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B H) 40 F LB ~ 2304 4-(4-R F K)o~ Ak & (001X
H)M4.05% = Lﬂ?(0.0éIi‘ifF)i’\"’iEi%#ZJ\H%‘ s HA YA
ARb4-G-(REFER)S A2 rEERGEY  LTERE
Mae$49Inpmz g RyHRLAW I riie 4R &I
mmﬁﬁoﬁﬁiﬁﬁ’a*ﬁ%&ﬁ%%%i%ﬁﬁﬁ
R B ARE R RBEBBE R EN&LLHAF é%’

 HrTRECHEGVAVRRBEY  HZTR/ILRRS

YA S é$243%46{3[4(4$Lfr“£<)1-n§wb A]
A A A )-1,2,3,4-1 § ok ok ok -2-B (2 H A9 61.5%) &
25 206-208°C -
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A7
B7

A~ BARY (20 ) -

T AL A R B A R B R A
B8 5-G-f-1-R & &)-2,3-= & -1H-% 5 vk o& -2-80 1 4-(4-

N
q
I

%

e SR A3

5-{3-[4-(4-R ¥ A)~ B abx £]-1-8 & £ }-2,3-= & -
K Fokook -2-89 0 %5 %5 187-190°C

5-(3-% -1-8 & 4 )-2,3-= & | % -2-88 L 4-(4-R F &)

O A ‘

5. (3-[4-(4-R L A)1-x Aok w A]-1-R A AL}-33-Z &

Wl vk -2-88 0 t& ¥ 172-173°C .

7-8.-6-(3-f.-1-8. & £ )-1,2,3,4-w £ & = -2-83 # 4-(4-

e QLA LA

6-(3-(4-(4-R ¥ X )-1-x & s = £ )-1-8 & % )-7-K -

1,2,3,4-v9 § o vk -2-88 » 5 #151-156C o

5-8.-6-(3-R-1-2 & £)-1H-2,3-— § X # sk = -2-FA f

4-(4-RF A)N A=

5-[3-[4-(4-R F K )-1-x &g K]-1-R A K]-6-R-2,3-

= B -1H-X # vk ok -2-89 » 42 % 197-199°C o

6-(3-f.-1-8 & £ )-3-F % -2,3-= & ¥ # % ok -2- # 4-

T EASAHRRE |

6-[3-(4-F X -1-x & wbw £)-1-R & K]-2,3-= 8 -3-7

A X HFeF5ek-2- 1;;?&131-132@’0

7-F.-6-(2-8 -1-8 & % )-1,2,3,4-m & ok ok -2-89 S 4-F

- AL . N

6-(3-(4-F K -1-7 &b & & )-1-2. & %K)-7-8-1,2,3,4-m
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D P RPN H e RO SRR

A7
B7

£ RREH (21) .

g ok vk -2-8R 0 B B 146-147°C o

K 49
6-{3-4-(4-R ¥ A)-1-x @ whwx K-1-8 A A K& }-1,2,3.4-11 &
of ok ik -2-EF) ‘

M 1.60% 6-{3-[4-(4-F F £)-1-x §wb = X ]-1-A4 & & }-

1,2,3,4-v9 & o& =k » -2-89 (0.00405% F )% % #20% # 7 82
s EBHE A K/IKBEYASHEF > B P wAN0ISHZ
NaBH, (0.00405% F )« £ A T BB H %R 4 %161 8 -
ErAREHHORRLEEL S F S & i ANaBH, - &
BABHSOEI U AFBRRRRAY  EEHMAR B LERY
KL TE8FTE/IARAMWABELER - B F:1.115 X6-{3-[4-(4-
ARXAE)L-S AR E]1-ZA R K}-1,2,3,4-0 & & o vk -
2-B8 (B % 15 45 68.9%) » % 2 :183-185°C -
T AL adhiE S XM T E E &
BH T-G-(4-% & -1-x Bt £)-1-8 A 4 -3,4-= & -2H-
1,4-X # =3 = -3-89 L NaBH,
7-(3-(4-% X -1-5%x @ wb g X )-1-78 KA & X)-3,4-= & -
2H-1,4-% # % *# -3-88 » B % 182-183°C
B (-)-5-{3-[BR)-3-F A x A mtw £]-1-8 & % }-2 3-__§L
-1H-X # =k = -2-8 2 NaBH,
(-)-5-{3-[BR)-3-F XA X @obw A]-1-8 K& K)}-2,3-=
£ -1H-K 5 sk = -2-89 » 95C 2 & :
B8 (+)-5-(3-[(38)-3-F £ x Bk & £]-1-R ® £)-2,3-2 &
1H-% # % =k -2-84 2t NaBH, |

]
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A}
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WD R RO e H dm dn-F RO & 3R

A7
B7

>N
L]

£ B (2 ) .

(+)-5-{3- [(BS) 3-F AN b A]-1-5 KA/ K)-23-=

f-1H-K =k 4 -2-8 > 96C 5 #&

5-[3-(4-F K v fmbog A)-1-8 & A& ]-2,3-= = 73] "k -2-

&9 % NaBH, "'

5-[3-(4-F A X &abw X)-1-58 A & K ]-2,3-= & =5 "k -

2-BR 1 2 127-129°C

()-5-(3-[GR)-2-% £ = B bk £1-1-8 & £ }-2,3-= &

| vk -2-87 ¥ NaBH,

(-)-5-{3-[(3R)-2-% & = f ot & & ]-1-78 £ & £ }-2,3-=

f 3k -2-87 > & 2 160-164°C

(+)-5-{3-[(38)-3-F A~ gAnmb=x A]-1-A4 A X }-2,3-= &

w[ »k -2-& #it NaBH,

(+)-5-{3-[39)-3-F¥ A~ At K]-1- XA A K}-2,3-=

& 3 % -2-87 > 5 % 160-164°C

6-[3-(4-F K -1-% & b wg £ )-1-
o vk -2-8 #2 NaBH,

6-[3-(4-F A -1-7% R wbwg X )-1-7 %r‘fl A1-1,2,3,4-m &,

of ok ok -2-BF 0 X % 146-149°C

A %1-1,2,3,4-m g, %

(-)-6-{3-[(BR)-2-%F %A -1-%x & = = X ]-1-& & A }-

1,2,3,4-w &, o& =k o -2-87 2 NaBH,

(-)-6-{3-[3R)-3-¥ & -1-5% K k& £ ]-1-8 £ & & }-
1,2,3,4-v9 & =& o ok -2-89 > 1&5&130-133@

6-[3-(4-F A -1-5%x & wb & £)-1-8 A K ]-8-R-44-=F
%-1,2,3,4-w & & vk -2-8F L NaBH,
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A7
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£ BB (23 )

q

0

-0

6-[3-(4-% A -1-% B ook ot & )-1-78 £ & & ]-8-§ -4,4-=
¥ A-1,2,3,4-m & £k -2-89 > % 93-95C

B (+)-6-{3-[(38)-2-% % -1-% & o = £ ]-1-& & £ }-

1,2,3,4-w & »& =k w -2-87 $1 NaBH,
(+)-6-{3-[(3S)-2-% % -1-3x & wt = £ |-1-7&8 & 4 }-
1,2,3,4-v9 &, =& ok vk -2-879 - t5 % 128-130°C

B 6-{3-[(3R)-3-F X -1-5%x & wtww X]-1-A & & }-8-8 -4,4-
= ¥ $-1,2,3,4-w & +& ok -2-8F 2 NaBH, |
6-{3-[(3R)-3-F A% -1-5x @ wt = X ]-1-72a £ & X J-8-K -
4,4-= F 4 -1,2,3,4-v9 & ok ok -2-80 > A B

B 6-{3-[(3S)-3-F A -1->x bt £ ]-1-& & K }-8- & -4,4-
=¥ %-1,2,3,4- & £ 7 -2-81 3L NaBH,
6-{3-[(38)-3-F A -1-x @ ntw K]-1-& L & X }-8-8& -
4,4-— ¥ X -1,2,3,4-m §, o vk -2-80 - B A5

A 7-(3-((38)-3-F¥ % -1-5x B wtwg £)-1-8 & %£)-34-= & -
2H-1,4-X % »% = -3-89 #1 NaBH,
7-(3-((3S)-3-% & -1-5% B owb o2 £ )-1-4 % & & )-3,4-=
& -2H-1,4-K 54 v5 = -3-89 > Jx % 128-132°C

B 7-(3-(BR)-3-F A -1-x &b £)-1-2 A& £)-3,4-= & -
2H-1,4-% # °% o -3-8 % NaBH, ‘
7-(3-((3R)-3-% K -1-% & # = £ )-1-5 A A K342
£ -2H-1,4-X 4 +5 = -3-B8 > & 2 132- 140C

B 6-[3-(4-F £ 5 &b £)-1-R a@,z‘]s £-23-= 8 %
# »% o -2-BR $1 NaBH,
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A7
B7

A BRI (24 ) -

6-[3-(4-F X < A wbtw X)-1-B KX & K]-5-K-23-= &
X 55k -2-89 > 94°C o o B

28 (-)-6-{3-[BR)-3-F L~ fimtwzg £]-1-2 & K& }-5-%-2,3-
= & X # »F o« -2-FF L1 NaBH, ‘l
(-)-6-{3-[BR)-3-F A~ @ mbtww X]-1-8 X & K }-5-8 -
23-— 8, K 54 -2-80 > 98C » &

B8 (+)-6-{3-[(38)-3-F A =~ & wtwx X]-1-8 & X }-5-% -

23-— 8 X H3 vﬁ:-z-m;ﬁzNaBH4

(+)-6-{3-[(3S)-3-F A =~ St & £ ]-1-f8 £ & % }-5-§ -

23-— B X F 5k -2-80 > 98°C » @&

6-[3-(4-F X -1-Xx & wbg K)-1-R & K]-1,2,3,4-@ & %

ok -2-89 #1 NaBH,

6-[3-(4-F & -1-5v g wbwg K)-1-2 X & K]-1,2,3,4-13 &

£k -2-87 5 k5 2 137-138°C

8 6-3-(4-F A-1-x &mubwg X)-1-8 A X)-7-£-1,2,3,4-w
& & vk -2-87 $1 NaBH, ,
6-(3-(4-F A -1-5x fib ot £)-1-2 £ & £)-7-£-1,2,3,4-

W O £k -2-89 0 3% % 181-184°C

>0
b
I

F 8 (-)-6-{3-[BR)-3-F & -1-5vx & = = X |]-1-& & & }-

1,2,3,4-@ —’g:(a név;}* '2‘§F] ‘?E\‘NaBH4

(-)-6-{3-[(BR)-3-F % -1-5< & = = & ]-1-78 X & % }-

1)2’3:4-@ ﬁﬁ“’%"’f’k'z-ﬁﬂ ’ 1’5-,?‘13182C .
% B 6-{3-[(3S)-3-%F A -1->x f st = & ]-1-82 & % }-1,2,3,4-
m §, & % -2-87 L NaBH,
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A7
B7

£ RS (25 ) ’

6~B-Kssy3s% £ -1-x & = = A J-1-82 A & K }-
1,2,3,4-v9 & ok ok -2-89 > & 25 182-185°C
(+)-6-((38)-3-% % -1-5x & ok & £ )-1-R A %k )-7-R -
1,2,3,4-w3 & =& »k -2-8R #L NaBH, ’
(+)-6-((38)-3-% & -1-7 K ok & £ )-1-78 & & £)-7-f -
1,2,3,4-v9 & =& # -2-B8 > 15 B 123-125°C
28 (-)-6-(3R)-3-F A -1-% &Lt =& K )-1-R A& K )-7T-R -
1,2,3,4-w & o& 7k -2-87 ¥ NaBH,
(-)-6-((3R)-3-% #& -1-7% & ok ot & )-1-78 £ & £ )-7-R -
1,2,3,4-v9 & & vk -2-87 > 5 2 122-125°C
6-(3-(4-F¥ A-1-x A nwX)1-A 2 %)-5-£-1,2,3,4-w
&, ok ok -2-8 #L NaBH,
6-(3-(4-%F £ -1-% fwbog K)-1-5 X ¢ %)-5-/-1,2,3,4-
W & of ok -2-8 0 & 2224-227°C
Ba 5-3-[4-G-RIEA)S AT EA]-I-RFK}-23-=4-
1H- X # =k =% -2-8A #t NaBH,
5-{3-[4-(4-R ¥ A)~ BEmw A]-1-2 KA A}-23-2 4
1H-X # ok =k -2-8R - % %218-221°C
Ba S5-[3-(4-F A-1-x A X)1-A & K]-6-8-2,3-= & -
1H-% # =k =k -2-87 $2 NaBH, |
5-[3-(4-F A -1-5 @b K)-1-8 K5 A& K]-6-R-23-=
& -1H-X 5% =k o4& -2-88 > E§’$233-236°(2 w
(-)-5-{[3-(3R)-3-F A -1-~ & wt g K ]-1-A A& & }-6-% -
2,3-= & -1H-% 4 =k = -2-8 #2 NaBH,

N
)
o

-\
L}
o

NN
]
o
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AR (25 ) -

(-)-5-{[3-(3R)-3-F % -1-5 & wb =& % ]-1-52 X & X }-6-
£-23-= B -1H-X FH k= -2-80 > 115C 5 #
(+)-5-{3-[(38)-3-F A -1-x B wbw A]-1-8 & & }-6-% -
2,3-= £ -1H-% # * = -2-8 ft NaBH, ’
(+)-5-{3-[(38)-3-F A -1-x @ wt = K ]-1-2 X & X }-6-
£-2,3-= R -1H- K ff ok =k -2-80 > 94C 5 #
6-% -5-{3-[4-(4-R F A )-1-x A »b = X ]-1- K r”éit}
2,3-= & -1H-X % = =k -2-8A #2 NaBH,
6-%F. -5-{3-[4-(4-R ¥ £ )-1-5% & wb =& E-1-78 £ & A4 )-
2,3-:.3-11{-%:#%%-2-&@ » Y& 2E246-248°C
6-[3-(4-%F £ -1-x K wb = £)-1-R & £]-2,3-= & X5
*% ok -2-&4 #1 NaBH,
6-[3-(4-F A -1-x G wbwe £)-1-82 K & K]-2,3-— 8 ¥
# v% ok -2-87 0 X 2 177-178°C
5-{3-[4-(4- R F E)-1-~ B X]-1-A R X}-2,3-= &
w| vk -2-ER iﬁi NaBH,
5-{3-[4-(4-R ¥ A)-1-~samw X]-1-2 A& K}-2,3-=
& w3 & -2-8A 0 K B 154-155°C

[3-(4-F A -1-x &b e A)-1-RA A K ]1-2,3,45-0 & -
1H-1-3 # % (benzazepin)-2-84 L NaBH,
7-[3-(4-%F A -1-% B ab& £)-1-5 £ & £]-2,3,4,5-09 &
-1H-1-X # i(benzazepin)-Z-ﬁﬁl 8 - 14_0-141°C
6-(3-(4-f % K -1-x fabw A)-L-8 & %)-7-R-1,2,3,4-
v & % ok -2-87 $L NaBH,
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6-(3-(4-F & & -1-5 F ook & £ )-1-7 £ & £ )-7-£ -

1,2,3,4-w & ok ok -2-89 » & ¥ 220-222°C

7-{3-[BR)-3-F £ -1-x & o= £]-1-& & & }- 2,3,4,5

w & -1H-1-¥ #f ¥ -2-5 #1 NaBH,

7-{3-[(3R)-3‘-frf" £ o-l-x R £ ]-1-8 A & & )-

2,3,4,5-m & -1H-1-% # ¥ -2-8 > #H8

(-)-6-{2-[(3S)-3-F A~ g wb = £)-1-A T £ ]-5-&-2,3-

= 8 ¥ #f 5 = -2-88 L NaBH,

(-)-6-{2-[(3S)-3-F £ x G wtw A )-1-& X T K ]-5-%-

23-— B X FH Tk -2-87 > B H147C o B

B E (+)-6-{2-[BR)-3-F X -~ & nt = % )-1-& ¢ X ]-5-%& -
2,3-= & X 4% °F = -2-87 L NaBH,

(+)-6-{2-[BR)-3-F A~ awt=w X)1-BXT K]S5-K-
2,3-=— & X FF »5 & -2-81 > §&§144Cln\ﬁ¥

78 (+)-6-{2-[(38S)-3-F A -1-x &b = £ )-1-R T K]-7-%&-
1,2,3,4-w9 &, » 7 -2-%9 L NaBH,

(+)-6-(2-((38)-3-% & -1-% B b & £ )-1-5 £ 2 £ )-7-
#£-1,2,3,4-9 & o£ vk -2-89 > 107-117°C o &

%8 (-)-6-(2-((3R)-3-%F K -1-x @i wb & X)-1-R T X )-7-& -
1,2,3,4-w9 & & # -2-83 £ NaBH, ’
(-)-6-(2-((3R)-3-F % -1-5% & vt ;.;Ea) - X T X)-7-R
-1,2,3,4-v9 K, vE ok -2-87 > FE L F W

-0
L]
mp

-0
g
my

N

B2h 7-[2-(4-F A-1-x 8wk A)-1-8 T %£]1-2,3,4,5-09 & -

1H-1-% # % -2-89 # NaBH,
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A7
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E B (2 )

7-[2-(4-F % - 1-% oober £)-1-78 X T A1-2,3,4,5-18 &
AH-1-% 4 ¥ -2-89 > B % 3238-239C » @&
()-7-{2-[GR)-3-% £ -1-x & ot & £ ]-1-& & % }-
2,3,4,5-w & -1H-1-X # ¥ -2-8 # NaBH, f
()-7-{2-[(3R)-3-% & -1-% & ok & & 1-1-%8 £ ¢ £ }-
2345-@ E-H-1-XHE2-M-_BHRBASY B

=
g
LU

2 115-118°C |
(+)-7-{2-[(39)-3-% % -1-% & =t = KX ]-1-& & % }-
2,3,4,5-@ & -1H-1-X # % -2-89 L NaBH, B
(+)-7-{2-[(38)-3-F A -1-5x Aot & £ ]-1-8 X T X }-
2,3,4,5-@ §,-1H-1-X ## £ -2-BR — BB B KRS Y > &
2 115-118°C
B8 (+)-6-(2-((3S)-3-F A -1-5x R wbwg £)-1-8 T X )-5-K -
1,2,3,4-v3 & »&## -2-87 1 NaBH,
(+)-6-(2-((38)-3-%F A -1-5< & =t & £ )-1-8 X T K )-5-
#-1,2,3,4-v9 § &% -2-8 > B % 119-120°C
BB (-)-6-(2-(3R)-3-F XK -1-5%x & b w2 % )-1-R T A& -5-
1,2,3,4-w &, & v -2-8 L NaBH,
(-)-6-(2-((3R)-3-F A -1-x Fabwe X)-1-2 K T £)-5-8
-1,2,3,4-v9 £, »& vk -2-89 > & B 119-125°C ‘

>0\
]
oy

# 8 S5-[3-(4-F K-l-x ambw A)-1-R A K]-6-R-2,3-= K-

1H- X # = = -2-83 2 NaBH,

5-[3-(4-F A& -1-55 @ s =& %)li%%%‘zi!s]é 2,3-=
f-1H-%X 5 ok ok -2-88 » & %5 244-247°C
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A7
B7

B CELACE

& 8 (-)-5-{3- [(3R)3‘+“§\ -l-x b K ]-1-RA A K F-6-R -
2,3-= & -1H- 5 =K = -2-89 st NaBH,

(-)-5-{3-[(3R)-3-F¥ X -1-x & abww £ ]-1-2 X & K }-6-
£.-2,3-= & -1H-% 5 = o -2-89 > [d]p2°=-15.1° (DMSO)
(+)-5-{3- [(3S) B-FA-l-AN gubw KA]-1-2 A/ K J-6-4-
2,3-= £ -1H-% #% # =& -2-87 2 NaBH,

(+)-5-{3-[(38)-3-F ¥k -1-~ @t =w X]-1-& X & K }-6-
£.-2.3-= £, -1H-% 5 % ok -2-89 » [d]p2=-15.8° (DMSO)

N
]
o

BAS-(3-[4-(4-R F £)-1-% foub & £)-1-8 & & J-6-4 -

2,3-= # -1H-X # =k = -2-% 2t NaBH,
5-{3-[4-(4-A ¥ &K )-1-x &b = £ )-1-52 X & K }-6-

f.-2,3-= & -1H-% §f =k = -2-89 > & ¥ 202-205°C

£ #] 10

5-[3-(4-F A -1-x fobwe £A)-1-8 & K]-2,3-= & X 5 R % -

2-87

a) MR T Bl 68 F ik A B M 69 2.25% (0.01% F) 5-(3-
f-1-A8 X)23-— &R X Rk -2-BREA30EF T M
o M HE F A R1.75% 4-F K 5 & wb 2 (0.01% F )g2 3.04
AZCTHEOOEF) #HERTHHAATNRNR SN2
N RBEARI0EHA R TREABAZRRR Y @
ATOEF e RI|EEZ 2 H A AR A KE MK
%o AEETTAELER - o
A E3.64% 05-[3-(4-F A-1-x Anbg A)1-R & 4]
2,3-= 8 K 5 ok ok -2-88
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