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F+A5E R2umibetH

B B JA - A 22 20— A Ath JF - I 24 B B 3 R O 24 34 (heterocycle) , 3 N Bilk DA S 89 J5 7 R
Z& J5 T (heteroatom) . & A 22 WA YLIL & WK R 2435 1L & B Cheterocyclic compound) ., &%
W ZREFREEMBL. CHNAILEYPAR EEHRKF,

KA EY EHRETERAD HPiF 2 EAamdIB P EEFFEENEM. ¥
LML EYRAEED R B S EFERAA S A TR F TS, MFEESFILE
Y1 Sk AR HIMEE W T LLE DA HLE B AR S 4 Hh & R B A A,

R EYHINEEREEE  ARZARFHAEILET RHRFLED.

HA B YR LB E A, N FRASEEE B R BN CE RN T ka4 . Bln.

N BE %% WE i LIS
pyridine pyrimidine pyrrole indole
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[\ / \ / \ / "\
S s

H
DK m IHK: Mg WE W} WA T
imidazole furan thiophene thiazole

§16.1 it IE

M REFE 19 th 42 b9 8 e B A Tl b 43 B 1 OR L 7E 19 42 80 AR E N RBI E RS
EREK R .

16.1.1 SHFn¥IE 4K
N BE 4> F R AP A 1R FAER —Fm N, L8 0 E s K VBB M
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Syoee £ B \\118.5°
| 139.4 pm | A
N7133. 8 pm N7 o
116.9°
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M BE T H AR KRR FRFE S TTHREE, FH 0 FEAE B RN (7. 34 X
107%* Cem),
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pyridine 2—methylpyridine 3—methylpyridine 4 —methylpyridine
W/ C 115 128 144 144
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N B 2 Bk FL F B 35 38 B R B B SE B ER R AR 18, 3F B AR B 3 AL EUR =Y. Bl .
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@ 300 'C,24 h \Nl
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AL BRI ML E PR A B SR, K R AL B W BOA B R .
bt BGE 5 T S A — P P A A 2 — R R 3 o — T B T BT

7 | NeNH: PhNHMe | _NaNH;,PhNHMe (j< —H, (1 Q H,0
100 C = T = s
NN NS NH N7 “~NHNa
Na®

Na® NH.

2— PR LN BE AE LS T AL, AR B 6 LA

(j\ NaNH, 7 |
NN7Me H, N YN"“Me

iR B A EUR FHIABAI#E4T . Chichibabin A E Z< A8 FH & L 4% 2 — FF Lk ne o 6 {7 b
¥ U H B ERAR , J) R A1 s A5 B &AL 1 PILFR A Chichibabin KR
Mk B 5 0 0 S I T LAAR B 2 LR AL

16.1.5 &R

MEk I B L 2 B0 B 25 5 30 B, #E IR A0 R R B A 5 m 4 B A5 B N L E , LIATH, i nik
ER SRR 1,20 1,4— —SMEBEMIR AW, B T E A1 5 oA i 70 SRtk Be A 7S Ut B L R e A
GBS AR g S RE .

ML b SR AT DL ik e 5 AR AE S5 # A AR LI 37 (L BR B RUR T RO 7R (B B RN S5 KA
BRI ZES.

16.1.6 REMEFSEMRE
2 — ¥R LML IE L4 — ¥ 5L 0k 0 75 75 WK P 5 4 N G Rtk BE B (pyridone) JE BR 30 25 - £

L (L
NN7SOH N 0
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2 — Ntk B i
5 15,.105~107 C
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z
-
NN N
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4 — it BE R
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5506 T BOHE U B < 7 AR P 9 R Hb A 1) B K CZE KR R P R Rl 100 90) s TE RS K AER RV
Fo R, S 1) 22320 5 7R B 28 T OB K.
3-REEMEIEFE VW P AP B T B TE SAFAE -

_ OH _ on _ (0]
=
H H
S :126~129 C
2-RFEM e A-FREMEN R ERERFE.BHElOERS S-EXMEAER . FES

7 FR BEAEA -
B
NN“\NH, SN/ SN=N N

15, :59~60 C
NH, N=N

O

J
2\
r
Z
Q
3
4
2 \
e |
Z
@)
= I

M .159 C
HO

N OH
oy e [y i &
S (G T

& 5 :64~65 C

16.1.7 WIEHTEY
MEEfTAEY P AN EA G IBETEEEEH. flw.

CH,OH
/ CONH, H - CH,OH - N
| | | g Me
SN Me” N SN
SHBEE , 4 £ E B, n B, 4E 4 K B, A8 5L
nicotinamide pyridoxine nicotine
AW HEEGERZ . .
CONHNH, NO,
(5 MeO,C__~ CO, Me y— —\
] ] Me@—@NMe
N M N Me cr Cr
AR LA B 2 A E  JLLBIH Y B E A

isoniazide nifedipine paraquat
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16.1.8 MEREIRAY £ K

A M BER B T ER & , 2 MM B R Hantzsch (A) A MR —FMEES 1,3- 8%
EYMBAEBRBRTRE, —FER 1,4- 2 Mg, J5&E T LUHHRSEERMERTAEY .

il an .
; ~NO, NO,
MeO, C

CHO MeOH CO:Me

e | |

MeO,CCH, CH,CO,Me —H:0 M N Me

MeCO COMe
NH;

§16.2 [EMFZIEM

Wk (quinoline) F1 5 MMk (isoquinoline) A Y HE B ZEH +H —N~—CH——=N—8 ¥ 11 4=

LA 37
5 4 5 4
@(j (j@
7 N
8 1}] 8 1/

16.2.1 SZHFYEMER

v K S5 e Bk 43 oP BT A B SR AR AE TR — S T A, B TR R I 3R, R T S MR BRI T R
RAETHFA R EARETH, FAREBARIEANDIY. oo 5 i 5% 2 518
7.20X10% Cem F18. 67X 107 Cem,

ns Ok VA, W A< 238 C L, MEVE T K, B I T ROUK, B T A HLE R, BE R K 28 AR IR
. SR R KA R A, 126 C L8243 CLBR TOK. B T A BLE .

B TR T B 5 0, e bR S5 e bk 43 oh 5 R0 R 408 0 3RO R0 X AL B R T B Ak 2 L
B 1 (K3 -

RFER LWL E 1 2 3 4 5 6 7 8
Ou (WE W) 8. 81 7.26 8. 00 7.68 7.43 7.61 8.05
Ou CHMEMR) 9.15 8.45 7.50 7.71 7.57 7.50 7.87

16.2.2 {ERM

1 bR T S5 s bk (54 22 5 7 5 T T AR DL . P AR S o R ) R S b AR O, B pKL 4 R
4. 94 F 5. 40, B JE T L 3% H hn ARt 5 ntk mE AE AR .
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16.2.2.1 BREFLHFHERK
s I AT S s K 4 S EL EBUAR L I e R 5 R AT L (BB B BE A R, fildn .

NO,
Xy HNO;3;,H;S0,,0 C X A

| | + |
N7 N7 N7

NO,

NO,

N, HNO;,H;S0,,0 C N N
| + |

| A HNO; , H2 SO,
/N

16.2.2.2 ¥ B MW
W AR L S O S R E Y S SRR A S TE 1.2 Ak, Bl

H NH,
N, KNH,,NH; () ~ >—145C
N N
K+ NHZ E—F
KMnO, KMnO4
—66 C —40 C
NH,
B B
N7"“NH, N7
50% 60 %
N7 240 C N H N7 O~ K N o
K+ OH H
70%
| \ PhCOCI, KCN | x NaH,DMF | \ NaOH, H; O l N
N CH,Cly,H;0, % i NCOPh BnCl NCOPh 5 i N
H CN Bn CN Bn
Reissert compound 91%

68 %
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16.2.2.3 REUWSG

2—FRFEmEmR 4 — PR LM bR 1 — 5 L S s R LA Fk Bk AR S5 A4 44 s K R (quinolone) 1 5 i
Wk B (isoquinolinone) ) JE N AF7E , MWK ER XL S B LA VEH -

0 0
CO, H
sallceNeca s
N N
H o H
4 — s WAk ] 1 — S5 s Wik ] & F B (Oxolinic acid)
BHRHEY

3 — F3 HE 5 e W AE TE 7K £ Tt vh LU AL W T A7 7 T 7 7K 38 P O LA 3 ik T A S A 4 F) T

RAFLE

3-REREMCER) 3— R MW ()

isoquinolin—3—ol 2H —isoquinolinone

16.2.2.4 BEWRAREWT LN
WYY 50 T o & A e IR A R kR . BN

H,C=HC~_H .0 e
r?; MeO NH|CH(CHZ)3NEt2
# OMe §
OMe Cl N7
IR U (HUEZH)
quinine papaverine chloroquine

16.2.2.5 BWH AR EWIHH G N
MEMWKIR A S IR S R TR SRR UERMTAEY N ER A E S5 KA A 5 e IR,
Bl

Skraup(Z H) & B4 A M H i -5 Wi AR AN AR S K — R g, — 2545 B e ok . H I 7E B R
YEF R Se 78 P 4 TS, 7R M TR 15 2R B 4 5 2B I — S M L S5 B R S A S A

A, D= Q0= O

NH, 1595 N N NG
= H 85%

RN R AR B, A AT BEE R B, R, B A B R | B AR Y Bk A o S N AR AT .




486 E+NRE RIAKED

Bischler (A) —Napieralski (B) & i W2 LA 2 j& A J5URH e 2 8 A 70 itk e 27 .

MeCOCI POy, UE 2 Pd/C X
NH, NHCOMe A 3% N 100¢C _N

Me
95% 83% 93%

§16.3 [& I

FIR PN —CH=—RN P—N—8 #4223 FR 2 — 88 (diazine) , 1,3 — — & s L A% g
(pyrimidine) ,

/‘1 N
G\NJZ
% S S To 0 (I A A AR I A :20~22 C L . 123~124 CL,EBIE TR WA S RK. BEE
BIEAREE R 7.0X 107 % Com BEIEIF | 2,4,6 i b FEFRILFENBERE R K.

H 8.78

7.36 H NN

|
8.78 H \N)\H 9.26

8u (CDCly)

W UE B B (pK, =1. 3) M BE s, — A L T HAES 1 mol MRRAE B, 3 M RUR TR
SRR YIS W H A RE R FAL[pK. (2)=—6.3], WIER 55w ke e, H AR
EH R = e AN S

Z IQEt Eta() BFi
i ) 2BF; ) )
NN CI(CH3).Cl, @ﬁi MeOH, iﬁ

Et
86% 85/

Mk i FR B T R4 R F RO M, B R F b A0 e B AR MEREAT 3 I — D RR IR i — 2P 3
NS R T - 55 e B 0 3 B 3 O A v i L R B e R A 0 R A A AL S B A 4 . R A
HRAE 5y 5 v E AT 0 A B . B

H NHNH, H
A N NH;NH; (H0) NH Z “NHNH, @
I | J s — H>—NH | — NH
\N 130 C N \NSNH HN__NH ~N/

5%

mE E 5 A B AL B K I TR — Rt I 4 .
BRI BE Curacil) | Ji9 B B8 BE (thymine) 1 8 8% BE (cytosine) & #% MR (nucleic acid) # 2H B R 4
5—4R PR W BE ] DL TR BR B Sh BE A& B, FAE U 25 -
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NH, (0]

I NH o | NH | SN RW(LNH
N/&O N)\O N/KO N/KO
H H H H
PR W BE it iR i e S W B 5 — 5 R W B

Yt F B, (thiamine) 43 F 111 & 75 B KE R .
i Me
N/jiCHz_z‘g\ .
= pyroprosphate
Mg)LN/ NH, ° CH,CH,OR

L )2 BB U BE PR B T B R N—C—N BRI aY (R F) 5N _MAE.1,3-
“EAER AL, Bl

OEt 0
INH: EtONa, EtOH NH
o+ K mowmon
EtO O H
§16.4 i 3

B (pyrrole) AT L7 £ 3K 1 — 5 £ B0 T o 5 7 it o 9 — CH— g — N H— B e T 4 AR B0

FI
SR

H H
AR AET At %

16.4.1 S5 FninB 4R
Mg 4> F R A R TR —FEA, HEK 2AN

141. 7 pm 107. 4°

/{ \E 138.2 pm /{ \E . .
N-137.0 pm 3 10729

109. 8N
H H
3 A

ik i By S 4R N

(- — =)
H H H H H



