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[0129]  —““fifi IR HEL AL 22 /E N RE B R ¥ Naz 1in ine WG| A2 P 2N SC P2 1 77 {8 il %
(Expedient Preparation of Nazlinine and a Small Library of Indole Alkaloids
Using Flow Electrochemistry as an Enabling Technology)” ,Organic Letters 2014,
16 (17) ,4618,M.A.Kabeshov,B.Musio,P.R.D.Murray,D.L.Browne,S.V.Ley;

[0130] - B (T) Rk ) 203 4 1) Wi PO ARV e 26 B8 T 5 1K) B S A A« 7 (S M 3R A5 22 B0 e
f14EY) (Rhodium (1) —Catalyzed Cycloisomerization of Nitrogen—Tethered Indoles
and Alkylidenecyclopropanes:Convenient Access to Polycyclic Indole
Derivatives)”Chem.Eur.12013,19,13668,D.-H.Zhang,X.-Y.Tang,Y,Wei ,M.Shi;

[0131] =& (D) AR K7 2 FI T BUVE ya L =B B IR 3R 2 AR RS s i) £ i i 22 3R

12
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S BE (Gold (I) —Catalyzed Cascade Approach for the Synthesis of Tryptamine-
Based Polycyclic Privileged Scaffolds asal—-Adrenergic Receptor Antagonists)”,
Journal of Organic Chemistry,2013,78,10802,7Z.Li,J.Li,N.Yang,Y.Chen,Y,Zhou,
X.Ji,L.Zhang,J.Wang,X.Xie,H.Liu;

[0132]  —“4x FUBTNOL T i A4 110 Ao e 2 498 Pk A Jle A /N Tk 5 258 7 e 8 AL BB (Go1d
and BINOL-Phosphoric Catalyzed Enantioselective Hydroamination/N-
Sulfonyliminium Cyclization Cascade) Organic Letters,2013,15,4330,
A.W.Gregory,P. Jakubec,P.Turner,D.J.Dixon;

[0133] - “f @ AT AR R R X IE FEEMichae 10 A/ W i B+ ¥F 40 40 B
(Enantioselective Michael Addition/Iminium Ton Cyclization Cascades of
Tryptamine-Derived Ureas)” Organic Letters,2013,15,2946,1.Aillaud,D.M.Barber,
A.L.Thompson,D.J.Dixon;

[0134]  —“wlid G BN RIK L2315 8 S I RGN S (Access
to Electron—-Rich Arene-Fused Hexahydroquinolizinones through a Gold-
Catalysis—Initiated Cascade Process)”Angewandte Chemie International Edition
2012,51(29) ,7301,L.Liu,L.Zhang;

[0135]  —“£EG I 7 AN TG A AL 7R ) Sipe il B Pi e te t—Speng ler 46 1 A0 e AR XS ik 17
PP M) 2w Y8 (Racemic and diastereoselective construction of indole
alkaloids under solvent-and catalyst-free microwave-assisted Pictet-Spengler
condensation) ”Green Chemistry 2012,14,909 ,M.Jida,0.-M.Soueidan,B.Deprez,
G.Laconde,R.Deprez—Poulain;

[0136]  — “3f il 1% 3¢ 1 Bromsted B8 /£ 4L B N- B 5L W 2 /4L 0 B: (Enantioselective
Bronsted Acid-Catalyzed N-Acyliminium Cyclization Cascades)”]J.Am.Chem,
Soc.2009,131,10796 ,M.E . Muratore,C.A.Hollo way,A,W.Pilling,R.I.Storer,G,
Trevitt,D,J.Dixon;

[0137] - “F kY Mt i O X e i FE P i c te t—Spengler BUFR L < dl I FH 28 745 &5 AU A B it
1&1EAL Enantioselective Pictet—Spengler—Type Cyclizations of Hydroxy—lactams:
H-Bond Donor Catalysis by Anion Binding)”J.Am.Chem.Soc.2007,129,13404,
I.T.Raheem,P.S.Thiara,E.A.Peterson,E.N. Jacobsen;

[0138] -“MEAIAIACSEfiTAEY (Spirocyclic cyclohexane derivatives)”,
W02004043967 ;

[0139] - “AENZFIH B I EFFEWEATAEY) (Azepinoindole derivatives as
pharmaceutical agents)” ,W02005056554;

[0140] - “IK L BRIEATHEY) M HZ8 3R 2544 (Phenethylamide derivatives and their
heterocyclic analogues)”,W02010044054;

[0141]  —“HrE 254 (Antitumoral analogs)” ,W02003014127;

[0142]  —“EAG i kbEEG 15175 M 1 BRI B-HE MK (Substituted beta—carbolines with
ikb-kinase inhibiting activity)” ,W02001068648;

[0143]  —“FHVAYEIT B YEZ B B-ME Mk (Beta—carbolines useful for treating

13
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inflammatory disease)” ,W02004092167,%W02005111037,

[0144]  IMEW) ((u i) AE B & S A IR EIAL S 11— 2 B HAHE R FH AU fie 4 B
NG BRI EON HAZ O BT /N EUPE

[0145] {401, #24EW02002078693 , F X Tatt & ¥ILA & i Lu-AE-58054——H A 2 Al
e PRI B 5-HTeSZARFE I o R 1 BA TR #E— 25 SE 45y -

[0146]  —“—FiiFr RFIHIGLuN2C— e 5 PR 3G R0 I Bt & O A 208 &R (Design,
Synthesis,and Structure-Activity Relationship of a Novel Series of GluN2C-
Selective Potentiators)”,J.Med.Chem.2014,57,2334,S.S.Zimmerman,A.hatri,
E.C.Gamier—Amblard,P.Mullasseril ,N,L,Kurtkaya,S.Gyoneva,K.B.Hansen,
S.F.Traynelis,D.C.Liotta;

[0147] 48 BRI N N- R (N-FAE) ik &4k - B el IR RE A2 IR 4
P 5T A RORh 22 A R ——AE 9 TR R PR B ) AT B 254 (New Melatonin-N,N-
Dibenzyl (N-methyl) amine Hybrids:Potent Neurogenic Agents with Antioxidant,
Cholinergic,and Neuroprotective Properties as Innovative Drags for Alzheimer’
s Disease)” J.Med.Chem.2014,57,3773,B.Lopez—Iglesias,C.Perez,]J.A.Morales-
Garcia,S.Alonso—-Gil,A.Perez—Castillo,A.Romero,M.G.Lopez ,M,Villarroya,S.Conde,
M, I.Rodriguez—Franco;

(01481 — P T 40 4226 45 P (0 0 3 6 0 R B e 4 2 0 AR 4440 (Indo e amide
derivatives and related compounds for use in the treatment of
neurodegenerative diseases)” ,W02010142081;

[0149] - “fEANS5-HTeFE BT A M Bl G Bt % (Trytamine sulfonamides as 5-
HTsantagonists)” ,W02009073118;

[0150] —“AE NALK-54IHIF g 7Y (Pyrimidine derivatives as ALK-
5inhibitors)” ,W02008006583;

(01511 -“&SuRmE It 59 M Hopi B (Piperidine—-containing compounds and use
thereof)” ,W02010080864 ;

[0152]  —“W M |5 M B 71 1 7] (Pyrazinone thrombin inhibitors)” ,W09740024;

[0153]  —“Fr i BUACH) o i s R e dk e e AR Ak &4 (Novel substituted tryptamines,
phenalkylamines and related compounds)”,W09526723,

[0154] DRIk, AR BHE S5 — AN B 2, B A BRR E RIS TGS R A % B
174 LRl &AL &Y.

[0155]  AKREIRI X 75— B &2, R BRI RIS A& e )
A4 A A PEDE T 1R AR T S WO 10 1 Bt R T S T Tatk 54
ANALAEYIRT DLARIE N2 AN S W) e 2 ARG, AL AP R] LA & A I 4L
B AL AL, &AM A Y N Idalopirdine.,

[0156] A BRI 3— B 1) T Hl &AL T2, Pk T2 H5 A8 IR A A7
e TR RIS ARG, JE i — BT S W RAACA AL S 2 3R X
b E Wi N I Tatk &9 A VS PR LLARIE N 25 A HAL G Y H 2 LIk, A
WAL AT LA &AW A S 1) o 38 SE AR et , ST W51k 4L S Ay Tdalopirdine.
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[0157]  sEjifa f3l

[0158]  ERARSATEM , T SEHE BRI A4 KL R I ZF By vl T W R YR ZRAT , B T A 44
AN LTI bR AETT 5 B o
(01591 sKta i1 - Vatb 4R il %

PEaNS 8

¥
[0161]  FERB}EH , 7£25-30°C R, #46. 0 5L [ 3- AR i (1Va) (0.0548 /K) 2% A 375m1 ¥4k {b
K (D.M.water) o [A] FIRVERARIN10. 7450 K5 S8 (0. 0658 /R) (13,68 5L Eh I 2% (0. 197
JEEIR) M161 . 38 LB B AN (0. 4328 /K)o I SR IR 21150 °C H- i 1 2954 /NI o [ [ B2 )
BNV 2 (25-30°C)  FEFAEEIR JE T 4k e bhad 4 . 7E25-30°C 1, FEF T, 1] S N TR &
Wi ini8. eml & ALE (ON) , FEHEREZ130 0 B o 8 1 A QI <98 HE 00 9 [ 44 5 A 24m 14 )
ALK B gt « BT VR I E 72 38-40 C 1 323 1 e 4% 1156043 B, L4 118 . 628 5 (1) FH il
AVatb 5.
[0162]  'H NMR (300MHz ,DMSO-d6) 12.2 (s, 1H) ,10.4 (s,1H) ,7.7 (m,1H) ,7.6 (s, 1H) ,7.5
(m,1H) ,7.4(dd,Ji=15.1Hz,Jo=8.1Hz,1H) ,6.9 (td, J1=8.4Hz, Jo=2.4Hz, 1H) .**C NMR
(75MHz ,DMS0-d6) 162.0,160.6,143.9,140.2,130.4,115.6,110.3,106.6.
[0163] st 2: 11 lafb &40 il %

3
w4

o Sy
[0164] 1 X:‘{:}
3 e &
gw\\;f §

fila
[0165]  FERBIEH , FEHEHE T 253 30m AR BRI NI 2270 °C o — 11 — M Mo I N X Vafb & 71
FLHIVZF (8.62870) JFAES80-90°C T 4k B it HF o 24 SN 58 A , A8 2 W RHA H1 2.25-30°C o
FERBIR 1 , 25 48 28 2m 1 AL K AN UK BA f2 180m1 2. R 2. 16 - il ZUE R o 45 I SN2 TR A0 I\ RBI
i [ RLVR A IR 22 25-30 C HE it — D HE L1053 50 R E B HLZE - H180ml 212 2. B (4
) P BOK ZPIR G HNZ , TR T8 8 tH I 28 K8 7 B3 58 4 T8, DLERfit
6. 914 IR HIER T T Tatk 54
[0166]  'H NMR (300MHz ,DMS0-d6) 11.2 (br,1H) 7.6 (dd,J1=8.3Hz, J»=5.8Hz,1H) ,6.9
(ddd,J1=10.4Hz, Jo=8.5Hz,Js=2.2Hz,1H) ,6.7 (dd, J1=9.2Hz, J»=2.2Hz, 1H) .'*C NMR
(75MHz ,DMSO-d6) 182.3,168.0,159.7,153.3,127.8,114.7,109.6,100.2,
[0167] sty 3 301 Tatk &I 4

15
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Ha
[0169]  {ERBHEH , 7E25-30°C I, Btk 2 23 . 36 s A il I T Tafb &4 (0. 0203 BE/R) FHiA
i T-33 . 6mLIY S I o A VTS VAR IR N L. 902 e U 2.1 (0. 02248 /R) M12. TmL =27, 1%
(0. 01948 /R) o ML SR} DA IE] 8 -4 S b ok 40 o 224 2 58 Jlt , A8 S 2 RHA 40 (25—
30°C) o AR 7 B B 58 4 T4 o 1] Vil P R AR DR N 16 SmLER AL /K I F 336mL 2, R 2. B (BRIK)
PEL IR G AVZ, MR T8, 8 A RS R BB 58 4 T, DR 4. 11658
IR I Tath 5.
[0170]  'H NMR (300MHz ,DMSO-d6) 7.47 (dd,J1=8.2Hz,J2=5.6Hz, 1H) ,6.89-6.82 (m,
1H) ,6.7(dd,J1=9.2Hz,J2=2.4Hz,1H) ,6.64 (s, 1H) ,3.36 (s, 1H) ,3.09-2.94 (m, 2H) . 13C
NMR (75MHz , DMSO-d6) 177.4,163.6,143.9,143.8,126.2,117.4,108.5,98.7,72.0,26.4,
[01711  sEjfafsl4: /B R R B ER 1 X Tafb A1 il &

H ijg

[0172] \k N

&
g M“M&
H

ia
[0173]  ZERBIEH , 7RG U4 H T 2380 . 256 (12T Tatk 54 (0. 00097 BE /R) H:#£25-30°C T
FH5m1 T4 DY S5k Nl 7 8 o ] P T VA VRS 0 L . 2m LB — PP STk (M, THEH) (0. 0024 8 /R)
FAEFRETILJE (25-30°C) T4k L4t o AL ihA BLHAERS , 7£25-30°C T [a) S SR} I
0. 08558 ALY (0.0023 B8 7R) o 24 A1 ARAL A W) TH FERT 5 1) S BLARHES I 0m 1 &L 4A A6 B
(10%) I RIZIHER: A HLE IR A8 2105 . Fom] &0 R B B JF s nom L &AL AL (6N) «
PEHUFFUSCER K 2 o FE kR T 2818 A R LB 58 4 T, UBR IR0 06 7 e Ay SRR #h 1) s Tafk
BT ] 4
[0174]  'H NMR (300MHz,CD30D) 7.56 (dd, J1=8.6Hz, J»=5.2Hz,1H) ,7.21 (s, 1H) ,7.10
(dd,J1=10.0Hz,Jo=2.1Hz, 1H) ,6.85 (td, J1=9.7Hz,J2=2.3Hz,1H) ,3.3(s,2H) ,3.25
(tr,J=7.2Hz,2H) ,3.15 (tr,J=7.3Hz, 2H) .*3C NMR (75MHz ,CDs0D) 159.0,136.9,123.5,
123.4,118.5,109.2,107.1,97.0,39.9,23.0,
[0175] st 5 : AR #h B EL 1 X Tatb &4 il 2%
[0176]  ZERBIE Y, B4R H T80, 550 T Tafk &4 (0.0024 38 /R) F14£25-30°C |
FH15m 145 DU S e 6 8 o [ V7 VA VR N4 . 2m LB e — FR LA T8k (2M, THE ) (0. 0084
IR) FAEFR LI (25-30°C) T 4R gt o S gt B FERS , £E25-30°C T [ e RN N
0. 2358 A ALEA (0. 0061 BEIR) o 4 Hh (R AL A P W FERT , ¥ 21 BEEL (0-5°C) FF
42m1 F AN (10%) FERIZIHEHE SR ANLZIEAT AL . 2m I &AL A (M, ) (00243
IR) FRAK o AEJROE T 2819 HH VA 7R L B 58 4 T 088 o 1AL R AR DR N 20m L — &0 R e o e 3k AR [ IR )
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T8 43 150 5 5a IV E N R IR Sh I K Ta b SV HIZ 38 (of F-yellow) [l {4
[0177]  sgiifl6 . 2 Latk S0 4

f‘éi‘%«
[0178] k\i<

o

[0179] ERB%EI%%?E@ZOM L, 2- = HEHE 205, 3 BAR G E o . 64 5 BE L4 (0.0169
JFEIR) S HIBIFYIRLZ (0-5°C) FRdn 1. 0y T Tafb 59 F04 . Am] = FHALHN 2.7k (0.0347
JEEIR) o [ S AR IR B8 2 3 I 2k SR 0Pk B B OB 5E o A HLUR NUVR A (0-5°C) FF
50m1 FF B VAR oS IR FE A 4 5 57 EL 2 58 A 82 o 9] B RS INb0m L 2,12 5 A 25m 1 1)
AR R E N - F50m1 2,8 L BR R IR EUK 2 A A NLE SRR RN T8 J -k 46 B 2 )8
PABRBEL . 35w FIAE i B A A il X Tafb &4

[0180] st 7 - sRVIafb &I il 4%

via N
-
[0181] : {
‘\YM O
w"‘\\\w"‘ 2'\»;,%
™

[0182]  {ERBIEH , 2% %k0. 13w AL 541 1a (0. 48522 BE/R) FF FH 2m1 Y &0k i 475 ¢ (25-30
C) o PG AN N0 . 42m 10 (2 FR 48 2 2 5 L) AR (L048) (0.001458/R) « 4 i
SER, 1] SR TR S M0 Insm 1 AL K AT 0m 28R 2. 188 S EE A HLIE o FH 10m1 2,18 2. R $ B
K45 A A LUEIE Fbm LA KRB A VL)Z , e Bn BB T 158, ik 8 i 4 EL B T4,
PABRBEO . 124 5 (PR 1l 20 E JietR A o AT AR R A 2k B Stk DA 43 850 . 054 5 1 3 2 £a ik
R KRVIatb 59 .
[0183]  'H NMR (300MHz ,DMSO-d6) 7.03 (dd, J1=7.9Hz, Jo=6.2Hz,1H) ,6.24 (m,1H) ,6.13
(m,1H) ,4.7 (s,1H) ,2.88 (m,1H) ,2.52 (m, 1H) ,1.94 (m, 3H) »
[0184]  szjafsl8: sRVITatb A0 il &

s e

a

Ny
[0185] o
SN w,«\p Nk
?wf S

Yila
[0186]  ZERBIEH, /£25-30°C T, #2400 . L s P il X I Tatk 549 (0. 4852 FE/R) Jf:
VA ARAE 2m 1 DU g T . A PR VA VRS N0 L 55m L BT — FF EEBRE (2M, THEH) (0. 0023FE /R) .
N SE T, BN Ieml 20 BR 2. BE AN Sm 1 &AL (IN) FRdi e MR A HLE , SRR T4, i
PO AR BEFNE B 5EA T, UIRAE0. g fRHVITath A4 . F A EMT A, 32460 74

B e y/;f"“*w
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LI TR A

[0187] 'H NMR (300MHz,CDC13) 8.17 (br, 1H) ,7.50 (dd,J1=8.6Hz, Jo=5.2Hz, lH) ,7.21
(s,1H) ,7.08(d,J=9.5Hz,1H) ,6.96 (tr,J=9.2Hz, 1H) ,3.82(s,2H) »

[0188] st f5]9: :VI Tatk &AW1 il 44

[0189]  FERBIEH , 7EG U H T, 7E25-30°C T, %6870 1 7 X [ Tafb A4 (0. 48522 FE/R)
TV AAAE 2m ] 45 DY SRR v o [ VB S VA VRS N0 . 055 sE AL AN (1. 45528 BE JR) I 4k B2 43
B E SN PRHR NG . 3ml =F/ALBH 2B (1. 1122 BE/R) FFAERERIR T kit bk . 2 2
A BT R IE AR W REAN RV Ltk BRI TE o

[0190]  SEjifif5]10: VI Tafb & HIH Hl4%

[0191]  ZERBIF Y, FEGR SR H N, 7E25-30°C N, 28k 1. 4T0 ML R T Tatk &9 35 VA i AE
20m1 T DU SRR T o ) P T VAVRORE N6 . Im LBl GE — PR AR (M, THR ) (12. 12228 /R) -
FEFREEIE FE T 4k S bl o 1) S SEMDRNAR N0 . 46 SR AN AN (12. 1282 BEJR) FE4k bt o
J& T A WG B T FE AV La b S I T R o
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