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Abstract

Based on the reports of studies on cytisine in China and abroad in recent years, the research
progress on the pharmacological effects and pharmacokinetics of cytisine are summarized. Cyti-
sine has the pharmacological effects on smoking cessation, enhancing myocardial contractility, sti-
mulating respiration, enhancing locomotor activity, improving cognitive function, anti-depression,
analgesic, anti-tumor and so on. It is a drug with great application value and broad development
prospects.
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1. 5|8

G 1eM(Cytisine), 2744 (1R,55)-1,2,3,4,5,6-hexahydro-1,5-methano-8H-pyrido[1,2a][1,5]diazocin-8-one,
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Figure 1. (A) Traditional numbering of (-)-cytisine; (B) IUPAC numbering of (-)-cytisine
E 1.(A) SERBERGHRS; (B) £EILW IUPAC ZARS

T4 LRSS B BN SR 2 N AE e AR G2 T AN Y5 (2] AE R FIAE IR AT 77, AR
FIER HURI[3]0 A2 5 — U AR OR O (A S BEAE F T B PR B B A o £E 20 28 90 FEAUR, AR
ST AR FOR AR R LR, e BRSSO HEAT A A R e, SRR EmE
5B LSRR R (1 adff2 WA BA LR AN, RARARSRE MR 0 Bl R [4] . DLRT e F
AT U PERCAR I T, EREUEA X E AT e e A8 AT 7T, th T 285 AR5 5 T (1R JE,
XML F TR T M A M CA AT . BEAh, nAChRSs ) adp2 WAL O 5% e NS 5005 5 RS2 RN
AN s m] CLEZ B S 25 VE 700, CEBRBIE TE 75 57 T e s AEmm] LM E N TT A 8 70 1 i L B ik 24
Y, W 2w ARJE SE A [S R — AW T HIBI T, PRI 30 SERAE K — Ut 72 i 3R A9 R By
HEE L BAR BB R AT 45, (HE e H TR e —M & st L2245, &k, caax<E
FEAET AT O ] R IR IO %, R 5 DR AR TRAT[6] . 348 A DL 4 AL Tl 1 45 1) 250 283 ] DL 5
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nAChRs 25 LR (7], BATUREUINH W FE 8 4 AETR ) Z5 K A1 0 itk — D R H2G B k. ARt
SRR AETR 2 FEAT F AT SOt AT RS LRk

2. AHEBERMR
2.1. B

SEARAE ZE A NEMEEY), SHEEYA . EYREAAEY R TA AR . £ LR
PERZI 5 & AETA (8], JaRIAR T EMEN75 nAChRs A EAER . & A 10mH 25 10 H WAER 2
B IER . NG 45 28 E 4 /NS B BT EASEFIR I . FRRAR A R R I ARSI E . Y. KX
. WIRRZE. N . SR AEeE . —ehU RO R /R W PRI R AT B L, Je T R U 5 B
W 3 vl [PPRER o« FET 38 ¥ 2 T4k T WL PR BRI I I 3 v o

SRR VRS B H T G, 5 0805 K& & LR Es RN & 6N 0.17 nmol/g, JEéd T
922 nmol/g, ZARMFTEY], MHT R W T, SEAEHE AN KW AT E D> o B2 5 B R
T A AEHR I 1% 57 3723 (10 Peytisine = —0.94; 108 Pricotine = 1.2), AP A MEE RABAE A=A, 481
Bl 75 ] LM AR B 7 22— FEAE N — P =

5&ARCHARE, N-F IR G U S MR R B M 0y, 17 N- H R G A Ui fb e 31 LT3 A TE
S AETE S L AT A R A IR . ST pK, = 7.8, N-HEE LI pK, = 7.04, BB RE%E
TEH LA SR AP 9]

2.2. WEZHEE

B 2 BEAR B SZ R (nAChRs) J& T Be A4 145 25 1l S . & 70 N B B eh 22 LR B2 3k Ak LD L PRl 28
SZAKRE PR AP R G SANE A R G R ITCZAR, (HWAEJEMZeHgidh, #4C nAChRs
X PRI BRI Rk e MR 2 o DR A W5 ER . C&KINIEAFAE 17 FASE ) nAChR WEJE, A
RS2 AR 1 7 B DAAN [ (R 25 7 OB R L SR A . 53 R A (04)2(B2)3+ (03)2(B4)3 FIFI AR (a7)5 A2 i
iR I, BT 2N adf2. a3ps Al a7. TIEEE AN Y JE 1) 5% b 2 A A 4545 S P 1
IR AR A R, A — LoV B PR i p ) F AR, DA R = JE M FL AR 7T nAChRs 75 AF BRI 3 2%
R IE

1) nAChRs Bifh——& 2105,

S SN IS A RHEE 1980 AFRLR O 2. KRN 4 #4608 nAChRs AR 25 4L
(KDY/NF 1 nM, 15K RN B 2 Hh & 28 1025 B 7 h 1) 35 B 23 A0L T P A AR B RELARE 7 52 A B s 7 i Ak v
TCHIRL S 3 B, AER SIS R i m . 451075 & LIS N A48 0 nAChRs /& 2 1) S BT
M, IR IR L SO M A% 20 2 bR i 1 4 AR IRAT AR Y T R A B T L N AR 2 R G S
JZHEH(PET) B MBS AR 2245 35 10]

2) BEIEH

AT adB2 WAL A BRI SE S PR 2 B R, 12521 5 8t T RO ¢, &30 4 780 il 1)
(A FHBE A0 A TR B, DG s AR T A 198 6 D9 = T 1 1A MR 1) 740 ) — 4 A MR A R ATk 22%
MAE a7 B, EAENEA BRI 56 A shm, HABAT v Ear, HASEETAR].
ST O ME RERARIFOSMEAER, K s T A ESlEERE ) DR, (1548570
B A B AE o T IR AR AN ZG o LLEAE BR SR M PR i BRI AR) R AN adp2 WRIFIE T L 4R
Je T ARG AR B RN, Hew T BURJE T AR, S AR RN DART g% 5 R —
. 23 7R AT A IR B B T 7, A8 3 25 (32~131 nM) 3K FE LU & A8 AE8(2~10 nM) =i 153
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%, EMERAMUCK A TSR E R B ERE 12, Wrle2 h T — Mg R AR P-vE 8 A i o
HeMLHI . 7ERF AR BUFVB/N)RI P-HlEE (R PE AL /N R P 2 RS S AeilE 2 /NI 23 08 0.11
nmol/g F1 0.19 nmol/g, XLE(H 556 HT7E R BR H WF AR LU, R RS LM RSN =, Feaik
FEAR 2 PASEIA o482 V7Y () nAChRs.

3) SETEwA &

ST AR R SRS W R AR TE 2006 A . HAE adp2 WAL nAChRs b [IS5EAIJg & A 46T )
SERMET 260 £50L E o (B1SE RV 2 4 48 1000 B S A A b S R ) 2 TR 1 22 S B v 1 Je oty T 0t e
Rl (R)-JEH T HISEAT T EL(S)-JB 1 TARAN 10 f5[12]. ST G fEml i Mo A B it A AN S A HoAt A 20
PERIAE HRIE T -

2.3. O A4

R AR5 NI B A TR B S I 45 SRR, e BB ] A R v O IE AL SR /0, S v e B BRER S
REIFLRNL A, X DD BEVEASR IR A PR TE RN, R I SR A 0 B Lo AR (131

2.4. MEFERIER

AT RE SN PR S AT PR, R JBR WA JE A Ik Y < #2760 0.02 mg/kg B 1.5 mg/ R, H4 H B 5 22
(s IR AT I OF HoGb R, it SR BT, BRI AR AR TR R IE R [14]. SCIRIERT, &%
FET, 0.06 mg/kg (% 7 PR A AN XOR K 5 7 [0 75158 1 LLORE SRR, 7462 5 £%(0.3 mag/keg) f4 LI AE S B 52 o
HATEY P I A F 5 S =AU L, (EAR ELASs .

2.5. i EBMER

W TR S EAEE adp2 MR IR BB a7 eV NEh Y R P mE i . Se36 DU/ R
IR, G5 RAEWIANR 2L 5 AN T SO0 0 A PR R B Y B (R AT D, R ) S A
PR SRS IS B AE T AR AN I [ REG o e fEm(1 mg/kg) PTIRARTE R RN BRI FEAT 151

2.6. ZEREMHELLIE

Ferger /NH[16]7E 1998 4FUERH, &AL LA SRS R R B BRI 72 A A8 Bk 104 G ml LA
S50 e S B 2 PR TR BRI FR 6 ik oAb, ANERIIR SRR R B, S AEHRE /B IE T MPTP (1-H A&
-4-2KHE-1,2,3,6- VU AULIE ) 5 S I SCIRIE 2 EIIR FEI PR . ABATIAS &5, S A umn] TR 7 4
Wi, Hh BAER AT LLTR BT e 2 eI TS . AL, Abin-Carriquiry /NH[17]3E] T 42 1€ 0808 i3 oE Hr e
NS 2 CRRG DL RRIE BRI S 3,4- R HOR R 51 RMSCIRIE 2 L REss . @il
KRR AER, G EmnT DU IR Z 78 A 5 1 A d0E R BB R e S A

2.7. HEIRIBENRE

JE T T MEAR nAChRs 2Rzl R WG 1 iz sl Re /), JF B I, Je il T Wiz shias 1k
FHARAS S0 B 56 o 30 T S 560 U W < o A Mot 0 0 ot X 4 26 B e 3 58 K SRR A2 Zh e 7, 3K T BE A2 IR
Mg o XCH RN T T B4 TR H T e AT H At nAChRs #5071 AR 5% 1) 32 s aE 1E AT (18]
2.8. EINAIThRE

TAT I 2 TR« W B AR R 7% A B ) A 3 B G o JE il T RE G 1 S A R 2l
€, IF BB RIS T BT /R SHEIR « IA B2 S TR 75 S AL RE W 1075 JE 7 T SRR T I 29
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o BIPNSEIR I A58 S AR RE N G L2 70, LGRS el T . VAT 2 B2 A5 HU57I(D1/D2)
FIRMEREXACAZ A= LM, (BTGS2 SIRENE, B 1B SCE 1CAZ A PO PRI, X A R BOR
% ELRE (VU RETSCRT RE R M < 28 AR K 50 A RN DI RE[19]

2.9. A

W R LG A — PRI 25 D I T (AT N 2 B A SR T . I P e s AR AN Je o T R
Tl R ST T 4 B AR AT N, SER S5 R, A S AR AR IR AR S A5 R A ) BR324 b A Ak
JelT TGS &, ARG AETAE = MU & T MAT AN I N K . IX AN 7045 S i B < A2 AR 1D ol
WO B H 5 nAChRs FISZAAE Y, 55— 77 THI 4 28 AR AR a1 SR S8 s B U1 R PR R VA PR AR 4 K
106 P 3 2 12 201

2.10. $EEIER

e T B AR S AR (s BRB R 5256 . PR SEEe) h DA B AR UESE, G AR R A HAh
nAChRs #Eh71 1 2o AN FIRE B o A2 RSP vh iR 800 £ LU 2 epibatidine (— 7t B
A SR B P BB RSB R > AR > el T, IXMZESR S nAChRs WAL FEEA R [21],

2.11. HiE{ER

SETAIRINEIUREIER, GRS ATE HepG-2 40T, HEAGMEMKMME. B0
RE I 2R AR IR TS T IR A IR T2, 2Rk N B IEE PR Il e R AR B B I, AR R, R H A
Mif4 2 C (CytochromeC). Cytochrome C MZ iR i B 4 53 J5 52X caspase-3 IS H 75 40 A T2
122

2.12. HEER

I R L Bk BOL A S 0.15% PR e B AR TR VA, P AR R 5 AR 25 o 14 5 S F) s Sk i 2
. R A L E R UL PO R R HE L. DHFRY], RS BA TR RS, Fists. Jik.
Th i 40 55 2 5 T A 25 B AR T [23 ]

3. BARENERR

1) el

FE /N BB IR S0 B IR AR AL S A AR BB 2 mg/kg Ja . IR AEIIN 2503 . TR 2 /)
A B R M2 IR B, WRICRZAN 42%, THEERIKS 26 5 M - ZE 108 200 435, SRR 5 8
o RS RIS, TRICE N 4.2, BHTETRIC R 4F .

TERREG L4 25 N2 8h 123 LB AU, S8R R R 7 1E 4 K IV 18] Py 4 i 2598 N [ o] ek
TR S 4 B AN BOR B RaE FPIRES S5 — B BURREE T 24 AN/, S5 AN BORTERE ORI =K,
SRR, 2RISR AN IR B B — AN BUR S AN B AR [24]

2) A

TER BRI AR SR TR, W F G s AEHRAE AN [F) 3 B AU i o A o T IRERER kRS f5 IR
JREAE B BRI R U 40 ARSI ) I v R P () A R AR . SR FH v R S VR (HPLC) I & #E 46k Jeé
TR UMK 025 R R FE (250 0/ 0L 2% R P LA IR A2 v Dbk > ey T > & feik, 5=
RO 3% 15 (RP-HPLC)I & A A4 1) 55 R 1 RRIE B

3) AR A R
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EAETEIS 2 T IE PO BRI 250 . SRR 32% M & LI L IRZS 25 18% I & #AEHNAE 24
/NI A HEHE R PR [26]

FIHATNIE, SRACTORMHOS NERIZGRB 1A T, K EARH T4 1 2580 1 5 L 245 38
FT % BRACIII 25BN /1220 FU T B A R R N, BRI E DI AN AMLE . JEH, A
IEHRSFIRIEAR N 254030 11 240 F RN AZ AT X 53 o ST 25 WA XS TH P450 B 7S 8 B2 it 187 12 1
ITHEF
4. BERRE

GiEPTR, SR A M SESROIAE 7). M, BRRIEERE ). SEEIAMThRE . Pl
M PO LGB . A Eh T s 1 v P e SR AR E S TE 2 R, BT IR S M T (. AR
EREERETERAW R, SEEBEAED . IR KGR N I T G2 AEm o 1 H
WEFE R, HHTM RS MR A8, A TR S BT TE S5 B I < A AE B OO /R T, BUIBIER
B G R AR SE 9 0 e R BT AR

ELmAB
VT HE T HFECE A A (UNPYSCT-2016181); FA/RIERL K 2AFE 0 A4 (2016QN056).
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