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] 0.0003 0.0002 0.0015
K 0.0006 0.0006 0.0025

RAER/RH BRAEABN - BREAFPAFRBFRORHE - A
ARBHBEHSGERBIP TFTEEL D ~ B~ B R F
Blitfoal d LB(RANFERDGORT  Ad o EBE
GBEERTEERE) - AALEAERPBRY S E R
M FAEK FAE - BKE - -BLULEFHEHE - AR}
GHHLSHARUMBAZIHTAEAA T~ 3AH PR
B o MR eybBARBMHMAZIHTFERRKEAL S
W B RERANRAB S A FRAFTHAHEA ~
A - BEA ~ LALH ~ BEH s FEeH - RAEFH A
ARELERGE - ZBHH B ERAPPRALHAEEE R
A o BTEBENSEE  AILAWRELANERALR
BRBMAEHD(AAR B RRXELBAEAT REFHF)N
XBEREE -

oA A KIS HWAALBEARBENE - E&Le
WP RERERE S R R B THEARERE
ok ~ R E = TR AR AR T REL S 4-5EEK-5,6-
— WA A ~2-B R A-4,5- = F RGBT~ AR BEeE Bk -
BiEeEer s SRR TFTARAEAERR2-HEE-4,5-ZFEAE R4
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A7
B7

B~ IIBLEA (15)

YA i R EBRE M S A A B X 4 3 B B (BT e B e AT A
W) el Bt B VE ML o

BEBAFHZ -—#RRAS BRI RBEyERA S
FREAFERERY e E A PPEIRAEASNRE - XI[1LEH
MRS TAEARERASS s A ZTAL1:40(0AF &3
YRR EEH)ZE A1 10E1: 284 o

B » w AR TLAOEAHZBAZTAYAILE P
400 A B FARBok ) RHAARATSAH208 8B AE
Aoy RIS HPI00EBAHRETFREL ES5EABRET S
HA0E L RIS 2008 BT REg -
#RBEEBHEHO2ELE2EBERARANXILEYS A
AR A
RILAHIRHBAROEERSPRABRELSGAFE R XK
REFZF LT A2 o

AFTEWEH A RENR o

Tl

1.1.(E)-(RS)-3-[5-(2,4-—F A Ew-5-%AF £)-2,3-=

PRA-KE]-1-(1- K £ TH-BR-2-2]- A H A LA
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A7
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A (16)

HI8EHANN-—F EFTEEEPa1.25%85-(3-8-4,5-=
FPRA-FE)-ER-2,4-—BERISELE-(ZXEB)-4
(I-— &L ERMHBELI20C > A HLBERAALETEH
NN-—FPEFERNISEA=CRBEFHB850E L (RS)-1-
(1- X A-1H-8k%-2-R)-ARFERBERE - £120C
300 MR RBME  BREERGVWAEABAXALELERES
AW AIB0ARB LA AR E (RN A FR/TF &
/25% 8,95:5:0.5 v/iv) o &4t iy REERIRT
BEERKE e BRI RXTEEWIIOE £(19%)(E)-(RS)-3-
[5-(2,4- —Me RoEwe-5-KF K)-2,3- = FRHAEA-KXK]-1-
(1- X &-1H-8k"%-2-%X)-A% 8 > m.p. 130°C -
AT U mAERT L L
12. (E)-(RS)-3-[5-(2,4-—pe X FEw-5-XF %£)-2,3-= |
PR A-EA]-1-(1-vkot-2- A-1H-Thoh-2- £)- & # |
B > m.p. 146°C o 1

13. (E)-(RS)-1-(1-T & -1H-8k "% -2-%)-3-[5-(2,4-= _I T
Bk k-5- BT A)-2,3-=2FRA-KA]-A %8 i

(P2 o B ( Br ek B sk )

|

m.p. 110°C, dec ° ]
14. (E)-(RS)-3-[5-(2,4- =~ A Fw-5-XF £)-2,3-= {
TR E-XE]-1-(l-%kh-2-A-1H-8kE2-2-%)-A% |

B > m.p. 140°C o | I

15. (E)-(RS)-3-[5-(2,4- = e A w-5-% F £)-2,3- = {
PRA-KA]-1-(1-Eok-2-%-1H-Bk5-2-%)- & % |

8 > m.p. 145°C o {

|

|

I

|
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1.6. (E)-(RS)-2-(2-{3-[5-(2,4-—pe hFw-5-£F £)-
2.3-—FAE-FXA]-AKBAE)-1,2- =R -BhE-1-4
)-N,N- = F A-X-%FE m.p. 1607C -

1.7. (E)-(RS)-3-[5-(2,4- ~ Xk Fw-5-K7F %)-2,3-=
_Wi%ﬁ%}bﬂ«b:?%%?%&%@&mﬁ%
2-EA-%H %8 > m.p. 106C, dec °

1.8. (E)-(RS)-3-[5-(2,4- —pr A okwg-5-%X F %)-2,3-=
TR EK-KE]-1-[1-(5-F R-wbeg-2-%K)-1H-Fk"*%-2-

A£]1-% %8 > MS(ISP):536(M+H)"

19. (E)-(RS)-2-(2-{3-[5-(2,4-—fc K Fm-5-XF £)-
2,3-—WERE-FXEA]-AH @ A}-1,2-—fBEKE-1-%)-
BXEB(EHERERAY) > MSUSP):527(M+H)" -

1.10. (E)-(RS)-2-(2-{3-[5-(2,4- =M KB -5- % F &)-
23- P AREA-FEA]-AHEBEA}-1,2-—R-BKkE-1-4&
)-% BRI (JE H e B R & %) » MS(ISP):541(M+H)" -

111. (E)-(RS)-3-[5-(2,4- = A Ew-5-X F £)-2,3-=
TR E-KEA]-L-[1-(2-RARKR-"FK)-1H-Bk"k-2-%]-
% % & > MS(ISP):501(M+H)" - |

112. F £ (E)-(RS)-2-(2-{3-[5-(2,4-— e A "Ew-5- % ¥
£)-2,3-—FAAE-FXE]|-AHBERA}-1,2- = 8KEkk-1-
£)-2-F L -FHEE o MS(ISP):545(M+H)" »

1.13. (E)-(RS)-3-[5-(2,4- —pr A Hw-5- K F £)-2,3-=
FRAE-XE]-LI-[1-(2-8RK-2-XEA-ZT &)-1H-8K% -
2-41-% % 81 > MS(ISP):563(M+H)" -
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L14. (E)-(R8)-3-(2-{3-[5-(2,4- = K og-5- % F £ )-
23-—F&EA-XA]-AWmemAY-1,2- - &F-8kvE-1-2
Y- v B -k -2- B (G M o B & B S M) o
‘MS(ISP):543(M+H)" »

1.15.(E)-(RS)-3-[5-(2,4- = A B w-5- X F £)-2,3-=
TERE-FXE]-1-[1-(1-FAE-2-&RKR-2-X K- %)-
1H-8k "8 -2- £ )- A % 8 (F #H o8 rR & %)
MS(ISP):577(M+H)" o

meymmd¢uzm;%ﬁﬁ@&gW%LLL;
PR EA-FXEI-1-[1-(2-%H-2-%K-2-AK-2 K)-1H-
BK"E-2-%)- % H 81 » MS(ISP):553(M+H)" o

117 (E)-(RS)-3-[5-(2,4- —pc X Fm-5- % F %£)-2,3-=
FRE-FXE]-1L-(1-FEBREFPE-1H-BR%-2-%)-
AME] > m.p.=205° o .

1.18 (E)-(RS)-1-[1-(4-BFB =-T EX-XA)-1H-8kv2-2-%1-
3-[5-(2,4-— M A HEw-5-AFK)-2,3- = FAA-X K
]-A % 8 > m.p.=123° o

119 (E)-(RS)-3-[5-(2,4- =P A vFw-5- X F %£)-2,3-=
FARA-KE]-1-(1-p-F X E-1H-8Bk"5-2-%)- & i &8
> m.p.=145°

120 (E)-(RS)-3-[5-(2,4- =M A vt -5- % F %£)-2,3-=
?ﬁg-ﬁﬁzj-l-[l-m-ag-ziiz)-iﬂ-akv#s-z-ik]-
AR B > m.p.=107° o

121 (E)-(RS)-3-[5-(2,4- = A FEwr-5-X F £)-2,3-=

221 .
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A7
B7
Fo~ ARASER ((19)
PR E-FXE]-1-[1-4-ZRTFEA-XL)-1H-8Bk%-
2-%]-®% 8 > m.p.=127°
122 (E)-(RS)-3-[5-(2,4- = A 2 -5-%& F 4£)-2,3- =

A1-®FH B > m.p.=139°

5 B 0> m.p.=90° o

k2.4 1-7% % 8 » MS(ISP):527.3(M+H)"

2-%)-%%?&@ » MS(ISP)=563.5(M+H)" o

661°(c=1: F &) o

664°(c=1;: FE) o

1p=543° (c=1: F &) o

227

R A-KXKE]-1-[1-(3,4-—F X-KXX)-1H-8k"5-2-

123 (E)-(RS)-1-[1- % = -TJ_!ia-lH gk v& -2- X )-3-[5-
(2,4- =R X Ew-5- £)-2,3-=F R E-KKE]-

124 (E)-(RS)-3-[5-(2,4- = X Fw-5-K F %)-2,3-= .
VR A-EE]-1-[1-(5,6-=—R-4H-wbwh-2-%)-1H-8k

1.25 (E)-(RS)-3-[5-(2 bR EBAE-5S-K T £)-2,3- =
TR K- K R]-1-[1-(2,4,6-2 F &-%£)-1H-5k % -

126 (E)-R-(-)-3-[5-(2, 4-;5;251:%@'-5-&?;&)-2 3-=
FRE-KA]-1-(1-XE-1H-8k"-2-2)-BH [ o Jp=-

127 (E)-S-(+)-3-[5-(2,4- = A E ok -5- %K F £)-2,3-=
PR A-XA]-1-(1-XA-1H-Bk5-2-R)-BH W[ [p=-

128 (E)-8-(-)-3-[5-(2,4- — B A& -5- %A F %£)-2,3-=
FRE-FE]-1-(1-kvk-2-K-1H-BR%-2-K)-BHEA : [«

129 (BE)-R-(+)-3-[5-(2,4- =R A FEx-5- K F K)-2,

AR R R E A P B FARA (CNS ) A4 (2102972 % )
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TR E-FE]-1-(1-vkdh-2-K-1H-Bk5-2-K)-AH 8 o
10=580° (c=1: ¥ &) o

130 (E)-R-(-)-3-[5-(2,4- B A B ox-5- 4 F £)-2,3-=
FRE-FXE]-1-(I-FEA-1H-BkR-2-K)-AHE : [ o
1p=739° (c=1F &) °

131 (E)-S-(+)-3-[5-(2,4-—p A w-5-XF %)-2,3-=
WOR A X A]-1-(1-% X -1H-Bk "5 -2- %X )- A H 8 ;[ o
Ip=+790° (c=1: F &) o

132 (B)-R-(-)-3-[5-(2,4-—p XEw-5-AF %£)-2,3-=
WAA-XA]-1-(1-F A-1H-Bkv5-2-£)-BH 8;[ @ |p=-724
“(c=1: FH&E) o

133 (E)-S-(+)-3-[5-(2,4-—He A -FEw-5- %X F £)-2,3-=
PR EA-EXA-1-(1-F A-1H-8k "% -2- % )- " H B[ «
Tp=+689° (c=1; ¥ &) o

134 (E)-(RS)-1-(1-% X X -4-%-1H-Bk"k-2-%&)-3-[5-
(2,4-— B K Fx-5-AFX)-23-=FaRE-XK]-AK
B3; m.p. 147°C(Z i) e MS(ISP):597.3(M+H)" ¢

135 (E)-3-[5-(2,4- = A Fw-5-XF £)-2,3-=F &AL
% K ]-1-[(RS)-F2-[(SR)-1-[4-(RS)-1- T R £-T R AE]- X &
1-Bk "5 -2-K)-AH B R S > mp. 130C(Z8) -
MS(ISP):609.3(M+H)" - |

136 (E)-1-[(RS)-1- = [2.2.11 B-2 A -Fo/ K24 - % -
1H-BKkvE-2- % ]-3-[5-(2,4-— P A Ew-5-KF X)-
2,3- = FAE-RE]-BHE > mp. 113-116°C(F #) °
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1.37

1.38

1.39

1.40

1.41

1.42

1.43

MS(ISP):539.4(M+H)" o
(E)-(RS8)-3-[5-(2,4- =M A Bw-5-%F %)-2,3-=
FAAK-RKE]-1-[1-(6-F Kbk -2-4)- 1H-Bk5-2- K ]- % %
B > m.p. 134-138°C(Z B) - MS(ISP):536.3(M+H)" »
(E)-(RS)-3-[5-(2,4- — B BAofwz-5-% F £)-2,3- = F &,
A-RE]-I-[1-(4-= F A XE)-1H-Bk5-2- K- % %8R »
m.p. 270-275°C(Z H/F 88) - MS(ISP):564.4(M+H)" »
(E)-(RS)-3-[5-(2,4- = KA Fog-5- % F %£)-2,3-=
R A-RNE]-1-[1-[4-Q- TR E-TRE]-XK]I-H-Bk"5-
2-%)-AHE > mp. 111-115C (T &) - MS(ISP):
609.3(M+H)" o
(E)-(RS8)-3-[5-(2,4- =B A fwr-5-%F %)-2,3-=
FRA-KE]-1-(1-m-F FA-1H-8k"5-2-£)-F %8 > m.p.
134-139°C(W &) MS(ISP):535.4(M+H)" -
(E)-(RS)-3-[5-(2,4-—fe K Ewe-5-£F %)-2,3-=
FRA-FKE]-1-[1-[3,5-=F X-XE)-1H-Bk5-2-K]-A %
B > m.p., 134-137°C ( ¥ 8 ) o MS(ISP): 549.3
(M+H)" o
(E)-(RS)-3-[5-(2,4-—f A Bw-5-XF %£)-2,3-=
FAE-KE]-1-[1-(4-wbes-1-K-FKK)-1H-Bk"E-2-K]- B %
B > m.p. 137-143°C( Z 8) - MS(ISP):586.4(M+H)" o
(E)-(R)-3-[5-(2,4-:—}]§Eiﬂﬁz"ﬁ-S-E“Ff&)-flﬁ——’-‘?’
BA-EE]-1-[1-(6-F K-nbug-3-%)-1H-gk"E-2-&L)- & 4 &
» m.p. 140-143°C(ZRE) °» [ ]p=+614°(c=1> & 4
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) e MS(ISP):536.4(M+H)"

144 (E)-(8)-3-[5-(2,4- =B BB -5- A F £)-2,3-=F

1.45

1.46

1.47

1.48

1.49

1.50

RAE-FE]-1-[1-(6-F A-wbeg-3-K)-1H-Bk"-2- %K)- & % B9
» m.p. 139-142°C(Z M/ 8)° [a]1p=626°(c=1 >
#.45) e MS(ISP):536.4(M+H)"

(E)-(RS)-3-[5-(2,4- - XA Fwx-5-£F £)-2,3-=
FARA-KE]-I-[1-Q23- =8 XKHF[1,4] =FA Koko-6-4)-
1H-Bk "% -2- & )- B % 8 > m.p. 212-215°C ( F 8 ) o
MS(ISP):579.2(M+H)"
(E)-(RS)-1-(1-3 & X -1H-8k "5 -2-%)-3-[5-(2,4-
ZR A B -5- K FE)-2,3-FAA-KE]|-FHEA
m.p. 230-236°C(Z %/ &) - MS(ISP):485.4(M+H)"
(E)-(RS)-3-[5-(2,4- = A Fw-5-AF %X)-2,3-=
VRA-FKEA]-1-[1-4-FEmmE-XLX)-1H-BkE-2-%]-7/
W8 » m.p. 168-172°C(Z fF) e MS(ISP):567.6(M+H)" -
(E)-(RS)-3-[5-(2,4-— B A FEw-5- % F &£)-2,3-=
FTRA-FKA]-1-[1-(6-F K-nbwg-3-%)-1H-Ek"5-2-£)- B %
B% > m.p. 153-156°C(Z &) - MS(ISP):536.4(M+H)"
(E)-(RS)-3-[5-(2,4- - A Ew-5-%F £)-2,3-=
A A-FA]-1-(1-[1,3] =&k -2- & -1H-8k"E-2-%)-F %
B9 > m.p. 235-240°C(Z AF) ° MS(ISP):563.4(M+H)" -
(E)-(RS)-3-[5-(2,4-—p A FEm-5-KAF %)-2,3-=
TR AE-EXE]-1-(1-(6-=FA-wbw-3-%)-1H-8
wk -2- % 1-% BB > m.p. 128-132°C (¥ 8 ) » MS(ISP):
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1.51

1.52

1.53

1.54

565.4(M+H)* o
(E)-(RS)-3-[5-(2,4- =M KvFw-5-KXF %)-2,3-=
FTRA-XE]-1-(1-mbwg-3-%-1H-8k"5-2-%)- B % 5 > m.p.
138-142°C(F B ) - MS(ISP):522.2(M+H)" ¢
(E)-(R)-1-(1-% ® £ -1H-8 . -2-%)-3-[5-(2,4-=
Bk eEew-5- A FA)-2,3-=FERL-XL]-HHE > m.p.
125-128°C(F BE) o [@ |p=+845° (c=1 » #.45) « MS(ISP):485.3

(M+H)"
(E)-(8)-1-(1-# & £ -1H-Bk5-2-%)-3-[5-(2,4-=
Be R ER-5-AFA)-2,3-= FREA-XA]-RAHH > m.p.

123-130°C (¥ &) » [ @ 1p=-824" (¢=0.1, £ ) > MS(ISP):
485.3(M+H)" ¢

(E)-(R)-3-[5-(2,4- = fx £ sFwk-5- #£)-2,3-=¥
FE-FE-1-[1-4-FEBEBEE x;ra) 1H-Bkv&-2-%]-&F %

B9 > m.p. 139-143°C(Z ) ° [ Jp=+581"° (e=1 >+ §.45) °

1.55

1.56

1.57

MS(ISP):567.3(M+H)" -
(E)-(S)-3-[5-(2,4- = A Ewe-5-%F £)-2,3-= 7
BA-KE]-1-[1-(4-F A A-KX)-1H-8k"%-2-K]- "%
B > m.p. 137-142°C(Z F%) ° [ @ 1p=-590" (c=1 » & 45) °
MS(ISP):567.4(M+H)"
(E)-(RS)-I-(I-%Tﬁc-lH-Ek"%‘%-Z-%)-3-[5-(2,4-
A B -5- £)-2,3-—FTEARE-FXL|-AHEWE >
m.p. 122-129 C(‘N%) o MS(ISP):499.3(M+H)" -
(E)-(RS)-1-(1-3 R A -1H-8k "% -2-%)-3-[5-(2,4-
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1.58

1.59

1.60

1.61

1.62

1.63

1.64

B U (2)

AR -S- AT R)-2,3- = FRAEA-XX]-AK®
m.p. 118-123°C(F &) - MS(ISP):513.4(M+H)* -
(E)-(RS)-3-{5-(2,4-—XFw-5-%F %)-2,3-=
FRE-KE]-1-[1-4-ZRFE-XK)-1H-Bk5-2-K]- A%
B > m.p. 189-192°C( ¥ &) - MS(ISP):589.3(M+H)" -
(E)-(RS)-1-[1-(5-fmbw®-2-%)-1H-8k"%-2-%1]-3-
[5-(2,4- — R A we-5- K F £)-2,3-=FAE-FXA]-
B A > m.p. 133°C(F &) - MS(ISP):556.2(M+H)"
(E)-(RS)-1-(1-% & % -1H-8k "k -2-%)-3-[5-(2,4-
—EAEE-S-AFA)23- = FRA-XA-AH@A
m.p. 120°C(F &) - MS(ISP):527.3(M+H)" «
(E)-(RS)-3-[5-(2,4-—pr A vlwe-5-% F £)-2,3-=
FRA-FAT-1-[1-(4-FRE-XEL]-1H-gk"5-2-1)- 7 % 88
» m.p. 201°C(F 8%) - MS(ISP):551.2(M+H)" o
(E)-(RS)-3-[5-(2,4- =R A vwr-5- £ F £)-2,3-=
FRAE-XE]-1-[1-C4-—FAE-¥XHE)-1H-Bk"%-2-%]-%
W87 > m.p. 155°C(F 8) - MS(ISP):581.3(M+H)" -
(E)-(RS)-1-(1-FXH[1,3]- 2R #BERH-5-%-1H-
BAog-2-%K)-3-[5-(2,4- = hFExw-5-AF %X)-2,3-=

2 A -%A]-FHE > mp. 131-136°C(F &) - MS(ISP):
565.3(M+H)" « |
(E)-(RS)-4-[2-[3-[5-(2,4-=—fe X Ew-5-% F £)-
2,3- = FRA-XAX]-AWEE]-1,2- = F-BkE-1-K]-¥ 5
» m.p. 138-146°C(F Bf) - MS(ISP):546.2(M+H)"
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1.65

1.66

1.67

1.68

1.69

1.70

1.71

(E)-(RS)-4-[2-[3-[5-(2,4-—fe K FvE-5-4 F £)-
2,3- = FRA-RXE]-BAH@A]-1,2-— K-BKkE-1-K]-X¥
BR % = T8 > mp. 165-169°C (¥ & ) o MS(ISP):621.5
(M+H)" o

(E)-(RS)-3-[5-(2,4-—BE X Fw-5-%F £)-2,3-=
¥R A-XE]-1-(1-XH-2-K-1H-8k"E-2-%)- & H 87 > m.p.
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W EHRKRMRS)1-3,4-=F R E-KXE)-1,2- = 88k% °
(RS)-1-RHA[1,3] =R B RH-5-%-1,2-= &8k - m.p.
102-104°C(C 8% T 8/ & %) o MS(ISP):253.2(M+H)" -
iz & 4k (RS)-4-(1,2-= & Ak"A-1-K)-F 8 -
(RS)-4-(1,2-—f Bk"5-1-F)X FTERE =-T8 -
(RS)-1-¥#i-2-%-1,2- = & #EK" -
1-[4-(1,2- — & BK"&-1-K)- K K]-Z 8 o m.p. 133-134°C(
B BR/TR) o MS(ISP):253.2(M+H)™ -

& WAk (RS)-1- K ar sk K 7 K-1,2- = @Bk, o
(RS)-4-(1,2- = RBA"R-1-4&)-N,N-= F K- K&kt -
AFEWMK(RS)-1-(4-FRAEFTR-XK)-1,2-= &Bk~% -

e kK (RS)-[4-(1,2- =K Ekh-1-£)-¥X]-= &
A fE e

RS)-1-(4-R-F &£)-1,2- = §8k"s > m.p. 97-98°C(T &)
o MS(EI):242(M) °
(RS)-1-(6-F & K -wbwz-3-8&)-1,2-= K8k -
FEBHKRS)-1-[4-F A-X Eobvk-1-%-FR)-KE-1,2-
= RBkE o
ﬁ@%%wmq{m%%4ﬁwmkﬁﬁyum;1%%°
(RS)-1-&8A%t-1-4&-1,2-= &EK"E - m.p. 170-172°C, dec
(&%) ° MS(ISP):267.4(M+H)" -
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2847 (RS)-1-(6-"&ehh-4- & -wb vz -3- £)-1,2- = £ & " > m.p.
167°C(Z & Z #) - MS(ISP):295.3(M+H)" »
E#29

(RS)-1-(4-F-XE£)-1,2-— KEk5 Pt o

ETHRFHS.S3BH1L.6MTEAERERRMH-T8C AE205 &
REFRMEESES O Rkl T o1 .48 % 1-8-4-A-%%
BA A ERTERBFEFLIIE - ASEA @ H kg
MIABK 2 ERA-TECAIOPEARAZRFM RBRSY
HMERFEZR  RSO0EFARRE» R R TR ER3IK
» HRSOZEF - &6 FHAB > RSO0EFRFTSOEHF 7 &
LR etk  ARBELIE BB BHEAER  BéY
AI00EARB LT E#E% > BB AT/ BT EE(1:1) -
2 1.49%(86%)% &K (RS)-1-(4-F-¥K#£)-1,2-= &
Ekok o MS:227(M+H)* o |

F #1130

(RS)-1- KB mm A FA-1,2-—RKEkEZHH o

EIAZE ISk PRI L TP REXEEZEAN-78CAEL10H
ENRBARE20EH W &k PO W Ak o/ ER/C XK
FPH3IBEA MR RMBEEERA - ARRRLAYERHE
30048 c 105 B AR F I AEI4E I @ &g & 84
0.928 LBRR AR - RAMA-T8CHHELI LB > X100
mﬁﬂ’ﬁum%%ﬁﬁﬁka&oéﬁ#%ﬁ’m%ﬁ&
R BE - RBER -2 HIHIIARFTEH KA Y
(RS)-1- X &= = s X ¥ % -1,2- = & & & o
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MS(ISP):271.2(M+H)* ©
o3
(RS)-1-(6-F K-wbog-3-%)-1,2- - R Bk e ¥ #H o
1IS3ZEFETRFHLI.MT EEERERBEH-78CAE20% 4
miﬁfﬁi;‘?{&ﬁuiﬁ—_ZOO%ﬂ-C%4’&‘35.63%2,5-:-? - v WE IR
B o A-TSCABETEEFI MATER . L1002 o &
kel P EI2. 6 LERERAR(ELISHEA) 16.9FH AT KT
MI.6MT REER(ESHPEN)AR2.24ZF F A8t o R
Je it & B EHI004 > ERI100EH AA100E 4 80 &
fedh B BE - A AB o NABRMREE BE o 7 E
5.45 % &K (RS)-1-(6-F BK-mbwg-3-4)-1,2- = K8kvk -
ATFAEHZ WM E#R(RS)-1-(6-F K-wbog-3-%
-1,2-— BEKRZ B b o
3.1 4 & B B (RS)-2-[5-(1,2- = Bk k-1-K)-mbog-2-
£]1-%-2-8 o
312 * & B B (RS)-5-(1,2- = & BhvE-1-%)-nbet-2-5 88
B E-TERRE -
T 432
(E)-(RS)-3-[5-(2,4-— e KB -5- KR F £)-2,3-=F & £&-
KE]-1-[1-(6-FAmix k-ntww-3-K)-1H-Bk"%5-2-
#1- & 5 89
8.93%7"!‘&6%"&*é@l.6MT£:é£i€£if£z‘§-78°CE20$}§§
NBHBRMELESOETH LB T H2.8645-8-2-F 5% k-
M E R A > A-T8CARFETAEISSTEARFRMAESO
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EH Ak P56 LBk R ER(ERA)

15,752 AP H1l.6MTEREEREH-T8C AL
G RERBFMEEIBZOZH W Akl F4.3%(E)-3-
(2, 4- = A Bw-5-AF K)-2,3-—FREA-XA]-BH &
LEBERA - RS ERA - RRRGHBHEBEIINEF - B A
RHE-10C « Fml150FFH kA 100F %05 f 4L 8B %
o PR B o  ARABMAEIE R BB LT
ERE G RMH R TR/TE/25%R95:5:0.5 « & 4 &
ety IR RLEER - 2822.9%(E)-(RS)-3-
[5-(2,4- =B & vB ok -5- A)-23-—FRA-XK]-1-
[1-(6-‘%’5%%%:%-%@-3-3_)-1H-ﬁkv§-2 A)-® % B o

m.p. 142-145°C » MS(ISP):568.3(M+H)" -

ATFTAL A2 B4 BEM(E)-(RS)-3-[5-(2,4- =B A w
- AT R)-2,3-= FAA-FKE]-1-[1-(6-F &% & -nb -
3-K)-1H-Bk"R-2-KR]-AWH B 84 o
321 (E)-(RS)-3-[5-(2,4- =M A wx-5-%& F £)-2,3-
PR E-KXE]-1-[1-(4-F Kabeg-2-%)-1H-8k "% -
2-%1-% % B0 o m.p. 149-154°C(F 8 ) - MS(ISP):536.4
(M+H)*
322 (E)-(RS)-3-[5-(2,4- =B A v -5-%X F #£)-2,3-
= FRE-KE]-1-[1-(2-F A-wbwe-3-%)-1H-8k"%
-2- % 1-® % B o m.p. 150-155°C ( 2z B ) o
MS(ISP):536.3 (M+H)"
323 (E)-(RS)-3-[5-(2,4- =B A v -5- & F £)-2,3-
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32.5

32.6

32.7

32.8

329

A~ BEIASLAA (67 )

—FRE-FXE]-1-[1-3-F £ F-FXE)-1H-gkw5-2-
A1-AHE o mp. 114-118 C(“FE&?) MS(ISP):551.3

(M+H)*
(E)-(RS)-3-[5-(2,4-— e A o -5- 4 F #£)-2,3-
—FARE-FXEI-1-[1-(2-F £ -wbwz-4- A)-1H-8k "%

-2-K)-® %8 o
(M+H)*
(E)-(RS)-3-[5-(2,4- = ft & o o - 5-% ¥ £)-2,3-
SV RA-ERE]-1-[1-(2-F A bz - -&)-1H-8k "5 -
-A1-AH B o m.p. 142-145 C(W%Z) > MS(ISP):537.4
(M+H)*
(E)-(RS)-3-[5-(2,4- =M A R-5-% F £)-2,3-
= FRE-XAE]-1-[1-3,4,5-Z PR A-% £)-1H-
AR"R-2-A]- A H B o m.p. 190-196°C(F &) o MS(ISP):
611.3 (M+H)" »

(E)-(RS)-3-[5-(2,4- =M Aok -5- & F £)-2.3-
S F R A-ER]-1-[1-(6-%F B-nbo-3-%)-1H-5k
®-2-A]-% B o m.p. 133-136°C (7 &) MS(EI):
551(M) o
(E)-(RS)-3-[5-(2,4- = A vk -5- & F £)-2.3-
:-EF'?LJJ;E-K%]-l-[l-(nﬁbwﬁ%-g-lﬂ-a}ivé-z-ﬁ:]-
A M B m.p. 145-149°C ( 2 Hﬁ")? MS(ISP):522.2
(M+H)" o
(E)-(RS)-1-[1-(6- %tk -3-4&)-1H-fk % -2- 4 |-

m.p. 120°C(Z 8) - MS(ISP):536.3
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32.10

32.11

32.12

32.13

32.14

32.15

3-[5-(2,4-=— P A Ewr-5-AF£)-2,3-=FAE-X
E]1-BH B - m.p. 132-138°C (¥ &) - MS(ISP):602.1
(M+H)" -
(E)-(RS)-3-[5-(2,4- = AE=-5-KF %)-2,3-
WA A-ERAE]-1-[1-(2,4-=F R E-FER-5-%)-
1H-8k "4 -2-%]- & % 81 o m.p. 160-165C(F 8) -
MS(ISP):583.3(M+H)" o
(E)-(RS)-3-[5-(2,4- =M A Ewx-5-% F %)-2,3-
—F R E-KA]-I-[1-[4-(2-82EL-TRE)-XK]-
1H-fk vk -2-%& ]- & % B o m.p. 169-172°C (¥ &) -
MS(ISP):581.5(M+H)" -
(E)-(RS)-3-[5-(2,4- -l A ER-5-KF %£)-2,3-
—FERA-EE]-L-[1-[4-(FARE-wbw-2-%)-1H-
EAvE-2-K]-®H % ER o m.p. 125-133°C(Z &) - MS(ISP):
552.2(M+H)" »
(E)-(RS)-3-[5-(2,4- = A vBwg-5-%F £)-2,3-

PR A-EE]-1-(1-[1,3]- = & % B X% 5 [4,5-

blwtkw-6-%-1H-8k5-2-%)- A% 8 » m.p. 135-140
‘C(Z #) » MS(ISP):566.2(M+H)" o
(E)-(RS)-3-[5-(2,4- - KA Ew-5-KF %)-2,3-
— P A AKX A]-1-[1-[6-(2-L-CT R K)-sbw-3-
EB]-1H-Bk"£-2-A]- B H B o m.p. 212-217°C(F &) o
MS(ISP):582.1(M+H)" »
(E)-(RS)-3-[5-(2,4-—p A Fw-5-% F £)-2,3-
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32.18
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32.20

32.21

B~ BERBEE (69 )

T RE-FRE]-I-[1-[6-(2-FAE-T R E)-wk w2 -
3-K]-1H-BX*%-2-%]- % % 8 o m.p. 147-151°C (¥ %)
o MS(ISP):596.2(M+H)* o
(E)-(RS)-3-[5-(2,4- =B A Fw-5-%7F £)-2,3-
—FRE-FE]-1-[1-[6-[2-(2-FRE-T A& A)-2
BA)-wbwe-3-KX]-1H-Bk"E-2-£1-F % 8 o m.p.
136-140°C(Z 8 ) - MS(ISP):640.4(M+H)" o
(E)-(RS)-3-[5-(2,4- = A Fw-5-4& F #%)-2,3-
ZFRE-FXE]-L-[1-[6-(3-BA-FEAKA)-mbwz-3-
A]-1H-Bk%-2-%1-F %8 - m.p. 173-178°C(F &) o
MS(ISP):596.2(M+H)" o

L1-(6-F & A& - ok % -3- K )-1H-8k vk -2- & 1-3-[5-
(2, 4-=Be ABw-5- AP H)-2,3- = FRE-%X4]-
A H B o m.p. 136-143°C (Z 8B ) o MS(ISP):628.2
(M+H)" »

3-[5-(2,4- = REog-5- X F A)-2,3-=F & £-%
EI-1-{1-[6-(2-FHoh-4- K- A £)-sbw-3- £ ]-
IH-Bk "8 -2- % }-& % B o m.p. 120-124°C(Z &) -
MS(ISP):651.2(M+H)" »

3-[5-(2,4- =M A vBvE-5- A F A)-2,3-—F R A-%
Al-1-[1-[6-(2-—F B EA-TAA)-mw-3-%]-1H-
Bk % -2-&}- % H 8 o mp. 110-114°C(Z 8/ &) o
MS(ISP):609.2(M+H)" »
(E)-(RS)-1-[1-(6-R-wbw&-3-%)-1H-Bk"k-2-%1]-
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3.[5-(2,4- =B A BR-5 AT H)-2,3-=F & &-
£1-% % 8 > m.p. 129-140°C (¥ 8 ) o MS(ISP):556.1
(M+H)"
AEMRAESHE e T
B 4533
5-M-2-(2-FRA-TAE)-nbog HMH o
Feml 1EMF2.552,5-2R- " RZES50EH2-FRAEL
A  RERAGHMBEINC » HBHF2.508 » REMHEAN
ISEHth BB AEMEBER  EA R FTHRERI K - &4
Hadm o ARBEMEIR BE TRABABY - FE2.2%
5-R-2-(2-F A A-T A K)-mbwg o bp. 135°C/0.1 mbar °
MS(EI):231(M) °
ATz W HmEMmS-R-2-2-FRE-TAE)wb
ZBH -
330 2-(5-B-wbhwg-2-KX A)-Z B o m.p. 60C (T k) -
MS(EI):217(M) o
332 5-R-2-[2-(2-FAA-ZAEX)-THAE]-E ° b.p.
130°C/1 mbar - MS(EI):276(M+H)"
333 3-(5-R-wbwg-2-KXA)-/-1-8 - m.p. 58C(Tikr) -
MS(EID):231(M) °
334 4-[2-(5--mbeE-2-AR)-THA]-BH o o b.p. 1307C
/0.2 mbar °
335 [2-(5-%-wbwe-2-FRA)-TH]-=F B ¢ b.p. 100°C
/0.16 mbar e MS(ISP):247.1(M+H)"
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(E)-(RS)-5-(2-{3-[5-(2,4-— B A Ewc-5- £ 7 £)-2,3-
—FERE-XA]-AH@EA)-1,2- —fBkE-1-%)-m
i -2- B A o
IS5 3ERHETHRFH1I.6MT RéExnm’-78C L1554
NBHR M EL200E A C 8k F895.6842,5-= BRabwz i
R e RIBRBEME-TSCHF10454 - RKEBWMAI00E
o Ekh T H2.6 8% c RRBAHAE-T8CHEHILO
ahE o REBEAN-T8CAIOSENEFHHFM20.5F £ &8
FTHL.OMTREZER - AWwSEHZFATARAZLZAR
B c RBRREGMWAEEH20454 c HBE-25C(ERA) -
26 2FHF AT TFHTI.OMT AR AEN-7T8C L1054
MEBEFRRPEAETSOZE @ &k P 497.16 % (E)-3-[5- |
(2,4-Z R Ah-Bk-5-AF£)-2,3-~FRE-X2]-A% & {
LEEERA - BmBERA - RBRESHWERHES. S - I
BE-18C o« Hw200FF RWI300F 0 f 1L shiE & o I[
bHAEMME AEBRMER BE ABWARB LT G
Bk o ABE: R TIR/TFTE/25%K95:5:0.5 « & B 44k
By R ERLIFESL - HRTCBEARERHE > £50.84
Z (E)-(RS)-5-(2-{3-[5-(2,4- —m A ww-5-£& F £)-
2.3-—F R A-XEA-AF@BEA)-1,2- =~ HEkAE-1-K)-u
o -2-8 BB R o m.p. 204-209°C(Z 8 ) - MS(ISP):565.3
(M+H)" o
O F AL A M 8 AL (E)-(RS)-5-(2-{3-[5-(2,4- =
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Be 2 4

Al
3.1 (E)-(RS)-3-[5-(2,4-— A Fw-5-4& F %£)-2,3-
PR R-FKE]-1-[1-(6-C % -whwe-3-4)-1H-8k%
-2-&]- A% 8 ° m.p. 124-130°C(Z 8 ) - MS(ISP):

550.2(M+H)"
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KIBAME (BRALLH# ©  GUBSTITUTED 2,4-DIAMINOPYRIMIDINES HAVING
| ANTIBACTERIAL ACTIVITY, PREPARATION
THEREOF AND PHARMACEUTICAL COMPOSITION
COMPRISING THE SAME

The invention is concerned with compounds of the general formula -

I
wherein
R! signifies unsubstituted and substituted C;¢-alkoxy;
R? signifies hydroxy or unsubstituted and substituted or C;¢-alkoxy;,
R’ signifies hydrogen, cyano, unsubstituted and substituted C,s-alkyl

unsubstituted and substituted C,4-alkenyl, unsubstituted and
20

H

)

AMERERD TRABEELE (CNS) AdLE ( 210X 29748 )

( S gwml P apE Pt B N B sk B owag )




A64648

% 87103084 SR A ¥R
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W PXERHE (BAZLH
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BRRABBRRIEFTE AHBAEAALSSEI3ERE
TRIZ4AEEAR - AAR/RBER FTHRETFZS5HRR
BER -BREIBIBETEA  AERARREABRARZIC,
FREE A BRRABRAZICe. 4 FE2-Q-Ciett Xk
ABRRKRAERRZBEELAC, (FEARTH 2B L
EEE)XRKXCR'RYCOR 2 £ 1 |

Q% F-SO-%S0, ; |

RBRYSMAFH  AERKABRAKZIC, A £
BRKEEBEBRARZC. «FEARABRRARERRKRZER
A ABBAERBELIZE3EAN - OR/RSEFX4%68

(@2

-3
RPEATH  AERREERRZIC, ¢k it RER

EXHAAFE (FAILH

substituted C; ¢-cycloalkyl, unsubstituted and substituted bicyclyl,
unsubstituted and substifuted Ce.14-aryl, unsubstituted and
substituted heterocyclyl characterized as 4 to 6 membered rings
with 1 to 3 N, O and/or S atoms, unsubstituted and substituted
heteroaryl characterized as 5- or 6- membered, mono- or poly-

nuclear heteroaromatic groups with 5-13 carbon atoms and 1-4

hetero atoms selected from nitrogen, oxygen and/or sulphur atoms,

unsubstituted and substituted C;.5p-aralkyl, unsubstituted and
substituted Cs.j4-aryl-Q-C, ¢-alkyl, unsubstituted and substituted

heterocyclyl-C,.¢-alkyl (in which "heterocyclyl" is as above ) or a
group of the formula ~CR*R*COR?;
signifies ~SO- or SO,;
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FXRAEHETBIE6A) S,

W P LERHE (BAILA

KREBRRZC . (MHEAEE XAZ2BRARERAX
Ce. 4 FTHERAEBRRAERRZIBERL  LHHA
HEELIE3EN - OR/XSEFX4568 % ;
ARAEBELFTAFRMZBE A -
ABEREEEHEALBEELEERBFLEBLYE RHE
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R R" each independently signify hydrogen, unsubstituted and substituted
Cis-alkyl, unsubstituted afid substituted Cq.j4-aryl or unsubstituted
and substituted heterocyclyl characterized s 4 to 6 membered rings
with 1 to 3 N, O and/or S atoms;

R’ signifies hydrogen, unsubstituted and substituted C -alkyl,
unsubstituted and substituted C,.¢-alkoxy, unsubstituted :;nd
substituted Cq.j4-aryl or unsubstituted and substituted heterocyglyl
¢haracterized as 4 to 6 membered rings with 1 to 3 N, O and/or §
atoms;

as well as pharmaceutically usable salts thereof.

the use of these compounds and their salts as therapeutically active substances;
medicaments based on these substances and their production; the use of these
substances as mredicaments and for the production of antibacterially-active
medicaments; as well as the manufacture of the compounds of formula I and their

pharmaceutically acceptable salts and intermediates for their manufacture.
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KIBAME (BRALLH# ©  GUBSTITUTED 2,4-DIAMINOPYRIMIDINES HAVING
| ANTIBACTERIAL ACTIVITY, PREPARATION
THEREOF AND PHARMACEUTICAL COMPOSITION
COMPRISING THE SAME

The invention is concerned with compounds of the general formula -

I
wherein
R! signifies unsubstituted and substituted C;¢-alkoxy;
R? signifies hydroxy or unsubstituted and substituted or C;¢-alkoxy;,
R’ signifies hydrogen, cyano, unsubstituted and substituted C,s-alkyl

unsubstituted and substituted C,4-alkenyl, unsubstituted and
20
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RPEATH  AERREERRZIC, ¢k it RER

EXHAAFE (FAILH

substituted C; ¢-cycloalkyl, unsubstituted and substituted bicyclyl,
unsubstituted and substifuted Ce.14-aryl, unsubstituted and
substituted heterocyclyl characterized as 4 to 6 membered rings
with 1 to 3 N, O and/or S atoms, unsubstituted and substituted
heteroaryl characterized as 5- or 6- membered, mono- or poly-

nuclear heteroaromatic groups with 5-13 carbon atoms and 1-4

hetero atoms selected from nitrogen, oxygen and/or sulphur atoms,

unsubstituted and substituted C;.5p-aralkyl, unsubstituted and
substituted Cs.j4-aryl-Q-C, ¢-alkyl, unsubstituted and substituted

heterocyclyl-C,.¢-alkyl (in which "heterocyclyl" is as above ) or a
group of the formula ~CR*R*COR?;
signifies ~SO- or SO,;
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R R" each independently signify hydrogen, unsubstituted and substituted
Cis-alkyl, unsubstituted afid substituted Cq.j4-aryl or unsubstituted
and substituted heterocyclyl characterized s 4 to 6 membered rings
with 1 to 3 N, O and/or S atoms;

R’ signifies hydrogen, unsubstituted and substituted C -alkyl,
unsubstituted and substituted C,.¢-alkoxy, unsubstituted :;nd
substituted Cq.j4-aryl or unsubstituted and substituted heterocyglyl
¢haracterized as 4 to 6 membered rings with 1 to 3 N, O and/or §
atoms;

as well as pharmaceutically usable salts thereof.

the use of these compounds and their salts as therapeutically active substances;
medicaments based on these substances and their production; the use of these
substances as mredicaments and for the production of antibacterially-active
medicaments; as well as the manufacture of the compounds of formula I and their

pharmaceutically acceptable salts and intermediates for their manufacture.
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