

Ccb=54%

421 ~] <l 58 11.1+0.4
21 A] o] 59 2.9+0.1
21~ <l 60 9.6+5.7
21 A] o] 61 2.1+0.9
21 Al A 62 7.5+4.5
21 2] A 63 8.6+3.5
2l A] <l 64 3.9+1.1
2=l A] A 65 25+10.0
=1 A] 4] 66 2.7+0.3
21 A] A 67 27.1+4.0
)é_i] o] 68 314+4.5
21 &) o] 69 5.2+0.6

421 ~] <l 70 0.24+0.03
2 A 71 2.0+0.2

A ol 72

A#&Ahhhwh3#A&kh—‘uANN&WA&-‘WWWNh—w'&:

12=38.6+3.6%
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[E 1d]
=g = I1Cso (JAM)
2l Al A 73 0.18+0.03
12=23%
21 2] oA 74 1.1+0.3
21 A] o] 75 4.35+4.1
Al A <l 76 0.16+0.01
2=l A Al 77 1.941.1
21 A] o] 78 8.9+3.0
21 A] ] 70 0.29+0.02
21 A] o] go 1.2+1.1

21 Al <) g4y

cb=200%

21 A] A g2

0.714+0.50

21 A] o] 83 0.2+0.08
=1 A] o] ga I2=41+2.9%
21 A] o] 85 4.7+1.2
21 2] A 86 1.1£0.1

21 A] A g7

0.26+x0.015

21 A] &) gg

I12=25+2.04%

-'NhuHNNNWW&&N&ANNWNWNW&N&AHJNS

21 ~] o] go 6.1+3.8
21 A] o] 90 16.7+6.2
21 A] A 91 0.27+0.08
21 A oA 92 1.0+0.60
=1 2] o] o3 0.105+0.005
21 A] o] 94 5.6
12=449%
CP=22+3.29%
21 A] < o5 5.94+1.8
= 2] ] o6 0.83+0.66
2 A)] ol 97 17.8
12=46%
21 ~] o] 9g 1.5+0.4

21 A] ] 99

0.9514+0.75

21 A] <] 100

- Wik A

12=29.3+2.3%
cb=160%

1019997000239
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[EZ 18]
sl = n ICso (LLMD)
21 A] o] 101 6 2.3+0.24
1 12=25%
21 A1 ] 102 3 1.8+0.6
21 A] A 103 4 1.4+0.4
21 ~] <] 104 3 1.7%+1.0
21 A] 4] 108 2 0.2240.04
21 A] 9] 106 3 1.54+1.0
21 Al o] 107 5 4.942.7
21 x] o] 108 2 0.85x0.41
21 A] o] 100 2 0.98-+0.40
21 A] 4] 110 3 5.3%+1.2
1 12=47.7%
2l Al 9 111 s 2.2+0.8
Al Al ] 112 3 5.a4+2.1
2 A o 113 2 1.6+£0.77
2l A] S] 114 4 2.6x£0.4
2l A] o] 3115 s 6.5+3.6
2 A A 116 2 23.5%+8.1
2 12=35.8+4.9%
2l A] S| 117 2 0.75+0.45
21 A] of] 118 2 1.59+0.27
21 A] A 119 4 0.06£0.014€
21 A] o] 120 3 2.2+0.95
1 12=259%
21 A] o] 121 3 2.8%+1.3
2 12=18.0+6.5%
2 CP=28.5+8.7%
Al 122 3 0.53+0.23
21 Al o] 123 2 5.0+3.5
21 A] S 124 3 0.31:£0.08
2 Al A 125 2 0.68+0.24
2 2] 9] 126 2 0.81+0.32
2 Al S 127 2 1.6+0.18
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[Z 1f]

=g = n ICs0 (LMD
21 ] o] 128 2 I2=3S5.1+4.4%
21 A] oA 129 4 5.14+0.96
=1 X] ] 130 2 I2=13.6:8.4%
=1 ~] S 131 4 7.3+6.0
21 A] o] 132 2 2.34+0.85
21 Xx] 9] 133 4 IA—16.6+3.6%
=1 A] A 134 a I2=30.7+6.7%
21 A o] 136 3 8,142

1 123=44%

21 X] A 137 6 1.914+0.84
21 .Xx] 9] 138 2 1.5+0.3
=1 A] 4] 139 2 1.3+0.3
21 A] <] 140 2 0.28+0.025
21 .A] 9] 141 p- 1 20.34+0.79
=1 A] A 142 a 0.79+0.47
21 A] o] 143 > 1.24+0.17
21 2] A 144 2 2.36+1.6
21 A] o] 1as 3 0.76+0.46
21 <] ] ja6 4 6.5+1.9
21 X] ] 147 1 16.22
21 x| A] 148 3 6.5+0_87
21 ] A 140 4 1.5+0.32
21 A] o] 150 1 20.42
21 2] <l 3153 a 0.363+0.14
21 A] S 152 3 2.440.36
21 A] o] 153 4 2.08+0.25
21 A <] 154 4 7.9%+2.7
21 A] ] 155 4 2.3+0.51
21 A] o] 156 3 13.64+3.3
21 x| o] 157 4 40.12
21 . A] o] 158 2 20.4+7.8
21 A] o] 159 a 1.2340.22

[EZ 1g]

s & n ICso (UM)

A1 A] 9] 160 102

A1 A 9 161 3 4.5+4.2
" 30 MOl Al %
30 UMl A el A=
° 10x=0.1340.03 uM (n=6)2 LIEILHE RI2 2E(8E 215.5-216.0T(211.5CHAl ¢15=).
s, 2 2™HX=2 28 Malmgren et al., J. Urol. 142:1134, 198901l JI=& ZZEZ0 WCtM 2
Ol HICHEH QAIQE A3 HEN UOA HICHE LZ(LLD) W20 PBHS ANGIS 51829 24
S AEE0 HEMMS QAR 23 S22 AEsIUCH
HZ0l 190 LAX| 210g HSIQ U2 ATptR-(t22| HES AFRSICH. 25 Ot2l 0l5te] S22 OjAl =H|
SICI. SIS HIIAIZIZ MBS 4 4K 8 022 AFRSICH
318122 PET-20001l 2HMAIIID $ HHIX L= Mo ZAR2 5me/kgl] 2RO S0MBHCH. 1X AES
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ot RE A=2 40t2l2 HE Z0AH 10mg/kgel ol EHHS P S0SHCH.
S22 gzE2z OtFARIC. s2dd ZEINE Sol0 g2l @EE LEAIIL 40 &3 ESAME A
HoldA 2 ZS(AA 1) E=MotUA R FE SO 225 HMAIZICH. 00N 2ZEE MAHSHCH.
ANE AEHHES MESIH SR2E HIMAIIIL 222 HEWAH HIA2 C-R 150,000 HRIE SE0EIC. 6
TS SE9 2Z2 =25 HIUWHECH, 6FF, SZ2E OIFEGHHA 2SAIE MHGID MZZ JHHEHZ
(PE 60)E &9 XS0 =1 NI SEeHeZ Sttt IHHZEE LISG2 £1 259 HYULEE
SOt =EE=C. =S8 EME SEot JtHHES Rl LYHRE Ssich. ZZS 2XotI| fotH,
HEOWH BIAIZ2I C-R (150000 SHRI/GHE )2 FAISCEH. 22 &2 OO &D| S22 IS8, S
ES UAF 220l €12 JHHHZE ("T" HZIIE AIE0ot0) Statham 2 B18J](Model P23Db) %
Harvard =2 HIZH SAI2ICH. S 0ls H&t)|(Grass FT03)0fl £=tE ZCtAE HI0IHE HES 2
2ol €10 2FS $=)iold S JISEC. Y4 =2 (2022 20M/AIHDEN SSS 15 WAl 3082t
SAMAID IXE SZ2H AES AESCH IR SZAH J2tE 2A12F UE, HEHH HIoIE2 T= AIE
JEES SOOI 1AIZ2E FUFT 2K LEH AE S =G
CIS 22 i B2 J|I=26tH
e g = g2 ANEsS 24 g2y
X =iz AN gaet
e S = i 8%
=2 = =S =Y
e 24 = SME g2 IS 37 3%
Z 1
2t Haol P £X= JEES S0 A0 HASCH 2 SE=0 icl sSdE Hax0A2 BSE Hel
MOl =S8t =X YWt AXMwE EAISHCH.  OIOIEtE & BHIE 2-9Ie 2450 A& 8140
Mol |olXol (p<0.05) HIE =HSICH. &2 dE REUAMe JE SEEQ $A2 SME dYole
A g2 ==0|Ct.
2 3 AWYE E 200 LIEHHTH

[Z 2a]

#) | S$Fmekepo) | %
AN | 10 me/ke -5342
INEE 3 mgkg. 2647

3 TE T
3
4
AN d 4 4 10 mghg -3048
6
5
3
7

A A9 5 10 mgke 2747

AN 915 10 mgkg -52412

A 916 10 mgkg -2349
AX o 24 I mgkg 40413
10 3 mg/kg -58£9
6 I mg/kg 63213
4 3 me/kg -8245
3
2

AA 927

AN 9 30
A A o] 35

3Imgke -53%18
10 me/ke -§742
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MetA, = 2 slgt=2 HEa =0 o =4
a0 g, g 2 SL0A ER, HER FA
=2 AIBE XIZEE g2 Us, o] gt A1

(57) &7
28 1
Ststal |9 3IEtE = 019 2HHIE
shstal |
Q
H><H
R
ATy
Rj R,

== ZT0AM2 Hath,

84-72

[Z 2b] |
33 TETFM | $Fmukepo) | g =@
AR o] 45 3 3 mgkg -52+17¢
4 10 mg/kg -9313¢
A A o] 49 4 3 mg/kg -516
3 {0 mg/kg -7143
A A q] 51 3 3 mg/ke -38+7
A A9 10 4 10 mg/kg -20422
AA 9 73 3 3 mg/ke -68£10
AR 9 74 4 10 mg/kg -31£13
A A 9] 79 4 3 makg -8349
AR 419 3 3 mgkg -5712
AA 9 145 4 3 m/ke 3+25
A A 9 151 4 3 mg/kg 67+2
35 TE T(#) mg/kg (p.0.) % AZ
A A 9 145 4 3 mg/kg 3425
AL A] 9] 151 4 3 mkg 67+2
HIOISH HE <& UM NEH =52 HX UM Z4%
° 1C5=0.57£0.34uM (n=4)E LIEIUHE= 2 IS 2(S8E 234-236T(225CUH M AgtE))e E0E 5.
[C5=0.21£0.04uM (n=4)E LIEIHE 2 SFE=2S(S8E 195-196T )2 EHE =Sg &A



b

Re ¥ Re2 SEAESZE #=A00U 222, Bas 2 WA 72 2oteg, BA 3
| El

1019997000239

1T WA 109 & &2, B 3 LKA 102 =4 22, a4 3 WA 102 AIS22Z, &
cC

El
102 SIESAIZZE, L= Bazx 1 WA 102 EF2LH0|1;
El

—

WA 72 eA-g,

4 2 WA 112 2 SIAMEE, B 4 WA 112 S LIAIDIEE, A= 4 WA 112 AIS

SEIAINEY, A= 2 WA 112 2ASASIEE, 8L 6 WA 122 0t2
LHAI 79 22=xyd, A 7 WX 129 ot2Y, &
° OtE=xYd,

LIAIIEY, Bz
LXKl 202 Ot=eiee, Bt 6 WAl 12

o A% 9 2
A 8 UK 129 Ol T= B4 7 LYKl 129 Ol2YULTUR 0[20X
0 %2 £

TOZ2FH HEE Ot XIEHO0IL; &, ROl Bt WX 112 XM 2IAEY, B 4 WA 11
O =M AZEZLIAIIIEE, Bax 2 WA 119 2ASAIIIEE £= Ba 6 WA 122 Ot2 LS At
Yol &2, R= BIEAl =20/0{0F 5H1;

Az 3tstAl 19 XgE HEJI=Z

Re ¥ Rz SEERLZ A0, LIEZ, Of0l%, B4 1 WAl 69 &2, &A1 WX 62 SER2Z2Y
Z, BA= 1 WA 62 £2A, A 1 WX 62 SFELEZLIAl, BA= 2 WX 129 CZ0H0lL,
=te, B4 1 WX 62 LZ=Z001%, B 6 WA 122 Ot =E0t01%, JtHt2e, Sth=s 2 LY
A 79 L2otEt2Y, EAs 4 WX 149 ClAIEIR2Y, EtAS 2 WA 79 L2ZI=SA00IE, Eas
7 WXl 132 OtEII=A0H0IE, Ea 1 WA 62 2=, BA 1 WX 62
HERzgZsuyYd, BAx 6 WA 129 OlgdsnyYd, 222, B2, E22=2, 22%, 1-0/0ICE
g, Jt=4 E= =401, 2, R RS U =228 == 8120, £=

A= ststa) 29 XEE Yool £

A= 2 L= 342 XM E == =tet4a 32 HEJIZ, OIIA

Xl= Rs,R—, Rs,Re—, Rs,Re—, Rs,Ri—, R7,Rs—, R7,Re— & Rs,Rg,Rio—0112;

, Mg, EF2Z2, 222, HSEA L= ECISFLZ0E011;

, HE, 2FRE, 222, HSA = ECIZFLZHE0CLL;

2, B2, NSA £= AlOH=0l1;

2
, BR2Z, 222, HSAl, MO E= ECISF22Z2MHE0LD;

, BRR2Z, 222, £= HSAM0ID; £=

39 XetE HEJIZ, 6IlA
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Ru2 F, Baz= 1 WA 102 HEF2LE 18 L= Bax 1 WA 102 HEFL2

ne

S AIOIC}.

H1etol A0TA, ROl Btz 1 WA 102 & 22, S 3 WX 102 S 22 £= B4 1 WX

3
g L= M2 AUA, ROl Btz 3 WX 102 S 2 = Bh= 1 LA 102 SCHEF2L

Mgk LHAI M3s =2 e & &0l [_AHAM, R ¥ Rs0I EEEQE, A, BAe 2 WX 72 2ol Y,
A== 3 WAl 72 Y, BA= 7 WX 12°I or2g, = 9 WXl 202 OtE2EA LY, B 2
LRI 721 J LIAIEY, Bt 4 WX 72 S O*ﬁ/\IJ}_‘?‘_ g, a4 WA 78 2ASAIGIEE,
L= a6 WA 122 OI22LIAIIIE2L0IH, ‘:F ROl Bfaxz= 2 LHAI 72 &M LIBAIIEY, B4z 4
LHAI 72 S LIASIEE, Bax 4 WX 72 LASAITIEY, = BAx 6 WA 122 0t2 LI A3t
2EQ R, Rt ExH2Z =40 Jg=s L= 012 AMSH2Z JEHE &.

78 5
M18 WX RI4E SO of= 8 B0l A0M, Ry X ROl SPHCZ, &4, A% 2 X 72 2,
Bt 3 UM 79 @ollie, Bat 3 G 59 AN YIAGRY, BAL 50 B YRANEY, ©
£4 49 @ASNIIDY, T BL4 82 A2LRNNLLO0: €, ROl L I ES 59 Y o=
N3IZE, BA4 59 B BRAINTY, Bas 49 BATAINTE, T= @24 89 OI2EIATE
4ol Z2, ROt BAOR £40l 582 TE 09 AHEHOR Ssne o

78 6

M18 WX H5E SO of= 8 B0l A0M, R X ROl SEHCOZ, &4, B4 2 X 72 2,
Eh4 3 LT 79 2=g, Bt 7 LT 129 012, S A4 9 T 209 ool s
2 Tt 09 YREHO2 GBHE

g7
HHﬂLHIM@*KﬂO%-QémlﬂmHJh | R0l SRIMOZ, 24, BA4 2 UK 79 LI
= BA% 3 UK 79 LAY BHES E= 09 AREHOZ FHBLE o
78 8

18 WX RI78 S o= 8 S0l AOIM, AX 20 E= 3O XSHE R= 3514 3

3

o HYJI0IH,
X8 ?Xl= Re,R—~, Rs,Re—, Rs,Ro—, Rs,Rio—, R7,Re—, R7,Re—, ¥ Re,Rs,Rig-0112;

ROl DIE, UIE, SF2Z, 222, HSA L= ECISFTLZ20HE0IH;
R0l DIE, HIE, 2222, 222, HSA L= ECISFLZ0E0L
ROl DIE, 2222, EZL, HSEAl £= AOI-0IM;

It BIE, EF22, 222, HSA, At L= ECIEFZ0HE0 LD
ROl HIE, 2222, 222, £= HNSAY &S £= 012 dMSHLZ FIEE=s S

&9

Hgetol AAA,

ROl DIE, OIE = 22=20|1

R0l DIE, g = Z220104;
ROl DIE, EZ22 E£= AlOt=0l1
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ReIt AlOt:, 222, £= HEOIH;

rr
0

ROl BIE L= 2220 = L= 012 dHSEHZ FEL

38 10
Higetoll AN A,

38 1
KIgetoll AN A,
X Bstel ?IXl X80l Rs,Re~, Rs.Rie~ £= R;,ROIM:

ROl DIE, 2=

R0l 2=

a3e 12
Higetol UAAHA,

X #stel ?IXl X80l Rs,Rr—, Rs,Re~ L= Rs,Rs,Rio=0112

ROl IE, OE L= 2220I0;
R0l DIE = E220(1;

ROl BIE, EZ22 £= AIOI:0IH;
£

ROl HIE = S22 e

i
(@)
1o
12
>d
o
13
o}
HU
Qr
0t
n
rr
08

378 138

KIgetoll AN A,

X #stel ?IXl X80l R,Rs~, Rr,Re~, Rs,Re~ L= Rs,Rip-0112
ROl HE = B2=2
R0l DIE, O = 2220110;
ROl AlOI: E£= HIEO0ILD;

b Ao, 222 £ =

2
il
=}
2

>
°
=
rr
it
y
Hy
e
ol
o
m
I
rr
o
10
1
=
I
1A
0
Hy
Qﬂ
0l
i
rr
11

g 14

Mg WAl M7e 22 o= & &0l A0 M, At ststal 1 ! o Xes e
J10112;

Ry & RIF SEIR2Z, A0, LIEZ, O0Ik, B4 1 WX 62 22, Ba 1 WX 62 EF22Y
Z, a1 WX 62 LAl 'EF_/.\_—’F— 1T WX 62 SR LRAl, B 1 WA 62 200, B4
= 2 WAl 129 CIZZO0t0l:, s, B4 1 WX 62 LZ=Z00lS, B 6 WA 122 OlE=E
OLOISE, JtHI2Y, Eth= 2 LHII 79 LZIHI2 Y, EA 4 X 149 EIO*B'JH:I 29, B4 2 WX
79 LAINBA00IE, A 7 WA 132 OHIIZA00IE, EA 1 WA 62 SR=2Y, Ei |
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WXl 62 HE=zedd=xd, Eas 6 WA 122 Olds2d, 222, BERL2, 2222, 22%&, 1-
OIDICHEE, =24 = =200, &, R E R 2 U =42 == Bl= 2=

38 15

4ol A0IA,

Re & Rt SEHLZ, MO, B4 1 WA 62 €2, BA=x 1 WX 62 SFLLELZ, Ea= 1 U
A 62 LFAl, EtA 1 WX 62 SFTLRLIAN, S22, BE22, 22LE, L &= =200
B R EReE = O =22 &= Qs &S = 012 SHSEHCZ EEHE &

378 16
Rl148 T= RI15EU A0IA,

R, ¥ R I SEAHCZ, Ao, OE, HE, ECERZNE, &L= 1 UX 29 ET=24A,
HEA, OSAl, ECISFRELZUHEA, BAx= 1 WXl 22 ST IAl, 222, B2, SFQ2 &
= =200, &, R € RIS U =4 = 8l= =S £= 012 AHESHLZ FEL=E .
g 17

li:j

_ - o o L O A | I

Mg WX HM78 E2 o= 8 &0l JAM, AJb 3Fstal 2 o Xge Hel
ol sate
g 18

el

— '

) Ry
M1g WX W78 S2 o= & 2ol JAAHM, AJL 3haral o XIgE HEI
Oltd, ROl F, EtA== 1 LHXI 109 HERLL2LH L= Bz 1 WA 102 HEZZLSAQ SIS
E= 019 dMEHCz 8= &.
& 19
Mol FAAA,
4-{[3,4-CI= (1,2,2-E2lHE-Z2Z0I0IL)-AE2Z2E-1-HLO00IL]-HEFHELIEY = 012
AHMSHCZ 8= &
4-{[2-(1,2-CIIE-Z 2 2 0t0| = )-3,4-C] ANZE2ZRE-1-0Lo0I]-HNEH-HMILIEY T= 019 &
HNetEoz sEHeE &
4-[(2-01AZZ2HOI0I=-3,4-UISA-AIZ2Z2RE-1-0HE00lL)-HE]-UMEUEE = 012 dHESHS=Z
G2 = &
4~{[2-(1-0E-Z2EO0I0IL)-3,4-CISA-ANSZEE-1-0L00I = -HEFHXILIEY T 012 24HE
HOR 58HE &,
4-[(2-32-2 200l =-3,4-LISLA-ASZ2E-1-HE00IL)-HE]-HELIEE E= 08 ZHESHCR
G2 = &
4-[(3,4-022-2-Z2Z 00| -AI22RE-1-0L00IL)-HE]-HELEY L= 019 AMSH2=Z F
2= &
4-{[2-(2-8I =S AI-1,1-CIHE-0EZ 00l £ )-3,4-CLISA-AE2ZR2E-1-0HLO0H0I L ]-HE-HELIEY L=
Ole) AHSECR EL= &
4-[(2-2EOIDI=-3,4-CISA-A S22 E-1-01L0I0I%)-HE]-HELEY F= 019 AMSHHOZ 52
= g
4-[2-(AI2Z2HEO0I01=-3,4-LISA-AIZ2Z2RE-1-0E00lL)-HE]-UMEUEE = 012 dHESHS=Z
SlEH=E &
4-[(2-0I A2 EO0I0I=-3,4-LISA-ASZRE-1-HE00IL)-HE]-HELIEE E= 08 ZHESHCR
SlEH= &
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| o7 ol _ |
T o ol hat} 0 &
- Y Y 2 m oo WMo g )] 5 © N o
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