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CHUHTE3 3AMEINEHHBIX 2-AMUHO®YPAHOB (OB30P JIUTEPATYPBI)

2-AMunoGypanvl uspaom 6aNCHyI0 Poib 8 OP2AHUYECKOU XUMUU U SAGISTIOMCS NePCNeKMUSHBIMU UC-
XOOHbIMU COCOUHEHUAMU OJil OU3AUHA CUHMEMUYECKUX OUONOSUHEeCKU U (U3UON0SULECKU AKMUBHBIX
sewecms. Hamu 6vi10 ycmanoeneno, umo cywecmsgyem MHo20 Cnoco6068 noiyieHusi OAHHbIX coeouHe-

Hull. B nacmosiwem 0630pe paccmompervt Memoowvl cunmesa 2-amuHoQypanos.
KiroueBsble ciioBa: 2-amuHodypaHsl, S-apuin-¢pypas-2,3-AH0HbBI, Y-KETOHUTPHUIIBI, Y-THAPOKCHUHUTPHUIIBI
D. V. Ivanov!, N. M. Igidov?
"Perm State University, Perm, Russia
2Perm State Pharmaceutical Academy, Perm, Russia
SYNTHESIS OF SUBSTITUTED 2-AMINOFURANS (REVIEW)
2-Aminofurans play an important role in organic chemistry and are promising starting compounds for
the design of synthetic biologically and physiologically active substances. We have established that
there are many ways of obtaining these compounds. We tried to combine all the methods of obtaining

in this review.

Keywords: 2-aminofurans, 5-aryl-furan-2,3-diones, y-ketonitriles, y-hydroxynitriles
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Panee Hamu OBUTO TIOKA3aHO, YTO 3aMEIICHHBIC
2-aMUHO(YpaHBI SABJISIFOTCSI HHTEPECHBIME CTPOU-
TEJIHHBIMU OJIOKAMH W MOTYT BCTYIaTh B pa3iud-
HBIC pEaKIMu C MOHO- U OMHYyKJIeoduIamMu ¢ mo-
Jy4YeHUEM COCAMHCHUH, O00JIaJaronux OHOJIOTH-
YECKOW aKTUBHOCTHIO: aHAIBIEeTHYCCKOM, aHTUTHU-
MMOKCUYECKOH, MPOTUBOMUKPOOHOI [1].

Bce ocHOBHBIE METOABI MONTYUSHHUS IPO-
M3BOJIHBIX 2-aMHUHO(DYpPaHOB MOYKHO pa3ieiuTh Ha
HECKOJILKO TPYTII, IPEACTABICHHBIX HIDKE.

1. Huxau3anus HUTPUIOB

ITonydyenue KITIOYEBBIX MPOW3BOAHBIX 2-
aMUHO(YpaHOB MOXKET OCYILECTBIATHCS CIEIY-
IOIAMH ITYTSMHU: TTAKIA3AIUCH Y-KETOHUTPHIIOB,
Y-THAPOKCUHUTPHIIOB, U3 0,-HE3aMEIICHHBIX Ke-
TOHOB W IIMAHHJIOB, IPYTUMHU METOAAMH ITUKIIA3a-

U HUTPUJIOB.

R
RZICI R _CN R? acid
R'“ N0 RS0 pH<7
1 2
base || pH>7
R3
R2 \
x-
R SO
3

Bectoo mepBbIM moOKazan, YyToO MpH B3au-
MOJIEHCTBUM HATPUEBBIX COJIEH 2-XJIOPKETOHOB 1
C MaJOHOHUTPHJIOM HJIHM STWILHAHOALETATOM 00-
pasyercs COOTBETCTBYIOLUI 2-aMHHO-3-
ATOKCUKapOOHUI-4-aueTua-5-MeTundypan u  2-
aMUHO-3-I[MaHOKapOOHMIT-4-alle TUI-5-METHII-
¢ypan 2 [2]. IIpu pH> 7 nmknuzanus npoxoauT
gepe3 00pa3oBaHUE CHOJIAT-aHHOHA 3 C TIOCIICy-
FOIIAM obpazoBaHWEM  TIPOM3BOMHBIX  2-
amuHo(ypaHoB 4 [3]. [Ipu Oosiee KHCION peakiuu
CpeIbl, a TaKKe MPU HUKIU3AINHN KeTOHA 2 B ATa-
HOJIe, coJiep KalieM HeOObIIoe KOMUIECTBO TPH-
STHJIAMUHA, OH MOXKET OBITh 3alMKIN30BaH B 2-
amMmuHO(ypaH, MUHYs CTaJMi0 O0Opa30BaHUS €HO-

naT-aHuoHa (cxema 1) [4].

Cxema 1
R2 R3 R2 R3
I/M I/U\
R o~ “NH R o~ "NH,
4

R'=Alk, Ar, CN, CO,Et; R>=H, Alk, Ph, COEt, COMe, CN; R*=CN, COPh, CO,Alk, COAIk, Br

B 2004 r. BataHyku ¢ KoJieraMH ITOKa-
3aJI, 4TO WCIOJIL30BaHUE TPHATOPYKCYCHOW KHUC-
J0Thl (WM TPUPTOPMETAHCYIb(POHOBOM KHCIIO-
ThI) Ta€T BBIXOJBI 2-aMuHOGYpaHOB 110 77 %. Ak-
TUBallUsl HUTPUJIA MOXKET OBITh OCYIIECTBIICHA B

AaHHOM CJIy4a€ NpOTOHUPOBAHUCM aTOMa a30Ta B
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KHCJIONH cpelie C IOCIemyIoei arakoi kapOo-
HWJIBHBIM KHCJIOPOJIOM aKTHBHUPOBAaHHOW HUT-
PUIIBHOM TpyIIIHI [5].

3acyXkuBaeT BHUMaHHUS HEOOBITHOE ITOTydUe-
HUe 2-aMHUHO(YpaHOB W3 W30XHHOJIMHIMOHTIIU-

okcasi 5 ¢ MaJIOHOHUTPHUIIOM U NUSTUIIAMHUHOM B
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cnupte. Ilponykr 4 OblT BBIACTEH C JOBOJIBHO BOAHOTO 6, CTpyKTypa KOTOpPOTO IOATBEP)KICHA
HU3KUM BBIXOJIOM, Toraa kak mpu R=Ph umeer PEHTTCHOCTPYKTYPHBIM aHaJN30M (cxema 2) [6].

MECTO 06pa3OBaHI/I€ TCTPALUKINYCCKOTO IMPOU3-

Cxema 2
o
N A
Me”
(6]
5
6
[Ipu ob6pabotke mHAONOHAa 7 OUA30METaHOM CHIle TIEPEeXOAMUT B 2-aMMHO(YpOXWUHOIMH 9 [7]
MPOUCXOJUT O0pa30BaHUE C BBHICOKUM BBIXOJOM (cxema 3).
XHMHOJIOHA 8, KOTOPHIN Jlanee B IUMETHICYNIb(HOK-
Cxema 3
<O
O o~
O + - N—
CN H,c=N=N
J 2 e
0 N 0‘)
N H
H
7 8 9
B noaxone, npuBeneHHOM Ha cxeMme 4, MOKa- XoAuT 1o peakuuu KHeBeHarens, Kataiusupye-
3aHO, YTO npu B3aUMOJIEHCTBUM - MOH OCHOBaHHMEM 0e3 00pa30BaHHS MPOMEKYTOU-
ruApokcukeToHOB 10 ¢ 3aMeneHHBEIMH HUTPHIIA- HBIX TIPOIYKTOB. ['eBanpa nepBeiM B 1966 T. ipu-
MU oOpa3oBaHHe THAPOKCHHUTpUIOB 11 mpowuc- MEHWI 3TOT noaxox [8].

Cxema 4

3

\ 2R R R
R:._0O R _CN HO%CN IL m
X PN R N T R N,

R Son PH*7T  R“"Son
10 11 4

R!=H, Alk, Ar; R*=H, Alk, Ar; R*=CN, Tosyl
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BrocnencTBum moaxoj, HM300paKCHHBIH Ha
cxeMe 4, ObLT UCTIONB30BAH IS CUHTE3a Pa3Jind-

HBIX 2-amuHO(QypaHoB [9-11], B ToM umcie s

12 noABEPracTCda ajJbAO0JIbHOMY IIPUCOCIUHCHUIO
K apOMaTUYCCKHUM aJIbACruaamM C nocnez[ylomeﬁ

LII/IKJ'II/IBaI_II/Ief/’I U DJIMMHUHHUPOBAHHUCM MPOU3BOI-

CHUHTE3a NPOU3BOAHBIX caxapoB [12]. B mpyrom HBIX, JjaoommM  2-amuHodypan 4 (R'=Ar,
BapHaHTe 3Toro noaxona 1,1,2,2-retpaunanostan R?=R*=CN) (cxema 5) [13].
Cxema 5
H CNCN
CN CN
DI CN CN NENG N
NEGN A e 1 Ar | Ar
- = 0. N NC OH 0 NH Ar HN 0 CN
NC”™ “CN H CN
12 aten L (10
NCNC CN NC CN
D R €
H,N" N ~CN -ArCN, R'=H N\~ ~CN
4
Coro paspabotan ynoOHBI METOH CHHTE3a pBle B JalbHEWIIEM B STaHOJE, COACpKAILEM Ka-
3aMEMIEHHBIX 2-aMHHO(QYPAHOB, BKIIOYAIOIIUI TaJUTHYECKHE KOJWYECTBA INHIIEPUANHA, TIO-
obpazoBanne nuanuma-uoHa 14 m3 3-mmaHoeHOHa BHINMOMY, IHKJIM3YIOTCS B  KIIIOYEBBIE 2-
13 [14] (cxema 6). IIpu R>=CN nuxiamsanus B 2- amuHo(ypansl 4. [TocneqHue He OBUIA BBIICIICHBI
aMHUHO(YpaHbl TPOUCXOIUT TIOJ JCUCTBHEM OJI- B YHCTOM BHJIe, a OBUIM IMONYYCHHI B KAuecTBE
HOHOPMAaJILHOM COJISTHOM KHUCIIOTHI B 3TaHodje. [Ipu “MHHOB 15.
R2=COOEt 06pa3yroTcsl Y-KeTOHUTPUIIBI 2, KOTO-
Cxema 6
CN R2 R3
2 R2
A e R® | INHCI M
— A - RITNG7TNH,
R] 0] R O R*=CN
13 14 4
R?=COOAIk
CN R2 R3
R2 3
R M 7 A
1 r
: R o) N
R ¢}
2 15

R!=Alk, Ar; R>=COMe, COOAIk, CN; R*=Ar, Piperonyl
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O6pabotka QypunakpunatoB 16 mopdonrnHoM MEXAy THAPOKCHWIBHOM M HUTPUIBHOHN Tpynnamu
npuBOIUT K 2-amuHOodypanam 4. [lo-Bumumomy, C MOJIy4YEeHHUEM NMPOMEKYTOUHOr0 coennHeHus 18,
W3HAYaIbHO MOP(QOJIMH aTaKyeT IATOE IOJIOXKe- KOTOpoe B JanbHeimem mpu o0paboTke BOJOH
Hue (ypaHoBoro mukia. L{ukiamzanus mpomexy- naet Kmo4yeBoi amuHo(dypas (cxema 7) [15].

TOYHOI'O COCAHUHCHUA 17 moxer OPpOUCXOOUTDH

Cxema 7

o Ccfl e ey

H COOR
—_— N\ N\ / \
o “NH,
H
4
R=Alk, Ar
2. BoccranoBienme  2-HHUTPO HW  2- TopoM JluHmmapa B mertaHone oOpasyercs S5-(p-
a3UA0NPOMU3BOIHBIX Tonui-4-cynshonnn)-5 H-pypan-2-unnaeHaMuH,
[Tanea u Barepcon noka3zanu, 4To MpU BOCCTa- KOTOPBIN CYIIECTBYET B TayToMmepHoOU dopme 20
HOBJIeHUHU cyib(oHa 19 BOIOpOIOM U KaTaau3a- (cxema 8) [16].
Cxema 8
H2, Pd-CaCO3-PbO —
LN, A A O
H;C 19 o 4 H;C o 5
Psn uccrnenoBanuii B 3TON 0OmacTu ObLI Aerobacter Aerogenes, Iipu KOTOPOM 0o0Opasyercs
BBbI3BaH MHTEPECOM K aHTHOAKTEPHATBHOW aKTHB- 3aMelIeHHbIH 2-amMmuHoypaH [17].
HOCTH MIPOU3BOJHBIX TU/IPa30HOB 5- Takxke W3BECTEH AJIEKTPOXUMHUYECKUIN
Hutpodypanpaeruna. VccinegoBaHue KaHLEpPO- cnocob MOJTy4EHUS 3aMELIEHHBIX 2-
TCHHBIX U MyTareHHBIX CBOMCTB TakXe ObLIO CBSI- amuHOQypaHoB (cxema 9) [18]. Peakumsa mpoxo-
3aHO C BOCCTAHOBJICHHEM HHUTPOTPYMIBI, 4YTO H IUT depe3 oOpa3oBaHHe okcuma 22 (B LUC- WK
MIPUBEJIO K U3YUEHHIO 3TOTO MpOoLECca. Tpancgopme). Llnuc-okcMMbl BOCCTaHABIMBAIOTCS
WnTepecHbIM, Ha Hall B3MJISAJ, SIBIISETCS no 2-amuHodypaHa 4, Toraa Kak TpaHcopma
BOCCTAaHOBJIGHHE HHUTpodypa3oHa (5-HUTpPO-2- SIIMMHUHUPYET MOJIEKYJIy BOABI C 0Opa3oBaHHEM
dbypanmpaernacemMukap0a3ona) OakTepUsSIMU poja HUTpIIIA 23.
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0
4H+, 4e, -H20
ey N
ON" ™~ N H OH  _500mv
21

Cxema 9

2-Asnn0-3-popmunodenso[b]dypan 24 BoccTa-

HaBIIMBACTCS pi (o) 2-aMuHO-3-HopMHII-

MPOM3BOAHOTO 25 B MPHUCYTCTBHUHM T€KCAMETHII-

MIPEIIOKEH JIPYrOM METOJ BOCCTAHOBIICHHUS a3H-

JIOB: TIPOITYCKaHUE CEpOBOJIOPOJIA Yepe3 PacTBoOp,

coepKaIuid a3uI0NPON3BOTHOE B MPUCYTCTBUHU

mucuiTHana B amneroHutpwie [19]. Pamee Obun HECKOJLKHX Karensb munepunnaa [20] (cxema 10).
Cxema 10
CHO CHO
Ny, H,S/ MeOH, N,
o win (Me;Si),S/MeOH/HCI G
24 25

Haunbonee ymoOHbIii MeTon cuHTEe3a KapOa-
MaTHBIX M aMHUAHBIX MPOU3BOIHBIX OBUT MPEIo-
)keH [lagBoll W BKJIIOYAET MEPErpyNIUPOBKY
Kyprmyca 2-xapOoHuIa3uIoB 27, MOIYICHHBIX U3

kucioT 26 (cxema 11). IIpu Tepmonmse coenamne-
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HUil 27 oOpasyrorcs u3ouuanatsl 28, mpu obpa-
OOTKE KOTOpBIX CIUPTOM MONY4YarOT COOTBET-
cTByromue kapbamater 29 [21, 22]. [Ipu o6padoT-
K€ M30LIMaHaTOB PEaKTUBOM [ 'pUHBbsIpa WM quaj-

KIITATHRKYTIpaToM ToiryqaroT amuasl 30 [23].
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Cxema 11
Rl Rl Rl
1.80Cl, e
RSN R I o\
2 2. NaN_ 2 2 —(=
R @\( 3ORTN RN ~N=C=0
26  OH 27 N 28
R-*(V \{jzcu(CN)Liz
1 1
R o R 0
/ )X\OR3 / )X\ 3
R? N R N R
29 30
R!, R?, R*=Alk
[Ipu B3auMOJIEHCTBUM JIETKOJOCTYIHBIX pea- pe. [omydennsie amunuubl 33 HarpeBalu IMpH
TeHTOB, HampuMep 3amerneHHoro gypdyporna 31, 80 °C ¢ nuaneToKcHiHOIOEH30I0M ¢ 0Opa3oBaHH-
C TUAPOXJOPUAOM TUAPOKCUIAMUHA B IIPUCYT- eM N-anetunamoueBud 34. [Ipu manpHelmen 00-
CTBUM THPHUJMHA U YKCYCHOT'O ajbJerHa MOJy- paboTKe aHWJIMHOM IpH TemnepaTtype Bbime 110
Yalld COOTBETCTBYIONIUE HHUTPHIIBI 32, KOTOpEIC °C GbuIM monmyueHsl KoHeuHble amuasl 30 (cxema
3aTeM 00padaThiBAId aHWJIMHOM B MPHUCYTCTBHH 12) [24].
XJIOpYJa AMIOMHUHUS TIPH KOMHATHOW TeMIlepary-
Cxema 12
R! 1 1 4
I_)\ HONH,*HCI N PhNH, R PhI(0,CR%),
|\ / \ > / \\_ NPh
31 . 32 " 33 NH
o PhNH, 0
TN M N\ e
5 NHPh 5 R
R N R N
0 o |
34 o R’ 30
R!, R?, R*=Alk
3. [Ipouue MeTOABI CUHTE3A MM 00pa30BaHUEM Pa3IMYHBIX MMPOU3BOTHBIX 2-
Kax OputO TIOKa3aHO B CTaThsx [16, 25], ogHa aMUHO-5-HUTPO(PypaHOB. AHAJOTHUHBIM 00pa3oM
W3 HUTPOTPYNH B 2,5-TUHUTpOdYpaHEe JIETKO 3a- MOTYT OBITh IMOJIyYeHBI 2-aMHHO-S5-BUHHI TPOU3-
MeIIaeTCss BTOPUYHBIMU aMHHAMH, THO(EHOJIOM, BomHBIEC 36 [26] (cxema 13).

THOALIETAMHUIOM, 4-TIEHTEH-1-0JIOM ¢ JajbHEH-
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Cxema 13
N O
\\\)J\N,NHZ
CN H CN 0 N
[\ 7
R/\/Q\Rl C,HsONa RWNM
35 36 N2
R= CO,Alk, R'= CO,AIK, Ar, NH»

[TanBa, Kpoydopa u apyrue yCTaHOBHIH, YTO IEeHHBIC aMUIbl 38 C BBICOKMM BBIXOIOM. 4-
nmpu  B3aumogelictBun 2-0pomdypanoB 37, kak [TerTeHaMu TaKKe pearupyet ¢ 2-6pombypaHom
Hampumep ¢ OeH3aMuaoOM, Tak W C 2- C TIOJIYYCHHEM COOTBETCTBYIOIIETO BTOPUYHOTO
MMAPPOTUANHOHOM  00pa3yroTcs  GypaHUI3aMe- amuna 39 [23, 27] (cxema 14).

Cxema 14
NS (NN M
e L, * o
/ 38
N (01
74
(0]
Vi
@ A~
RN TN
H
39
R'=H, COAlk, CHO; R? = H, Alk; R® =Alk, Ph

B 1999 romy ObIIO YCTaHOBIEHO, YTO IpH TOM oOpazyercs COOTBETCTBYIOIINH 2-
[4+2]-uuKIOIpPUCOCTUHEHUU 2-anieTaMu10- aneramunodypan 41 ¢ Bexomom 92 % [28, 29]
okcazona 40 ¢ AUMETHIIANETHIICHIMKapOOKCHIa- (cxema 15).

Cxema 15
H,CO,C CO,CHj
O
DMAD
T )\ )X\ CH; M )X\CH
(@) I\\I 3
s  CHPh 41 CHyPh

2-AMuHO(YpaHBI MOTYT OBITh TaKXe MOTyde- XJIOPATAaHOJIOM WIJIM SMOKCHUIAMU B MPUCYTCTBHH

HBI peakiueil MaJTOHOHUTPUJIA C 3aMEILCHHBIM 2- stunata Hatpus [30] (cxema 16).
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Cxema 16
R2 R CN R?
R! \H\a CHy(CN), M CH,(CN), >0
1
o EtONa R o7 "NHy gtoNa o
42 4 43
= Alk, R?=H

[Ipu 00paboTke 5-autpodypan-2- 5 °C 6wbumn BelmeneHB mpousBogHble 45 [31]

KapOanpaernna 44 MaJOHOHUTPHIOM (DTHIIIIHA- (cxema 17).

HOAIIETaTOM) M a3WJIOM HATpUs IIPU TeMIIepaType
Cxema 17
3 X A
OHC™ N N0, an, € o ~NH,
44 45
R = CN, COOCHz3

Kak mokaszano Ha cxeme 18, UKIOMETHIPOTA- CyIb()OHOBOTO aHTHIPHJA MPUBOIUT K TMPOIYK-

uus Y-KeToamMuaoB 46 ¢ HCIOIB30BAHUEM TpPHU- Tam 47 [23].

(bTOPYKCYCHOTO aNbAeTuaa WiId TpU(TOpMETaH-
Cxema 18
2
R! I TFAA nm TH0 )
?0 ﬁzR © XCF;
46 47
X =CO, SO,

M3BecTHA Takke TPEXKOMIIOHEHTHAs pe- YCHHWHU B TeUeHUe Tpex 4acoB [32, 33] (cxema 19).
aKIUs B3aMMOJCWCTBUS JUMETHIIAICTUICHIUKAD- B pa3snu4HBIX MOHHBIX JKUAKOCTAX MPOIECC MO-
OokcHIaTa, apOMaTUIECKOTO allbJCTHAA U IHKIIO- KET OCYIIECTBISATHCS MPH KOMHATHOM TemImepa-
TeKCWIIN30IMaHua. Peakiuio mpoBoasIT B abco- Type, TPOAYKT MOXKET OBITh JIETKO BBIJCIICH DKC-
JIOTHOM O€H30Jie B aTMOc(epe aproHa mpH KuIs- Tpakuuei B apupe [34].

Cxema 19
CO,CH;

H;CO,C.  CO,CH,

QI&

/
/
H3C02C/ @ 80 °C

R = Ar, Het
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[Tpu o6paboTke B ropsiuem OeHzoie winga 48
cepoii ¢ Hu3kuM BeixooM (okoio 30 %) oOpa3y-

eTcs cooTBeTcTBYrOIUi amMuH 49 [35] (cxema 20).

Ph_ Ph—Cr(CO),

/I N\
I“N+-™0

RZN\R:’)
48

R

Sg

—_—

RN TN

Crtpoenue npoaykra 49 noka3zaHo METOIOM PEHT-

TE€HOCTPYKTYPHOI'O aHAJIN3A.

Cxema 20
Ph Ph—Cr(C0),

/ \\  R?
1‘{3
49

R' =H, Alk, Ph; R?> = Alk; R® = Alk

B 2015 r. samu ObLT NIPEIIOKEH METOJ TTOJTY-

YeHUs! 3aMEUICHHBIX 2-aMHHOQYypaHoB 51 w3 5-

apundypan-2,3-1uoHoB 50 ¥ MaJOHOHUTpHUIIA

0
NC”OR!
/
R 0  EuN

@)
50

(aTIIIMaHoareTaTa) B MPUCYTCTBHH  TPUITH-
namuHa [36] (cxema 21). Bbrxog KOHEUHBIX MPO-

IyKTOB coctaBui 45-92 %.

Cxema 21

HNT NG~

51 Ar

R= Ar, R1 = CN, COOCsz

N3 00630pa MOXKHO CAENaTh BBIBOA, UTO CYIIE-
CTBYET JOBOJBHO MHOTIO METOJOB MOJTYYCHUS
KITFOUEBBIX 3aMEIICHHBIX 2-aMHUHO(YpPAaHOB U BCE
OHU pa3HoOOpa3Hbl. llomydeHHBIE COCTUHECHHUS
SIBJISIFOTCSL TIEPCIEKTUBHBIMU HCXOJHBIMHU BEIlle-
CTBAMU JIsl AU3aiiHA CUHTETUYECKUX OHOJIOrHYe-

CKH U (1)I/I3I/IOJ'IOFI/I‘-ICCKI/I AKTHBHBIX BCIICCTB.
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