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TZERAXMEMPODLDEFTERE -1 3 5-=ZEFHT4EY (
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BE(RFE HEHREBTEIT)  EDNREMAE - BFE
AHEBAEHNBERBMEMETNEN SBEE - 25 8 T &S
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331 (1998) 59— 171)

b) M@ EHE

(1IR) —1—f HE —-—1:>2:>3:»4—W&HZ (Chem.
Abstracts Registry No. 23357 — 46— 2)

(IR) —1-HFHE-T7T-FHE-123:4-0FZFE (
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— (IR) —1-Z2HEEMKE -t (Chem. Europe 6
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— (1R) -1 - (REZEERERE) - &8 (
Biochemistry 1980 2140— 2144)

— (IR) - 1-ZHBERKE-5-%F-ZE (J. Org.
Chem. 1999 1774— 1775)
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— (1IR) - 1-ZHBERE-6-FHKHE-1>23:4
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MM & Z ( Farmaco. ED. Sci. Vol. 26 (1971) 474 — 486)
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MultiSyn Tech GmbH - Wullener Feld 4 - 58454 Witten -
Germany MEE » Ay §EMHEHERFTERERID B B 14
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(44)

MREBEAXNLZ TEREFORBAIEMREEDN X (]

) LEMBREVEREYXYWEESY (libraries) B

N R AERHITEYWLSIEN (1) EW (HEFE
“EARA (D) kEY) BERSCHBENEEY -

[ & i 5 )
TXZHEBRAVERAFEG RX (1) L&Y -
Atk 2 Tk P
ETEHNERS S 2 (BEHHLFE) FERES

BrESBERHE - -BHRLEFENREE -

e XM FERENBEHE T (c=1 g/ml t=25C ) - L
589 nm FRREENX (FEBE LI Na—D 3 ) B9 iEH X §
T -BEEEKN  KRIEZHERHE -

i Al 1
- fE-4- ( (IR) - 1-GFBHERE) —6-F X

— 123 5—=Z%& (K 8 LEYWHEM 8.1)

i}

£ 90— 100CF » #& 22— HE —4-&K HE —6— FH — 1

v 35, 5— =M (2.2 g> 0.015 mol) R (- ) —1—fgHx
e (2.0 2°0.015 mol) REBkEESE (4.6 g 2.2 mol) W
N - _BREFEEMEYRNREEDHESE 5 B - ER
FETEmR % > REZT  EKR 1I00CHWEBEET  BBBEXES

BB EYHALERMAK - BN EEZEND B
EE®RE > TLEHE (HREH) LEAER  -FRBBREREW®

£
=
dim

(MZBMZE®RRE) H BARBINWBEEYMHEAL > 97583 2
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- BE-4—- ( (IR) - 1-FeFEKE) —6-FH -1
35— =M (3.5 g EEX 95% LEaEWHmK 8.1 B &
94 — 96°C -+ b 22 i B >95% » ee 91% ( HPLC) - hE % E (

CHCl; » ¢c=1) : +87.4°)

B i Bl A2
2-E -4—- ( (4R) —4-BHmEKE)] —6- ( (
IR) —1-®ZLE) —1>3 > 5-—=Z8 (X 1> kLE5YWHKN:

1.20)

a. B — 4— FAS
& Z Bk (41.53 g» 0.506 mol) MKFIF =z 60C
BREWMMEWm-—4—8 (25

(=]

» 0.169 mol) kB X i G &

Q

4 (20.0 g 0.287 mol) RZEBMEKRZ 60CEEYA
HE—K KABHNRSWMREE 90 28 » K%
FUBHADRAE - BABEHEARE®RE TEIEHK-4-
A A5 (27.9 g E X 96%) - H 8B 114-117C > # XK

95% -

bi-BEEGRBEE LY

EREART  BE®-—4— @B (279 g+ 0.157 mol
) (R ZEH) AMESEREMBIE (Raney — nickel
catalyst) (3.0 g) (RZE®$) - BEEESYL A
5 EEHHREBNE (B 36 L) BBEUS L - B84
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(46)
ZBHE - ARBELAMNNGEREBR (25 ml) - BH
BEAZ LR ZIB/ AE (10 1) BFHEBYW B RET
BE > UEE i-HEEERE&A&MLY (183 g E X S8%

) BB 220—226C M E 95% -

¢c.N— [ (4R) —4-BBHBE) - 2- FEHZEK
MZBZEBEEN 4-FEEama &ty (27.8 g-
0.15 mol) WA KT &M (2N) WEEY  BERES o
B (FmBEH) TETERE  THEIMWEDN 4- FHEEH (
14.2 g» 0.095 mol) - REBEALEMWF - HM 2-FHKEZ
Bt BHHES (10.94 g 0.105 mol) UREFEF=ZTEBRBRAM
2.5 g Novozym 435 ( Aldri-ch Corp.) » L EZREAWMA
B Hf 2 /NBF o B — XRE M Novozym 435 (0.5 g)ﬁ}%ﬁ{ébé
BEEF HPLC EHETIRECRZZ2HBILE - HN_&KF K BRE
TAEYBELSEEBREL R (FEK&E) RER - BHE I
WEEBYVWEAREYVEN &P K THANEKENZIEBS .
B (8N) » ABE (45) - 4-BEEERGELY  KH
BE LT BEEESR > UHE N- ( (4R) —4-GBHE
] —2-BERZEKE (82¢g) » B 109-112C -

d. (4R) - 4-EEECRBRIE&LY

BRI N— ( (4R) —4-BHE ) - 2-BREEZEH
fZ (2.2 g» 0.0325 mol) M ZE (100 ml) Fi R8I B &K
DEkEa&BE (30 ml) MBMEHF 12 /N - K& > FLLE
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A7)

X - BLENILIBRILEANMEMNSENEZEZY P I B E K
B > "% (4R) —4-HEEHBE&R LY (2.3 g)

B8 261 —263C » L 2 Hi E >95% -

e. (48) —4- (M E) &2ma&st®”

£ O140-15S0CHBET  ®B&4 (4R) — 34— =
g - 2H-4-@@mEH (2.3 g» 0.0124 mol) R 1—- &
AL (1.04 g-> 0.0124 mol) N 13- Z&KEXHE KB Y
EESEYMA 1500 E  HPEHRBESANNES YL &
TRA®K  "ARIEZEEBZ (45) —4—- (N E) &K E

ES
g1 (3.3 g EX 89.4%) » # E 90% -

f2-JFE-4- ( (4R) - 4-BHMEEE)] -6~ [
(IR) —1-%HREZH) —-1>3:3-=1&%

W EREMMNMBEMERL 3008 % (0.7 g 0.75 ml
» 0.004 mol) ZHME (4S) —4- (EJIE) ARG &KL
¥ (1.1 g-» 0.004 mol!) REEMEBRICEHANE RS
W - X%k EZBT > AHAMNM(2R) - 2-FERAEP B
(1.08 g 0.01 mol) » HEZARMSESNBIBREHN 30%8 K

|11

(1.0 g 1.0 ml> 0.006 mol) « RE®RTHFT 4 /KK .
WEZEEYVRE BEREZFIFASINBREIYERZ
BB  -BE®MBER (KX) 828 (HREKER) REF -
FMEBRBHEREBWE (RZBZE ' Btz 73 BEAY k&
) R EBEEYRNL > THBE 2-FEHE-4- [ (4R) - 4-
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emE®RE) 66— ( (IR) —1-HEHEEZHE) —-13:5
- = (0.3 ¢ EER 25% > hE&WHES 1.20) - B2 110
—112TC » X E ( Z & B & » c=1)  +75.4° > #i E
98.35% ( HPLC » Chiracel OD » 250x4.6 mm » ¥ 2 % : I
St 2- RWE 90:10- 0.6 ml/ min- £ BERE : 21.4

3 i)

B i fl A3

2—-fEHE-4—-— ( (1IR»28) —2- B HE - 1-&FE &
iEE ) —6— ( (IR) —1—-®HEZH) -1 3, 5— =&
(X 2 kEaWmME 2.1)

a.2— B HE-1-G & -1-@FEH5

T 60CT - #8#% 2-BE-1-S &8 (10 g
0.0684 mol) REEKGEE LYW (9.5 g 0.1368 mol)
ZEFRERMESEY > BHAMZBEHm (168 g 0.2052
mol) MAKFIEHEMBR  RE& > BKABSIAWESY MR
B 90 0@ BEEHARABRLER - BKBERMSE I
WHSREYWAFUBRBE /83 2-F X -G8 -1 8

B (9.9 ¢ EX 81%) » BB 82—91TC » i B 90% o

b.1— (RS) (+=) - 1-FHE-2-FEGHRE KL
)
RERAT HBER®R 2-BEEEH - 1-FAFB (9.5
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g 0.0589 mol) IR BN LBIEBE (10% - 1.0 g) WK
FERIBAVENESY - 2R EAGSRKREEZERE
ek BRESIE BREREIZIABEINREZPERFEBAE - &
MaEEWZES® (N) » ZZBBAE TR IE/ AE
BE& (10 1) BAAMBINEREY > @& % - 71%3F
1— (RS) (+=-) - 1-FE-2-BEGHHAELY (

9.7 g EEXE 85%) » BB 241 —242C > i E 95% o

cRA-1-FE-2- B EEGEH

# 11— (RS) (+—-) - 1-fFE-2-F EGHKK
¥ (19.7 g» 0.1073 mol) M EKME K LM (2N) &
B —RBBILIBZBZEBEN KERBEDZR (FREBHK)
ER T A ABREBERSE (BZBZE/=ZZ8K (100: 1)
e ) r BEEYMAL  ABETINAEY

i) RX - 1- BB -2-BEEFEH (6.6 g) » 'H-
NMR (CDCl3z) :1.25 (3H:»>d) » 1.90—2.05 (1H> > m)
» 2.5 (C1H:»>dd) » 3.05(C1H:»dd) » 3.78 (1H > d: 8-
1Hz) » 7.1— 7.3 (4H» m)

i) RA-1-BHE -2-BE§HRIERX - 1- KE
- 2-BEGHBVESY (2.7¢2) ' UK

i) ERX-1-fFE-2-FBEEHeH (4.0 g) » 'H
— NMR ( CDCl3) : 0.95 (3H»d) » 2.40—2.60 ( 2H > m
) » 2.80—-—2.95(C1H>m) » 4.20(1H:»d>» 6.2 Hz) » 7.1

— 7.3 (4H > m)
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d.N— ( (IR:»2S) —2-B H -2- G &HE) -2~
BREEZEK  UR (1S 2R) —1-FHE-2- B HE
B R &Y

% Novozym 435 ( Aldrich Corp.> 1.0 g) "M E K =
—1-EE-2-BHES&E (6.6 g 0.0448 ¢g) B 2—- B &
EZHBPHE (504 g> 00484 mol) ME=TH P EBF
BREEBESYS BAXEESYWNMNABBR 2 /0> BHODAZR

&

— {3 B Novozym 435 (0.5 g) HBEFHEMB 2 /K - § =
EREAMEERANEBREYW P L EBRELEYBE - BF
ek (REM) - ZRBUARBAMSINEREIYE BN
M Z&BHD  HANSEKEHWZIEBRKR (8N) I

il

&
{ﬁ

2
HE A" E (1S 2R) —1- K E-—2—- B H&E
SRty MEBERBEER > BIATHIE N—- ( (IR 28) -
2-BRHE-I-GQEHE) - 2-FREZEHEK (59 g) > B

gk 78— 79T -

e. (IR>2S8) —1-FE - 2-FEHHEELY

BEERER (8 ml) "ME N— ( (1R 2S) —2-
BFE-1-G8) " 2-FHREZLERRK (5.9 g» 0.0269 mol
) RZBRAFMANEBRT  LRABIHNES D MR
B 12 MBS  BABMZEREANMOBNZHZE - BR
Y EABMER THINEBEERZ (IR 2S) —1- FHE
~2- B EEHERALY (1.0g) - LB E>95% -
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(51)

f.CIR>28) —1—- (#ME) —2-F EGeEGEK
i ¥
f£ 140—150C F » #% (1R 28) —1—- & —2- 8§

Eaema&®mi® (1.0 g> 00054 mol) R 1 — & &M (
0.46 g~ 0.0054 mol) BN 13- Z&FXMEABWEIEERS

YMm# 15 o8 - AR EAHFECHAMNMESY L RAELEH
B, ogEINEBHEESZ (IR 2S) —1— (£ E) —2- ‘
BESBEDZELY (1.1 g EEX 67.7%) - B2 172-—

178°C » #i E 90% -

g 2— B #E —4— ( (IR>28) —2- B & - 1- G &
fgE ) —6— ( (IR) —1-®HEZE) -1 3> 5— =1k

4 FREZ 4 (0.39 0.4 ml> 0.0022 mol) M B EEFF
2 30%BWAME (IR> 25) —1- (HHHE) -2~
BEGHSEMLY (0.550 g 0.0021 mol) 1 B E B MK ®
CEBH#HAMELSE D  c EXET RN (2R) —2- &
HEABEPEE (055 g0 0.0051 mol) - ¥ % - ¥F hoi& i
Z B E4ER (0.59 g» 0.6 ml» 0.0033 mol) B9 30%& & -
FWTHT A4IEL HEAYETASE T B BBRE

)‘533 *fHHIm

oNT

- R RBENEEVMBERIEZIE » FLUREHE (K) - §
i (HBH) RER -FHEBREEWNE (BZ2EZE @ E
e (7:3) REEVMEREKERE) H  BAGINEEYH L
W "E 2-fE-4- ( (IR»28) —-2-HHE-1-§

g5
a
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(52)

e EEE) 66— ( (IR-1-HBEZH) -1 3, 5-=
i (0.09g EX 15% kEWHRM 2.1) - BE 146 -
150C @ BEXE (&5 > c=1) : +104.4° W E 95.25% (
HPLC » Chiralcel OD : 250x4.6 mm » ¥ 2 B F S f : 2 —
B 90: 10> 0.6 ml/4 48 » £ » 17.93 5 4&)

ToH R 1E M4 F2BENRX (1) LEYWHRB KX
ZHZ MY BFERFHAMMEEREBG Al A2 R A3 Al
Xtz BRAEHNABABREFRU T EREH -

HRY  LEYNEBRULGEZHIBLEEREY
HEBART BIFSHEHFNRHE (B0 HELEYH
BhERES®)

TIHWHEERANKREX 1 £ 145

"Me, "B E - TEt, R"Z#%~ H "Pry, "RERE -
"Cpd, " EVWHER - HLEVERERTTEHRZZH -

HEXERZCERHRH  BREEXIEELREY  RH#T

W

AW E EE -

BXERUWAMEBTBES Al £ A3 A EBEREE X -
'H- NMR St #FEEREBFRLEBSY > BRIESBH RS
2B RL ppm KRR - EAT THEHR - s=E B

d:

P

g - t== & > m=% F & -
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x 1: K (1d=1) bkE Y
R3, N R
g
SN
P H (Id-1)
)
H
P RT" [R® [R” [R® [R® [R™ |A
ggm WEHE
1.1 Me |F H H [H H EER B Ees
1.2 Me |[F H H Me [H Ezg BiraEee
1.3 Me |F H H |[F. |H EER BeEes
14 Me |F H H |CI H EEg
1.5 Me |F H H |Br H [1=E; 5
1.6 Me |F Me |[H |Me |[H EZR
1.7 Me |F H Me |Me |H [i=E;:3: L Erdralic
1.8 Me F H H Me |Me ERE
1.9 Me |F H F Me |H ERR
1.10 Me |F H Cl |CI H Exg
1.11 Me |F H H (B H CH, - BEEE
1.12 Me |F H H Me |[H CH, ]
1.13 Me |F H H |[F H CH, ‘
1.14 Me |F H H |CI H CH,
1.15 Me (F Me [H [Me [H CH;
1.16 Me |F H Me [Me |[H CH,
1.17 Me |[F H H Me |Me |CH;
1.18 Me |F H F Me [H CH,
1.19 Me |F H Cl |CI H CH,
1.20 Me |F H H |[H H 0] B Ee
1.21 Me |F H H Me |H (0] Faf]
1.22 Me |F H H . |F H 0]
1.23 Me |F H H |CI H (0]
1.24 Me |[CI H H |H H [=E: 5] HeER
1.25 Me |[CI H [H |Me |H EER
1.26 Me |CI H H |F H [k ]
1.27 Me |CI H |[H |CI H EiER
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fEw R" [R° [R" |[R® [R" [R" |A PR
128 [Me [CI H |H |H |H [CH; B
129 [Me [CI [H |H [Me |H |[CH,
130 [(Me [CI H |H |F |H [CH,
131 [Me [CI H |H |H [H |0 BEmEE
132 [Me [cI H |H |Me |H |0
133 [Me CI H |H |F H [0
134 [Me o0 H |H Jca [H |0
135 [Et |[F H |H |H [H EE®
136 |Et [F H [H [Me [H EER
137 [Et [F H |H |[F H EER
138 [Et [F H |H o [H BER
139 [Et [F H |H [|Br H EER
140 [Et ci H H H [H EER
141 |[Et |[CI H |H |Me |H Gk
142 [Et oo H H |F H EER
143 |Et oo H |H o |H EER
144 [Et o0 H [H Br |H BER
145 Et [F H |H H [|H |CH,
146 [Et [F H |H [Me [H [CH,
147 [Et [F |H [H [F [H [CH
148 [Et [F H [H [c [H [CH;
149 [Et [F H |H [Br |H |[CH.
150 [Et [c0 [H [H H [|H |[CH
151 [Et [Cl [H |[H [Me |H |[CH;
152 [Et oo [H [H [F [H [CH;
153 [Et [cl [H |H [cI |H |[CH,
154 [Et [cl [H [H [Br. [H |[CH,
155 [Et F H H H [H O
156 |Et [F H [H [Me [H O
157 [Et F |H H [F [H |O
158 [Et [F H H [co |H [0
150 . [Et [F [H [H Br [H O
160 [Et [c0 [H [H [H. [H o
161 [Et [C0 H [H [Me [H [O
162 [Et o0 H H F H o
163 [Et [c0 [H |[H [c [H o
164 [Et [c0 |H [H [Br |[H O
165 [Me [CI [Me [H [Me [|H [CH;
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ggm R" [R® |R” |R® |R° [R™ |A —
1.66 Me ' |F Me [Me [H H O peER
167 Me [F [F |H [H |H o Efa
168 |[Me [F |H |H [Et |H EER B
169 [mMe [F [H |H |oMe|H EER B

XI1TAZCYEHREBENER (2BX 1 AZLEYHER

& ¥ w5
£ & ¥ & %
it & %
b & ¥ & 5

ft & ¥ # %
£ & & 5
ft & ¥ R %
& ¥ % 5
it &% %
ft & ¥ %
it & w5
& ¥ &%
&% & %
& Y&
it &YW 5

1.1:

1.2 ¢

1.3

1.1

] :

D IB B 68— 72°C

1.15 ¢

1.20 :

1.21 :

1.24

1.28 ¢

D BB 99—100C

1.66 :

1.67 :

1.68 :

DB BE 149— 150°C

BB 176 —178C

D BE R E +4116.7°

BE S B +113.5°
BESE EE+112.7° ;

B8 151 — 154C » HESLE +111.1°

 fEE E +76.8°

BB 163—165C @ flE X E+70.1°

8 110—112C » KENRE +75.4°
OB 127 — 130°C » HE S EE +52.3°
8 153 — 155C » BE St E +82.5°
BB 140 — 144°C » HE X E +79.9°

C BE L FE +69.2° ;
BE e E+112.7°
BBk 88— 95C » fE ) FE +66.5°
BB 145— 146°C » fE X E +79.3

 HE L B +84.0°

-59-



1357411

(56)

xz2: X (If-1) 1k &Y
Ry, R

J§

SN

_ (If-1)

N NH,
;ggm RT R [R® R [R® |[R® [R™ ]A ——
2.1 Me |F Me |H H |H H EgR BeERe
2.2 Me |F Me |H H |Me |[|H EER B&RkikY
2.3 Me |F Me |H H |F H EER :
2.4 Me |F Me |H H |CI H EER BeEg
2.5 Me |F Me |H H |Br |[|H ERS
2.6 Me |F [Me |[Me |[H |Me |H BEER
2.7 Me |F Me |H Me |Me [H g
2.8 Me |F Me [H H [Me [Me [1=8; 5
2.9 Me |F Me |[H F Me (H [i=E:¢
2.10 Me |F . [Me |H Cl |Cl H . HER
2.1 Me |F Me |H H |H H |[CH. BemHe
2.12 Me |F Me |H H Me |[H CHa :
2.13 Me |F Me  |H H |F H |CH2
2.14 Me |F Me |H .{H |[CI H |CH2
2.15 Me |F Me [Me [H [Me |H |CH;
2.16 Me |F Me |H Me |[Me |H |CH,
2.17 Me |F Me |H H [Me [Me |CH,
2.18 Me |F Me |H F [Me |H |CH,
2.19 Me |F  [Me |H Cl |Cl H |CH:
2.20 Me |F Me |H H |H H |O
221 ‘|Me |F Me |H H |Me |H |O
2.22 Me |F Me |H H |[F - [H |O
2.23 Me |F Me |H H |CI H |[O
2.24 Me |[Cl |[Me [H H |H H [=E; ¢ ]
225 " |[Me |CI Me H H Me |H HER Bl
2.26 Me |CI |Me |H H |F H EZR '
2.27 Me |[Cl [|Me |H H |CI H 158,727 ]
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2.65

(57)
j k] ~3 [ 7 8 ] 10

g;.@:‘m R R R R R* [R R™ |A po—

2.28 Me |[CI [Me |H H [Me [H |[CH: BeEe

2.29 Me |[CI Me |H H [H H |[CH; '

2.30 Me |CI |[Me [H |H [Me |H |CH:

2.31 Me |CI |[Me |H H |F H |CH,

2.32 Me |[CI [Me |H H |[CI H |CH;

2.33 Me |[CI [Me |H H |H H |[O

2.34 Me [CI |Me |H H |Me [H |O

2.35 Me |CI |[Me [H H |F H |O

2.36 Me |CI |Me |H H |CI H |O

2.37 Et F Me |H H |H H HEa

2.38 Et F Me |H H |Me [H HER

2.39 Et F Me |[H H |F H ERR

2.40 Et F Me H H Cl H HER2

241 | |Et F Me |H [H |Br |H (=855

2.42 Et Cl |[Me |H H [H H BER

2.43 Et Cl [Me |[H H [Me [H EER

2.44 Et Cl- [Me |H H |F H HER

2.45 Et Ci [Me [H [|H |[CI H EER

2.46 Et Cl |Me |H H [Br [H [F:5]
1 2.47 Et F Me |H [H |[|H H |CH,

2.48 Et F Me |H H [Me ([H |CH;

2.49 Et F Me |H H |(F H [CH:

2.50 Et F Me |H H |CI H |CH;

2.51 Et F Me |H H |Br |[H |CH;

2.52 |Et Cl Me H H |H H CH,

2.53 Et |CI' |[Me |H H [Me |H |CH;

2.54 Et Cl |Me [H H |F H |CH:

2.55 Et Cl [Me |H H |CI H |CH,

2.56 Et Ct |[Me |H H |Br - |[H |CH;

2.57 Et F Me |H H |H H |O

2.58 Et F Me |H H [Me |[H |O

2.59 Et F' |Me |H H |F H |O

2.60 Et F Me |H H |CI H |O -

2.61 Et F Me |H H |Br |H |O

2.62 Et Ct [Me H H |H H |O

2.63 Et  |Cl [Me [H H [Me |H |O

2.64 Et |CI [Me |H |H |F H |[O

Et Cl |[Me |H H " |[C H |O
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(58)
s |R? R [R® [R" |R® IR |R |A -
Hae
2.66 Et Cl |[Me H H [Br |[H |O
2.67 Me F Me [Me |Me |H H 0]
2.68 Me |F Me [F [H [H H |o
2.69 Me |F Me |[H [H [Et |H EE2R
2.70 Me |F Me |H |H [omMelH BEERR

X 2AZYBHEEMNGERE (Z2BX 2ANLCLEYES
MW 2.1 B8 146— 140C > FEXE +104° ;
thEWHERIE 2.11 1 g E+168.9°

L EWMHWMEB 2.25: B8 68—~ 70C » KENXE +140.9° ;

CtEMHwmS 2.28 BB 127~ 128C » BE N E +49.6° -

x 3:H (Te—1) kEY

(le-1)

~ T 3 7 8 g 10

;ég?gm R R R R®* [R R™ |A | RS
3.1 Me |F H H [H H ERR BEEE
3.2 Me |F H H |Me (H EER BEEE
3.3 Me |F H H |F H ERR

3.4 Me |F H H |Cl H [i=E;:5

3.5 |Me F H H Br H [i=8; 5%

3.6 Me |[F Me |[H |Me [H ERR |

3.7 Me |F H Me [Me [H ER2 SRR
3.8 Me |F H H |[Me |Me Era

3.9 Me |F H F Me |H EER
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N RT [R® [R” |[R® R [R" |A
gﬁm RS
3.10 Me |F H |Cl |[CI H EER
3.11 Me |F H |H H H |CH, B
3.12 Me |F H H Me |H CH;
3.13 Me |F H |H |F H |CH:
3.14 Me |F H H Cl H CH>
3.15 Me |F Me |[H |Me |H |CH: HaEe
3.16 Me |[F H Me (Me |H CH>
3.17 Me |F H H Me |Me |CH,
3.18 Me |F H |F |[Me |[H |[CH,
3.19 Me |F H |CI |CIl |H |[CH, _
3.20 Me |F H [H [H H [0 HeEe
3.21 Me |F H H Me |H @)
3.22 Me [F- H |[H |[F  |H |O
3.23 Me |F H |H |cI |H |O
3.24 Me |CI H H H H EER =Rl
3.25 Me Ci H H Me |H HEa '
3.26 Me [CI - [H |H [F |H BEER
3.27 Me [CI |[H |H |cI |H EER
3.28 Me |CI |H |H |[H H [CH,
3.29 Me |[CIl H |H |Me |H |[CH:
3.30 Me [CI H |H |F H |CH,
3.31 Me [CI. Me |[H |[Me |H |[CH>
3.32 Me |[CI |H |H [H H |O
3.33 Me |[Ct H |H |[Me |H |[O
3.34 Me |[CI H |H |F H |O
3.35 Me [CI H [|H [CI [H |O
3.36 Et F H |H [H H . ERR
3.37 Et F H H Me (H [=E:§ 4
3.38 Et F H |H |F H EER
3.39 Et F H |H [CI |[H EER
3.40 Et F H [H [Br [H ER
3.41 Et ¢t H [H H H- ERR
3.42 Et [cl |H [H [Me  |H HERR
3.43 Et Ct H |H |F H B
344 |Et |CI H |H [cI H BERE
3.45 Et Ci H |H |Br  |H R
3.46 Et F H H H H |CHy
3.47 Et F H H Me |H CH,
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wem IR R R R[RP[RY |A ——
i |
348 Bt F H H [F |H |[CH,
349 [Et F [H H o H [CH,
350 |[et [F H |H [Br [H |[CH,
351 [Et ot H H H [H |[CH,
352 [Et ol [H |H [Me [H [CH,
353 [Et ol H [H [F [H [CH,
354 [Et ol [H [H ot [H [CH,
355 [Et [l [H [H [Br |H [CH,
356 [Et F H H H [H o
357 &t [F- H H [Me H O
358 et [F H H [F H o
359 Bt [F H H o [H o
360 [Et [F [H [H Br [H o
361 Bt oo H H W H o
362 [Et ol H [H [Me [H o
363 [Et o H H [F H Jo
364 [Et o H H Ja H o
365 [Et o |H [H [Br H o

XI3IACYERRENER (2RBRX 3ANLEYHRR

)
L EWHEE 3.1 BE 149—150C > FEX E +74.4°
hEYWHES 3.2 EXE+113.5°;
fEWHmIE 3.11 0 BB 147— 149C > BE X E 84.4°
i EWMHmIX 3.15: BB 167— 171°C » FE X E +36.5
th &Y w5 3.20: B8 183 — 185C » g & B +54.5°
kBRI 3.24 BB 151—152C » FERE+71.8° o
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x4: K (lg-1) kbEY:
H
R3 5 R1
¥
2
R N” N
| (Ig-1)
N NH2
i 3 0 7 8 [¢] 10

;ﬁ{%gm R R R R R R R A R
41 Me |[F Me [H H [H H [i=E; 5 BEEs
4.2 Me |F Me |H H Me [H EER B &Ry
4.3 Me |F Me [H H F H ERE
4.4 Me |F Me |H H |Cl  |H EEa
4.5 Me |(F Me |H H [Br H EE®
4.6 Me |F Me [Me [H Me |[H EER
4.7 Me |F Me (H Me |[Me [H ERg
4.8 Me' |F Me |H H .|Me [Me R
49 Me (F . [Me |H |[F Me [H EEa
4.10 Me |F Me |H Cl |CI H- &R
4.11 Me |F Me |H H H. |H CH.
4.12 Me |F Me |H H |Me [H CH.
4.13 Me [F - |[Me lH -|H |F H CHa
4.14 Me |F Me |H H |[CI H  |CH;
4.15 Me |F Me |Me |H [Me |H CHs
4.16 Me |[F [Me |H Me [Me [H CH_
4.17 Me |(F Me - (H H (Me |Me. [CH>
4.18 Me |[F Me |H F Me [H CH>
4.19 Me |F Me |[H Cl |Cl H CH2
4.20 Me |F Me |H H [H H o
4.21 Me |(F Me |H H {Me H 0
4.22 Me |F Me H- |H |F H |O
4.23 Me |F Me . |H H |CI H (0]
4.24 Me |[CI [Me |H H H -H BEER
4.25 Me |(CI [|Me (H H Me H BER
4.26 Me |[CI |Me [H H |F H ERa
4.27 Me |CI |Me |H H |Cl H Exg
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&=l R1 R3 RG R7 Ra ﬁg Rw A BB Ee
= |
4.28 Me [CI [Me |[H H [H H [CH;
4.29 Me |CI Me [H H |Me [H CH;
4.30 Me |CI [Me [H H |F H |CH;
4.31 Me |CI° |[Me |H H |CI H CH;
4.32 Me |CI Me |H H |H H |0
4.33 Me |[CI Me |H H [Me |H O
4.34 Me |Cl Me |H H F H 0]
4.35 Me |CI |Me |H H |[CI H @)
4.36 Et F Me |H H H H ERR
4.37 Et F Me |H H |[Me |H EER
4.38 Et F Me |H H F H HE®
4.39 Et F Me |{H H |Cl H EHER
4.40 Et F Me |H H Br H . EER
4.41 Et Cl Me |[H H [H H BERR
442 |Et |Cl |Me |H |H |Me |H | ===
4.43 Et Cl Me |H H F H EEa
444  |Et Cl [Me |H H |CI H EERR
4.45 Et Cl Me |[H H Br H [k; 47 ]
4.46 Et F Me |H H |H H CH;
4.47 Et F Me [H H Me [H CH;
4.48 Et F Me (H H F H CH,
4.49 Et F Me [H |H |[CI H CHy -
450 | [Et F Me (H H Br H CH,
4.51 Et Cl |Me [H H |H H CH;
452 |Et Cl Me |H H Me [H CH,
4.53 Et Cl Me |[H H F H- |CH;
454 |Et Cl Me |H H |CI H CH;
4.55 Et Cl |[Me |H H [Br H |CH;
4.56 Et  |F Me [H H H H- |O
4.57 Et F Me |H H Me [H @)
4.58 Et - |F Me |H |H F H 0]
4.59 Et F Me (H H |Cl H |O
4.60 |[Et F Me [H H |Br H |O
4.61 Et Cl Me |H H H H |O
4.62 Et Cl |[Me. [H H |[Me |[H |O
4.63 Et Cl Me |H H F H 0]
4.64 Et Cl [Me [H H |Cl H |O

Et Cl |[Me [H H |[Br H |[O

4.65
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b

RAACHEBRBENER (2B IANLEY RS

\

) T EYHwI 4.1 BB 146 150C » BENXE +77.9° -

x5 X (Ih=1) L&Y

u,H R?
¥

NN

P (Ih-1)

N NH,

=mRT RP [R® [R” [R®E R [R"™ |A

%5%% WEBR
51 |Me |F Me [H H [H H [i=E; 3 SHAR
52 |Me |F [Me [|H H [Me |H EEg Haftiky
53 [(Me |F Me [H H |F H BEER
54 |Me - |F Me [H H |CI H HE®
55 [Me |F Me H H Br H [i=k; 5
56 [Me |F [Me |Me |H Me |H [I=E; 3
57 |Me |F Me [|H Me |Me' |H HER
58 |Me |F Me [H H [Me |Me EHER
59 |Me |F Me [H F Me [H HER
510 (Me |F Me |H Cl |CI H EE®
511 |[Me |F [Me |H H |H H CH,
5.12 |[Me |F Me |H H |[Me |H |CH,
5.13 |[Me |F Me [H H |F H CH
514 [Me |F Me |[H H |CI H CHy
515 |Me |F Me [Me [H Me |H CHs
516 Me |F Me |H Me [Me |H- |[CH;
517 [Me |F Me |H H |Me |Me |[CH;
5.18 [Me |F Me |H F Me [H |CH.
5.19 [Me |(F Me |H Ct |Cl H ICH;
520 Me |F = |Me [H H H H @)
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~mR R° |R® R” R® IR RO A
gj%m MEHR
521 [Me |F Me |H H |Me [H |O
522 Me |F Me |H H |F H |[O
523 Me |F Me |[H H |CI H |[O
524 Me [CI Me |H |H |H H BER
525 [Me [CI |Me |H H |Me |H EEe
526 (Me |CI |[Me [H H |F H [k ¢
527 (Me |CI [Me [H H |CI H [1=F;:5>
528 Me |CI |Me |H H [H H CH,
529 Me |ICI |[Me |H . [H |Me [|H |CH;
530 (Me |CI [Me |[H H |F H |CH:
5.31 Me |CI Me H H Cl H CH,
532 Me |CI [Me |H H ([H H .|O
533 Me |CI |[Me |H H [Me |H |O
534 Me |CI |Me. |H H |F H |O
535 |Me |[CI |Me |[H H |CI H |[O
5.36 |Et F Me |H H H- |H R
5.37 |Et F Me [H H [Me |H [1=F: 5
5.38 |Et F Me |H H (F |H [i=E; ¢ ]
5.39 |Et F Me |H H |CI H. HER
5.40 |Et F Me H H Br H HRE
5.41 |Et Cl |[Me |H H |[H H ERa
542 |Et Cl |[Me [H H [Me |H EER
5.43 |Et Ct |[Me [|H H |F H Gk, )
5.44 |Et Cl Me H H |CI H (ks3]
5.45 |Et Cl |[Me |H H |IBr |H Ega
5.46 |Et F Me |H H |H H |CH,
5.47 |Et F Me |H H [Me |H |[CH;
5.48 |Et F Me |H H |[F |H |CH;
5.49 |Et F Me |H H [Cl . |H |CH,
5.50 |Et F Me |H H (Br |H |[CH;
551 |Et |[CI [Me |H H [H H (CH;
562 |Et Ctl |[Me |H H  |[Me |H |CH:
5.53 |Et Cl |Me |H H |F H |[CH;
554 |[Et |Cl Me H H Cl.- H CH,
5.55 |Et Cl |[Me |H H |Br |H |[CH;
5.56 |Et F Me |H |H [H H |O
557 |Et F Me |[H |[H |Me |H |O
5.58 |Et F Me |H H |F H (O
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1 K} yO 7 8 g ~10
%gm R R°> |R R |R® |R R™ |A —
550 [Et |F_|Me |H |H |CI |H |O
5.60 |Et F Me H H Br H O
5.61 |Et Cl [Me |H H H H  |O
5.62 |Et Cl [Me |H H [Me |[H |O
5.63 |Et Cl [Me |H H F H (@)
5.64 |Et Cl |[Me |H H |CI H 0]
5.65 |Et Cl [Me |H H. (Br H (@)
£ 6: X (li—1) k&Y
H
R3 ! _R
“H NTSN _
p (1-1)
N NH,
PN 7 3 [ 7 8 2] 10
gem [RTORTRRTORRTORT A TR
61 Me [F [Me |H [H [H [H | ®=m sk
6.2 Me |F Me ([H.- |H. |Me |[H ERR ORI
6.3 Me |F Me |H H |F  ||H ERR
6.4 Me F |Me H H Cl H HEg
6.5 Me F . [Me H H Br - |H BHEZ
6.6 Me |[F Me |[Me |H -Me |[H HizR
.16.7 Me |F Me |H Me |Me |H B
6.8 Me F Me H H Me [Me EER
6.9 Me |F Me |[H F [Me [H =825 4
6.10 Me |F. [Me |[H Cl |CI H [t )
6.11 Me F Me H H H H CH;
6.12 - |Me |F Me |H H |Me |H CH,
6.13 Me |F Me |H H |F |[H |CH;
6.14 Me |F Me [H H |CI H |CH;
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= 7 3 5 7 8 g 0
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6.15 Me |[F Me |Me |H Me |H CH,
6.16 Me |F Me |H Me. [Me |H CH,
6.17 Me |[F Me [H H Me |Me |CH;,
6.18 Me |F Me |H F Me |[H CH,
6.19 Me |F Me |[H Cl |CI H CH,
6.20 Me |F Me |H H |H H 0]
6.21 Me |F Me [H H |Me |H (0]
6.22 Me |F Me |H H |F H (0]
6.23 Me |F Me |H H |CI H (0]
6.24 Me |CI [Me |H H [|H H EZ2
6.25 Me |CI |Me [H H |Me |H EEa
6.26 Me |CI |Me |H H |F H EER
6.27 Me |CI Me |H H |CI H EER
6.28 Me |Cl Me [H H |H H CH,
6.29 Me |CI |Me |H H [Me |H. |CH;
6.30 Me |CI |Me |H H |F H CH.
6.31 Me Cl Me H H Ci H CH,
6.32 Me [CI |Me |[H H |H H OF
6.33 Me |CI Me [H H |Me |H 0]
6.34 Me |[CI [Me |[H H |F H 0]
6.35 Me |CI [Me |[H H |C H 0]
6.36 Et F Me |H H |H H EER
6.37 Et F Me |H H [Me |H EER
6.38 Et F Me [H H |F H o8, 3]
6.39 Et F Me |[H H |C H BEER
6.40 Et |F Me [H H [Br- [H EER
6.41 Et Ctl |[Me [H H |H H . [i=k: 5
6.42 Et Cl |[Me |H H (Me |H BEER
6.43 Et Cl [Me [H H |F H EE®
6.44 Et Cl Me |H {H Ci H g
6.45 Et Cl [Me |H H |Br H EER
6.46 Et F Me [H H |H H CH, .
6.47 Et F Me [H |H |Me [H CH,
6.48 Et F Me [H H |(F H CH;
6.49 Et F Me |H H |CI H CH,
6.50 Et F Me |H H |Br H CH,
6.51 Et Cl |[Me [H H |H H CHz
6.52 Et Cl |[Me [H H [Me [H CH;
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6.53 Et Cl Me |H H F H CH>
6.54 Et Cl |Me |[H H |[CI H |CH,
6.55 Et Cl Me H H Br H CH,
6.56 Et F Me |H H H H 0]
6.57 Et F Me |H H Me |[H 0]
6.58 Et F Me H H F H (@]
6.59 Et F Me H H Cl H o)
6.60 Et F Me |H H Br H 0]
6.61 Et - |Cl Me H H H H o
6.62 Et Cl Me H H Me |H O
6.63 Et Cl Me H H F H (@]
6.64 Et Cl |Me {H |H |CI H |[O
6.65 Et Cl Me H H Br H O
®7:- X (Ij—1) k&Y
R2
R R?
1*
NN
lj-
P (JU
N NH,
(KX (- 1) hEYWFERLE 1*"HHBERFRERIEFYHZ
B )
PN T 2 3 7 8 I 9 10
;{ﬁ?;im R R R R R R R A ——
71 H [H [H |H [H [H H EER Be&Ee
7.2 H H H H H Me H BERR e
7.3 H H H H H F H EER SR
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waw |R° |R? [R° [R” [R® [R° R [A
£%% B Wi
7.4 H H H H H Cl H EE2R SRR
7.5 H H H H H Br H ERR
7.6 H H H Me |H Me H EgRR
7.7 H H H H Me |Me H EER
7.8 H H H H H Me Me ERE
7.9 H H H H F Me H EER
7.10 |H H H H Cl Cl H EER
7.1 H H H H H H H CH, [=F=Xale)
7.12 |H H H H H Me H CH.
7.13 |H H H H H F H - |CH,
7.14 |H H H H H Ci H CH,
7.15 |H H H Me |H Me H CH,
7.16 |H H H H  [Me |Me H CH,
7.17 |H H H H H Me Me |CH,
7.18 |H H H . H F Me H CH,
7.19 |H H H H Cl Cl H CH,
7.20 H H H H H H H O
7.21 H H H H H Me H (6]
7.22 |H H H H H F H (0]
7.23 |H H H H H Cl H (0]
7.24 |Me |Me |H H H H H (i3] HEEs
725 |Me |Me |H H H Me H EHES® o
726 |Me |Me |H H H F H HER
7.27 |Me |Me |H H H Cl H [k
7.28 |Me |H H H H Br H EHE®
7.29 Me |H H Me  |H Me H BEEE
7.30° |[Me |H H H Me |Me H BER
7.31 Me |H H H H Me Me 853
7.32 |Me |H H H |[F Me H HER
7.33 |Me |H H H Cl |Cl H [i=E;57]
7.34 |(Me |Me |H H H H H CH,
735 [(Me |[Me |H H H Me H |CH,
736 [Me |Me |H H H F H CH»
7.37  |Me - |Me |[H H H Cl H CH»
7.38 [Me |[H H Me |H Me H CH,
7.39 |Me |H H H Me [Me H CH»
7.40 Me H H H H Me Me |CH,
7.41 Me |[H H H F Me H CH»
7.42 Me H H H Cl - |Cl H |CH,
743 |Me ([Me |H H H H H (6]
744 |Me |Me |[H H H Me H |0
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N T Z 3 7 B g 0
;g%m R R R R R R R A P
745 |(Me [|Me |H H H F H 0)

746 |Me |Me |H H H Cl H @)

7.47 |Et H H H H H H Bz B Ee
7.48 |Et H H H |H Me H EER =h=talic
7.49 |Et H H H H F . H ERE

7.50 |Et H H H |H Cl H EER

7.51 Et H H H H Br H ERR

7.52 |Et H H Me |H Me H =8

7.53 |Et H H H Me [Me. H . BEER

7.54 Et H H H H Me Me B

7.55 |Et H H H F Me H EEe

7.56 [|Et H H H. Cl Cl H EER

7.57 |Et H H H H H H CH, BeEes
7.58 |Et H H H H Me H CH-

7.59 |Et H H H H F H CH,

7.60 |Et H H H H Cl H CH,

7.61 Et H H Me |H Me H CH,

7.62 |Et H H H Me {Me H CH,

7.63 |Et H H H H Me Me [CH,

7.64 |Et H H H F Me H CH,

7.65 |Et H H H Cl Cl H CH,

7.66 |Et H H H H H H 0]

7.67 |Et H H. H H Me H 0]

7.68 |Et H H H H. F H @)

7.69 |Et H H H H Cl H 0]

770 |OMe |H . |H H H H H [i=E;:5 G&EE
7.71 OMe |H H H '[H H H CH,

7.72 |OMe |H H H H Me H ERR ]
7.73 |OMe |H H H H Me H CH,

7.74 |Me |H H H H H H BERR BaEe
775 (Me |H H H H Me [H EER B En
776 [Me |H H H H F H . ERE

7.77 |Me |H H H H Cl H (=857 ,
7.78 [Me |H H H H H H CH, B & e
779 |Me |[H H H H Me H CH, :
780 |Me |H H H H F H CH,

7.81 Me |H H H H Cl H CH,

7.82 [Me |H H H H H H |0

7.83 |[Me |[H H H H Me H (0]

7.84 |Me |[H H H H F H 0]

7.85 |Me. |H H H H Cl H (0]
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78 |CI |Me |[CI [H [H |H H -
7.87 |CI Me |CI |H H Me H EER
7.88 |CI Me |[Cl |[H H F H EER
7.89 |[CI Me |CI H H Ci H EEg
7.90 |[Cl Me |[CI |H H H H CH,
7.91 |[Cl Me |[CI |H H Me H CH,
7.92 |Cl Me |CI |H H F H CH,
7.93 |cCi Me |[CI |H H Cl H CH,
7.94 |[Cl Me |[CI [H H H H 0
7.95 |[Cl Me [Cl |H H Me H 0
7.96 |Cl Me (CI |H H F H 0
7.97 |cCl Me |[CI |H H Cl H o)
7.98 |H H F H H H H EER
799 |[H H F H H Me H EHER
7.100 (H H F H H F H ERE
7.101 |H H F H H Cl H EER
7.102 |H H F H H Br H EER
7.103 [H = |H F Me [H Me |H ERR
7.104 |H H F H Me |[Me H EER
7.105 |H H F H H Me Me EER
7.106 |H H F H F Me H R
7.107 |H H F H Cl [cl H HER
7.108 |H H |[F H H H H CH,
7.109 [H H F H H Me - [H CH,
7.110 |[H H F- |[H H F H CH,
7111 |H H F H H Cl H CH,
7112 |[H [H F Me [H Me H CH,
7.113 |H H F H Me [Me H CH,
7.114 |H H F H |H Me Me [CH,
7.115 |H H F H F Me H CH,
7.116 [H H F H Cl |cCl H CH,
7.117 |[H H F H H H H |0
7.118 |H H F H H Me H o)
7.119 |H H F H H F H 0
7.120 [H H F H H Cl H 0
7.121 |H H Cl |H H. |H |H EER
7.122 |H H cl |H H Me H EER
7.123 [H H Cl [H H F H EER
7.124 |H H Cl H H Cl H EER
7.125 |H H Cl H H H H CH,
7.126 |H H cl |H H Me H CH,
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7.127 |H H Cl H H F H CH,
7.128 |H H Cl H . [H Cl H CH,
7.129 |H H Cl H H H H 0
7.130 |H H Cl H H - |Me H O
7.131 [H H Cl H H F H O
7.132 |H H Cl H H Cl H O
7.133 | cyclopropyl |H H H H H IT=F, 2]
7.134 | cyclopropyl |H H H Me H e
7.135 | cyclopropyl [H H H F H [k
7.136 | cyclopropyl |H H H  |Cl H ERR
7.137 | cyclopropyl [{H H H Br H ERR
7.138 | cyclopropyl |H Me |H Me H ERg
7.139 | cyclopropyl |H H Me - |Me H EEa®
7.140 | cyclopropyl |H H H Me - |Me ERR
7.141 | cyclopropyl |H H F Me H [k
7.142 | cyclopropyl |H H Cl Cl H (=K, 24
7.143 | cyclopropyl |H H [H H H CH,
7.144 | cyclopropyl |H H H Me H CH,
7.145 | cyclopropyl |H H H F H CH,
7.146 | cyclopropyl |H H H Cl H CH,
7.147 | cyclopropyl |H Me |H Me H CH,
7.148 | cyclopropyl |H H Me |Me H CH,
7.149 | cyclopropyl |[H " [H H Me Me |CH,
7.150 | cyclopropyl |H = [H F Me H CH,
7.151 | cyclopropyl |H H Cl Cl H CH,
7.152 | cyclopropyl |H H H H H 0
7.153 | cyclopropyl |H H H [Me H 0
7.154 | cyclopropyl {H H H F. H 0
7.155 | cyclopropyl |H H H Cl H 0]
7.156 | cyclopropyl {Me |H H H H ERR
7.157 | cyclopropyl |[Me {H H Me H ERR
7.158 | cyclopropyl [Me [H ‘[H F H EHER
7.159 | cyclopropyl {Me |H H Cl H HER
7.160 | cyclopropyl |[Me [H H H ‘|H CH;,
7.161 | cyclopropyl [Me |[H -|H Me H CH,
7.162 | cyclopropyl [Me [H. |H . |F H CH,
7.163 | cyclopropyl |Me |H H Cl H CH,
7.164 | cyclopropyl |Me |H H H H O
7.165 | cyclopropyl [Me |H H Me H @)
7.166 | cyclopropyl [Me |H H F H 0
7.167 | cyclopropyl ([Me |H H Cl H ®)
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7.168 | cyclopropyl |F H H H H E#R
7.169 | cyclopropyl |F H H Me H BEER
7.170 | cyclopropyl |F H H F H [1=E; 5>
7.171 | cyclopropyl |F H H Cl H B8
7.172 | cyclopropyl |F H H Br H [CE:
7.173 | cyclopropyl | F Me |H Me H EZR
7.174 | cyclopropyl |F H Me |Me H ERR
7.175 | cyclopropyl {F H H Me Me EER
7.176 | cyclopropyl |F H F Me H B
7.177 | cyclopropyl | F H Cl Cl H BEER
7.178 | cyclopropyl |F H H H H CH,
7.179 | cyclopropyl |F H H Me H CH,
7.180 | cyclopropyl |F H H F H CH,
7.181 | cyclopropyl |F H H Cl H CH,
7.182 | cyclopropyl |F Me |H Me .|H CH;
7.183 | cyclopropyl |F H Me |Me H CH,
7.184 | cyclopropyl |F H H Me Me |CH,
7.185 | cyclopropyl |F H F Me H CH,
7.186 | cyclopropyl | F H Cl Cl H CH,
7.187 | cyclopropyl |F H H H H 0
7.188 | cyclopropyl |F H H Me H |0
7.189 | cyclopropyl | F H H F H O
7.190 | cyclopropyl |F H H Cl H 0O
7.191 | cyclopropyl {CI H H H H BEER
7.192 | cyclopropyl [CI H H Me H ERR
7.193 | cyclopropyl |Cl H H F H EER
7.194 | cyclopropyl | Cl H H Cl H R
7.195 | cyclopropy! | Cl H H H H CH,
7.196 | cyclopropyl [CI H H Me H CH,
7.197 | cyclopropyl | Cl H H F H CH,
7.198 | cyclopropyl | Cl H H " |Ci H. |[CH,
7.199 | cyclopropy! [ClI H H H H |0
7.200 | cyclopropyl [CI H H Me H ®)
7.201 | cyclopropy! | Cl H H F H 0
7.202 | cyclopropyl | Cl H H |Cl H 0
7.203 |Me |Me |[F H H H H CH, HeEm
7.204 |Me |Me |F H H Me H CHo
7.205 [Me |Me |[F H H F H CH,
7.206 |Me |Me |F H H Cl H CH,
7.207 |Me- |Me |F Me |H Me H CH,
7.208 |Me |Me |F H Me |[Me H CH,
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7.209 |[Me |Me |F H H Me Me |[CH,

7.210 |Me |Me |F H F Me H CH,
17211 |[Me [Me |F H Cl Cl H CH,

7.212 [{Me [Me |F H H H H O

7.213 [Me [Me |F H H Me H (@)

7.214 |[Me ([Me |F H H F H (@)

7.215 [Me [Me |F H H Cl H 0]

7.216 |[Me [Me |CI H H H H [=8::523

7.217 |[Me [Me |CI H H Me H EER

7.218 [Me [Me |CI H. H F H HER

7.219 |[Me |Me |CI H H Cl H HiZR

7.220 |[Me |Me |CI H H H H CH,

7.221 {Me |Me |CI H H Me H . |CH,

7.222 [Me [Me |CI H H F H CH,

7.223 [Me [Me |CI H H Cl H |CH,

7.224 (Me [Me |CI H H H H (@)

7.225 [Me [Me |CI H H Me H . {O

7.226 |Me |Me |CI H H F H @)

7.227 |Me |[Me |CI H H Cl H 0]

7.228 |[Me [Me |F H H H H EER BeRs
7.229 (Me [Me |F H |H Me H ERg HEEfs
7.230 |Me [Me |F H H F H EER :
7.231 |Me |Me |F H H Cl H HER

7.232 |Me [Me |F H H Br - H | EHEe

7.233 |Me Me |F Me |H Me H g2

7.234 |Me [Me |F H Me |Me H ERa

7.235 |Me |Me |F H H Me Me . ERE

7.236 |[Me |Me |F H F Me H - EHER

7.237 |Me |Me |F H Cl - |Cl H BEER

7.238 |CH2- |H H H Me H HER® T,

SCF3 .
7.239 |(F F F H H H H HEg B
7.240 |F F F H H Me. H HER afic]
7.241 [CH.- |H H H H H H EHE® Fafc]
SCF3 '

7242 |ICN |H - |H H H H H HER BeEe
7.243 [CN |F H H H |Me H HER i)
7.244 |[F ~ |F H H H H H EER i}
7.245 |Pr H H H H Me H HER BeEe
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XTHAZYVEBHRENGER (Z2BX TRANLKLEYHER

tEWwmB| 7.1

ft & ¥ &% 5
& ¥ w5
& ¥ kw5
vt & ¥ &

t & ¥ 5
t &Y &5
£t & ¥ 5
t &Y %5
£t &Y &

7.

7

7.

2

L7120

.240 :

.241 -

L2472 ¢

.243

244 :

B2 163.5TC

5 B 90— 92°C » FEXE +179.4° ;
58 58— 60°C

D OHE O BE 483.4°

D J5 Bh 180— 183°C 0 BE E +153.4°

5 25 80— 83°C
BB 50— 52C » fEX E+109.6°
HE St B +116.2°
BB 64— 66C » hE X E+135.0°

BB 72— 76C -

x 8: K (k) kEY

(Ik)

(X (Ij-1) Lk EBPELE 1"OBREFFRIEY
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= | i 3 7 B g 0
gém R R R |R" |R -R R A
8.1 H H H H H H H EiER =R ralic
8.2 H H H (H |H [{Me |H EHER setra)cl
8.3 H H H |H |H |F H BEER e
8.4 H H H |H |H |CI H [i=k: 4]
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1 2 3 7 8 2] 10

%,;:Lm R R R® |R" |R" |R R A A
8.5 H H H |H H |Br H BEER
8.6 H H H Me |H Me |H [
8.7 H H H [([H [Me |[Me [H EER ik
8.8 H H H H H Me |[Me HER :
8.9 H H H H |F Me |H B2
8.10 |H H H H {ClI |CI H ERE
8.11 |H H H H H |H H CH, BEREKKY
8.12 [H H H H {H |Me |H CH, Eea
8.13 |H H H H H |F H CH,
8.14 |H H H H |H |(C H CH,
8.15 |H H H [(Me |[H |Me |H CH, ]
8.16 |H H H H |Me [Me |H CH,
8.17 |H H H [H |[H |Me |Me |CH,
8.18 |H H H |H |[F Me |H CH,
8.19 |H H H H |ClI |CI H CH,
8.20 |H H H H {H |H H (0]
8.21 |H H H H |[H [Me [H O Eea
8.22 |H H H |H |H |F H 0]
8.23 |H H H |H {H |CI H 0]
824 |Me |H H (H |H |H H [R5 )]
8.25 |Me |H H |[H |H [Me [H ERR HaLHKY
8.26 |Me |H H H (H |F H BEER eakec]
827 |Me |H H [([H [(H |CI H HiRg
8.28 |Me |H H H |(H |Br H [1=8;:3:4
829 [Me |H H |Me|H [Me |[H ERf
8.30 [Me |H H |H [Me [Me |H Hig@
8.31 |Me: |H H [H H |Me |[Me EHiER
8.32 |Me |H H (H |F Me |H BEEa
8.33 |[Me [H H {H |CI |[CI H %3
8.34 (Me |H H |[H [H [H H CH, - BeEREKRY
835 |Me |[H H {H ([H [(Me |H CH, Efe
8.36 |{Me |H H |H [(H |[F H CH,
837 (Me |H |H |H [H |[CI H CH,
8.38 |Me H H Me |H Me H CH; Eea
839 |Me |[H H |H |Me [Me [H CH,
840 |Me |H H [H |[H |Me |Me |[CH,
841 |Me |H H |H |[F Me '|H CH,
8.42 |Me |H H {H |(CI |Cl .|H CH,
843 |Me |H H [H |H |H H 0)
844 |Me |H H (H (H |Me |H 0] e
8.45 |Me . |H H |H [H |F H 0)
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8.46 [Me |H H (H [H |[CI H 0)

8.47 |Et H H |[H [(H [H H ERa

8.48 |Et H H IH |H [Me [H ERg BEeREKRY
8.49 |Et H. H [H-|H |[F H EER Ee
8.50 |Et H H |H |H |CI H EER

8.51 |Et H H |[H [H |Br H B2

8.52 |Et H H |MelH |Me |H ERg

8.53 |Et H H |H [Me [Me |H ERR

8.54 |Et H H |H |[H |Me |Me EER

8.55 |Et H H H F Me |H EEa

8.56 |FEt H H |H |ClI |[Cl  |H ER@

8.57 |Et H H (H |H [H H CH,

8.58 |Et H H [([H |H [Me |H CH, Eea
8.59 |Et H H (H {H |[F H CH,

8.60 [Et H H |(H |(H |Cl H CH,

8.61 |Et H H (Me |H |Me |H CH, )]
8.62 |Et H H |[H {Me [Me |H CH,

8.63 |Et H H |[H [H |Me |Me |CH,

8.64 |Et H H [H |[F Me. |H CH,

865 [Me |Me |CI {H |H |Cl H 0]

8.66 |Me |Me |[H H H H H ERR

867 |[Me |Me [(H |H H |Me |H HER BaEs
868 |[Me |Me |H |H |H |F H HER Fif:c
869 |[Me (Me |H [H |H [ClI. |H EER

870 |[Me |Me |H |(H |H |[H H CH,

8.71 |{Me [Me [H [(H |H [Me |H" CH, Eee
8.72 |Me Me |H |H |H |F H CH» )
8.73 |Me |Me [H H H |Cl H CH,

8.74 [Me {(Me [H |[H {H [H H 0]

8.75 (Me [(Me [H (H |H [Me |H 0] fific]
876 |Me [Me [H |H |H |F H. 0]

877 |[Me |Me (H |H |H |CI H 0]

8.78 |CI Me |CI |[H |H |H H- EER

8.79 [CI Me |Cl |H [H |[Me |[H EEe meoEe
8.80 |CI Me |CI |H [H |F H EER

8.81 |CI Me |CI |{H |H |CI H ERe

8.82 |[CI Me [CI |[H |H |H H CH>

8.83 |[CI Me |CI |[H |H {Me |[H CH,

8.84 Cl Me |CI |[H |H |F H CH,

8.85 |CI Me |CI |[H |H |CI H CH,

8.86 |ClI Me |CI |H |H |H H 0)
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am |[RT [RT R [R” [R® |[R® [R™ |A

;{g?ﬁm MEY
8.87 |ClI Me |CI |[H |H ([Me |H o]

8.88 |ClI Me |CI |H [H [F H 0

8.89 |CI Me [CI |H |H |Cl H 0

8.90 (H H F H |H H H [CE7:) B
8.91 |H H F {H [H |Me |H ERR

8.92 [H H F (H [(H |F H ERR

8.93 |H H F |H |[H [CI H EER

8.94 |H H F H [H [Br H EER

8.95 |H H F Me |H {Me |H e

8.96 |H H F |H |[Me [Me |H EER

8.97 |H H |F H |H [Me |[Me ERR

8.98 |H H F H F Me |H Ere

8.99 |H H F H [ClI |CI H [i=k: 5]

8.100 |H H F {H |H [H H CH, i
8.101 |H H F |H |H [Me [H CH.,

8.102 |H H F |H |H |F H CH,

8.103 |H H F H (H [CI H CH,

8.104 |H H F Me |H (Me [H CH,

8.105 |H H F |H [Me |[Me |H CH,

8.106 |H H F |[H |H [Me [Me |CH,

8.107 |H H F [H |F [Me [H CH,

8.108 |H H F |(H |CI |[CI H CH,

8.109 |H H F [H |H |H H O

8.110 |H H- |[F [H [H |Me |H o]

8.111 |H H F |H |H |F H o]

8.112 |H H F H |H |[CI H 0

8.113 |H H Cl |H H H H ERR B
8.114 |H = |H Ctl (H |H |Me |H [k 52

8.115 |H H. |Cl |[H |H |F H - [k 5]

8.116 |H H Cl |H |H [C H R

8.117 |H H Cl |H |H (H H CH., SBAR
8.118 [H H Cl {H |H [Me |[H CHa

8.119 |H H Cl" |H |H |[F H CH;

8.120 |H. H Cl |H [H |[C H CH;

8.121 |H H Ct |H |[H |H |H 0]

8.122 |H H Cl |[H |H |[Me [H |O

8.123 |H H Cl |[H |H [F H ®]
18.124 |H H. |[Cl [H [H |C H |O

8.125 | cyclopropyl |[H |H |H |H H BER

8.126 | cyclopropyl |H (H [H {Me |H BER

8.127 | cyclopropyl |[H |H |H |F H ERR
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8.128 | cyclopropyl |[H [H (H |[CI H EER
8.129 | cyclopropyl {H |H {(H |[Br H [iE; 5]
8.130 | cyclopropyl |[H [Me |H {Me |H EERR
8.131 | cyclopropyl |[H [H [Me |Me [H ERR
8.132 | cyclopropyl [H [H |(H [Me |Me EER
8.133 | cyclopropyl |[H |H |F  |Me [H ERR
8.134 | cyclopropyl ([H |H |Cl |CI H EER
8.135 | cyclopropyl [H |H |H |H H CH,
8.136 | cyclopropyl |[H (H |H [Me |[H CH.,
8.137 | cyclopropyl [H |H |H |F H CH,
8.138 | cyclopropyl|H [H |H [CI H CH,
8.139 | cyclopropyl ([H [Me |H [Me |H CH»
8.140 | cyclopropyl {H [H ([Me [(Me |H CHy
8.141 | cyclopropyl |[H |[H [H [Me |[Me [CHa
8.142 | cyclopropyl |[H [(H |F [Me |H CH,
8.143 | cyclopropyl |[H |H {[CI |Cl H CH,
8.144 | cyclopropyl |[H- |H |H [H H 0]
8.145 | cyclopropyl |[H |H |H [Me |H 0]
8.146 | cyclopropyl |[H [(H |H [|F H 0
8.147 | cyclopropyl [H |H |H |CI H 0]
8.148 | cyclopropyl [Me [H |H |H H ERR SRR
8.149 | cyclopropyl [Me [H |H [Me [H EER
8.150 | cyclopropyl [Me [H |H [F H EER
8.151 | cyclopropyl [Me |H |[H |Cl |H R
8.152 | cyclopropyl |[Me |H |H |H H CHaz AR
8.153 | cyclopropyl |[Me ([H |H [Me [H CH,
| 8.154 | cyclopropyl [IMe |H [H |F H CH, -
8.155 | cyclopropyl [Me |H |H |Cl H CH,
8.156 | cyclopropyl (Me [H |H |[H H ®)
8.157 | cyclopropyl [Me |H |[H [Me |H 0
8.158 | cyclopropyl {[Me |H [H |F H O
8.159 | cyclopropyl (Me |H (H |Cl H 0
8.160 | cyclopropyl |F H {H |H H EEe Faficy
8.161 | cyclopropyl {F H |[H |[Me |H EE®
8.162 | cyclopropyl | F H |H -|F H ERR
8.163 | cyclopropyl |F |H |H |CI H EER
8.164 | cyclopropyl {[F |H [H [Br |H ER®
8.165 | cyclopropyl |[F |{Me |H [Me |H [=E:5:]
8.166 | cyclopropyl | F H |[Me |[Me |H ERR
8.167-| cyclopropyl | F H |[H [{Me [Me HER
8.168 | cyclopropyl |F|H |F [Me |H [i=k; 5]
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8.169 | cyclopropyl! |F H |[CI |CI H B
8.170 | cyclopropyl |F H |H |H H CH; i]ic)
8.171 | cyclopropyl |F H |H [Me |H CHa
8.172 [ cyclopropyl |[F |H |H |F H CH,
8.173 [ cyclopropyl [F [H |H |CI H CH;
8.174 | cyclopropyl |[F [Me ([H [Me |H CH.,
8.175 | cyclopropyl |F H [{Me |[Me |[H CH;
8.176 | cyclopropyl [F |H |H |Me [Me |CH.
8.177 | cyclopropyl [F [{H |F Me |H CH;
8.178 | cyclopropyl |F H [CI |CI H CH,
8.179 | cyclopropyl |[F  |H |H [H H 0
8.180 | cyclopropyl |F H |[H [Me |H 0
8.181 | cyclopropyl |F H [H |F H 0]
8.182 | cyclopropyl |F H |H [Cl- [H O
8.183 | cyclopropyl |CI [H |H |H H ERR i)
8.184 | cyclopropyl |ClI [H (H [Me |H EER
8.185 | cyclopropyl |CI |H |H |F H EER
8.186 | cyclopropyl [CI |H |H |Cl H HER
8.187 | cyclopropyl |Cl |H [(H |H H CH; k]
8.188 | cyclopropyl [CI [H |H [Me |H 'CH,
8.189 | cyclopropyl |[CI |H |[H |[F H CH»
8.190 | cyclopropyl |CI |H |[H |CI H CH,
8.191 | cyclopropyl |Cl |H [H |H H |O
8.192 | cyclopropyl |CI [H [H  |[Me |H O
8.193 | cyclopropyl |Cl |H H |F H 6]
8.194 | cyclopropyl |CI |H |H [CI H 0
8.195/Me [Me |F |H |H [H {H ERE !
8.196 |[Me |Me |F H |H [Me |[H EER BiseER
8.197 |[Me [Me |F |H |H |F H ERR ]
8.198 [Me [Me |F |H [H |CI H EER
8.199 |[Me (Me |F |H [H [Br H ERR
8.200 [Me [Me |F Me |[H [(Me |[H ERe ,
8.201 |Me |Me |F H [Me [Me  |H =83 ERER R
8202 |[Me [Me |F |H |H [(Me [Me ERR '
8.203 |[Me |Me |F H |F Me [H ERR
8.204 [IMe [Me (F |H |ClI |CI H ERa
8.205(Me |(Me |[F [H |[H |H H CH, KEEER
8.206 [Me (Me |F |H |H |Me |H CH, Al
8.207 (Me (Me |F {H |H |F H CH, :
8.208 ([Me [(Me |F |H |H |CI H CH» ,
8.209 [Me |Me |F [Me |[H [Me |H CH, e
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8.210 |Me |[Me |F H [Me |[Me |H CH,

8.211 |Me |Me |F H |[H [Me [Me |[CH,

8.212 |Me Me |F H F Me |H CH;

8.213 |Me |Me |F H |CI |CI H CH,

8.214 | Me Me |F H H H H O

8.215|Me |Me |F H |H [Me |H 0) fEge
8.216 |[Me |Me |F H |H |[F H (0]

8.217 |Me [Me |F H [H |Cl H (0]

8.218 |Me Me |CI |H H H H BHER

8.219|Me [Me |CI |[H |H |Me |H EER \EeEn
8.220 |[Me [Me |CI |H |H |F H EEa

8.221|Me |Me |CI |[H |H |CI H R

8.222 |Me [(Me |CI [H |H |H H CH,

8.223 |Me Me |CI |H H Me |H CH,

8.224|Me |Me |CI [H |H |F H CH,

8.225 |Me Me |ClI |H H Cl H CH,

8.226 |Me |Me |CI |[H |H |H H |O

8.227 |Me |Me |Cl [H |H |Me |H (0]

8.228 {Me Me |CI |H H F H O

8.229 | Et H H H Cl |CI H CH,

8.230 | Et H H |[H |H |H H 0]

8.231 |Et H H H H Me |H O i
8.232 | Et H H H H F H O

°8.233 [OMe |H H H H H H EER )]
8.234 |OMe |H H (H |H |H H CH, i)
8.235 |OMe |H H H H Me |H EHiEa

8.236 |OMe |(H H H |H Me |[H CH, .
8.237 |[Me |Me |F F [H "|H H (@) Eea
8.238 |H H H F H H H O BaEg
8.239 |Me H H F H H H O BE
8.240 | Et H H F H H H O 7]
.8.241|Me |Me (F [|Me [Me |H H (0] Rk
8.242 |Me |H H {Me |Me |H H @) R
8.243 |[Me |Me |F H {H |OMe |H [E:4: SR
8.244 |Me |H H (H |H |OMe |H ERR SR
8.245 |Me |Me |F H |[H |Et H ERR A
8.246 |H H H H H Et H 8 i)
8.247 |IMe |Me |H H H |Et H ERE 7)icd
8.248 |Me H H H H Et H EER Fakic]
8.249 | Et H |(H |H |H |Et H R Egae
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L
8.250 cs:g;,:3 H [H |[H |H [Et [H . s
8251 |CHx[H |H [H [H [Me |H [CH;

SCF; Bk
8.252|Me [Me [H [Me [H [Me |H [CH; Eifa
8.253|OMe|H |H [Me[H [Me |H [CH, BeEe
8254|F |F |F [H [H [H [H |[CcH, Eie
8255[CN [H [H [H [H [H [H |CH. EemE
8256|F |F |H [H [H |H [H |[CH, Ete
8257|Pr_|H [H |H [H [Et [H [CH, Ee

X SHAVEHRED
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&Y%k 8.58: BB 135—138C » FEXE+69.0°:
CEWHRS 8.61 ° HE 178-180C

t & WHmH 8.67 5 B 83— 84C

hEMmE 8.68: 155 67— 68°C > HE N E+74.2°
hCEMHESF 8.71 1 BB 73— 75C » FEXE+77.7°;

K EWHES 8.75: BB 75— 78C » FEHE +59.4°
tEYWHE: 8.79: BB 149—-151TC

& HmSE 8.90: JFBE 163 - 165C » KEX E +91.6° ‘
WEWES 8.100: BB 114—-117C » HFEHRE +94.1°

L EYHmIK 8113 BB 63— 68C » lEHE+77.6";
e 8.117  fE X E +64.0°
& MmoE 8.152: g ¢ B +75.3°;
k& YHmT 8.160: BB 70— 75T » g X E+75.0;

k& Hwm 8.195: BB 125— 126°C » e St E +87.7

thEYRmIK 8.196 ° BB 87— 89T

K EYHmB 8.197 : /BB 87— 89C » fE S E +68.8°;
& WHE 8.205: BB 165— 167C

&R 8.206: BB 87— 90C » KEL E +60.5° ;
& ) At 8.209: /BB 90— 93T

ftEMHwmI 8.215: JF B 100—-108C - fig ot & +42.0°

& HwmskE 8219 BB 136— 138C ;
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e
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op

£ T E 8K

8.231 : 1B 8 70— 75°C » HE 5 B +49.3°
8.233 : A EL 148—155C - KE E +86.9°
8.234 : 5 % 135— 140TC - FEX E +81.8°
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1364 |[Et|ICl [Me H |H |c [H |O
1365 |[Et ICl [Me [H [H [Br [H |O

x 14 A (le—-1) hEY:  HPEERS 2 1*2
R FENIBEALAEZEBILBMWEE - JAED (1*RS > 2RS)

(Ie1)

1 3 6 Y4 8 <] 10 -
g R A A A A A A R
‘ BEREEIN B
141 |[Me|lF [Me H [H |H H HEg
142 ([(Mel|lF [Me H |H |Me |H EiEa
143 |[Me|lF Me H |H |F H [1=E;5 4
144 |[MelF Me H |H |CI |H HEg
145 |MelF [Me [H [H |Br |H EZg
146 |[MelF |Me |Me|H |[Me |H B
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1 3 ] 7 8 2] 10

feam R'|R° |IR® [R" [R"|R® |R™ |A —
w5 BESX /S B
147 [Mel|F |Me |H |Me|Me |H ERZ
148 |MelF [Me |[H |H |Me [Me ER2
149 |Me|lF |Me |H |[F |Me |H ERE
14.10 |MelF |[Me [H |CI |CI |H ER2
14.11 (Me|lF Me H |[H [H [H |CH2
14.12 |Me{F [Me |H |[H |[Me |[H [CH;
14,13 [Me|lF (Me H [H |[F |H |CH;
14.14 [Me|lF [Me [H [H [CI |H CH;
14.15 |Me|F [Me |Me[H |Me |[H |CH;
14.16 |[Me|F |Me |H |Me{Me |[H |CH;
14.17 [Me|F |Me |H [H [Me |Me |CH,
14.18 |[Me|F |Me |[H [F |[Me |H |[CH;
14.19 |[Me|lF (Me |H [CI |CI |H |CH;
1420 |MelF Me H H |H |H [O
14.21 [Me|lF Me [H |[H [Me |H O
1422 [Me|lF Me |[H H [F |H |O
14.23 |[Me|F |Me H [H |[CI. |H |[O
14.24 (Mel|Cl Me |[H H [H |H EER
14.25 |[Me|Cl (Me |H [H |Me |H EEa
14.26 |[Me|Cl Me |H |H [F |H EEZR
14.27 |Me|Cl Me [H |H |CI |[H BEER
1428 |[Me|Cl Me H H |H |[H |CH;
14.29 |[Me|Cl Me [H |[H |[Me |[H |CH;
14.30 |[Me|Cl Me [H |[H |[F [|[H |CH;
14.31 |[Me|Cl Me [H |[H |CI |H |CH;
14.32 |[Me|Cl Me H H |[H [H |O
14.33 |[Me|Cl Me H |[H [Me [H |O
14.34 [Me|Cl Me [H |H JF [H |O
14.35 |Me|Cl Me H |H [CI [H |O
1436 |[Et F Me H H |[H (H EER
1437 |[Et F Me H |[H |[Me |H [i=E; 5
1438 |[Et F Me H H |[F [H B
1439 [Et [F [Me [H |[H |CI |H EEe
1440 |[Et F Me H |[H |Br [H EER
1441 |[Et |ICl Me H [H |H |H ERE
1442 |Et |Cl Me |[H |H |[Me [H EER
1443 |[Et |ICl Me H [H |[F |H e
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RTIRPIR® [R"IR® R |[R™ [A
wew MR

Be /5

1444 [Et [CIMe |H |H |CI |H EER
14.45 [Et |Cl Me [H [H |Br |H BER
1446 |[Et [F Me H [H |H |H |[CH;
1447 [Et [F Me [H |H [Me |H |CH,
1448 [Et [F Me H H [F |H |CH.
1449 [Et [F Me [H |H |cI |H |[CH;
1450 [Et [F Me [H [H IBr |H |CH,
1451 [Et [ClMe [H [H |H [H [CH,
1452 [Et [Cl[Me H |[H [Me |H [CH,
1453 [Et [CIIMe [H [H [F |H |CH,
1454 [Et |Cl Me |H |H |CI |H |[CH,:
1455 |[Et |ICI [Me [H |[H [Br [H |[CH;
1456 [Et [F Me [H [H[H [H |oO
1457 [Et [F Me [H [H [Me |H O
1458 Et|[F Me [H H[F H O
1459 [Et [F IMe [H [H |[cI [H O
1460 [Et [F Me [H [H [Br [H O
1461 [Et |ICI]Me H [H[H [H |O
1462 [Et |ICIMe |[H [H [Me [H O
1463 [Et[CiIMe HH|]F [H |O
1464 [Et |CI|Me H [H [cI [H [oO
1465 [Et [Cl']Me H |H [Br [H [O
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THEME 15 IRBER (V) FimehBMy ®2F
AER#EBmaALX (la—1) ~ (Ib) ~ (lec) + (le—=1)

(1d) ~ (1d=1) ~ (le) ~ (le=1) ~ (1k) - (
) R (Ip) haW - B Ehy R BBEA LAY
 HEEES Y BEF LM BB B WA KB (2RS) -

*£ 15
wam R° |R” R R [R™ |A BRI
Ees BENEINE
15.1 H H H [|H H BEER
152 H H H |Me |H EER HCI BB
153 |H H H [F |H | === HOBE®()
154 [H H [H |[CI H BEe
155 |H H |H Br H fi=k;¢ 4
156 |[H |Me |H [(Me [H [1zk:::
157 |H |H |Me [Me |H | mmm |(b)
158 [H [H |H |Me [Me ERR (c)
159 |H |H |F [Me |H | ==& |d)
1510 H [H |CI |CI H [E::E:
15.11 |H H |H [H H CH»
15.12 |H H H |[Me |H CH» HC BEeme >260 °C (e)
15.13 |H H [H |F H CH,
15.14 |H H |H |Cl H CH,
15145 [H |H [H |Br H CHa,
1516 |H |Me |H |Me |H |CH HCIME@EE  254-268 °C (1)
15.17 |H H |Me |[Me [|H CH> - '
15.18 [H H [H |Me |Me |CH>
15199 H [H [F [Me |H CH,
1520 |[H |H |CI |CI H CH>
521 H |H H |H [H |0 |
1522 H |[H |H [Me |H |0 HCl BEREE >260 °C (g)
1523 H H |H |F H |[O ' ;
1524 H |H |H |[CI H |[O
1525 H |H - [H |Br H 0]
1526 |H |Me [H [Me |H |0
15.27 |H H [Me [Me |H O
1528 H (H |H [(Me |Me |O
1529 H [H |F Me |H O
15.30 |H H |ClI |CI H O
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wam R [R” [RE R [R™ |A YRR
R BESL /SR
15.31 [Me [H |H |H H ERa
1532 Me [H |H |Me |H BERR
1533 |[Me |[H |H |F H ERR
1534 (Me [H |H |Cl H ERa
1535 [Me |H |H |Br H ERR
15.36 |[Me [Me H [|Me [H R
15.37 [Me (H [|Me |Me [H EEa
1538 [Me [H |H |[Me |Me ERe
15.39 (Me [H |F Me |H EZR
15.40 |Me |[H [CI |CI H ERg
1541 Me H |H |H H |CH;
1542 [Me [H |[H [Me |H |CH;
1543 |Me H [H |[F H |CH,
1544 |[Me [H [H |CI H |CH,
1545 |[Me H |[H |[Br H |CH,
1546 |Me [Me [H [Me [H |CH;
1547 |Me [H |Me [Me |H |CH:
1548 Me [H |H [Me |Me |CH;
1549 Me [H [F [Me [H |CH;
15.50 |Me [H |CI |[CI H |CH;
1551 Me H |H [H H |0
1552 Me H H |Me |H |O
1553 Me H |H |F H |O
1554 Me [H |H |[CI H |O
1555 Me H |H |Br H |0
1556 |Me Me H |Me |H |O
1557 [Me |H |Me |[Me |H |O.
1558 Me (H |[H [|Me |Me |O
1559 Me |H |F |Me |H |O
15.60 |[Me [H |CI |CI H |0
15.61 |H H H Et H B2 HC) BE#eme: >260 °C (h)
1562 H |F |H |H -|H HC @Eee (i)
1563 |H [Me [Me |H H |O HCl BEE2  241-245 °C (j)
1564 |H |H |[H |OMe |H e HC) 8 ee

R ISAZZE®H MR
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(a) '"H- NMR ( DMSO) 8.8 ( br> 3H) + 7.5 (m -
1H) » 7.3 (m~-»> 1H) » 7.1 (m=>+» 1H) » 4.7 (m~» 1H) >
3.0(m>» 1H) »2.8(m> > 1H) »2.5(m:*» 1H) » 2.0 (m
» 1H)

(b) 7.14 (s> 1H) > 6.98 (s> 1H) » 4.30 (t-» 1H
) > 2.87 (ddd> 1H) »2.72 (m > 1H) > 2.45(m - 1H)
» 2525 (s> 3H) »2.24 (s> 3H) > 1.62(m~> 1H)

(c¢) 7.03 (d: 1H) » 6.99 (d> 1H) - 4.50 ( dd -
IH) » 3.12 (m> 1H) » 2.79 (ddd > 1H) » 2.38 (m - 1H
 »2.30 (s> 3H) »2.25(s> 3H) » 1.88 (m~ 1H)

(d) 7.12 (d> 1H) > 6.83 (d>» 1H) » 4.30 (t- 1H
 »2.90 (ddd> 1H) > 2.75 (m > 1H) » 2.50 (m - 1H)
v 2.24 (s» 3H) » 1.64 (m~ > 1H)

(e) (DMSO) 8.5 (br»3H) » 7.4 (s> 1H) - 7.1
(m>»>2H) » 4.3 (t> 1H) » 2.7 (m=» 2H) » 2.25 ( s>
3H) > 2.1—1.6 (m> 4H)

(f) (DMSO) 8.4 (br>» 3H) » 7.15 (s~ 1H)
6.95 (s> 1H) > 4.3 (br> 1H) » 2.5 (m:> 2H) » 2.25 (
s> 3H) »2.15(s>3H) »>2.0—1.6(m: 4H)

(g) (DMSO) 8.8 (br» 3H) » 7.4 (d> 1H) -
7.05 (dd > 1H) » 6.75 (d> 1H) + 4.4 (br» 1H) - 4.2
(m>»2H) »2.25(s» 3H) »2.3—2.0(m:> 2H)

(h) (DMSO) 8.6 (br» 3H) » 7.5 (s> 1H) =+ 7.2

(dd:>»2H) » 4.7 (t>» 1H) »3.0(m:> 1H) > 2.8 (m:
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1H) » 2.6 (qg->2H) »2.5(m=:»1H) »2.0(m: > 1H)
1.2 (t» 3H)

(1) (DMSO) 8.9 (br:» 3H) » 7.4 (d> 1H) = 7.2
(m>1H) »6.95(m=> > 1H) » 4.5 (t> 1H) > 4.3 ( m~
2H) » 2.4—2.1 (m>» 2H)

(j) (DMSO) 8.7 ( br» 3H) 7.3 (d > 1H) -
6.75 (d > 1H) » 4.4 (t> 1H) » 4.3 (m>2H) » 2.2 (s
»3H) » 2.3-2.1(m~>»2H) »2.0(s> 3H) -

THEHAAX 16 Bl pidt&X (Va) Frr 2 R Bk 48 -
® F 1% B 2K & s a0t X ( If) (If—1) (Ig) (Ig
- 1) (1j) ~ - (Ij=1) B (IL) k& ¥ -

| % 16
%@m R® [R" [R® |R® R’O‘A _—
16.1  Me [H |H [H |H EEg HC! EBE#a(2)
16.2 [Me H |[H [Me [H EER HC) BB E#3(b)
163 |Me [H H [F [H EER
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wam R [RT R [R° RV |A e
b i
16.4 [(Me H |H |CI |H EEg
165 [Me |H H |Br |H HER
16.6 |Me [Me |H [Me [H BEEe
16.7 |[Me |[H |Me |Me [H [1=E: 757
16.8 |Me [H [H [Me |Me R
169 |Me [H |[F [Me |H EER
16.10 [Me |[H (CI [Cl |H | &Ezg
16.11 Me H |H [H |[H |CH; HCl BEREE: 246-247°C (c)
16.12 Me [H [H {[Me |H |[CH;
16.13 Me H [H |[F |[|H |[CH;
16.14 (Me H |H [CI |H [CH;
16.15 [Me |[H |H |Br |H |CH>
16.16 |[Me |[Me [H |Me |H |CH;
16.17 |Me |[H [Me |[Me [H |CH;
16.18 Me |[H |[H [Me |Me [CH;
16.19 |[Me [H [F. |Me |[H |CH;
16.20 [Me [H (CI |CI |H |CH2 :
1621 Me H H |H [H 1O HC) B
16.22 Me H |H |Me H |O
1623 Me H [H |F [H |O
1624 Me [H [H |CI |[H |O
16.25 Me |[H |H |Br H |O
16.26 Me [Me H [Me (H |[O
16.27 Me [H |Me [Me H |O
16.28 Me H |H |Me |[Me |O
1629 Me H |F |[Me H |O
16.30 [Me [H |CI |CI |H |[O

0

16 W2 2 B & % A9 5 %

(a) (DMSO) 88 (br:»3H) » 7.7(d> 1H) » 7.3
(m>» 3H) » 4.3 (br> 1H) » 3.2 (m-> 1H) +» 2.5 (m:
2H) » 1.2 (d:» 3H)

(b) (DMSO) 8.8 (br:» 3H) =+ 7.4 (s > 1H)
7.15 (m~» 2H) » 4.2 (br» 1H) » 3.2 (m> 1H) 2.5 (
m>»> 2H) » 2.3 (s> 3H) » 1.2 (d>» 3H)

(c¢c) (DMSO) 85 (br» 3H) » 7.6 (dd: 1H)
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7.2 (m>» 3H) » 4.1 (br> 1H) »2.8(m> > 1H) » 2.2 (m

»1H) »2.0(m=->1H) » 1.5(m> 1H) » 1.1 (d:» 3H)

THEARXx 17 flrmmkd@X (Vb)) fraR & Mg E

BEFRBERRFBAMEN (Ih) ~ (Th—1) ~ (1i) - (I
-1) kR (Im) k&Y -
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= 17
wvam R® R [R® R [R" |A R
=i
171 Me H |H [H H BEEZ HC BBE#RBEE 245-260 °C
1772 Me H |[H ([(Me [|H HER
173 |[Me [H |H |F H EER
1774 |Me H |H |[CI |H EER
175 Me H |[H [Br |H BERg
176 [Me |[Me [H ([(Me |H [i=8; 5
177 Me |[H |Me Me |H BR2
178 |Me H |H [Me |Me B
179 |Me H [|F [Me |H EER
17.10 Me (H |CI [CI |H EER
1711 Me H |H [H H |CH:
1712 Me H |H [Me |H |CH;
1713 [Me [H |H |F H |[|CH;
1714 Me H |H |CI [H [CH;
1715 Me |[H |H- |Br [H [CH;
17.16 |Me |[Me [H |Me |H |CH;
1717 Me |H |Me |Me [H |[CH,
17.18 Me |H |H |Me [Me [CH;
17.19 Me |[H |[F |Me |H |CH;
17.20 |Me |H |CI |CI |H |CH;
1721 Me H H [H H |0
1722 Me H |H |Me |H |O
1723 [Me H |H |F H |O
1724 Me H |H |CI |[H |O
1725 Me H |H [Br [H |O
1726 Me Me |[H [Me |H |O
1727 Me H |[Me [Me |[H |O
1728 Me H |H |[Me |Me |O
1729 Me H |[F |[Me |H |0~
17.30 [Me |H |CI |CI |H |O
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= 18 K 19: & (XIIl) & W

Xi)

AP RI'BEZEE (LAYWER 18.1 £ 18.63) 5%
FERZ2EBE (LEWHEE 191 £ 19.63) » BHEH bt >

REBBREZLAYWHEBERT » HEIS 2 2R F LM ‘
A S WEE > JRED (2RS) -
wam  |CPd R®IRTRTIRTR™ A I
e B SRV

18.1 19.1 H |H |H |H |H EER

18.2 19.2 H |H |H |Me [H EER

18.3 19.3 H H |H F H EER

18.4 19.4 H JH |H|c |H EER

18.5 19.5 H |H [H [Br |H | ===

18.6 19.6 H Me |H Me [H B

18.7 19.7 H |H |Me [Me |H EER

18.8 19.8 H H H Me [Me [CE;5 4

18.9 19.9 H H F Me ([H | Era

18.10 19.10 H A |cl o |H EER ®
18.11 19.11 H [H |H |H |H |CH,

18.12 19.12 H H H Me [H CH,

18.13 19.13 H |H |H_F |H |chH,

18.14 19.14 H |H |H_|CI |H _|CH,

18.15 19.15 H |H [H |Br |H [CH,

18.16 19.16 H Me [H Me [H CH,

18.17 19.17. H H Me |Me . [H CH,

18.18 18.18 H H H Me |Me [CH;

18.19 19.19 H H F Me |H ‘ICH»

18.20 19.20 (H H |C Cl H CH,
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Cpd R® [R” [R® [R® [R™ JA
x| VEYERIEEL/
B BERE/SR

18.21 19.21 H [H [H H H O
18.22 19.22 H [H H Me [H 0
18.23 19.23 H [H |H F H 0
18.24 19.24 H [H [H ct [H [6)
18.25 19.25 H [H [H Br |H o
18.26 19.26 H [ve [H Me [H O
18.27 19.27 H [H [Me [Me [H 0
18.28 19.28 H [H [H Me [Me [O
18.29 19.29 H [H |F Me [H O
18.30 19.30 H [H [ Ja [H 0
18.31 19.31 Me [H [H H H BER
18.32 19.32 Me [H [H Me |H EER
18.33 19.33 Me H [H F H o
18.34 19.34 Me [H [H cl |H BEER
18.35 19.35 Me [H [H Br |H BER
18.36 19.36 Me [Me H = [Me [H BER
18.37 19.37 Me [H [Me [Me |H BER
18.38 19.38 Me [H [H Me [Me EER
18.39 19.39 Me [H |F Me |[H BER
18.40 19.40 Me [H [cI [cr [H EER
18.41 19.41 Me [H [H H H CH,
18.42 19.42 Me [H [H Me [H CH,
18.43 19.43 Me H [H F H CH,
18.44 10.44 Me |H [H S CH,
18.45 19.45 Me [H [H [Br [H CH,
18.46 | 19.46 Me. |Me [H Me |H CH,
18.47 19.47 Me [H [Me [Me |H CH,
18.48 19.48 Me [H [H Me |Me |CH,
18.49 19.49 Me [H |F Me [H CH,
18.50 19.50 IMe [H Jcr fcor |H CH,
18.51 19.51 Me H [H H H o
18.52 19.52 Me |[H [H Me |[H 0
18.53 19.53 Me H [H F H 0o
18.54 19.54 Me H [H cl |H o
18.55 19.55 Me [H [H Br [H 0
18.56 19.56 Me [Me [H Me |H [O
18.57 19.57 Me H [Me [Me [H 0O
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[ 7 8 ) 10
wem | wam X ROROPRORTA YR HIRB
bi=td b1 BEFEISB
18.58 19.58 Me |[H |H |Me [Me |O
18.50 19.59 Me H [F |Me |H |0
18.60 19.60 Me |[H |CI _|Cl |H |0
18.61 19.61 H |H |H |Et |H T
18.62 19.62 H |[F [H [H |H |0
18.63 19.63 H |Me [Me |H |H |O

X 20K 21: X (XIlla) b &Y

(Xllla)

KPP R'BEZBEEZ (LAWER 201 T 20.30)
PR ZEE (LAYWHESE 21.1 F 21.30)

fam | fan R® [R" [R® |R® [R™ |A —
201 1211 [MeH H [H [H [k 5
202 212 [Me |H |H [Me H [k 5 ]
203 213 |Me |H |H |[F |H EER
204 214 |[Me |[H |H [CI |H EER
205 215 Me H |H |Br [H ERR
206 |216 |Me [Me [H [Me [H Ik, 20 ]
20.7 217 |Me |[H ([Me [Me (H [i=E; 5
208 |121.8 . [Me |[H |H (Me |[Me | E®
209 1219 |[Me |[H F [Me |H ERe
20.10 [21.10 [Me [H [C [ H | az=
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PN ~ 5 R’ B g 0
%é;’g% g;’im R> [R" [R® |[R” |R™ |A ——
20.11 12111 Me H [H |H |H |CH;
20.12 21.12 [Me |[H |H |[Me [H |CH2
20.13 |21.13 Me [H [H |[F |H |CH;
20.14 |21.14 Me H |H |CI |H |CH:
20.15 121.15 Me H [H |Br |H |CH;
20.16 |21.16 |Me [Me [H [Me |[H |CH:
20.17 |21.17 |Me [H [Me |[Me |H [CH2
20.18 (21.18 |Me H [|[H |Me |Me |CH;
20.19 (21.19 (Me H |F [Me |[H |CH;
20.20 |21.20 |Me-|H |CI [CI |H |CH:
2021 12121 Me lH H [H |H |O
20.22 12122 Me [H |H [Me |[H |O
20.23 12123 [Me H |H |F [H |[O
2024 12124 Me H |H |CI [H |[O
2025 |21.25 Me [H |H ([Br [H |O
20.26 |21.26 |Me [Me H [Me |[H |O
20.27 121.27 |[Me |[H |Me [Me |[H |O
20.28 2128 |[Me [H [H |Me |Me |O
20.29 2129 Me |[H |F (Me |[H |O
20.30 |21.30 [Me [H [CI |CI |H |[O

x 22k 23 & (XIIb) k&Y

(XIlIb)

A R'BERZERE (LEWHESE 22.1 £ 22.30)

XHFRZEE (LEYWHESR 23.1 £ 23.30)

4{1‘3% 'ﬂf,‘i%% RB R7 RH Rg R10 A . %E&g
] fe st .
221 231 [Me H [H [H |H EER

222 232 |Me |[H [H |Me |H EER
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PN P 3 7 B g 10
g;m ;;égfg% R* |IR" |[R® |R" |R™ |A —
223 233 |[Me H |H |F [H BEE2
224 1234 [Me H |H |CI [H EER
225 235 [Me H |H Br [H Ega
226 |236 |Me |[Me |[H |Me (H EEZ
227 123.7 |Me |H [Me |Me |H B2
228 |238 [Me [H |H |Me Me | Eg®
229 239 |Me [H |F |Me |H BEER
22.10 |23.10 [Me [H |CI (CI |H ER2
2211 2311 [Me H |H |H |H |CH;
2212 |23.12 Me H [H |Me |H |CH;
2213 12313 [Me H |H |[F |H |CH;
22.14 |23.14 [Me H [H |CI |H |CH;
2215 |23.15 [Me H |H [Br |[H |CH;
22.16 |23.16 |Me |[Me [H [Me |[H |CH2
22.17 |23.17 |[Me H [Me |[Me |[H |CH>
22.18 |23.18 [Me H |H [Me |Me [CH,
22.19 |23.19 Me H [F [Me [H |CH;
22.20 [23.20 [Me |[H |[CI |CI |[H |CH;
2221 (2321 Me H H |H [H |O
2222 |2322 Me H |H [Me |[H (O
2223 12323 Me H |H [F |H |O
2224 2324 Me |H |H |CI |[H |[O
2225 2325 Me H [H |Br [H |O
22.26 |23.26 |[Me [Me H |Me |H |O
2227 |23.27 Me |H |Me [Me |[H |[O
2228 (23.28 [Me [H [H |Me (Me |O
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