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BRARGUE
[0001] A B J T B2 2 BOR UK, 8 L2380 R MR ) 45 F T ¥ o

EREA

[0002]  H 7RSIk (pirlindole) B O 4R IE EAG 2 FhAEWis 1, 45 4nmT DL @ ik 40 ) B e 4 Ak
BiEA (MAO—A) F 3 P2 BB ARVE FH s 3R TEAD-YAPZE (A — 25 13 2 8] i) AH ELAE S 304 R
T o 0T 3 IR Mgl S FLSRALL Y () Bt R 22, R Ikt s 255 RSB R Mg o i A5 A L L
[0003] I JRMGIME AL 2 4400 . 8- 3£-2,3,3a,4,5,6-/NE-1H-MEBEE-[3,2,1-jk] Pf
e, BAKSERIENR

R
[0004] N NH

AN
3 IR W] e
[0005] I JRWS| W 1) i i 2o L/ HAFAEVE 2 AN 2 - T RISU2760604 T8 1 45 7K g Wk 1) & B
Jri, Lh8-Methyl-5,6-dihydro—4H-pyrazino—[3,2,1-jk]carbazole hydrochloride NJ&
KL 2S8R IR A5 203 RIS W ARZ T VAR RIS 518 2, BN REs, AlE A Tolktb A=

S o
AN\ " ONH

,!1/\ I NaBH,4 N

[0007]  19744FEMashkovakii/aJF 7 LL6-HFE-2,3,4,9-PUSE —1H-H:Me—1 - e 46 JF R,
LAt Al I8 R AL VG S 15 2 H AR S W EZ TR ICR BUR,, B HBIESA 5 Tl ib 4
77 TRV R B, AR P AN

&
H\ _R
H o b NH

[0008] N B CH(OR), N 1, ACONH, N
) N )/ AT )/
y 12

[0009]  19854FTIvanovAH 7 LA6-H3:-2,3,4,9-DUS—1H-HeM— 1l A G 5 R, & 5 2,
B4 A EAR B 5 RN B H il &) . 1% 7 1 R RE FE R 5, AR P A e vy, L
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[0013] ﬁﬁLH@é\ﬁkﬁ&,/\M&ﬁuT

[0014] AR 1 AR L2 i b MR 4k 51, 2~ PR O — R 76 UK e e R 36 B A P S 8 3ok 55 B I I
?%»an‘%%EEPI‘Eﬂ%6 HE-2,3,4,9- D&~ TH-FRIE-1 A

[0015] o (A AARA 55 £, B e AE TE A IR T8 70 o A 445 S IS A 7 I i o 1] 4B o
[0016]  BIR3h[E{ABL H A AL S A0S 2 b (| 44C,

[0017] ﬁ%?éélﬁlﬂl‘EﬂfZISCEE)ﬂZ{’EﬁﬁT,%%?%EUEUEPI‘EMZISDO

[0018]  BIE5H RIIRDZE L JE A5 5 H AR16 & 4 R

[00191  FF ik 25 08 1 o UKt 15 0 6 R 110 BE /R LL Ay (1:0.3~1.5) , K S IELIE H40-80°C, )&
IR ¥ 719 PR B B 2L T

[0020]  FFidk A B2 b T /K R -V FRUE 1 TE /K A S  TE /K 2B TE /K S T I s i ik 2 ey
] (AR 5-20f5 5

[0021]  FIFidk #5 R 3 e Tk Sk R 45y o () A B 2- B 15 46, L GUAL B AR IR1AB [ 1-3 4%

=]

EHo

[0022]  Jiri 25 PR3 Firid #7738 E P DM

[0023]  fridi 20 BRAT A BRAL F i IR B0 B R 0 S SR A SR

[0024]  frid 20 BREH Pridid Jslik )ik B AL A0 DU SRR UL AL B

[0025] 7 A R & HORRICR «

[0026] 7Y BHAR M (350 R W5 e 5 J 7 325 » AR SR R ER R #h 9 JEURL , 2 5038 Wi 5 S
AR SR AN Jir 58 A 18 AR 58 BB R WG e 1 & i AR o 5 iR IR RHE B 2 15, IO 26 AR
A, HAg & AR R =28 I B AR SR S A B kAT T 0 I B, A6 #8455 {8, o
& Lk A

BT HFR

[0027] "I THI 45 ARSIt 51 X6 A e BHAMCHE 2R i BH

[0028]  SLjitafdll .

[0029]  HAKEG D IR:

[0030] JBB%1.6-methyl-2,3,4,9-tetrahydro—1H-carbazol-one (b &N K& ik,
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\Q\ NHs eHCl —

S A

[0032]  ZEAfkedm T, %1, 2-3F 2 i (2.83g,25.22mmol) V& TUKZ W8 : Th1R (3.07: 1)
TRETR, IR N HRE o R L AR 26 (2.00g,12.61mmol) V& T FEE o , 22183 N\, i N
FEEE, 60 °C IS IN#R SN 2240 o 9 T W 4 2245 2 PR, InoK v fig J5 458 B M AINaHCOs 1% Wl
WPH 8-9, TR L BRACHL, M FINaC LI W BE S, oK NaSO4 15 1 o 1 I8 , o ik 4 245 2]
RPN 1R O eI iR A (300 H) , Teli il : LR LW A vk =1: 8, Pe iR iE A& &2
T, BP 15 23R B M AR A A (1.80g) ,UHT1.71% o 'H NMR (400MHz , DMSO~de) &
11.44 (s,1H) ,7.43(s,1H) ,7.28(d,J=8.4Hz,1H) ,7.13(d,J=8.3Hz,1H) ,2.92 (t, J=
6.0Hz,2H) ,2.59-2.52 (m,2H) ,2.38(s,3H) ,2.19-2.09 (m, 2H) .

[0033] B2, (E) -2- (6-methy—-2,3,4,9-tetrahydro-1H-carbazol —1-ylidene)amino)
ethan—1-ol (. & #IB) I & 1%

—
[0034] o NN
B

Iz

AN
[0031] N 0
H

Iz -

OH

A

[0035]  fEAHMH, #AL A HA (1.00g,5.02mmol) ¥ T F B , 21230 N 2 BE % (6. 13g,
100.37mmol) , I 5EEE , 40°C Mt S S 298h o e REVRARI A VKK A, A A AT H , 7, 98
YHE T B2 TRAE T, BN 2 B o AR A B (1.07g) YK 93.86% . 'H NMR
(400MHz ,DMSO—de) 610.84 (s, 1H) ,7.28 (s, 1H) , 7.24(d,J=8.3Hz,1H) ,6.96 (dd,J=8.3,
1.2Hz,1H) ,4.55(s,1H) ,3.68 (m,2H) , 3.55(t,J=6.3Hz,2H) ,2.76 (t,J=6.0Hz,2H) ,2.58
(t,J=6.2Hz,2H) ,2.35(s,3H), 2.02-1.89 (m,2H) .

[0036] I%E3. (E)-1- (2—-chloroethylidene) —6-methyl1-2,3,4,9-tetrahydro—1H-
carbazole (HLEWIC) A % .

TR — i

0037 N N N

: ] H ﬂ_\OH H .
C

Cl

B

[0038]  ZEFLIEHEH , A& 4B (1.00g,4 . 40mmol) ¥ T F- 1500 FF 2k b, kR A H1 E0°C
JE IIABRERES (1.32g,13.20mmol) , FiPE VA MR 58 4>, 4347k /10min IO TS A0RE (1.83g,
8.80mmol) , VK Eh ¥ I .27 18h o il A< 4 22 75 B3RP, — S e I A A5 X, 1 FINaC 1
ek, To/KNaSOa T HR it 7% , #hJE , V8RR 46 215 B30Ik 7, RI1S 24L& 4C (0.86g) , R
79.63% .'H NMR (400MHz, DMSO-de) 610.82 (s, 1H) ,7.29(s,1H) ,7.27 (d,J=8.4Hz,1H) ,
7.02-6.92(m,1H) , 3.91 (t,J=6.1Hz,2H) ,3.80(t,J=6.0Hz,2H) ,2.77 (t,J=6.0Hz,2H) ,
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2.61-2.55 (m,2H) ,2.36(s,3H),1.98(dt,J=12.2,6.2Hz,2H) .
[0039] B84 .8-methyl-2,4,5,6-tetrahydro—1H-pyrazinol[3,2,1-jk]carbazole ({t.-&
Y1 D) A

[0041]  ZEAGTEM T, ¥4b-E4C (100mg , 406 . 92umol) ¥ T-DMF: 7K (20: 1) V&SR, II A TG
IKEREREN (79.5mg,610.38umol) , 80 C IV [ .2 16h o ¥ [ MR AR UK , T AT i, 20
2 TR AN, Y FINaC T ¥ VR PE 5% » JC/KNaSOa T4 7, FhiE , ool v 4 2245 21 itk 4 , B 43
F4LEHID (70mg) ,ULZE76.70% . 'H NMR (400MHz ,DMS0) 67.37 (d,J=8.3Hz,2H) ,7.10(d,]J
=9.2Hz,1H) ,3.97 (d,J=5.4Hz,2H) ,3.93(d,J=5.5Hz,2H) ,2.80 (t,J=5.9Hz,2H) ,2.54
(d,J=6.0 Hz,2H) ,2.39(s,3H) ,2.11-1.99 (m, 2H) .

[0042] %5 .8-methyl-2,3,3a,4,5,6-hexahydro-1H-pyrazino[3,2,1-jk]carbazole
(LB WIE) 1A o

[0044]  ZEFHTEHEH , 4L & 90D (1.00g,4.46mmol) ¥4 T €1 H iz b , 2218 I\ &4k 4
(0.506g,13.37mmo1) , == I B FE S N Z14h o KB K ANA A4, 9 e 28 2 TC R, IG5 %
MR E , AR O BRI, 77 ZAHLZ , KZ AN EELBNEPH 9-10, A 4R 4, g A
B, A HLE A A AINaC LIS MBS, oK NaSO0aT-4 , Hihig , B4 34L& K (0.48g) , Wr %
77.52% o'H NMR (400MHz, DMSO0)87.23-7.13 (m,2H) ,6.88(dd,J=8.2,1.2Hz,1H) ,4.06
(dd,J=11.1,4.0 Hz,1H) ,3.94(dd,J=15.4,5.3Hz,1H) ,3.78 (dd,J=10.7,4.4Hz, 1H) ,
3.51(td,J= 11.6,5.0Hz,1H) ,3.13 (td,J=12.5,4.5Hz,1H) ,2.67 (dd,J=15.6,6.2Hz,
1H), 2.36(s,3H),2.08-2.02 (m,2H) ,1.85-1.71 (m,1H) ,1.35(dt,J=13.7,10.3Hz, 2H) .
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