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Lo —H /el b- BRI RN T 778, HRHEAE T 4% L- Lz R TG / SEEAL1T 2
L- (B T ls / SBEEhIREL, Ff L- (PR TR / S ME SRR R el 2% 140 T W 2h Be 45 2
L-BRIRFNE / LG, & WAL N- LBk -L- &R Pl / LB, F6 N- LBE -L- &R
Tl / CHRAE = CHERERE - =9 SBRIE IR AR JR T I IR R, TERS IR AN —30% XUE KA R T
FALMIRRIR 147 A G TERR RN, I QW AR 2543 B /00 5- BAEA AR ;

ik il T AR R IR PR

F—b L CER SEHIERA, AR 0C, £ 0 ~5C N, M L- B2 R i &
AR 1:0.5 ~ 1.0 B SIS se e )5, ERIEA R 2 30 ~ 60°C T R 2 ~

6 /NI, B N S5 I P80 25 BRVE TRIRE LA SR AR 1 — IR, 15 30 B Gl 1, 3 = &
BEVEVR, RI19 L- (LR T lE / LB EhER 2,

B0 W ERAGEEE L- BEER TR/ LB IR T A VLS, 20 ~

30CTFIAS AEFE A L- ARRTEE / Ll )ﬁ R R 1:2 ~ 5 [ =L, 4]

20~ 5°C, NS AEREE L- 2T/ CREER R TR AL A 1:0.5 ~ 2 LR
B, N 5E e fa , FH A 20 ~ 30°CHiEE 30 ~ 60 7350, IMAKIG, 7 BAHUZE, B YU AR
AN DGR 1~ 3 IR, F FH G /KB BRAN 15, o5 fa 25 B FILA A 21 3 s AR R L- (A2
MRS / B8 ;

B0 R PR A AR - ARR TR/ O8RS SR ORI = CERERIR G
HEEA L- CRRPNE/ MBS =R OB = LR R E AR 1:(5 ~ 10)
(0.5 ~4), T40 ~ 80°C F RV 2 ~ 6 /Nit, AHI A 20 ~ 30°C, MEZER T B =H LMW, /
AEIE]0°C, FHESEA BN R T pHT, F &t / FBERSARE, & A HUHE, A AUHH
TC/KBRBRAN T4, ZE BRI 2R, ik — ST bt / I ) b — S be - AR
EE2A 95 :5 ~ 90 :10 ;

SVUAE IR P A R A N N K R R R AR, NN SR BT LR 1.
0.2 ~ 1 FIESERAN, A H13) 0°C, Wi SR i & AR A 1 0. 5 ~ 2 1) 30% XUEIK, 20 ~
30°CRHLHE 30 ~ 60 4380, RNV SEE T, AR F NN WL A P oK B 5,
KR, AL ENR I

HTL S ERPINAER T, 20 ~ 30°CHIHE | ~ 2 K, R ZAFRE A, 6mol /L EhER
IR 4 ~ 8 /M, RV EE I T, VA H1 A 20 ~ 30°C A EAL BNV IR Y pHT, YA 58T 5
13BN/ e 5- IR ES a4 FlR BRI R AL T 4 BT &, 15 2B A0 i b R (0 2 1R
ghin s B BIR G AF BRI ZEE 5- BRI R R 45 i LT -

2. WRARACHEE R | ik i) — PP e i 5 FRIL IR I il 28 7 v, R IEE T ik 5 —
I o B R

3. WRAEACHIEE R | ik i — PP Ae i 5 SRR IR I il 28 7 1%, HAFIEE T ik 5 —
B HH NN A TR LR S BV SRR

4. ARPEBCRE SR 1 PR i —Fh 2e Jig 5- Fe RS Lz IR I il 28 77, HRFIEAE T iR 25 1Y
KA EEAAFILE A 155 ~ 10,

5. MRIEBCRE SR 1 Tk —Fp Aol 5- FR S B2 IR 1 % J7 v, SRR IEAE T ik 28 Y
AW A TR CBEEL L IR LT

6. MRARBRIER | Pk ) —Fh )i 5- FR L 2R 1 il 45 5 i, JRRIEAE T iR 25 1o
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— e - REBRRNHEFE

AR G
[0001] Ak WY J T2 G SR I, 0 K — i Z i 5— FR k(0 2 IR (1 1l 4% 75 9%, JUIL A2
LL L- €2 R 4 JE R 46 A2 E 5— PR A LR MRS Al AL T i

EEHEA

[0002]  ZijiE 5- AR IR ( N4 5- FRIECOEIR . RIFRA 5-HTP) A& —F RAR M P2 L
V), 5y A 220. 23, B Z R EE T, AR EE M RGP IR .

[0003]  HHI, 5-HTP (A= 7 v B =, S — e A G RHED G2 S =3 1 i g
¥ (Griffonia Simplicifolia) FHEHL. 41%H CN101648900 #1E T LAAEYN ™ Inahks A it
K, I T AEE B SR K S BRI IR A E AR 3 ~ 5 1K, & IR, & IE
S FH S A H AR TR B, e, B2 ok 4, (IR &5 i o 19 31 S 4R 1Y) 5-HTP 8.

[0004] %1 &2 HAT 5-HIP A/~ i L3 L2, RIS, IREERUK 2 AN el
BUAFNG G, 7 i A B S e AR, 1% T2 A S8 R MO T S5O I g i & MRS , 47 B
AT E

[0005]  ZE AT 22 (L H] CN101323586) DA Z R Ik LR A J5RL, 76 R R W 58
HIEAT A AR R AL R N 3R AT 2 IR B (A SR, AR )5 DL U R G R AR TR BRIk 4 1F T K 3R A5
5-HTP ) L2, % L& RNARK, 3815 5-HTP I ATasE , T8 ™ k& B 7 70 4k 44, i
H s MR A A K, BRI — B R B SEBURARAL 1 A 77

[0006] 5 — Bl T2 4% (CN101864466) H) A T F2 & #k BL21-DE3, 1 & #& Oryctolagus
cuniculus {824 R A I 25k DA AL) 7t B 2 R IR 804 R IR IR AR A R I » 0 T4 Y R (0 U TR
e 5-HTP, FREHE 1 « 70 B Ak B3 R 48 45 i 3R AT 5-HTP 1 T2 1% T2 A7AE L R A1
(1) RIEEAR, 2) ERHERE. —HFEIREHEZ R IR S, 75— 7710 T2 5-HTP i
AL REAN R BEAR TR AR A%, BRI R R T 5-HTP 4N b HoAth i+
WA BB T AR AT TR EEXS AT AR 2 B A A B SRR B S SEDARI
AL

XAAE

[0007] O T fift ik EREAT HOR KA, K5 Al AR SR B 52 Z7T 52 i 14 1 @i, A i W)
(K3 H AIAE T 3R A S SRR T 0 S5O 5045 5 T Db Ab R AL BEA 5 7 A A BT G
IIERE 5 BRI % Tk

[0008] A B K H KB I N A AT S - —Fh A2l 5- Bk A IR K 4% 5Tk,
L- R A, Tl / LBRER D) L- IR TR / LBshIRER, A5 L- CRIR TS / LBy
IR ERAEBINE 25 1F PSR IRTS B L- IR TS / LR, 2 SBAL R N- LBt -L- R T
Mg / LFg, FPRE N- SB -L- CVRIR TG / LBEAE = LMkt - =9 SIRIE IR R 1 ik Jshs]
RIA, EAS IR —30 %6 WA IR R T AL 1 AL, SeJa IR PE 2 AT NRE IR 1AL 5
EREREEE R BRI 5 ARk E, i QBRI EAT B 200 5- B OEIR .
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[0009] A BH=ShEi W T -

[0010]
o)
OH
HO NH,
A\
N
H
5-HTP
[0011] ik L- (=R R / LB R E 2% - ORI SEBRFIRES RG], 5=
SO AR N il 2% 19
[o012] Pk L- (AR AR / LB EREE ) &b, L- /IR 5 — SO B E AR L

Kl :0.5~1.0(%/ZH).

[0013] PR EE 570 AR B B S

[0014]  Prilfs It 45 1 F Wi Eh R A2 FR K H = S N3 E i 45 A1 Wt o 2h 1R

[0015]  Frik L- (A% eI S BEAL 2K A Lﬂz‘i@%a@f‘ﬁﬂco

[0016] P RS ERTE 4 F R F R « LR B AR

[0017] Bkl S ERLR 3 K F S SE A s o

[0018]  —Fi/iliE 5- FRIE (LR IR Il 2% /7 i, AR Nk D IR

[0019] 25— (- AR SEFIER S, 3 E £ 0°C, EONS TR, WS L- = BRI R

EAEMIALD 0.5~ 100w/ ZF) MSUE, Finces, FREEHARS 30 ~

60°C N 2 ~ 6 /NI, 5 SNV S, 98 Hs ZE BRI R DL R e R ) — SUOIAR, 4331 B (2

7, BT = LBk vk sk, BITE L- R PG / L BEEhR L

[0020] 2520 o IR B AR L- (LR TR / L lE IR SR BT A WL A,

20 ~ 30°C FIMA S Atk L- %R T / LR E AR N 1 ¢ 2~5(5w/

ZT) W=, BEIEI0 ~ 5°C, s Bt 4 L- 2B FlE / SRR EhRR = AR L

M1 0.5~205%/ =) KRR, MNseE)E, 42 20 ~ 30°CHid: 30 ~ 60 7380, i

NG s WA HUZ AU A S B EE | ~ 3, T H oKD B T8, B a 7%

SR ML R 2 A EE AR L- R T RE / L

[0021] 55 =0 K5 DB AGREA L- @R TN / Ol 5E =R ORA = L FErER

RE, AAEE L- CRBRTRE / 285 =R OB = CERER R EARIE S 1 0 (6~
10) © (0.5~4) (5 / 2T/ ZTF), T 40 ~80°C N W 2 ~ 6 /N, ¥ E15E 20 ~ 30°C, I

JEZERR I & =R O, A HIR] 0°C, SRS WR Y pHT, F & 4t DCM/ FE MeOH

WA A AN, AU G BR A58, 28 BRI 2R, rid — & ke / 1

BRI &R - AR 95 0 5 ~90 ¢ 10

[0022]  ZEPUZD B bR FrAS etk in A KRR B VR G NN SR ) i = L

10,2~ 1 AR, AE12 0°C, WS mRymaE st 1 0.5 ~2(5 / ZF)

(1) 30% (e [ 43 b ) BUEEIK, 20 ~ 30°C FHidE 30 ~ 60 73%p, NV 5eEe 5, MR R I

A WL FIAEL, 1 KB R B 58, Z5 BRI, AE 23 2074

[0023] S A LR WIIARIER S, 20 ~ 30°CHEHE 1 ~ 2 K, WUEZE RS H], EhiR
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HINFEIA 4 ~ 8 /NI, RN S, VAT A 20 ~ 30°C FHEUE AL B O Y pHT, YA IR,
RN /e 5- FEE O TRES i

[0024] 4 bR BREIE ORFLA T A6 BT i 15 B0 0E 5 PR R R S i

[0025] & Jf IR Sh S AT B 20 BE 5 FRIE (0 2 BR 45 b il

[0026]  FITId e — 0 i s N AR B R S%

[0027] PRS2 AHLE I & Pt SR L RRE Y SR -

[0028] PRSP KA EEAARR L 1 0 5~ 10,

[0020]  JITil 5 DU D A ML S bt SBEER SR 4T

[0030]  FTIRSE LA ERYERCN F IR . LIREIR . DLk BT ik 26 1o 0 IR TEWR A 80 %
(JREHT) FER. 5% (JREAEII) 4B 10% (JREH L) WM. b hl
bR 6mol/L EhEE

[0031] AR SEA AR, BAE W NI A SA RS8R -

[0032] A% BB LAk 24 Rl A AR IR B AU, LLBEY B 18 Ik, £ 2 0 4
R 5- FRILER IR, SR AR IA 99. 2%, RIBCE N 45% LA L,

BREEAR

[0033] "R IHIGE & S HEH A A BHAE3E— 25 VEGH AR , (B & BH 1) st 7 AN PR T 1
[0034]  AKBHAJE 5- BRIEORARE G MRS LIT

[0035]
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o. R
O
NH2 HCl N,<
__TEAACO \ H ©
SOCI2 N
R=M H
. R=Et
O )
o R
O
| N/4
Et;SiH/CF;COOH H O Na,WO,,30%H,0, N/<
I - N H O
60°C N
H N
4; R=Me OH 5: R=Me
4" R=Et 5" R=Et
o, R R '
o O 4
H* HO N/<
A \ H ©o , HO { R o
N
H N
U ) CHO
~
0
6N HCI OH
reflux
HO NH,
N
N
H

[0036] AR /CHE 5- Fdk (s R Il 2 A G LU IR -

[0037] 1) B L- (A% (1) Bk, Tl / LB E 3 L- (B TEE / LR (2)
[0038]  2) ¥ L- (LA TR TG / LWeEhIR ELAEA I 45 T i Eh R A5 2 L- Rl / &
g, B O AL N- 2 TE -L- R BR TS / 2B (3)

[0039]  3) ¥ N- &l -L- LR TG / LBRTE — CFERER — = CERIE AR 22 F ik Jsi by
IR, BRI & (4 5

[0040]  4) A5 (4 FERIREN —30 % XA KA R T EALWIEEN | AL, 132145
(5) ;3

[0041]  5) tbEW (5) TERRTESAT FHEMIVRER 1 AL EIFR I AL 22830 5 £k |, I &
TR PSR A2 e 5- BREEER 6) .

[0042]  SEjifsl 1

[0043] JDIR 1 :L- BRIRFEEERER SR (2) MHl#% -

[0044]  FREX 174g L- (a2l (1) T L.6L RS, A H 2 0°C, £ 0°CF, i n = &L
87mL, Wi N 5EEE T FHE A 30°C N MY 6 /Mo [V 5EEE, JlR 75 BRI, 19 A EE R . 12
A H 300mL ZWEVEV:, 153 L- (L2 R 1 Bs $hie 3k, HE 2 oh 214¢.

[0045] 1% L- (2% P RRER IR T RAE S50 T -

[0046]  J& A :232 ~ 233°C ;
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[0047]  JFiEEdE (CH,,CIN,0,, [M+H]™ = 255. 1 ;

[0048]  AZRWEALYRELYE '"H NMR( 8 , ppm, DMSO-d6, 400MHz) :3. 39 (2H, m, CH,) ;3. 63 (3H, s,
CH,0) ;4. 20 (1H, t, CH, J = 5.5Hz) ;7.07 (2H, dt, J = 21Hz,6Hz) ;7. 26 (1H, d, ] = 3Hz) ;
7.39(1H, d, ] = 7. 8Hz) »

[0040]  LIE 2 :N- ZW: -L- (OB TG (3) K&

[o050]  HUDER 1 S L- (& Tl bR R (2) T 1L 65L TR =& Fke, 25°C 218
BN = 2 430mL, 13 0°C, MM SRR ET 214mL, 25 CHEFE 30 73088, hi A 500mL 7K,
1. OL & e ke, 23 A HLZ , A HUAH I H R AL e 5% 2 TR, Tk IR R AN T . 7%
BR¥EFGEI N- Sl -L- (AR e (3), HLE S 206. 7g, B3 8 93.2%.

[0051] 1% N- LBt -L- (A% F IR RIESEUT -

[0052]  JRIEHHE :CH N0, [MHH]" = 260. 1 ;

[0053] 4% fif 3L 4E 20 48 :'H NMR( & , ppm, DMSO-d6, 400MHz) :7. 18 (4H, m) ;6. 82 (1H, s) ;
4. 84 (1H, t) ;3.67(3H, s) ;3. 16 (1H, d, m) ;2. 84 (1H, m) .

[0054] DR 34L& (1) Bl -

[0055]  HOPER 2 frfd N- LB -L- BB FIE 206. 7g T 1. 05 =8 SR, AN = 4%
fEft 105mL, T-60°C T, KA. 2 /NNF, TCL W [ .56 1, ¥ 1 48 25°C, I8 25 B 77, (Rl =
WO, FRDIMAIK, Ve H1F) 0°C, H 2mol /L S AT pH 7, FH DCM/MeOH = 95/5
[RIE T ZEEL 1000mL X 2, & FFA MU, A HUAH JC KB BN 1158, ZX BRI 2l &4 (4), 3
K 156. 0g, 7 H 74. 9%,

[0056] ZALAH (1) WIRMESEWT -

[0057]  JRIEHHE C HN,0,, [MHH]" = 263. 1 ;

[0058] 4% M 3L ¥% % ¥% :'H NMR( 8 , ppm, DMSO-d6,400MHz) :6. 8-6. 9 (2H, m) ;6. 52 (1H,
d) ;6. 35(1H, d) ;4.42(1H, m) ;3. 67 (3H, s) ;3.47-3.50(2H, m) ;3. 01 (1H, m) ;2. 19 (2H, m) ;
2. 10(3H, s) .

[0059] ZLER 4 ALBEY (B) K& -

[o060] KD ER 3 S 156g tb-& 4 (4) T 350mL FEE, 70mL 7K H, IO 31. 2g ¥R N, ¥4
HIFOC, WA 30% (JiEH k) WA K 78mL, INHE G E 25°CHidk 30 73%8h, v 5e e
Ja » AR Z AN 500mL X 3DCM A& HY, Je /K it BRAM 158, 28BS0, 19 21tk &9 B, HE =
3 120. 3g, 7% 73. 2%,

[0061] ZALAEY (5) MRIESET -

[0062]  JRIEHHE C, HN,0,, [MHH]" = 277. 1 ;

[o063] DR 5 /ojiE 5- FREEEEER (6) Ml -

[0064] ¥ 120g tb& 4 (5) T 600mL 80% ( JBi&E 1 43 kb ) HCOOH A, £E 20°C Hikk: 2 K, TLC
R Jsz B 5e e, DR 25 R, AR R P NN 6mol/L HC1150mL JHEE 4 /NI, TLC Wi
RS, Vo142 25°C H 2mol/LNaOH ¥ A ™Y pH 7, ¥ Sk 60, W PR i €, IRAA
B2, -5 CHAEIFTdr, I8 H 22 e 5- FRIL IR (6) 454 66. 4g

[0065] {3k v )5 VAR INFNE 75°C , 3k R ALK B iR AT: , e 4 B, -5 C¥E T, 1
JEH g 5- AR TR ES dh 15. 6g.

[o066] & HALE5- FREBRIRE i, 511 82.0g, MR LI s- REARABRTEN

8
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99. 6% .

[0067]  %/C)iE 5- RAMARMRIESEUWT -

[0068]  JFiEHHE :C\ H,N,0,, [MHH]™ = 221. 1,

[0069]  FiliE 5- FRAE LA IR MEREWI T -

[0070]  ¥ffYE  H¥E THUK

[0071] &4 :270°C

[0072]  EEHEERE [a 1D :=32° (C = 1, H,0)

[0073] = :C HLN,0,

[0074]  ZrF & :220. 23,

[0075]  SEJfEfs] 2

[oo76]  JDER 1 :L- (AR SRR ER Eh (2) MUl -

[0077]  ®REX 174g L- (A28 (1) T L.6L 28T, AHIE 0°C, 75 2°CF, i — & i
140mL, i IN5E e f5 , FHEZE 45°C R MY 4 /Mo N 5ERE, IR ZZ BRI, 13 A k. 1%
&4 F 200mL LBEPEVR, 193] L- (L2d MR Sl shig #h, HE &4 217. 5g.

[0078] % L- (A& R L ERERIR LM RAESE U T -

[0079]  JRIEEHE :C,.H,,CIN,0,, [MHH]" = 269. 1 ;

[0080]  FZHEILIR%LAE "H NMR( 8 , ppm, DMSO-d6, 400MHz) :1. 30 (3H, t, CH,) ;3. 39 (2H, m,
CH,) ;4. 23 (2H, CH,0) ;4. 20 (1H, t, CH, ] = 5. 5Hz) ;7. 07 (2H, dt, ] = 21Hz, 6Hz) ;7. 26 (1H,
d, J = 3Hz) ;7.39(1H, d, J = 7. 8Hz) .

[0081] L% 2 :N- ZWE -L- (=R LHE (3) HIHI4% -

[0082] BUR 1S L- (2R Sl Eh IR EL (2)217g T 1. 5L TR SR LB, 25°C R
AR I =20 1L, A3 5°C, i I ZBRET 110mL, 20°CHiHE 45 234h, i 500mL 7K,
\L SRRk, 2 BANUZE , A HUE AR S AL BN TR Ve | IR, oK R T8 . 250%
RIS EIN- S -L- (B2 O (3), HE BN 2168, W30 96. 7% 6

[0083] % N- LWt -L- BV IR LBERIRIESE T -

[0084] Ul :C N0, [M+H] = 275. 1 ;

[0085]  #% Wi 3L 4% % ¥E :'H NMR( S , ppm, DMSO-d6,400MHz) :7. 18 (4H, m) ;6. 82 (1H, s) ;
4. 84 (1H, t) ;3.67 (2H, t) ;3. 16 (1H, d, m) ;2. 84 (1H, m) ;1. 30 (3H, t) »

[oose]  ZLEE 3 :ALEY) (1) K4 -

[0087] IR 2 i N- OB -L- (LR IR LBE 216g T 1. 7L =R LR, I = L HEAERE
440mL, T 80°C R, )V 4 /NI, TCL Wi [ .56 1, 19 H1 48 20°C, s 28 B 71, [T =9 &
&, RPN, B E 2] 0°C, H 2mol /L S AN pH 7, F§ DCM/MeOH = 93/7 ]
WERIZEL 1. OLX 2, A A HUH, A VIAHJC/K B B T4, 2R nR 2tk 64 (O, HE &
Hy 164. 6g, 7% 76. 0% .

[o088] ZALAY (1) WMRIESET -

[0089]  JRIEHHE :CHy N0y, [MHH]" = 277. 1 ;

[0090] 4% fif 3L % %k #% :'H NMR( 8 , ppm, DMSO-d6,400MHz) :6. 8-6. 9 (2H, m) ;6. 52 (1H,
d) ;6. 35(1H, d) ;4.42(1H, m) ;3. 67 (3H, s) ;3.47-3.50(2H, m) ;3. 01 (1H, m) ;2. 19 (2H, m) ;
2.10(2H, @) ;1.40(3H, t, CHy) «
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[0091]  ZBER 4 ALEY) (B) B4 -

[0092] 4P 4R 3 F AT 164g tb-& W (4) T 525mL FEE, 70mL KA, iNA 90. Og #5 IR 4N, ¥4
HF0C, WA 30% (JBiE {73 b ) AUEEUK 154mL, JHEE 5 A8 20 CHid: 45 538, [ N 58
Jii s AR RN 500mL X 3 ZBEAEHL, Jo/Ka B8 T158, Z5Fpu ), 13 21tk &4 (5), HiE &
A 123,68, 775 T1.3% .

[0093] ZALAEY (5) WRIESET -

[0094]  FUIEEHE C N0, [MHH] = 291. 1 ;

[0095] DR 5 /L) 5 AL EAEIR (6) M+ -

[o096] 5 123.6g4LAH (B) T 10% (i 40tk Bilz 500mL 77 25°CHidt: 24 /if, TLC
W 2 R 5E B, IR 258 IR, AR R I 6mol /L HCL 150mL JnFA[a]y 6 7Nk, TLC i
RS, VA HIZR 20°CH 2mol /L NaOH ¥V 1A pH 7, ¥R 2 vk o 6, WG PR I 62, IR 459
WE—2F, 5 CAEINT &, T 2o e 5- AR (6) 458 72. 6g;

[0097] ik v )5 VAR IR 75°C , 3k R ALK B B A, o4 B, -5 C¥AE T, i
JEHACTE 5- RAE A AR Y 15. 0g.

[0098] Ao FRECRAIRY i, 51T 87.6g, MR Ll s- REARAE S EAN
99. 4%

[0099]  Z/C)iE 5- MECARMRIESLUWT -

[0100]  JRIEEHE C, H N0, [MHH]" = 221. 1,

[0101]  ZiliE 5- FRAEE R MEREW T -

[0102]  ¥Ef#IE - 3 THOK

[0103]  J& ki :270°C

[0104]  ELHEEHE [al,D:=32° (C =1, H,0)

[0105]  4rf3X :C, HN,0,

[0106] 41 & :220. 23,

[o107]  SEjdsl 3

[o108] JDIR 1 :L- AR FESERERER (2) MHl#% -

[0109]  FREX 174g L- a2 f& (1) T 1.6L FEEH, A% 0°C, /£ 5°CF, i = 2L
175. OmL, % IN5E e 5, FHL A 60°C R MY 2 /N [ N 58 5, ks 28 B v 711, 493 1 60 [ 4
ZIE R 500mL LGRS, 193] L- A2 R PR Eh IR #h, HLE 88 207g,

[o110] % L- (LR PR SRR Eh I RAE S5 T -

[0111] A 1232 ~ 233°C

[0112]  JRiEEHSE C.H,.CIN,0,, [M+H] = 255. 1 ;

[0113]  RZHIILYREE '"H NMR( S , ppm, DMSO—d6,400MHz) :3. 39 (2H, m, CH,) ;3. 63 (3H, s,
CH,0) ;4.20(1H, t, CH, J = 5.5Hz) ;7.07 (21, dt, J = 21Hz,6Hz) ;7. 26 (1H, d, J = 3Hz) ;
7.39(1H, d, J = 7. 8Hz) .

[0114] DI 2 :.N- 4Bk -L- =R G (3) KIhI% -

[0115] IR PR L- R IR PR EhER £ (2) T 1. 5L TR YAk 1, 30°C M 4212
BN = 2% 725mL, 18] 3°C, M ZBRET 400mL, 30°C i #E 60 2%, i 600mL 7K, f
1L Pk, 7 A NUE , AU H R S B e 3 IR, /KRR 15 . 25Be
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WIS RI N- LW -L- (o2 Pl (3), HEEN 212. 2g, B/~ % K 95. 7%,

[o116] 1% N- &WE -L- (% PR RIS E T -

[0117]  JFRiEd C H N0, [M+H]" = 260. 1 ;

[o118] 4% Mf 3L ¥R ¥ 4% :'"H NMR( 8 , ppm, DMSO-d6, 400MHz) :7. 18 (4H, m) ;6. 82 (1H, s) ;
4. 84 (1H, t) ;3.67(3H, s) ;3. 16 (1H, d, m) ;2. 84 (1H, m) »

[o119]  JDIR 3 :ALEW (D) M4 -

[0120] AR 2 Ifd N- S -L- (28 T 212. 2g T 2. IL = R, I = L 564
Bt 840mL, T+ 40°CF, Y. 6 /M, TCL W I e A 58 B, ¥ H1 48 30°C, it Hs 25 BR 5, B =3
LI FRDMAA, Ve HIF] 0°C, A 2mol/L S AT pH 7, A DCM/MeOH = 90/10
[RIE AR B 1000mL X 2, & FA HUAH, A HUH KR BR B T15, 28 2t 654 (4, H
A 148. 62,77 % 69. 5%,

[0121]  ZALAY (4) BIRMESEUT -

[0122]  JRIEHHE :C H,N,0,, [MHH]" = 263. 1 ;

[0123]  #% ff 3L 4% %0 3% .'"H NMR( S , ppm, DMSO-d6,400MHz) :6. 8—6.9 (2H, m) ;6. 52 (1H,
d) ;6. 35(1H, d) ;4.42(1H, m) ;3. 67 (3H, s) ;3.47-3.50 (2H, m) ;3. 01 (1H, m) ;2. 19 (2H, m) ;
2.10(3H, s) .

[0124]  JDIR 4 ALEW (B5) M4

[0125] D ER 3 e 148. 6g 454 (4 T 700mL FEE, 70mL /K, I 148. 0g f51 4,
REIENOC, WA 30% (i [ 40t ) XK 295mL, INEEJE 15 30 CHiH: 60 738, V.58
BB JE, AR ZR NN 500mL X 3 PR L ERASHL, oK a5, 2B, 112 a (5),
HEEH 117.4g, 7K 75%.,

[0126] ZMEY B) KIRIESE AT -

[0127]  JRiEEHE C H N0, [MH]" = 277. 1 ;

[0128] DR 5 . /ojiE 5- FREE AR (6) M+ -

[0120] ¥4 117. 4g &4 (B) T 75% (Jm B 40t ) L% 500mL 7 30°CHiH: 36 /if, TLC
I sz R 5E ke, [ R RPN 6mol /L HC1 150mL JIFAEIAL 8 /N, TLC il S M. &5 o, ¥4 4]
2 30°CH 2mol/L NaOH ¥V AT pH 7, ¥l 2 vk o 6, W6, R4 B —F, -5°C
AT, IR H A e 5- AR (6) 4 64. 5g

[0130] i v )5 VAR IR 75°C , 3k R LR B g A, o4 B, -5 C¥A EIMT i, i
JEH 2 lE 5- AR IR ES dh 18. 3g.

[0131] A HARs-RECRRE &, 511 92.8g, M LRS- RECARTEN
99. 2%,

[0132]  Z/C)iE 5- REAARMRIESLUT -

[0133]  JRiEEHE :C, H N0, [MHH]" = 221. 1,

[0134]  Filig 5 FRAEL B IRMEREW T -

[0135]  ¥fidME < Zp¥s THuK

[0136] ¥4 :270°C

[0137]  ELHEEHE [a1,D :=32° (C = 1, H,0)

[0138] 1= :C, ,H,; N0,
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[0139] /T :220. 23,
[0140] A SEJit 8 Ay A e BH A4 1 S e = (A R BH IR S it 7 XA 52 S i) 1)

R i), Atk A AT 2R 1 A P FRORG i s o B B B IR B T2 A L AR AL T4
5 Ny A R R A T 3 AL AEA R W ) RGBT 2 Y
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