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I. BBEAEHHUE

[TocacaHie rojbl XxapakTepu3yoTcsl O0JIBLIHM HIiITepecoM HecaeaoBare.lell
K mpuaof2,3-d]uupumianHamM — reTepoUHKJIHUCCKHM  CHCTEMAM, KOTOPHIE
00/1a1a10T IWHPOKHM CIICKTPOM OMOJOrHYeCKHX CBOicTB [1—4], a HeKoTOpBIE
HX NPEICTABNTENN HANLIH NPHMElleHHe B MEAHLIIHC B KaUueCTBC JIEKAaPCTBCH-
HbIX npenapatos [5, 6].

B aureparype ony6auKoBaHa JHUIbe oxHa 0030pHast pafoTa IO CHHTE3Y
mipi10[2,3-d | niupumMnAuHOB, OXBaThiBaHlaf JAuTepatyplible JaHible 10
1968 r. [7], B XOTOpyHO BXOAST TaKkKe KpaTKHE CBEJACHHA IO XHMHHECKHM
npeBpaileHusiM U OHOJIOTHIECKHM CBOHCTBAM.

Daaroaapa TeopeTHYeCKOMY M NPaKTHUECKOMY HHTEpecy K IHpPH-
20[2,3-d | mipuMuanHaM 3a nocJdegHHe 15 JeT NOABHJIOCH OO0JbLIOE UYHCJIO
nyGankaniii, nocBsAILEHHbIX HOBLIM METOLOM CHHTC3a, XHMHYECKHM IIpeBpa-
uieHusiv H GHOJIOTHYeCKHM CBOHCTBAM 3TOTO KJacca COeAMHEHHH, B CBA3H C
yeM NpPe0CTaBASETCS HHTEPeCHbiM 000OLIMTL U CHCTEMATH3HPOBATb HMEN0-
uecs JuTepaTypHble JaHHbIE.

II. METOIb! CHHTE3A

KonpencupoBattble HHPHIOMHPHMUAHHBL MOTYT OblTh CHHTE3HPOBAHBI
KaK 143 NPOH3BOAHBIX MUPHUAHHA, TAK H H3 MPOU3BOLNBIX IHPUMHAHHA.

1. CuHTE3 U3 MUPHAUHOB

B sToM pasjesie NMPHBOANTCS CHHTE3 MupHAO[2,3-dnupnmuanHos ¢ pas-
JHUHBIME (YHKIMOHAJIbUBIMI 3aMeCTHTEIAME B IHPHMH/AHHOBOM KOJbIIE, HC-
XOAs 13 MHPHAMHOB, COAEPKAILMX PEaKLIHOHIOCIOCOOHbIE IPYIIIEL B OJI0XKE-
HEAX 2 W 3, KOTOPHE B3anMOoJeHCTBYIOT ¢ COOTBETCTBYIOIMMY peareHTaMH,
NMPHBO18 K 3aMbIKAIHIO THPHMHAMHOBOIO LHK/IA.

a) 2-OxconpousBo/HbIe

Cunres 4-hcuuaAIDOH3BOAIBIX Q-OKCO-1,Q-AHFPIAPOIIHPHLLO[2,3-d]HHpHMI,I-
JMHOB OCYLIECTBJIEH H3 2-aMIII03aMEUIeHHbIX-3-LHaNHPULIHHOB B3aUMOICH-
cTBHEM ¢ peakTusoMm I'punnapa u gaaee ¢ ocreHom [8—10].
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Jpyroii nyTh 3aK/I04aeTCsi B KOHAEHCALHU 2-aMUHO-3-6el30H U PUAHHOB
c yperadom [9] uau ¢ moueBunoit [11]. B anasorndusix yeaoBusAX 2-aMHUHO-
3aMelleHHble 3-OKCHMETHMHPHAHHE HUKAU3YIOTCA B COOTBETCTBYIONLHE OKCO-
terparuaponupuao(2,3-dJuupnvuanne [12].
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AnaJsiorn sTHX coeiMHEHHH, coAepxKallye 3aMeCTHTENH B MOJOXKEHHH 3
NMUPUMHIHHOBOIO KOJIbIla, NOJAYYEHB KOHAeHcanuneHl 2-aMHHO3aMellleHHBIX
3-aMHHOMETHJNHUPHAHHOB C DPAa3/JIHYIBIMH [POH3BOIHBIMH YTOJbLHOH KHCJO-
ol [13].
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X = raJjiored, aJKOKCH, aMHHO, Y == raJjiored, ajJKOKCH, TPHTaJdoreHaNKuI
Hnst cunresa N-MeTHANPOU3BOAHOTO 2-0KCOreKCATHAPOMUPH IOTHPHMHAH-
Ha OB HCTOJAb30BaH 1-MeTH-2,2-THANKOKCHNHIIEPUAHH, KOTOPHIT BCTYIaeT B
KOHAEHCAIHIO ¢ YpeTaHoM, obpasysa amu uH. BaanvoaeficTBueM nocienHero ¢
anerajeM JUMETHAGOpPMaMHAa NONYIeH aMHHOMETHICHKAPO3TOKCHHMHUHO-
nunepuanH, o6paborka KOTOPOro BOJHBIM aMMHAKOM, OIPHBOJAUT K 3aMBIKa-
HHIO MTHPUMH/IHHOBOTO KOJibIa C OJHOBPEMCHHEIM OTIICNJIEHHEM AUMETHIAMH-

a [14].

N A\ /CHN (CHa)g .
L  (CHy)y N—CH (OC:Hy)s —» | | N,
I\[I NNCO,CsH; \N/ N\NCO,C,H,
CHjz CH3
7"\ =CHN (CHy), r\/\
— | |
\11\1/ “\NCONH, N NNo
CH, i,

2-Okcopurugponupunol2,3- d]HI/IpI/IMI/IILIfIHbI NOJyUueHbl Tak¥XKe KOHIEHCa-
uuel 3-auerui-2-NHpUAOHOB ¢ MOUeBHHOH [15].

6) 4-OKCconpoH3BOAHBEIE

PaspaGoraHbl MeTOAbl CHHTe3a 2-3aMelleHHBIX 4-0kc0-3,4,5,6,7,8-rekca-
ruaponupuyo[2,3-d]nupumMuauHOB U3  3-3TOKCHKapOOHHJ-2-3TOKCH-3,4,5,6-
terparuaponupuanna [16].
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HayueHsl Takke METOJb! CHHTE3a aHAJOIMYHBIX MHPHAOIHPHMHAHHOB, CO-
Jepxaux y aToMa a3oTa NUICPHAMHOBOrO HHKJIA aJKHJIbHBIE DajJHKaJbl
[17, 18] u anryaspublil 3aMmecTuTeNb B noJjoxennu 10 [16].

Y106HbIMH HCXOJHBIMH BelllECTBAMHU JIJIST CHMHTe3a l-3aMelleHHBIX-4-0KCOo-
1,4-nuruaponupuaol2,3-d |nUpHMUAMHOB SIBJSIOTCS 2-aMHHO3aMeIleHHbIe-3-
KapOaMOHINHPHAHHEBL, KOHJIEHCALHA KOTOPHIX ¢ OPTO3(MHPAMH NPUBOIHT K
3aMBIKAHHI0 MHPUMHAHHOBOTO Koabla [19—25].
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IIpu B3anmogeiicTBuH 2-aMHHO-3-KapGaMOMJINHUPHAMHOB C AaJbAETHAaMH
uan KetoHamu [26], pustumokcanatom [29] u XJOpaHTHAPHAAMH KHCJQT
[30] o6pasyioTcs cooTBETCTBYIOMINE 4-OKCOMHPH AOTIHPHMH IHHBL,
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2-AnnaMuH0-3-3TOKCHKAP OOHUIINMHPUANHEL 110J] AelcTBHEM CHHUPTOBOrO
pacTBOpa aMMHaka LHKIH3YIOTCH, o0pasysd 2-3amellleHHble 4-OKCOJUTHIPO-
nupiao[2,3-d | nupumuannsr [30—32].
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B kayecrBe LUKJAHU3YIOLLETO areHTa AJS51 CHHTe3a 2,3-3aMelleHHBIX 4-0KCOo-
JUTHIPONUPHAONHPHMHANHOB U3 allMIaMHHONUPHIHHOB BMECTO aMMHaKa HC-
N0JIb3VIOT IHAPOXJOPHABL Pa3/HyllbiX AMHHOB, B PEaKLHIO NPOBOASAT B IIPH-
CYTCTBHH neHTaokucu dochopa [33].

MHuTepecna peakuus 2-alijiamMHHO-3-IHAHOHDHAMHOB C €IKHM HATPOM H
IEPEKHCHIO BOAOPOAA, B pe3y/bTaTe KOTOPOH NOJIYYAIOTCS 4-OKCOAHTHAPONHU-
puponupumuauibr [34, 35].
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4-Okco-3-amuHoaurAponupua0[2,3-d [ nupuMHAHH CHHTE3UPOBAH KOHAEH-
cauuell 2-aMHHO-3-3TOKCHKaPOOHHANHPHANHA C 3THJIOBLIM 3DHPOM ITOKCHME-
THJIEHIHAHYKCYCHOH KHCJOTHI WJH anerajem puMeruadopmamuipa, ¢ mocJe-
aywomell 06paboTKON MpOMeXYTOUHBIX COeHHeHui ruapasunruaparom [36].
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K ananorHyHomy pesyJabTaTy NPHBOAHT TaK¥Ke peakiHsi 2-aMHHO-3-THA-
pPa3uHOKApOOHWINMPHAMHA C AHaleTaJeM AuMeTHiadopmamuaa [37].

Ilpu ob6paborke N-(2-muUpHANI) AMHAMHOB Pa3inUHBIMK aMHHAMH TIPOHC-
XOJUT BHYTPUMOJICKYJSIpDHAsl IHKJAH3aLus ¢ 06pasoBaHHeM 3-3aMelleHHBIX
4-oxcoaurnaponupuao[2,3-d Imupumuaunos [38].
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Jns cupTe3a pasyMYHBIX NPOU3BOAMBIX 4-OKCONKPHJIOTHPHMHAHHOB HC-
M0JIb30BaHA PeaKlus IPOU3BOAHBIX THOMOYEBHHH ¢ l-3amelienHbiMu 2,4-1H-
okco-1,2-nurnapo-4H-nupuno[2,3-d][1,3]okcasunamu, noayyeHibIMH KOH 1eH-
canuell aMMHONUPUAKHOB ¢ ocreHom [39, 40].
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B) 2,4-JInoKcOnpou3BOAHbIE

Onnum u3 nauboJsiee pacmpocTpaHEHHBIX METOJOB cuuTe3a 1,3-3amelileH-
HHX 2,4-nHokcorerparnaponupuiof2,3-d]nupumMnanios siBisiercs KOHAEHCA-
LS MPOH3BOAHBIX 2-aMHHO-3-Kap6aMOUJIIHPUANHOB ¢ H30IHAaHATAMH B IIPH-
CYTCTBHH amuja Hatpus [41—45].
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AHaJIOrHUHble COEAUHEHHS! NMOJYUYEHBl B PE3YJbTaTe LUHKJIN3AIHH aMHHO-
Kap6aMOHJMHPUAUHOB ¢ (HDOCTEHOM, 3(PHPOM HJH aMHAOM XJODPYIOJbHOH KHC-
JOTHl, MoueBuHol [46—51].

BsaumoneficreueM 2-x/10p-3-kapOaMOUJINUPHIHHOB ¢ MOYEBHHOH C BHI-
COKMMH BHIXOJaMH INOJy4eHbl 3-3aMellieHHble 2,4-AHOKCOTETPArHAPOIHPUAO-
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nupuamuaHuel [52, 53].
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1,3-3amewmennele 2,4-nuokcorerparuapof2,3-d ] nupuMUANHB MOXHO CHH-
Te3HPOBATL H3 NPOH3BOJAHBIX 2-XJ10p0-3-KapOGaMONJINHPHANHOB, COAEPKALINX

ITOKCHKApOOHNJI y aToMa a30Ta B aMHAHON TPyNnme, KOHACHCAUKEH ¢ aMHHa-
Mu [54].
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B pa6ore [55] onucan cunrtesz 1,3-3aMenieniiblx NHPUAOTHPUMHIHHOB H3
2-x50p0-3-kapOaMONJINHPHARKOB H H30IIHAHATOB.

Kongencauueit 2-ranoreu-3-3aMelieliHblXx KapOaMOUIIHPHIKRHOB ¢ Kap6a-
MaTaMH B NIPHCYTCTBHU THAPHIA HATPUS B AUMETHJA(GOPMaMHIAE CHHTE3HPOBA-
HBl COOTBETCTByloIlHe 1,3-3aMellleHHble JIHOKCONUPH/IONUPHMAAUHLL [56].
Ilpn B3anMOAEHCTBHH 3THX e KapbaMaToB ¢ 2-aMHHO3aMeleHHBIMH 3-3TOK-
cHKapboruI- uan 3-kapbamouanupuauiiaMud obpasyloTcs aHaJOrHYHBIE ITH-
PHAONHPHMHIHHLL ¢ HHBIM PACIIOJIOKEHHEM 3aMeCTHTeNeH B MOJOXKEHUSAX 1 H
3 DUPUMHIKMHOBOrO Koabua [57].

0
I
N\ _coR AN
|| o T RONHCOR? — R
NN/ —NHR NN/ \N/\o
R

R=0C,H;, NH,; R®=raJoreH, rerepolnukJa

Opnum U3 nyteil cuHresa 2,4-puokconupuno(2,3-dnupuMUAnHOB SIBJIS-
ercs KOHAeHCalHs 2-aMHHO3aMelleHHbIX 3-KapOOKCH- HIH 3-9TOKCHKapOOHHII-
MHPHIWHOB C MOYEBUHON, ypeTaHaMU HJH H3onHaHaTtamu [58—65].

[TokazaHo, uto KUNsAYeHHE 2-aMHHO-3-3TOKCHKAPOOHUINHPHANHA ¢ 3(]Hu-
paMH HJIH AaMHJOM XJOPYTOJLHOH KHCJOTHL INIPUBOAHT K 06GpPa3oBaluio
2-aJIKOKCHKapOOHUJIAMHHO- HJAHM YPEHAONPOHU3BOJAHBIX NHPHAHHA, KOTOpHIE
MO AeACTBHEM aMHHOB IMKJM3YIOTCS B COOTBETCTBYIOLINE TMOKCONUPHUAONH-
pumuaitb [66].

(6]
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BszaumoneiictBuem  2-aMHHO-3-3TOKCHKapboHuJ-1,4,5,6-Terparuaponupu-
JMHAa ¢ U30LMaHaTaMHu OblJIM MOJYYCHBI AHYPEHIONPOU3BOAHBIE, IIHKIH3YIO-
mHecss B TPHCYTCTBUM MHPHAKHHA HJH €JKOr0 KaJH B COOTBETCTBYIOLIHE
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2,4-1HMOKCOOKTArHAPONHPHIONUPUMHINHE [67].
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OpurnHajeH  MeToA  cuHHTe3a  2,4-1M0KCO-3-6yTHITETParHApOIHpPHU-
n0[2,3-d]mupuMuAnHa, IOJYUEHHOTO KHNsiueHHeM 2,3-1HKap6aMOHIIHpHINHA
B AuMmeTHadOpMaMuie B IPUCYTCTBHA TeTpaalerara naanagus [68].
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B paGorax [69, 70] aBTOpHI mpeataralT OJHOCTARXHIHBINA W ABYCTAaTHil-
HBIA NyTH chuHTe3a 1,3-1uapui-2,4-1MOKCOOKTaruAPONUPHAOIHPHUMHUNHOB, HC-
X0as U3 l-MerTHs-2-MeTHJATHOTETPATHAPONUPHANHA H APHJIH30IMAHATOR IO
cxeMme:
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Hcnosnb3oBaHHe apHJAH30THOLHAHATOB MO3BOJSET MOJYYHTH COOTBETCT-
ByIollHe 2,4-1HTHONPOU3BOAHbIE [71].

2,4- TMOKCONUPHAONHPUMHAMHL MOTYT OBITh CHHTE3MPOBAHBI TAKKE H3
,Emoxcoimpnﬂo[Q,S-d]oxcaana-[1,3] nNpH  AeHCTBHHM aMHHOB H (ocrena
72, 73].

r) 2-Tuo-4-okconupuno[2,3-d ] nHpuMHAHHEL

OnnuM u3 yA0OGHBIX MeTOOB CHHTe3a 4-0KCO-2-THOTeTpParnapONUpH-
10[2,3-d InupuMHIMHOB siBAsieTCS TepMHYECKAs NUKJAM3AUUs 2-aMHHO-3-aJ-
KOKCHKADOOHHJIUPHANHOB ¢ H30THOIHAHATAMHE C BHEASJIEHHEM HJIH €3 Bhle-
JIEHHS TPOMEXYTOYHHIX THOYPEUIONPOU3BOAHBIX nupuiutos {74—78].
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R'NCS = COyCoHy
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Hasa nosydenus 1,3-3aMeIIeHHBIX COeIHHEHHA HCXOAHJIH H3 3HPOB HJIH
aMUJOB 2-aMUHOMUPHANH-3-KapOOHOBLIX KIICJAOT H Pa3jJnuHbIX H30THOUMaHa-
ToB [79] nau cepoyraepoaa [80, 81].
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AuasoriuHble NUPUAOMHPHMHAHHE MOJYyYEHBl B Pe3yJabTaTe B3aUMOACH-
cTBUS 3-KapOaMOMJINUPHAMHOB, COJEPKAUUX TaJOTeH, aJKOKCH-, aJIKHJATHO-,
CYJMbPOKCHTPYHIIBL BO BTOPOM MOJOXKEHHH MHPHAMHOBOTO KOJAbLA, C H3OTHO-
nuaHaramu [82—84].
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TIpu xunsiueHHH 2-XJ0PO-3-3TOKCHKAPOOHMJINMHPHANHOB C IPOH3BOAHBIMH
THOMOYEBHHBI B 3THJOBOM CIHPTE, HACHILUEHHOM XJOPHCTHIM BOJOPOJIOM, C
HU3KHMH BBIXOZAMH 00pasyioTcsl COOTBETCTBYIOUIHE NHPHIOMHPHMUIHHBL
[85—87].

1,3-3amenennble 4-0KCO-2-THOTETPArUAPONUPHIONHPHMUANNBL  CHHTE3H-
pOBaHBI IHKAN3aLUKeH 2-XJOPOHHKOTHHOUJITHOMOYEBHH B IPUCYTCTBHH THAPH-
ja autus [88].

0
VAV
CONHCNHR L ’ NH

\\
S
\\N/\CI

|
NN/ NN/ \S
J
R

BzaumogeficreueM 1-MeTHJI-2-MeTHATHO-3-apHAKapOaMOUITETPATHAPONIH-
pHAMHA C apUJAM30THONlaHaTaMu NoJydeHsl 1,3-muapui-8-mMerui-4-okco-2-
tHo-1,2,3,4,5,6,7,8-okrarumiponupuio 2,3-d Inupumuanns [69].

Sbupol JaKTUMHOHR HOPMBl 3-3TOKCHKAPOOHUIIHIEPUAHH-2-0HOB SBJISIOT-
cs1 y10OHBIMH HCXOJHBIMH COCJHHEHHAMHU /15 CHHTE3a pas3/HYHLIX 3aMelleH-
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HBIX NHpHA0[2,3-d | nHPUMHAHHOB, CHHTE3 KOTOPHIX APYTHMH Ny TAMH HEBO3-
MoxeH [16—18].

(0]
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A N
I/\ll—C02C2H5 NHzcsNﬂz_) )/ \“/ NH
_ : l
N7 OC,H; \N/\N/\\S
] | H
R R
(6]
\C2H5 Hst |
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NH,CSNH, | ITIH
\N/\ OC,H, \N/\EI/ \s

B paGore [89] cooGmaercst o cunrtese 4-umuno-1,3-aumMetHa-2-THoreTpa-
ruaponnpuno[2,3-d I nupuMuinuna KoHIeHcauneH 2-X10po-3-HAHIHPHAUHA C
N,N/AHMCTHATHOMOUYEBHHOH.

1) 2,4-Nuamuuonupnno(2,3-dnnpuMuAntbl ¥ Apyrue MPOH3BOAHbIC

2-Amyn0-3-LMAHANPUAMIIBL JIETKO BCTYNAIOT B PEAKUHIO C TyaHHAHHOM,
06pasyst mpousBoHbic 2,4-1uamunonnpuol2,3-dlnupumuauuos [90, 911].

NH,
NH
2 CN I = RN
R | + H,N—C—NH, —> R |
N S NH, - X ~
N ; N \wm,

HpyruM MerogoM cuuTesa 2,4:1MaMPHONHPUAONUPHMHAUHOB ABJSETCH

B3aHMOJeHCTBHE NPOHM3BOJHBIX 2-MeTOKCH-3-LHAHMHPHAMHOB C TyaHuIHIOM
[92].

R R,
|
NN D NN
-+ HyN—C—NH, -» |
o \g/ \OCH;, 07 NN A,

[lupuaonupuMHUIHI aHAAOTUUHON CTPYKTYDH CHHTE3HPOBAH TAKKE KOH-
JAeHcauuel 3THIOBOro 3¢pgupa 4,4-a1HuHaH6yYTaHOBOH KHCJOTBI C I'yaHUIHHOM
[93].

Peakuueit 1-MeTH/I-2-MEeTHATHOTETPATHAPOIUPHANHA ¢ QEHHIHIOTHOLHA-
HATOM NOJyYeH COOTBETCTBYIOLLME THOAMHJ, KOTOPLIl IHKJIH3yeTcs MOA Ael-
cTBueM ryannanna [93].

S NHC4H;
|
|
N\ ] )
' “ caNes_ | \”—C——NH(,6H5 NN, l/ \”/ \N
|
N7 scH, \ITV \SCH;8 NN,
éHs CH, CIH3

[pencTaBASIOT HHTEPEC ONHCAHHBIE B JHTEpAaType METOJABl CHHTE3A HEKO-
TOPBIX MPOU3BOAHBIX mupuA0[2,3-d]mupumunnnos, B yactnoctH, 3-N-okuceit
4-aMHHOMHPHIOMHPHMHAMHOB, HCXOAS M3 2-aMHHO-3-UHAHTMPHAUHOB NO CXe-
mam [95, 96].
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Hesamemennnlit  5,6,7,8-rerparuiaponupiiiof2,3-dJnupumuink  noayuen
KOHAeHCauued nunepuaona-2 ¢ GpopMaMHI0M B NPHCYTCTBIH XJOPOKHCH oc-
¢dopa [97, 98].

2. CuHTe3 N3 NUPHMHIMHOB

[IpuBeneniivle B 3TOM pasiese METOABI MO3BOISIOT MOJYYaTh MHPHIOMH-
PUMHAMHBL C Pa3 JHUHBIMH 3aMECTHTEJISIMH B MHPHIHHOBOM KOJbIe, 3aMBIKAs
MUPHAHHOBBIH 1K B (DYHKIIHOHAJMBHO 3aMeUIeHHBIX HIIPITMILIHHAX.

OnxuM 13 HauOoJsee pAacNpPOCTPAHCHHBIX METOIOB MOJYVYeNHsl MTHPHUAO-
[2,3-d]nEpuMHIHIIOB ABJSICTCH KOHACHCALHS 4-aMHHONHPHMHAMHOB C 3TOKCH-
METHJIEHMAJOHOBLIM 3()HPOM U MOCAEAVIOIAs LMKJAN3aUUsl HOJYUEHHIBIX CO-
eaMHEeHHH 1noa AeifcTBHeM XJ0pokHcH (ocgopa [99, 100] uian KunsyeHHEM B
audenunokenge [101—105]. B cayuae uukausannn B noaudochopHoil Kue-
JoTe 006pas3yioTcd MHPHAONHPUMIAHHE ¢ KapOOKCHIPYNNOH B HHPHIHHOBOM
KoJbie [106].
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[Ipyu B3auMOAeHiCTBHH 4-aMHHONHPUMHUANHOB ¢ 3PUPaMH 3TOKCHUMETHJIEH-
LHAHYKCYCHOIl KHCJOTHI MOJYYeHbl COOTBETCTBYIOLIHE MCTHJICHAMHHOIPOH3-
BOJHBIE THPUMHAHIOR, IIHKIU3ALHIO KOTOPHIX TPOBOIAT B ytuidocdare ¢ no-
CJe1yIOUHM I'MAPOAH30M ¢AKUM HaTpom [107].
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B pesyabrare Konaercannn 1,3-3aMereHupx 6-aMIHOYpaNuIOB ¢ 2-1man-
3,3-6uc (METHITHO) aKPHJIOHHTPHJIOM B OAHY cTaguio obpasywores 1,3-same-
HIeHHBle 5-aMuH0-2,4-1HOKCO-7-MeTHATHO-6-11HaH-1,2,3,4-TeTparu1ponupua0-
[2,3-dInupumuaunpl. OaHako peakuus Tex ke 6-aMHHOYDAUMJOB C 2-UHaH-
3-3-6uc(MeTHATHO) AKPHJIATOM B AHAJOTHYHBIX YCJIOBHSIX CONPOBOXKIAETCH
BLIZIeJIeHHEM NMPOMEXYTOUHBIX MPOAYKTOB, HarpeBaHHe KOTOPBHIX B AU(DEHHJI-
OKCHJIe TaK¥ke NPUBOAHT K 06pa30BaHH0 NHPHAOIHPHMHEANHOB [108].
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B aT0i1 ke pabore Ha 6ase 6-aMHHOYPAlHJIOB OCYILeCTBJEH CHHTE3 APY-
THX OPOU3BOAHBIX NHPHAO0[2,3-d | IHPHMHUANHOB, cOLEPKALUINX PA3IHYHbIE 34-
MECTHTEJIH B MUPHANHOBOM KOJIbIlE, IO CAeAYIOeH cxeMe:
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Kunsuennem aMuHOYpaIHA0B ¢ AUMETHJIOBEIM 3(DHPOM alleTHIeHAHKap6o-
HOBOIl KHCJOTBEl B IIPOTOHHBIX PAcTBOPUTEJISIX MOJYYEHbLl HOBbIE TPOH3BOIHBIC
nupugonupumuautos [ 109, 110].

Peakunsa 1,3-1uMeTHI-6-aMUHOYPAIlHIA ¢ HEHACHILEHHLIMH AHKETOHAMH
TaK¥Ke NMPOTeKaeT C 3aMBIKAHHEM NMUPHAHHOBOTO Kosbua [111].

[Toxazano, yro Terparaaponupunol2,3-d] IHPHMUINHBL ¢ BHICOKMMH BHI-
X0JaMH MOXKHO MOJY4YUTL B3auMoJeHcTBHEM 6-aMHNOYPALHJIOB ¢ B-aMHHOBH-

Huakeronamu [112, 113].
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Huknusanusa 1,3-auMerun-6-aMHHOypaumjga ¢ HeHACHIIEHHHIMH Kap6o-
HHJIBHBIMH COEJWHEHHSIMU IIPOBOJUTCS B MPHCYTCTBUH OCHOBHBIX HJIH KHCJIOT-
HBIX KaTanuzatopos [114].
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HarpeBanne 6-aMHHO3aMeLIeHHBIX YPaUUJIOB C B-xJ0p3aMelleHHbIMI
-0, B-HEHACHILEHIIBIMH KaPOOHHALHBIMH COELHHEHHAMH B IUMETHADOPMAMHIC
MPHBOANT K 00pa3oBanuio 6,7,8-TpH3aMeLICHHBIX TUPHIONUPIMUINHOB [ 115].
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OpHFH}IaJIeH METO4 CHHTe3a HeKOTOprX IIpOI/IsBOﬂHbIX HI/IpI/IllOIH/IpI/IMH,ﬂH-
HOB B3aHMOJeHCTBHeM G-aMIHOypanujia ¢ OHCEHeTOHHTPUIOM H ajbiaerujia-
u[116].
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B pa6ote [117] npuBojsitcst MeTOAL CHHTE3a 4-METHJI-7-0KCO-2-3aMEHIEeH-
"HBIX TTHPUAONUPHMH/IHOB, OCHOBAHHEIE HA B3aHMOAeHCTBHU 5-HOLO-6-MeTHI-
2-3aMelleHHbIX-4-aMHHO- I 4-OKCOMUPUMUIHHOB C 3THJIOBHIM 3(GHPOM aKpH-
JIOBOH KMCJIOTHI, 10 CXEeMe:
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[1pousBonHble 7-OKCONHUPHIONHPHMHIHHOB MOXKHO IIOJAYYaTh TaKKe HyTeM
KOHAEHCALHH 6-aMHHOYPALHJIOB C 3THAOBLIM 3()HPOM AKDPHAOBOH KHCJOTHI
[118].

6-QopMUJINHPUAOTHPUMUAHHBl CHITE3HPOBAHL B3aUMOeHCTBHEM 2,4-1H-
AMHHONUPHUMHUAUHOB C AUMETHI(GOPMAMHAOM B MPHUCYTCTBHH TPEXXJOPUCTOrO
¢docopa uiu xgaopokucH dochopa [119]. B aHAJOTHUHBIX YCJHOBHAX u3
4-3THAAMHHO-5-aUETHANHPHMHIHHOB OBIIM CHHTE3HPOBAHEI APYTHE NPOH3BOI-
e 6-popmuanupugol2,3-d Inupumugnuos [ 120, 121].
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Hsseeten wMerox cuHTe32 6-(2-THAPOKCHOEH3OHJITETPArHAPOINHPHUI0-
[2,3-d]nupuMuauHOB UuKAN3aLHel 4-aMHHOYPAIHJIOB C MPOH3BOLHEIMH XPO-

Mena B yKcycHo#t kucmore [122].
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Paspa6orau noBelii MeTOA TMOJyYeHHS NPOH3BOIHBIX G-KapGOKCHIHPHIO--
NHPHMHAKHOB 1o cxeme [123—125]:
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B paborax [126, 127] aBTOpH npeasaramT 0QHOCTAIHHAHBIE OYTh CHHTE3A:
HHPUAOMHPHMHANHOB H3 ABYX MOJEKYJ 3aMellCHIbIX VPalHIoB:
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4-(2-lluaHaTuga- uad  2-3TOKCHKAPOOHHJBTH) aMITHO-5-3TOKCHKAPOOHHI--
NMHPUMUJHHEI, TIOJyYeHHbIE B3aHMOACHCTBHEM 4-XJ0PO-5-3TOKCHKAPOOHHANH-
PHMH/JHHOB ¢ HHTPHJIAMH WM 3PHPAMU 3-aMHHONPONHOHOBBIX KHCJAOT, TIOA-
BepralTcsl UMKIH3AUUH o] JelicTBHEM aJdKOTOASTOR 11T PHAPHIA HATPHA C
00pa3oBanneM COOTBETCTBYIOLIHX 5-0Kc0-5,6,7,8-rerparitiponupuiol2,3-d]-
nupuMaauHoB [128—141].
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IIpu auunnpoBanuu 4-aMul0-5-3TOKCUKAPOOHHATHPUMHANHOB XJTOPAHIHA-
PHIOM MOHO3THJIOBOrO 3(upa MaJoHOBOH KHCJIOTH B MPHCYTCTBHH aJKOTOJIsI-
Ta NPOUCXOAUT BHYTPHMOJIEKYJAsipHAs NUKJAn3alusg ¢ obpazoBaHueM 5,7-AH-
0KC0-5,6,7,8-TeTparnAponupuI0NHPUMUAIHHOB [ 142—144].

AwmuHBI, o6pasyloliuecss B pe3yJbTaTe KOHIeHCANHH 4-aMHHO-5-3TOKCH-
KapOOHHANUPUMHAHHOB C AMITH/ALETATEM AHMETHIANETaMHAa, B MPUCYTCT-
BHH a/JKOroJiAATa HaTPHA UHKJIHIVIOTCS 5-OKCHNHPHIONUPHMHAHHY [145, 146].
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HccnenoBana takxke KOHAEHCALMS 4-aMUHO-5-METOKCHKAPOOHUIMHPHMH-
nuHa ¢ 3-6yTeHanem, B pe3yabTaTe KOTOPOH cHHTe3HpoBaH N-3aMelleHHbii-6-
BHHHJ-5-0KC0-5,6- 1M HAPONHPUAOTHPUMHUANH [ 147].

[Tpu B3aumogeficTBHH 4-aMHHOTHPUMHANHOB, COAEPKALIUX AJbACrHAHYIO
TPYNNy B ONOJOXKEHHH 5, ¢ apHAALEeTOHHTPHIAMHU, KeTOHAaMH H [HaHaLeTaMHu-
LaMH TOJy4YaloTCss COOTBeTcTBYlowHe nHpuAof[2,3-d]nupumuauner [ 148—
153].

IMpu xongencanuu 1,3-auMeTHI-5-IHAHYpALHIA ¢ AlleTOHOM IPOHCXOAUT
3aMblKaHHe MHPHIHHOBOIO KOJbla ¢ 00pasoBaHHeM TPHMETHJIPOH3BOIHOID,.
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B TO BpeMsi Kak npi aeilcTBHM OyTalloHa B TCX K€ YCJIOBHAX MOJYy44€TCst
.CMCCh ABYX H30Meplbix AHoKcoTerparnaponnpuiol2,3-d i nupnmuannos [154].
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C AMIATPHIOM MaJ0HOBOH KHCJOTH 06pasyercs 7-aMHHO-6-IHaHIHOKCO-
terparuaponupuiof 2,3-dJnupumuann [154].

PazjnuHble fIPOH3BOAHBIE 2-THONMHPHAONHPHMHAHHOB MOJYYEHB KOMJAEH-
caunel apuJAHAeHTHO0apOHTYPOBOM KHCAOTH ¢ AHHUTPHAOM MaJ0HOBOM KHC-
JIOTHI, ¢ STHJIOBBIM 3()HPOM UHAHYKCYCHOI H alleTOYKCYCHOH KHCJOTHI B HpH-
CcyTCTBHH amerara amvonns [155].

Hurepecta koHaeHcalus 2-aMuHo-4- (1-N-MeTHJArHAPa3HHO) HUPHMUJHHA
¢ 3THJOBbIM 3(hupoM 3-aleTHANHPOBHHOTpaAHON KHCAOTH ¢ obpa3oBaHHeM
8-amuno-1,5-AUMeTHIA-6-0KCO - 3 - 3TOKCUKAPOOHUA - 6,7 - JUTHUAPONUPUMHULO-
[4,5-c]-1,2-1nasenuna, 06pabdoTKa KOTOPOI'O €1KUM HATPOM IIPHBOAHT K 2,7-
AHAMHHO-5,8-guMeTH-4-0Keo-4,8-quruaponupiao| 2,3-d Jnupumuauny  [156].

B paGote [158] coolwaercs o cuntese 8-pennnnupuiof2,3-djnupumu-
AMHOBbLIX cosiel u3 4,6- IHOKCHITHPHMUAMHOB H QUKETONOB YCPe3 COJMH IHPI-
Ano[2,3-d] NHPHUMIANHOB No caeAyoLIell cXeMe:
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[Ipu obpadotke nupano[2,3-d|nupumMnguia BoaHBIM PacTBOPOM aMMHa-
Ka NIPOHCXOJHT 3aMeua MHPAHOBOIO LHKJAA Ha NHPHAHHOBLLL, B pe3ysbrate
yero obpasyercs 2,4- THOKCONHPHAONHpHMHAUN [ 158].

2013



HI. XUMHYECKHE NMPEBPALILEHUS

XUMHUYCCKHE npeBpalieHlss KOHACHCHPOBAHHBIX NMHPUAOMHPHMHI IHHOB
MOZKHO OCYILLECTBJIATDL H36HpaTeJIbHO—3a cHeT NHPHAHHOBOIO aubo MHpH-
MHIHHOBOTO KOJIbIla, YTO IIO3BOJIAET NMOJyYaTb 60JbII0e YHCJI0 HOBBIX npo-
H3BOAHbIX B 3TOM pALY. I/IsyqubIe Tak»Xe XHMHYECKHE peaKuMH IHPHIO0MNH-
PHMHJIHHOB, NPOTCKAIOUIUC C PACKDPLITHEM NMHPHMHIAHHOBOTO KOJbIA.

1. Peakuus no NHpUAHHOBOH YaCTH MOJIEKYJIbI

[ToxazaHo, uto 2,8-3amenieHHble-5-0KCO-6-3JJKOKCHKAPOOHUI- T -6-1H-
anterparuaAponupuao|2,3-d] nupuMHAHHLL 0T AeliCTBAEM PA3JIHUYHLIX JErHA-
pPOTeHH3UPYICIINX PCareHToB NOoJABepraroTrcs AerujporeHusaunuu [132, 159—
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AHasnormuHblfi pesyJabTaT nojaydeH npu OpomupoBauuy 2,8-3aMelleHHBIX
5-OKCOTETPAarHAPONHPHAONHNPUMHUINHOB ¢ TOCAEAYIOHIHM JeruipofpoMHpo-
BaHHMeM MOJYUYeHHBIX coeguHenuit [131, 133, 137].
5-OKconupHAOIHPHMUANHB JIETKO AJKHJIHDPYIOTCS. HOAHCTHIM 3THIOM C
06pa3oBaHHEM COOTBETCTBYIOIIMX 8-3THJANPOH3BOAHBIX [102—104, 164, 165].
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Paspaboraubl pa3/iuyHble METO/Ll CHHTE3a NPOH3BOAHBIX KOHACHCHPOBAH-
HBIX OHPHAONHPHMHUINHOB, COAEP:KAHX KapOOKCHIPYHNY B HOJOXKEHHH 6
[102—104, 132, 133, 166—174]. Tax, nokasano, 4T0 TUAPOIH3 6-3TOKCHKAP-
GOHHNMHPUAOTHPHMHUAHHOB TPUBOAHT K 6-KapOOKCHIHPHIOTUPHMHIHHAM C
BBICOKHMH Bhixozamu [102—104, 132, 133, 166]. 6-PopMui- uan 6-auuanpo-
H3BOAHBIE NUPUAONMHPUMUIHHOB NOjA JAefiCTBHEM pas3JHYHbIX OKHCJIHTeJeH
OKHCISIIOTCST JO COOTBETCTBYOIHX KapOOKCUIINPUAONHPUMHLHNOB [ 167, 169].
K sTomy peayabraTy NPHBOJAHT U HarpeBanHe 6-0KCA30JMAHHHANIPUIONHPH-
MHIHHOB B COJIIHOH Kucaote [170].

M3 8-anxuga-5-okco-5,8-IHTrHAPONUPHACHHPHMHIHHOB H ¢docresa nogay--
yaloTcsl 6-KapOOKCHIIPOU3BOAHBIE B OAHY HJIH B TpH cTaiuu [171—173].
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5-AviknnaMuHo-6-kap6okcunupuao|2,3-d ] nupumiuinel MOryT OBITH 110-
JYYCHH NPH THAPOJH3E 5-aJKHJIAMHHO-6-aJ1KOKCHKaPOOHHINHPHAOTHPHMH-
aunos [174]. Ipyrumu apropamu [147] ycranoBJACHO, YTO OKHCAeHHe 6-BH-
HUJIMHPUAOIHPUMUIHHA NEPMAHranaToM Kadls NPHBOINT K ero 6-kapGokcH-
NPOH3BOLHOMY.

Hsyueno adkuaupoBauue 8-agakuia-5-okco-6-nnano (1aH anakokcHxap6o-
HUJT) TUpHAONHPpUMIAHHOB. [TokasaHo, 4To B NPHCYTCTBUM aJKOrOJsITA HAT
pufl aJKuJbLaf Tpynna BerTynaer B nojoxende 6 {132, 136].

[Iponseognble  5-okco-6-3ToKcHKapOoHUI-5,8- AUTHAPONHPHAONHPUMHAH-
0B B NPHUCYTCTBHE aJKOroJsiTa HATPHA NPEBPALIAIOTCS B COOTBETCTBYIOLIHE
5-0xcu-7-0kco-6-popmuanupugof 2,3-d nupumiins [175].
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B 370l ke pabore aBTOPHI MpeasaraloT CHHTE3 5-0KCO-6-hopMun-7-amn-
H0-8-9THA-5,8-aurnapo-2- (1-muppoanauno) nupuao[2,3-d] nupumuauna  Hexo-
A5 U3 6-KapOGOKCHIIPOU3BOAHOTO MHPUIOMHPUMHAUHA.
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3amellleHHe OKCOTPYINbl aToMOM XJopa HpolicXoauT npu obpaboTke
5-0KCOMUPHIOMHPUMIANHOB XJ10poKHchIo (docopa. Mociaenywomee B3aumo-
JeficTBHE D-XJIOPNHPHIONHPHMHAAHOB €O CIIHPTAMH M aMHHaMH NPHBOAHT K
5-aJIKOKCH- H 5-aMHIIONPOU3BOAHKM [ 146].

2. Peakuuy no NHpUMHAKHOBOH YaCTH MOJIEKYJIbl

HSchHa peakunsa ajdKUJHPOBAHHS MOHO3aMEUIEHHDIX THOKCOTETparuipo-
NUPHAONUPDUMHAUIIOB H IIOKa34aHO, YTO HE3aBHCHMO OT QJKHJIHDYIOUIHX arcH-
TOB, ¢ XOPOIIMMH BbIXOAAaMHU [10JYHaKOTCA 1,3',11138.\16[1101”1[)16 IPOH3BOALDBIE
[47, 176—181].
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Jlerko nmpotexkacrt TakiKe aJKHJIAHPOBAHHE l-3aMellleHHBIX 2-0Kco-1,2,3,4-
terparuaponupugol2,3-dnupumugunos [ 182—1841].

Ilpu B3auMojeciicTBHH 1-3aMenleHlbIX 4-0KCO-1,4-AMTUIPONTHPHAOTHPUMA-
JUIIOB ¢ aJKHJAraJoreHHgaMu v (HaJdKuiICyabdpaTamMi o6pas3yoTcs COOTBET-
cTByIOmMEe coH 3-N-a/KHA3aMCIICHHLIX, 06paloTKe KOTOPBIX GOPTHAPHIOM
HATPHUSI CONPOBOXK/IAETCSl BOCCTAHOBJeHHe ABOMHOH cBA3H C=N nupHMHIH-
Hoporo KoJbsua [185]. Ztu ke asropu [186] npeasoxuau apyroi nyts 3-N-
ANKUAHPOBAHHA HHPHAONUPUMHUIHKIIOB, CYTh KOTOPOTO 3aKJAI0YAETCH B NEPBO-
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#avyajbHOM BOcCTaHOBAeHHH ABOHHON cBs3u C=N B HCXOIHBIX MHPHAOIHPII-
MHJAHHAX ¢ NOCAEAVIOIIHM AJKHIHPOBAHHEM INOJYYEHHBIX COEJHHEHHH.
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OxHoll M3 BaXKHBIX peakuuii 2-0Kco-, 4-0Kco- U 2,4- 1THOKCOMHPHAONHPI-
MUHHOB SBJSIETCS NpeBpallleHHe HX MoJ AeficTBHEM XJO0POKHCH docdopa B
2-xJ0po-, 4-X710p0- it 2,4-AHXJIOPIPOU3BOAIIBIC — HCXOAHBIE MPOAYKTHl A4
CHHTEe3a MHOXKECTBa MPOH3BOAHBIX MHPHAONHPHMHAHHOB, NIOJAYYCHHBIX IyTeM
HYKJIEeO(hUIbHOIO 3aMellelHst atoMa xJaopa. Tak, npH B3anMOAEHCTBHH XJI0OP-
MHPUAONHPUMHANIIOB CO CNHPTAMH, aMHHAMH H KCTOHAMH TNOJYYeHbl COOT-
BETCTBYIOLIHE aJKOKCI-, aMIIHO- H KeTOMETHJ/Ipou3BoaHbe [32, 187—192].

ITpu B3ammozeiicTBHU 2-XJ0DP-4-OKCONUTHAPONMPHAONUPUMHANHA € aJl-
KWJIMepKanTaHaMi B MPHCYTCTBHH HOJHCTOTO BOZOPOAA INOJYYEHbI COOTBET-
CTBYIOILNE 2-aJKHIMepPKalTOMPOH3BOAHEIE, B TO BPeMs KaK NPOBeJeHHE pe-
aKIMH C CEPOBOAOPOJIOM B TCX K€ YCJAOBHAX NPUBOAHT K 06pa30BaHUIO [ii-
cyabduaa, KOTOPHI B pe3yabTaTre THAPOJNH3A NpeppauiaeTcs B 2-THONPOH3-
BozHoe [193].
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4-OKkcopuruapo- u 2,4-AMOKCOTETPArHAPONHPHUAOTIHPDHMHANKBL [oJ Aefi-
CTBHEM INeHTacyabduaa ¢ocdopa ¢ BHICOKUMH BHIXOAAMH IIpeBpallaicTcst B
COOTBETCTBYIOUIHNE 4-THONHPHAONHPpUMHAHHBL [ 187, 194].
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BosmoxeH Takxke nepexof OT THONHPHIONHPUMHAMHOB K OKCONHPHAOINH-
PUMHAHHAM NYTeM OKHCJIEHHS THOTPYIIbI MePeKHchio Bojopoaa [195—197].
Tuonpou3BogHbie MHPHAOTHPUMHANHOB [AeCYAbPYPH3YIOTCS B INPHUCYT-
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CTBII Kataausaropa nukens Penes [198, 199].
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[Toxazano, uro 2,4-gnamutonupugo[2,3-d]nupuMuane nox JgeficTBHeM

5% -n
1,2-

HOT'O BOAHOTO pPacTBOPA €KOTO HATPa NpeBpalacrcesi B 2-0KCo-4-aMuiio-
-qnruaponupuionupumuaus [91].

2,4-JIMOKCONUPUAONUPUMHANHEL TOAYYAIOT NPH OKHCJACHUH pPa3JHUHBIX
IPOH3BOAHBIX MHPHAOMHPHMHUAHIIOB OKHCHIO XpoMa [200—202].
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Hpn wmeenenoBannn AekapOoKcHIHpoBanus 2,4-1HOKCO-3-aJdKoKCHKapGo-

IWLJATETPATHAPONH PHAOTHPHMHNIIOB [T0KA3aHO, YTO B 3aBHCHMOCTH OT TEM-
nepaTypHOro pexXHMa IoJydaloTcs pasjuunble NpoiykTel. Tax, npu 210°C
00pasyIoTesl COOTBETCTBYIONIHe 3-a/KHA3aMeLICHIIble, IPH HOBBIIHEHHH Ke
temnepartypsl Ao 300°C ankuabHas rpynmna nepemMeniaercd OT aroMa asoTa

B N0J0XEHUH 3 NAPHMIIHHOBOTO KOJblla K aTOMy KHCJOPOAA B TOJOXKe-
maun 4 [203, 204].

o 0 c|>R2
H I\ll —CO,R*  210°C . f/\” II\I—~R2 300°C ‘ \”/\\ITI
S NG D NN N NG
R R R

6-3aMelleHHbIC 5-0KC0-8-3THJI-5,8- turuaponupuao| 2,3-d jnupumuauiisl,
coacpKame 2-MeTUATHO-, 2-MeTUACYAL(OKCH- U 2-X710p-3aMeCTUTENH BCTY-

11a10T B PEAKUHIO 3aMCLICHHUS ¢ aMHHAMHU, 00pasyst COOTBETCTBYIOILIHE aMUHO-
npoussoausie [101, 121, 205~—210].

5 Yenexi xumuu, Ne 12
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IToxkasano, yTo npu B3auMoAeHcTBUH 3-aMui0-4-0kc0-3,4-IUTHAPOIHPILO-
MUPHMHAMHA C AMHJHHTPHTOM B IPHCYTCTBHH YKCYCHOM KHCJIOThHi MPOIHCXO-
AMT €ro JAe3aMHHHPOBanHe, a B cJydyae peakldd ¢ aHTHAPHIOM YKCYCHOIT
KHCJIOTH — alHJIHpOBaHHe aMHHOTpyINH [36].
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MertuabHas rpynna B IOJOXKEHHH 2 1-3aMeleHHBIX AUOKCONMHPHAONHPH-
MHAMHOB pearHpyer ¢ aHTHAPHAAMH KHCJIOT H C aPOMaTHYECKHMH ajbieru-
namy, o6pasys COOTBETCTBYIOL(HE 2-aUHJAMETHA- U 2-CTHPHJMNPOH3BOAHBIC
[211—213].

B pa6orax [214, 215] nccienoBaHBl pasJgHYHBIE XHMHUECKHE MpeBpaiile-
HHSE  2-aMHHO-6-MCTHI-4-0KCOreKCaruApONUPHAONAPHMHEANIIA, B YacTIOCTH,
[O3BOJIAIOIINE 1101y4aTh HOBble NMPOH3BOAHLIC C aHFYJSDHBIMH 3aMecTiTe-
JIEMHU:

R O
i
HsC N

|
\N/\N//\NH,,
R=HOO, OH, Br

FexcarnaponupuaonupuMuan, cogepxalluil anryaspublil atom Gpowma,
nox AclictBHeM GOpPTHApPHAA LATPHS NpeBpallaeTcs B HCXOUBIH THPHIOMI-
puMHAHH, a npu 00paboTKe BOJOH NMPOMCXOIHT pEAKIHS IPHCOSHHHENHS,
B pesyabTare uero o6pasyercsd OKTArHAPONUPHIONHPHMHUANH C JBYMSI AHTY-
asipueivi damecturensaMi (O, Br), xoTopslil serko ormenaser 6poMuoBa-
THCTYIO Kucaorty [215].

boabuioi HHTEpeC MNPeACTaBJAAIOT XHMHUECKHE peakKiuu 3aMelleHHBIX
NHPUAONHDHMHAMIOB 3a CUeT 3aMeCTUTesell yV MHPHMHUAMHOBOTO KOJbBUA,
IpHBOAsILMEe K 0o0pasoBaHUI0 TPUUHMKJIHYECKHX cHeTeM. Tak, KOHpeHcalnei
4-aMUHOMHPHAONHPUMUAHHA C B-AUKCTOHAMY H 4-THADPA3HHOMNHPHAOMHPHMHU-
JHHA C MyPaBbHHOH KHCJIOTOH HJH ee OPTO(hHPOM HOJYYEHH COOTBETCTBEH-
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Ho 4-mipasoaia-1- i tpuasoao[3,4-1], nupugonupumuanue [216].

HaCT_}—‘R
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NH, AN
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N\ VAVAN
II\I CHiCOCHRCOCH, _ l I\ﬁ
NN/ \N7 NN/NN7
NHNH, N——N
| Ii
/\\ /\ /\ \N/
I ” I\II HCOOH \ 1
\\N/\N/ ung HC(OCHj), \N /\N/

AnajoruunelM nytem noJydenbi l-zamemenable  5-okco[H]rtpuaszoso-
[3,4-1}mupuponupumuannn [217].

K kougeuncupoBanuo#t TPHUUK/IHYECKOIl cncreMe nupuio[2,3-d]rerpaso-
a0[5,1-flmupuMuauny npusoauT B3aumoelictsue 2-amuio-3- (TeTpasonua-5)-
nupHanta ¢ oproapupamu 218, 219].

Peakuneii 2- (B-okCHaITHIAMHIIO) 3a MEIIIEHHOTO THPHAOTIHPHMHIHHA C XJO-
PHCTBIM THOHMJIOM CHHTE3MPOBAN HMHUAasonupuaonupuMuzun [220].
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X=0H, OCH;, OC;H;, CH,COCHj
1-A1111-2-to-4-0xco-1,2,3,4-rerparuapouupuno|2,3-dJunpumuaun B npu-
CVTCTBHI KOUIUCHTPHPOBAIIIOH CePHOA KHCJIOTHl IOABEPraeTcss BHYTPUMOJE-
KVJASPHOI IHKIH3aNnu ¢ 00pa30BaHNeM KOHAEHCHPOBAHHOIO THA30JHIHHO-
nipionupnviinaa [85].
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CH,CH=CH, CHg

Ox1u0ll 113 HHTEPCCHBIX XHMHYCCKUX PeakUui l-3aMellleHHEIX 2,4-T1HOKCO-
3-(3-XJ10P3THI) AHOKCOTETPArHAPONHPHIONHPUMHUAHHOB SIBJISIETCS MpeBpanle-
HIiC iXx B IPOH3BOAIBIE NHPHIO-1,4-A1HAa3eNHHOB NOA AEfiCTBHEM CIIHPTOBOTO
pacTsopa e1xoro xaju [221].
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Ha 6ase 3-oxkuci mMUPUAONUPUMHIMHA OCYLLECTBJCH psiji NpeBpalleHHH C
3THJIOBBIM 3)HPOM LHAHYKCYCHOH, alleTOYKCYCHOH KHCIOTH H JHHHTPHJIOM
MaJOHOBOH KHCJOTHI, NPUBOASMIMX K COOTBeTCTBYOIUM |,8-HapTHpuaH-
Ham [222].

Rl
SN\

NN/ \N/\Rz
R'=CO,CyH;, R®=NH,; R'=CN, R?*=NH,;
Rl= CO,C,Hs, R? =CHj

3. Peakuuu, npoTekalonue ¢ pacKpbuiTUEM NMMPUMHUAMHOBOrO KOJAbla

H3BecTHO, UTO PACKPBITHE MUPHMHIHMIOBOrO KoJbla B nupunol2,3-d]nu-
PUMH/HHAX NPOHUCXOAHMT B NPHUCYTCTBHH KakK OCHOBaHHH, TaK H KHCJOT.
B nepsoM cayuae nosyuarorcst 2-amuHO-3-KapOoKcunupuauuel [87, 223],
a BO BTOPOM — HX 2-aMuHO-3-¢popmuanpoussonusie [151]. K dopmuramuno-
NUPUANHY NPHBOAHT Takxe 006paborTka 3-OKCH MHMPHIAOMHPHMHAMHA THAPO-
OKHCbIO HaTpusi Wiau kKanus [222]. B srtofl xe pabore omnHcano packpbiTHE
HUPHMILIHHOBOTO KOJIbIA MO AeHCTBHEM aHTHAPHAA YKCYCHOH KHCJOTHI.

/\/\Nﬁo \\N/\NH2

on- '/ \“—CHO

(CHsCORO |/ \“—CN
Ny —NHe
HccrnenoBana Takxke KOHAEHCALMS 3-OKCH MUPHAONHPUMHAMHA C KETOHA-
MH U YCTAHOBJICHO, YTO NPH 3TOM obpasyeTcsi cMech Tpex coeluHeHull co cie-
JAYIOUINMH CTPYKTypamu [224]:

AN\ R /\”_CN I/\
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\N/\N/\R \\N/\NH2 NN

| CH=NH—OH
)—NH,

ApTopr pabot [218, 219] m3yyanun pacKpbiTHE MHPUMHIHHOBOIO KO/bLA
Ha [OpHMepe NHMETHJAleTals 4-NUPHAONHPHMHAMIAMUHOALETE/IbIETHAA H
4-XJIOPONUPHAONHPUMHANHA NPpU 00paboTKe HX COOTBETCTBEHHO MHOJHOC-
doprOfl KUCJIOTOH H a3HJOM HaTpHS.
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HMutepecua Ttakxke KOHAeHCALHs 2-aMHHO-4-0Kco-10-0KCHIPOH3BOAHOTO
C METOKCHaMHHOM W ceMHKap0OasuaoM, B pesyJbTare KoTopoil obpasyworcs
IPOM3BOANBIE CIHPOOKCA30J0NNIepUARHOB [215].
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IV. BHOJIOTHYECKHE CBOMCTBA

Kak oTmeuasoch Beillle, HPOH3BOJHBIC KJacca mupuaol2,3-d]uupnvigu-
HOB 00/1a71a10T IIHPOKHM CICKTPOM OHOJOrHYecKOro ACHCTBHS, a ABA Npef-
CTaBHTE/Sl MPHMENSIOTCA B MeIHIHICKON IpaKTHKE, KaK JeKapCTBCiIHBIE
npernaparsl MOJ 11a3BaHUEM <«IIHIMEMHIOBas Kucaoras [b, 225—244] n «mu-
pomuabeBas Kucjaoras [6, 245—254] B kauectse 3(PPEeKTHBHBIX aHTHOAKTE-
PHAJBHLIX CPEJICTB.
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H3yucnie anrubakTepuanbHOl aKTHBIOCTH AHAJOIMYHBIX I1DPON3BOTHEBIX
coefHHeNHH, COMEPKAUINK PA3THUHBIC 3aMECTHTEH B MOJOXKCHMAX 2, 6 1 8,
0Ka3aJ0, 4YTO NPH OAMHAKOBHIX 32MECTHTEJNAX B NMOJOKeHHUSIX 2 u 8 Hando-
Jlee BBICOKYIO aKTHBHOCTb IPEJCTABJNIOT COeJHHEHUS ¢ KapBOKCHIPYIIIOH
B moJjoxeHnu 6. HauGosee 5heKTUBHBIMU COEAHHEIHSIMHA SBJISIOTCA MHPH-
JOMUPHMIAHHE! C 3THJ- H aMHHOTPYNIAMH COOTBCTCTBEHHO B HOJOXKEHHAX 2
u 8 [100, 103, 104, 133—138, 160, 164, 166, 174, 203, 255—260].

Kpome Toro, 11exkotopble NPOH3BOAHEIE 3TOTO PAAA NPOSBJASIOT MPOTHBO-
BOCHAJNUTEIbHYIO, allaibrernucckyio [206, 261] u TruUnOTCH3UBUYIO AKTHB-
HocTh [ 149, 205].

8-3amcuiennbiec  H-okco-2-¢enun-6-muan-5,6,7,8-reTparnaponupuLonTHpH-
MuAnHB [128—130] mpossasiiorT menpeccanTHoC AeHCTBHE Ha IEHTPATbHYIO
HEPBHYIO CHCTEMY.
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NC— /\”/
\ITI/\N N CoHs
R

B paay 2-3aMellleHHBIX 7-aMHHO-6-apHJANPON3BOAHBIX BalAeHO 3D deKTHB-
HOe I'MIIOTEeH3HBHOe cpeacTio [3, 149, 150]:
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2-3amelneHubie  4-okcomuruaponupugol2,3-dluupumuauans o6nagaior
aHTHaJseprudecknm [25, 29, 262] n auyperndyeckuM jciicrBuem [26—28,
30, 263—265). 4-Oxco-2-meTHa-3-apuJJUrHAPONHPHAOTHPUMHUAKHEL, COJLep-
JKallie pasjiiuyHble 3aMeCTHTeNH B OCH30JbHOM KoJblle, sIBASOTCS 3hdek-
THBHBIMY MHIHOHTOPAMH KCAHTHHOKCHAA3H [4].
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L\ /k / — R
N N7 NCH,
Cpean npou3BOAHBIX 2-aJKUJI (HAH TaJ0reHaNKH) -4-0KC0-3,4- JUHTHAPOIII-

PHAOMUPHMHANHOB, COAEPKAMIHUX Pa3lHYHble 3aMECTHTEJ]H B MHPHAHHOBOM
KOJIblle, BBISIBAEHO  6-XJ10p0-2-TpUDTOPMETHINPOH3BOAHOE, oObJanalouee
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CUJIBHBIM repOHIiaIHbIM geficTBHeM [2].
O

al ]
NAVANTE

NS PN

SN/IN7N\CF,
1-Apui-4-0KCOTeTParHAPONHPHIOMUPHMHAKHLL TIPOSIBJISIOT — AHypeTHYe-

CKYIO, THIOTEH3UBHYIO, IPOTHBOBOCIIAJIHTEJBHYI0O H TPAHKBHIH3HPVIOMIYIO

aKTHBHOCTL [19—21]. 2-3amellennble MPOH3BOJHLIE 3TOrO PAAA SIBISAIOTCA

TaKXKe aHaJbreTHKAMHU W Jenpeccantamd [23, 24, 211, 212].
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/\/

|\\N/”\N/\\R
Ar

IMourn Bce 2-oxco-[12, 13, 182184, 2091, 4-oxco-[185, 186, 195, 210,
266] n 2,4-nuokco-[41, 51, 54—58, 60—66, 176—181, 196—201}uponssoi-
Hble 1,3-3aMelleqHbIx  TeTparsaponupniol2,3-dlnupumuaunos  obaaiaor
AHaNbreTHYECKUM, TPOTHBOBOCHAJNHTENbHBIM JeHCTBHEM H SIBJASIOTCH JIempec-
caHTami.
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Stumu ke cBOICTBaMH 06s1aLai0T 2-THO-4-0KCO- U 4-THO-2-0KCcOTeTparii-
PONHPHAONHPHMHIMHEL [79-—82, 194], a HeKOTOpbIE H3 HHUX [POSIBJASIOT aHTII-
THCTAMUHHYIO [76] n muypertnueckyio [192) axTHBHOCTD.

Ecan 4-x70pnHpHIONMPUMMIMHEL SIBJASIOTCS Heliposjentuxamu [187], To
CHHTE3UPOBaHHblE H3 HHUX 4-aJKOKCH- (HJIH 4-aMHHONPOH3BO/JHbIE) SBIARTCH
crnasmonutukamMu [32, 188]. B 3TOT psi BXOAUT TaKKe CHIbHOE MNPOTHBO-
rpn61<oso§ cpenctBo — 4- (3-dhenHokcunponuaamuno) nupuaol 2,3-d  nupumu-
nug [267].

HN—(CH,)3—0C;H;

i
AVANY;

\N/\N/[

B psiny l-3aMelieHHBIX 4,7-AMaMUHODUDHAOTUPUMUAMHOB HMEIOTCH -
tdexTHBHBIE menpeccaHTsl [ 152, 153].

M3 npousBoaHelx 2,4-1MaMHHONHPHAONMUPHMUANHOB MOXKHO BBIACIUTH
[BA COeNMHEHHS: TepBoe sIBJAsieTcs 3(P¢PeKTHBHEIM HHIHOUTOPOM HECKOIBKHX
¢epmentoB [1], a BTOpOe — MHrHOHPYeT arperanuio TpoMGouuTOoB [268].

8
OCHj (‘H3 N, \N/l
/_/_CH2 |/\“/ L/\H \ —
ocH, NN/ \NH2 SN —"N\ o

Antu6akTepuaJbHBle CBOHCTBA OOHAPYXKEHBl Yy HEKOTOPBIX MPOH3BOIHBIX
NHPHAONHPHMHAHHOB, COJEPXKallUX OCTATOK IIeHHIHIIAHOBOH KUCAOTH [269,
270].
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B zax.oyende cIelyeT vkazarTh, 4to Gojee riay00Koe HM3ydeHHe NyTed
CHHTC3a 1OBBLIN NPOH3BOANBIX NHPHAO[2,3-d |nHpHMILIHHOB, HalpaBs.eilioe
Ha paspabuTry ApyriX cnocoboB HAH YAPOLleHHe OTAeNbHBIX CTaAMi cylle-
CTBYIOHIY MCTGROB CHilTe3a, NPeACTaBdseT OOMbLIOH TeOPeTHUECKHH H NpaK-
THYCCKIHT HATCPEC 15 MOJYUYCHHS HOBBIX, panec HeH3BEeCTHHIX OHOJOrHYECKII
AKTHBHLIN cocanmentil i1 JeKapCTBEHHBIX Npenaparos.
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