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KB E-3- -N¥X) -2, 3-Z“H-1H-%H
[2, 1-b)1, 4kEE (15.45g, 3% 88%).

%4 172—174C

() W EERBHLEADRREHNNEK
WA (100mD) RRAZZE (80mD. #Hit
E4WAHETEA 2/ G, RBHEMNH T
BHAEREPOAZMIERNRMINKARE. &
%, TRARGZRZEET/AHmER 3- @
KEL) -1- (2B Z8-2, 3-"%-1H-
EHQ, 1-b) (1, 4) W (17.08), H @K
NFLHPHERPMA-ITL4ROBTLMN, %
MRS 1% ARARPES QLB 3-
4-%%) -1- (ZZLE®) Z8-2 3-2%
-1H-%3# (2, 1-b) (1, &) -WHEHTLRE
(17.45g, K 81%),

B 164.5—166C

KB 46—54

(1) LM IS4 PEBHEADRNNTE
LKW s~ (1) FEHFRATRELANES
Wik 13 #x. (RRAXB

() # () PHREHFHRBEOHKILAS
At 45— (2) hBidH RMITE LR B Btk
14, 1S Finihiad. (RRLXR

L 55-65

WKL H 34, 35, 40A. 40B. 41-43 PN

__.8_

16

P SRR MBI AWK H 45 R FRETR
Rt B ik 16 BindhitAt. (RRXRD

% 66

T 3- (-FEE) -2, -2, -1H-%H#
(2-1-b) (1, 4) W% (0.62g), N, N-_"F ¥
B CmD) RZEPE (5mD) BEAWED, T
REHAGTIHAMA_FERZERE X
(1.26g), HULBAMARBTHRER/MFEMA
NaHCO, i, ##¥tBADHKGXDR. KB
Weike, TRROBGUABRZEN, RN RS
E##: (CHCl,, B8 =30:1) #&mHa 3-
G-FXH) -1- CHEL ZBEE-2, 3-8
-1H-%# (2, 1-b) (1, 4) =mE (0.36g,
45%) &R,

tn LB A WIS TR PHERFIA 1Y
REER, BEHARGTEIFHNFH-2Z
ERPELRTEYN - -RNEHL -1- (=H
EkE) 28-2, 3--8-1H-%3# (2, 1-b)
(1, 4) - ERE,

A 216-218C ()

L 67

(1) FrhBEOHEHFTE 3- (&KX
-2, 3-“E-1H-%# (2, 1-b) (1, 4) WE
(1.50g), NaHCO, (1.0g). & H&& (30mD) M
A (15mD) PO RARMER (0.90 %)
R BRE (10mD, HELBANAESE FH#
=/E, RIGHANES I, Kk, THRIKEN
BREEN, RENERELERYE (FPE-AM
=50:1) MAH - 4-%¥) -1-wmEE-2,
I-ZE-IH-FH (2, 1-b) (1, 4) w5
(1.37g, 78%) Ry,

BEi# (m/2): 365 (M

IReN™ecm™) :1660,1620.

() Em LEBHILAE (133 HEKK
W (lomD) BIPMBIRAS 17%0 =P K P
i (15ml), WHBAMEHETENE—/IEE,
HELEMNTHY - -K¥E-1-[3- (ZHE
) AkE)-2, 3--X-1H-ZEH#2, 1-b]1,
4-mEmk (1.39g) Bk,

i LIBOLAIETTRRHIEI PIA
—~4REH, FRGTRGIESEHNTHTE
gams - G-2XE -1-[3- CHED
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WEE]-2, I-"&-1H-ZH(2, 1-bl1, 4]
L 3-1.5:

B 217219C (W8

K 69—70

MMM REBEWEALH 24 ARSFALE
Tt B %k 17 FaZitate. (LA

KA 71

(1) # 1H-Z3#[2, 1-bfl, 4-"kmk-2
(GH) -8 (5.17g), 4-KEFE (5.62g), ¥
#2f (soduim methoxide) (1.73g) B W & ik
Hik 4.5 /hif, XHEREEREWHRAKS, &
BT, HH., TR MW
—ECRPELERTEN 3- -EF¥H) -1H-
02, 1-bf1, 4pkE-2 (3H) -BH (4.28g),

#A: 277—2719C

(2) B LEANE4AY (400, EHRE
f 10%18 (2.0 5D, HHEKRW (200mD) RZEY
(Wml) ZBRABEZS ., KREHTHRHE3I/H
B, RESRE, TEERE 10%8—%K, KB
LN, REMNHIRIH-E-CHREL/THSE
Bl 3- (4-MEE) 1H-ZEH(2, 1-b)1, 4]-mEwk
-2 (3H) -Bi (3.20g),

A 185—186C

K672

EI-RE-2-%® (169g). N, N-"H¥
B (19.3g) RIEELN (200ml) BA S+ Tk
RREGCTRARZEX, WLBEAWERREE
FTHR#E—ADit. RERAWIPRNAZKLE, RE
HETM, HPAXZRIBRUREEN, $578
HWEEFAM (500mD) PHER P MABKH
(758), RIGHILBEAMEM 2 hit, BRBBRER
M. ARABRRSSD, W TRS K, &
. FRINNKEMPELATEN 1H XH
[2, 1-bll, 4]%( oxazin)-2(3H)-M (13.1g),

B4 219—220.5C

KB 73

() # 3- (-X¥XE) -1H-KH[
1-b)1, 4)-%k&-2 (3H) B (10.08) K& 96%
EREW (1.96g) BH_FEER (150mi) fk¥
HEHTHA 1-8-3 HRKE (6.78g), WRAK
AEETRAIH. HEERAMEAKS, KR
AWRLBMIBER, BRI BEERXARE

18

PABRZ M, RENARKRERFERY (R
¥y EC&K: LMLE=5:1), BENPHEL
RAAE - -HEL -1- G-EREE)
-1H-Z&3# (2, 1-b]1, 4-M%-2 (3H) -8
(8.04g),

A 110—112.5C

() B bEAmLay (1.0g). LK
(3.72g). WKiLBH (1.5g). BEM¥ (1.83) RAM
(50m) ZERAWEKIE. HREEASHEER
ZUEH, EREPHAK, TELRBARAZRL
RRER, XN ISLBRZEN, R A B
Birdkisy (eim, A, F8=20:1 L3
B 3- -EEL -1-3- (ZTB) RE-1H-
#H(2, 1-bjl1, 4mE%-2 (3H) -BRe.

#Hin LEANLAD SRERAHEEPIA—
LEER, FBRSTIEIENTH-—Z
SEhBEERTHE - G- -1-[3- (CHE
) BE-1H-ZH[2, 1-b]1, 4pE%-2 (3H)
-BEEE 0759,

/4 190.5—192.5C (2 #).

{5 74—75

() #HERH 24 FIRHLABELRG 73 HEF
HRLEBRBHGE 18 Famitsth, (ELX
&)

%KM 76

H3- (-=XNEXE) -IH-FH[2
1- bl1, 4k % -2(3-H)-B4 (18.0g) , Bk AR 4
(24.2g), 3- (KX REIXitd (9.5,
AR (400mDR K (4ml) ZEAWE K 48 /b
i, WA TRRETARNEERE. HEER
fKBUWMATZE (200mD R 10%pE 8 (100ml,
BERAMEIE | ot, ZHEREEARYLE
M2ZE, BBZEABM NaHCO, RitHHTZR
LRRER, ERGUREABRZEMEH 1-3-
(CHEL) -REDB- G-ZXH¥EL) -1H-%
2, 1-bj[1, 4)-wkw-2 (3H) -B GRR#D),

K (m/2) 444 (MY

fefo LR EHE At S RER B A B P A —
UERER, ARG IRIEHNIHN-—CE
MIEERGRA 1-3- (CPEE) -REB-
G-ZXFXE) -1H-FEH[2, 1-b)1, 4]
-2(3H) -BME®RZ (16 23p .

__9_
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A 130—133C

% 77—87

KB 24, 25B, 26, 28—29, 69—72 B
Bz aBIkH 76 Z AR ALET A B g
1921 it A, (AR

% 88

7 3- (-"EL -1-3- (BE®) RE
NH-2%#[2, 1-bll, 4-"%-2 (3H) -§
(1.79g), MMM (2.18g). AN (SomD) BHRA
W TFRIEHEFETNABAER (0.65 %),
HALBARTEATRHALE. FawlldE
B, AEEEN, dRR &M AR B
(BRBN, &b, B8E=20:1) RATAH 1-3-
(N-HBARE-N-FEE) RE-GHXE
-1H-%32, 1-bJ1, 4)-%-2 GH) -M (H
Rih).

A EEBHLADREREI A -SEE
o, #FAGRREwERORHFAIH- TR
PELERTAN 1-3- (N-SAE-N-FK) &
£-3- (-KEX) -1H-FH[2, 1-b]l, 4%
-2 (3GH) -BEME (1.52g).

B 172.5—175.5C (4R)

*H 89

BRH 74 HEGAAMNKH 88 FridHR
REmEAHNI (-XEL) -1-{3-[N-FH-N-
Q-FkE) BRE}-1H-%3#02, 1-b)1, 4%
%-2 (3H) -M.

BB, A 166—169C (2R, LM
——RERPELER)

%1 90

) () -12- (4-W¥H -3, =%
—-2H-1, 4-FW5% (10.01g), 0.038 WE/R) MusL
W (150mD A (S) -N- (2-ZKkE) M
REEM (18.57g. 0.057 HEAR), WULBAMERE
FHH 4 /hit, RERAWPRAZRIE, HiR
AWM 5%LM. A&, NaHCO, #. ARLAMT
¥k, mEHZRZEEYN, FAKMRTR, &
WURLEN. FRGARMATFEREANE (2
B, LHMLEE=5:13 1 1. WEEHBHR2N
(R) -2- (4-%¥) —4-[ (§) -N- (-
MEB])3 4 "8K-2H-1, &-FHwK
(10.75g, 51%) @tk

20

A, 147—151C

ht, BRFENHESH (8) -2- (-%XE
) -4-[ (S) -N- (2-ZmkEE) WEAE]-3,
4- "% -2H-1, 4-FHWE (7.58g, 36%) #hdd
.

A 171—174.5C

() # (R) -2- (4-X¥EX) 4-[ (S
-N- (2-H Bk WERED X
—-2H-1, 4-¥ 3% (9.40g, 0.017 W/R) &P
FZEHE (101, 188mD) #, ZEXHBMA 66%
# KOH (11.2g, 0.172 BE/R), Mi/G¥5ILiRA HE]
WM, WHEREBATERMA KA PHRALRT
BN, ZMZEERAMEKER, AKMAT
B, RIER BN, KR RER BT
(CHCly) ##, RENLRLE—CLRELEH
KiidHE (R) - (3) -2- -KEH) -3, 4-
ZE-2H-1, 4-FW% (2.61g, 58%).

. 151—153C

[}3+38.0 ° (C=1.0, CHClp

MinEHRHALE (9 -2- (&%)
—4-[(S)-N-Q-ZEWMB)E T KL 1134 =K%
—2H-1,4-3 }H WK (7.262,0.0132 B/R) Wi 3
(8) - (=) -2- (4-&¥) -3, 4-"%-2H-|,
4-FHukg (2.45g, 71%).

%4 151—152.5C

[a]§)”+38.4 °(C=1.0, CHCl)

(3 (R) - () -2- (-MXE -3,
4-"E-2H-1, 4K} % (1.30g, 0.05mole)
R_-HE (1.66ml, 0.012mole) f ~ X P ik
(16mD) B FAREESANRGFTRARZER
(0.79ml, 0.01mole) RI—XF ik (4 $, &
FHR# 4557, BEMNKERE, ERXDPHA
LBMZEmAk, ZMLEEER NaHCO, #. XK.
AN, MEBMATHR FBERZEN, A3
(R) ~4-MZREkE-2- (-8FH -3, 7%
-2H-1, 4Kl (1.84g) RERY.

tnbkBeitaty., —2ZK (8mD). WiLH
(1.49g, 0.0lmole) RINZWRM (24ml) AR A
HETHN 026, RERZERDE. £RL
B MAZKZEER NaHCO, A, ZRZ&
BRA. kiR, AKRATR, RELREE
Fl. Bt RERtEaEEFE (CHCL, Pl
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=50:1) RA[HE (R) - () -2- G-XX
) -4-"ZBZHKE-3, 4-"XK-2H-1, 4-F
MU (1.74g, 94%) BB ERW. Ki¥
(m/z) 3.76, 374 (M™)

AR (BLNEL&S)

84 133—135C

[41D+111.9° (C=1.0, H,0)

BERHRLE (8) - (-) -2- (4-XN¥
%) -3, "8 -2H-1, 4-FHmk (1.30g,
0.005mole) FifA# (8) - (-) -2~ (4-&;X
) - "ZEZKE-3, 4+-"%-2H-1, 4%
FoEwE (1.725 92%) BB ARW. KiF
(m/z) 3.76, 374 (M")

BHE AZMPEER):

A4 133—135C (W)

[a]’g~112.6°(C=1.0, H,0)

%M 91

B (1) -2- XL --"ZHLEK
-3, 4~ "% -2H-1, 4- K} EHE (68.54g,
0.183mole) & (28,38)-3-[(5-M —2-H B ¥ £ ) R
F2-R X -3-(4-F & ¥ )R 8(70.16g,0.183mole)
BRTZRZE Q) b, REBLRANAE
500ml REEM. FARLRGIEIHHFAIRL
BPREAFAKR, A3 (R -RA&E
(30.80g) R,

4 153—154C

mEHBHILAWA _Z XM —NaHCO, %
WAL E L HEL. @A HC-LRL A
BREELE, HEHHIN-—CERBERN
B (R - &) -2- -KEL) -“ZRLK
£-3, &-"%-2H-1, - FEHHEI ALy
(12.88g, 17%) Hidik.

AL 211.52125C

[«)®+128.6 ° (C=1.0, H;0)

HERFX, HEL (2R, 3R) -3-[ (5-&
-2-WE¥) HR)2-RE-I- -HEEE) A
MEIFEIN, KBS - (-) -2- (8%
%) -4-"ZEZK-3, 4-"%-2H-1, -3
L $ 3 & §id N

841 211—212.5C

[alg’-lzs.s°(c=1.o, H,0)

K92

22

(1) #3- -KN¥XE) -2, 3-“E-1H-%
F#02, 1-bJ1, 4k (25.0g, 0.080mole), (S)
~N- (2- Bk RE) WO KE&E (25 96,
0.080mole) R ¥ (800ml) RHB AT 60T HH
24 /pRt, AR RERE EREPNAZRL
N, HEAWNA S%EX{Li, K., NaHCO, &
. k. BABFERE, ZEZEERAKERHT
BREEREEN, RRBBEEERTGINE (T
MZEE: CE=1:3) LB, B—XkEktdtdHh
(R) =3~ (4-%¥) -1-[(S)-N-(2-FEWkRL & 3
B 1-2,3-= 8 -1H-3K FF(2.1-b) 1,4 mE & (11.97g,
25%) KA.

¥ (m/2): 600, 598 (M")

IRv22em™': 1680

sesh, BEREHBEAE (S) -3- -KX)
-1-[ (8) -N- (2-%ukk) WRK]-2, 3-=&K
-1H-2%3[2, 1-b]1, 4EEE (12.13g, 25.3%)
Ardadk, 4855 204—205C,

(2) ¥ (R) -3- (4-EXE) -1-[(®
-N- Q-ZukEt) MEAE)-2, 3-=“&X-1H-%
# [2,1-bJ1,4)5E B ( 11. S0g, 0. 019mole) ,
86%KOH (15.0g, 0.227mole) RZ A (10
11, ¥k 230mD) BAKEATER /M. K
RAWEAKAS, RLMIBEXR, LERLHER
RiMA, BRAKE, ARRATR, HIBRxH
M. R&EwAdREENRSE (CHCL) R, BE
HLMLE—CRELERAZ (R) - (H) -3-
- ¥E) -2, 3-"E-1H-FEH[2, 1-b]1, 4]
WK (3.74g, 63g) #AK 205—206TC,

[a];°+121.7° (¢=1.0, CHCl,

LR LFRLHE (8) -3- (4-8%F) -1
(S-N- (2-%KEE) MER]-2, 3-—&-1H-
EH[2, 1-bll, 4PEE (11.50g, 0.019mole) T
B3 (8) - (-) -3- (4-XEXE) -2, 3-=K
~1H-ZH#([2, 1-b][1, 4JE% (3.09g, 52%).

# 541 206—207C,

[a]’:ﬂzl.l ° (¢=10, CHCl),

(3%  (R) - (+) -3- (4-®¥XH) -2,
3- & -1H-Z [, 1-b}1, 4mE (2.0g,
0.0064mole) R=Z K (2, 1ml, 0.015mole)
CERRETE GomD PFRESDRGETIN
AXZEX 1.0ml, 0.0126mole) Hy & ¥ 4
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(5ml) ¥, BAExE TR 508, KiGE
ERWEE, ERK{BEPNAZRIERA, R
ZEE M NaHCly ¥, AREh ARk, ARRWHT
MAREERZEN, KRKWARRERNE (T
BB CR=1:4 RALAAH (R) -1-KL
ME-3- -X¥E) -2, 3-=X-1H-FEH#[2,
1-bJ[1, 4pEBE (2.40g, 96%) Hukfaitdy.

i L3R BAu{LA (1.20g, 0.00 3imole), W
L8 (0.93g, 0.0062mole) KA 10%_F KM
ok (25ml) MBRAKESE TRE 5.5 /i,
BHERELZN. ERAWINAZRLRE
NaHCO, ¥, ZRZEEMRA. Ak, Mk
BMATR, RIBREEN. REKWAERER X
(CHCl, : ¥ #=50:1) RH®AN (R) - ()
-3~ (-MEL) -1-"RRZHKE-2, 3-—%
-1H-Z%3}#([2, 1-b]1, 4Pk (1.15g, 9.4%)
Keaikdy, Kikm/z 398, 396 (M)

EME NFR-—ZESPELEHE)

#15215.5—216.5C (M)

[a]p+297.0° (c=1.0, DMF).

mERER, ¥ (8) - (=) -3- (4-%X
£) -2, 3-"E-1H-%K#[2, 1-bll, 4pEwk
(0.98g, 0.0031mole) BB () - () -3-
4-%¥) -1-“HELKE-2, 3-“X-1H-%
3#[2, 1-bJ1, 4Pk (1.19g 95.0%) B ER
8. i (m/z 398, 396 (M+),

R (EPH——ZARPELER)

85 215—216.5C (4

[«]*+296.6° (c=1.0, DMF),

9:54 93

HHEERNEERDUXA2HFALA, &
AR - ) -R () - () -3- (4-8*
) -1-“ZEZK-2, 3-_Z-1H-FH[2,
1-bJ1, 4pEEIA.

(R) - (+) -R¥k (ERE: MAANYPE
&8

#/5 137—140T

[@®+322.7° (c=1.0, FE),

(8) - (=) -Rik (AR MAMTERE
)

i 45 138—140.5C

[a]’g+321.7° (c=1.0, P8,

24

% 94

() -I-ZHERK-I- B-=ZXF¥)
-1H-% 32, 1-b)l, 4Pk -2 (3H) -§
(7.53g, 0.0169 B/R) R (2R, 3R) -3-[ (5-&
~-HEXELE) KR]-2-BE-3- -FEE¥
%) FM (6.50g 0.0169 B/R) MM TLHMTEE
B, MERABHHERPOAZZ LR, KR
. BB IESFHNCRIBEPRERHA
%EE (+) -RAER (3.04g, 22%) K&E,
4 147—148TC

HuwbxBmitady (2.80g) E-ZER
-NaHCO A h#i#. L ERERARK%E.
Tk, REREBHNGAR (H) -1-ZFERE
-3- -ZXFEE) -1H-FEH[, 1-b]1, 4p&
-2 3H) B (1.42g, 94 %) ARy,

Ei¥ (m/2): 444 (MD)

IRuXMem™, 1670

[«]*+80.1 ° (c=1.0CHCl)

M,

55 101—104C

[2]®+115.9° (c=1.0,FB)

Eifn kAR, HA (25, 38) -3-[ (5-&
-2-WHEX) HR-2-BE-3- -HELEDL
AREXFIH, AGER () - 1-“RERE
-3- B-ZEPEEL) -1H-2H02, 1-b]]1, 4]
b 3% - B R 4

Bl (m/2), 444 (MD

IRv™em ™ 1670

[a]§+so.5 ® (¢=1.0,CHCI)

b=1.

48 102—106T

[a]j’;—ns.s °(c= 10,78

[ bx i $a 4t b & )

EXLHI

E2-EEXWRE (12.6g) RTZME (23.69)
PR EIZHE (150mD) WA 2-M-4-KELM
FAH (23.68), HEMALBRAWIR, KBRS
BHEHARAZRRWY, BRAGTRSTES
w, Kk, FhishNEKM—ZxrEER,
BE 2~ (4-NXEE) --HR-3, XK
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—2H-1, 4~k (21.7g) R, B 216—
219C,

BRKH 2—4

EEARM I PHRET LB ANERE N Y
#3522 iRt A. (REAXRE)

BHKMSE 2-RE-S-REFKE (0.49)
B (3ml) #PA 96%8 KOH (1.63g),
FELBABURLZZIN, FABEKERTRE
(7omD) ", XA 2-W-4-TELZRTIE
(1.38g), HEABBRIE. REERA KR
&, FRRkRdLEsK, Kk, TRAGHNS
HW-F-CRPEERTAN T-K-2- -K¥
£) -3-M/-3, 4-"X-2H-1, +-E}mg
(6.58g) Roddik.

4 230—233.5C

#ELM6

FO—5CTF, £ 2-%-3-#HR-3 4_%
-2H-1, 4-%FmE% (9.38g) R% (791g) &Y
&R (250mD ¥ k4> #E o A X fL 4R
(12.2g), ERIREK TR 45 2805, HLEA
BAAKRADHIERIE. KEMALRIEX
B, ZERLEES LERVE AN IFRISR LR
M. FABKONZHIREE, A% 3-HK
-2- (- &) -3, 4-"%-2H-1, 4-¥}%
® (8.17g) R#.

% 4174—177C

KM

LB % %5 6 R AL R
Bifnk 23 "rlAl (RAXE)

BEKBIS

E2-FER (13.5g) HTMLIEE (150mD)
B A NaHCO, (15g) A ¥ (300ml), 7t
BABP TR HEFETMAL 2-R-4-K X%
ZEE (32.29) WPEHE, R MASE B8
BHBRAw—/E, KIEBREZALEPOEN,
HRABE TR, EXBRAPOABRKE (20
R) BAWERERGE, HKZEH, HERSR
WAk, WRAWHIMZEEXNR, KRR
LEEE. TR, FERZEN, kRfwalrl
B-EFoRE&LR, B3 2- (-X¥) -3-4RK
-3, 4-"XK-2H-1, 4-EHmok (24.0g) Rk,
1% /4 180.5—181.5C,
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