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0. B. dgbmo, A. ®. Hoxapckmii, B: B. Ky3pMeHkxo

N-AMUMHOA3ZOIMHTHAOHBI U N-AMHHOA3ZVMHTHUOHBI
1. CHIETE3*

(OB30P)

O6061mens: faHEbIE 0 METONAX CuraTe3a N-aMpMH0a30IMETUOHOB ¥ N-2aMUHOA3UHTU~
OHOB.

B nociepsue rommsl oTMeuaercs 3aMETHOE YBCAUYCHWE HWHTEPECA K XMW
N-amusoazonos [l ] # N-amuHOa3uBEMEBHIX coaeh [2 ], IBASIOMPIXCS MOIS3HBIMI
CHHTOHAMM TIpY IIPOBERACHAY BCEBO3MOXHBIX PEaKIWi, B YACTHOCTY MUKIM3aNAN
¥ rereponmxansanmi. OcobeHHo MEepCIeKTABH B 9TOM OTHOmeHur N-aMuHOm-
POHM3BORHBIE A30THCTHIX TETCPOIMWKIIOB, COZEDPXAamme DIIOM C aMHEHHEOM
(dyHKIHEH MEPKANTOIPYIy (XOTS B HEKOTOPHX CIydagax obcyxpmaeMsie B 00630pe
COCMHEHNS HAZHBAIOTCY MEPKANTONPOH3BONELIMA, BCC OHH, IO-BHAMMOMY,
CYIIECTBYIOT B (popme THOHOB [3]). B macrosmem 0630pe aHAMU3VPYIOTCI NAHHBIE
IO CHHTE3y DNOROOHBIX COeNMHEHWH. VIX peakuuosHas CIHOCOOHOCTE U
(PU3AKO-XMMHUYECKHE CBOMCTBA GYAYT DACCMOTPEHHI BO BTOPOM HacT® 0030pa.
Jhareparypa o6obmena o 1995 roxa BRIGOYHTEIHHO.

1. N-AMMHOUMUIA3SOIVHTHUOHBI

1.1. Cynresy ¢ NOMOWIBI0 peaxiid HUKIM3aNuy M PeluKIA3anuy

BoBEMAHCTBO H3BECTHRX CHOCO00B MOIYYeHUS a-MePKanTo-N-aMAHONMUAA -
30JI0B OCHOBAHO HA pEAKIMIX [WKIM3ANUY DOAXONIIIHX AUHKIAYSCKUX
COCIUHEHAN WM PEakiUax perukiu3arwmw. VX Nepeeii DpPeICTaBHTEAb —
1-amur0-3-permmmvmrasommae-2-tuon () 6su1 monyuer eme B 1894 romy c
prIxomoM 45 %, 1o crenyromen cxeme [4]:

Ph
e
H,C__C Y > /k
) \II\T/ Ng 2 EtOH NN
NH, NH,

I

IIpn nonyuesmm l-ammmo-2-ankwatwommuaaszonos  (II)  mcxomdar #3
S-anxwmrzormoceMukapbazosos (III) m a-rasoreHxapOOHVIIBHHEX COCHUHCHIA
[5—7]. B cmyuae «-rajor€HAnETOHOB 3Td PEaKnus OPOTEKAeT HEOXHO3HAYHO,
pEBOAS K 00pa3oBaHmio cMecu uMuaazonos (IV) u 1-m3onponermi-3-anxaaTuo-
1,2,4-rpuaszonos (V). Ilpwm sToMm ¢ GpomaneroEoM 00pazyercs MPEHMyIeCTREHHO
N-ammromMunazon [V, Torga kKak ¢ XJIOpAIeTOHOM IIOAYy4YaEeTCd B OCHOBHOM
coeqmuerme V [7].

* [TocesmaeTcs akanemMuky 9. 9. JIykesuiry no ciayuar ero 60-metus.
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HenasrO S0OHCKWE XWMUKH CHHTE3MPOBATH CTEPEOU30MEPHL 4 (1-Ry-oxcm-
xapOormwn) MerTwieHEnvagasonrra-4 (Via,0) myTreM B3auMOOeiicTEUS COSTMHEHMIIA
VIl ¢ anermnenpmkapOoxcmnaramu. [lpm HpoBEdCHMM DEaKUWMMA B STAHONE B
OPHCYTCTBHM aleTaTa HATpHd OBLI BHIEIEH TOABKO Z-maomep Via, B TO Bpems
KdK B QUCTOHUTPIIE, CONEPXKAIMEM HeOOIbIIoe KOMAUECTBO chyCHOH KHCHOTH,
ofpasyercd B OCHOBHOM E-mzomep VIG [8 1. ‘

1

NH, H COZR

& R'0,C
N7 Nsalk  RIO,CC=CCO,R!
| - A N)\
N=C—R 0 SAlk SAIk

Ph
VI N\c/
“SPh C\Ph
VIa VI6

R = H, Me, Ph R!=Me, Bt

Conu 2-ammmo-3-erammn-1,3,4-okcanmazomaa (VIII) mpu marpesasum C
TEAPOCYIMAAOM aMMOHMS DEIUKIM3YVIOTCE B l-ameramumo-4-gemmamMmnaso-
svE-2-TroHE (IX), W3 KOTOPHIX jajiee MOXHO HOIYYHUTh aMuHOTHOHH X [9].
TIpenmonoXuTeIbHO . pEAKIMd MPOTEKAET 4epes IPOMEXyTOuHOE O0Opa3oBaHME
wmunaso[2,1-51-1,3,4-oxcammazona (XI). Ecm emecto NH4SH wmcmosissosats

ANKAIMEPKANTAHE, MOXHO IOJIYYATh 1—am0—2—anmmo-4—¢)eﬁmmmmxasom
XID [10].
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NHCOR NH,
X X
NusH | HX
- H,
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1495



Hal

II_IN | RCOCHR! N—N—/E
/k )\
PhCH,S” s SNg,  Poeh — HO

XIv

PhCFhS

— PhCHLSH,
Ny HO | _

R,Rl=H, Me, Ar X1

DTa peakmms BechbMa IOX0Xa Ha cuHTe3 l-amuHomMunaszomua-2-tuonos (XIID),
paspaboranneii DefiepoM u corpymsukamm B 1963 rogy m ocCHOBAHHEIN HA
WCTO/IF30BAHMM B KAYECTBE MCXORHOTO BEINECTBA 2-aMmHO-4-Oenzmrruo-1,3,4-
tmapuasona (XIV). M3 mero xomaeucamueHd C o-raJoreHKETOHAMHY TOIYUArOT
mmmnazo[2,1-51-1,3,4-tuagmazonm XV, mocrexyiomee HarpeBafme KOTOpI:IX c
TAAPASWHTHAPATOM IIPHBOAHUT K THOHAM XIII [111.

Henasao 6BUT OCYINECTBJIEH CHHTE3 1-aMHHOMMURA30MH-4-0H-2-THOHOB
(XV]) mCcxoAs ¥M3 MEApOXJIOPHAA I'MOPAZWHYKCYCHOrO 5Hpa ¥ H30THOMEAHATOB
[12, 13]. Ilo-smammomy, peagyus poTeKaeT yepes marepmMenuat X VII, xoropent
B oxaoM caygac (R = Ph). 6w seyrenen. Coempaenwma XVII mpu modasieHym
TpusTHAAMUHA C BhixopoM 604...85% mepexonst 8 N-aMuBEORMERA30MAH-2-THOHB

XVI.
| NH, s NH.
mc—NL I H,c—N" 7
[ 8 + - g /
n ~
E0” Yo .pa ™ mo” BN
, o }
>
58
I:—N/ Mh g0
o 1}1&5
R

XVI ‘ R =H, Alk, Ar

Auamormussiv - o0pasom tuapasors XVIII mpm meficTRvz W30THOIHAHATA
KaJrwsl IpespamaTcs B 1-armwmronMunasoyms (X1X) wim 1-aammmeTeTparus-
pobersmMmasommH-2-THoHH (XX) [14].

_ }l’h
R NG R’
H/IC NH, KNCS, AcOH | NH
————
C — PnNHNH I /k
BN 2 R ONTSs
1
NHPh NHPh

XIX R = P, R! = Me; XX R, R = (CH),

Kompencanmeint  2,3-amamMuao-4-THApasnBEO-6-3TOKCHK A POOHMIAMAHOIA-
pamuEA (XXI) ¢ cepoyrmeporoM GEUTO MOTYYeHO IPOU3BORHOE 1-aMIHOMM A~
30[4,5-c Jmupunue-2-taoaa XXII [15].
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HarpesanmeMm muotwinosoro shupa o-aMuHODEHAIITHMAPA3OHOME3OKCAIEBON
xucnotel (XXIIT) B mapunwae npz 80...90 °C ¢ usbeirkoM cepoyriepona OBLT
nonyuer 1-amusobGeHsmMEAasommHE-2-TroE (XXIV) B cMecu ¢ GeH3MMAIA30/IE-
2-tmomoM (XXXV). BeposarHo, oOpasoBam@e WOCAENHETO -— DE3YJIBTAT
pacmeriesns cBga3d N—N B 0HOM #3 MPOMEXYTOUHBIX COSHMHCHAN, HATIPAMED
XXVI wmm XXVII. Berxox amusaornona XXIV B pacuere ma coemmuenne XXIII
cocrasmi 33 %, . Omuaxo mpw qoOaBICHAN B PEAKIIMOHEYIO CMECh TP UK IA3ANNA
coenmaerms XXII B mupunwre 5KEMMONIPHOTO KOJHUECTBA HOAWCTOrC METHJIA
BBIXOA MOXeT OBITh mossimes go 64% [161.

NH,
© _NH,
N CS,, Bt,N
FtO,CHN". X NHNH, - H?S
XX1

NH, NHC
NH NH

i
N=C(CoyBn, y N=C(CO,Et),
XX S \

s A
Ss, NHC\/ NH
L SH —
“H,S /k
. NH N
N=C(CO,Et), , N=C(CO,E),
| xXxXVI XXV |
@\—NH ' NH PhCHO NH
N A DME A
N g NN NNy
i H I
NH, N=CHPh
2 XXV

XXIV

- Dmxkmasanmeit 1-aman-2- (2-amusodeHT) THIPasuHOE C é_THJTKcaHToreHaTOM
KAy ObLIH IOy YEHBI 1-aHHHaMHHO6eH3MI[330Hm172—T]Z[OHH XXVIII {17].

NH,
‘ FtOCSSK NH
—
P:OH , /l\
NHNHCOR N7 XS

(.
NHCOR
XXVl

1.2. JYipamoe BBeneHWe MEpKAnTOrpynmnsl B N-aMUHOWUMWIA30JibI

Hermocpencreennoe BBeneHHEe MEPKAUTOrPYHOE B TIOTOBOE MMHNA3CJIHHOE
KOJBIO ObUIO IEPBOHAYAIBHO OCYIECTBICHO Mis conell N-aMuHOMMWAA30as
XXIX [18]. Ipu ux o6paboTke Cepoit B NPUCYTCTBHE TPUSTHIAMHUHA B MIUPHIWHE
€ XOPOIIMM BEIXOAOM OHUTH OMy4YeHE THOHB X XX.
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XXIX XXX

Kax BupHO, 068 aMWHOTDYHIEl B MCXOAHHX COCTUHCHUIX OBUMM 3aITHINEHEL.
Onmmaxo B cIyuae cojefl MMUAA30MHAA BBHAY MUTKHAX YCIAOBHN THOIMPOBAHUS B
3TOM HeT HeoOxoxumocTH. Tak, mpH THONMPOBAHAM HOOWEOB 1-aMUHO-3-aixwmi-
Gemsmvupasonmns B kumsmmem JM®A ¢ seixomom 69..81% obpasyrorcs
1-ammB0-3-anxuabensumunazonma-2-ruonsl (XXXI). AHanormyeas peaxnust ¢
cesreroM mpusoguT ¢ BEIXOmoM 71..80% xk coorBercrByrommM ceneHomam [19,
20]. Homo6msv o6pazom Ot mMOAy4eH W 1-aMUHO-3-METHINCPAMATAH-2-THOH
(XXXID [21]. Tlomaraior, 9r0 NpH THOJMPOBAHHA COJMEH DPEATM3YETC
KapOCHOURHEIM MEXaHM3M, IJIsl YETO B TpeByeTcs MCIIoIb30BaTh TPHITHIAMHAH.

RL T NH
NTE EtaN -
J I T DMEA ) N/|
R N ~ Et;N - HI
R
1
R N _NH,
Rl: : :N/KX

|
R

XXX
Me Me
! /
O \ S O A
>CI_ _— >=S
DMF, Et;N
N N
\ \
NH,

XXX

X =S5,Se; R=Me, Bt; R = H, Me

Hpu rronuMpoBanwuy OCHOBAHHSA |-aMuBOOEH3MMHUIA30/1a HpPEABAPUATEILHAS
3aIMUTa aMEHOrpymms HeoOxommma. [edcrsurenpmo, amuma (XXXIID opum
HarpeBaHWH C CEpOM IOABEPraeTcs OKHCIUTEIBHOMY AC3AMHHHPOBAHMIO C
o0pasoBanmeM OeH3MMUA30a, KOTOPHH Aanee Mpespamacrcd B GeH3mMHUAA30-
sme-2-tros (XXXIV) [16].

2
X)D(HI ) XXXIV

ITpu rarpepanmn 1-anKmwIaneTHIAaMIHOOEH3UMIIA30IOB C CEPOH C BHIXOHOM
60...75% obpasyrorcs 1-(N-amxanr-N-aneTaiamMuaso) GeH3AMANA30IMH-2-THOHEL
(XXXV). Apanormusc GbUiM MOXBEPrEYTH THEOJXPOBAHMIO cOeqEHEHMT XXX VI,
B PE3YABTATE YEr0 NOJIyYEHB aMUHOTHOHEL XXXVII, BEIXOX KOTODHIX COCTABYLI
30...66% [221.
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N S NH
——
/” 180..200 °C /k
TR TR
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~COMe “COMe
XXXV
* H;0H A
N Sg NH
—_—
J 150...170 °C /k
Y v
NHR NHR
XXXVI XXXVII
R =H, Alk

1- (Bensmmnenamuno) Gensrmvmanazomer (XXXVIID) npe comasineHwm ¢ cepoi
TAKXE JIETKO THOJMPYIOTCS, 00pa3ys ¢ XOPOIIMM BEXOAOM COOTBETCTBYIOIIME THOHEL
Twnpoms nocrenawx gaer 1-ammuobersuvupasomra-2-tuonst XXXIX [231

R R
O == O
) ° /&
NN 175...180 °C R NN

R I
N=CHPh N=CHPh
XXXVII H3O+
mwiu OH™
NH
R I?I/l\s
NH,
XXXIX
R=H,Me

Ilpm comasmeEmm ¢ cepod  1-(amanxkwiamwHO)GEHAMMHUOA30JI0B  TPH
145...150 °C 6bum noayvers ¢ BHXORoM 56...73% 1-(m@anxunaMun0) OeH3UMA-

azonme-2-teoss (XL) [22].

N Sg NH
—_—
J 145..150 °C /g
N TNTSs
NR, NR,
XL
R =Me, Et

HenasHO JUTOBCKAME XEMYUKAME OHUT TPEIIOXEH HOBEIM METON HOJYUEHUS
1-amuaobersmmunasonua-2-taona (XXIV), ocHoBamHBI Ha HyKIeODHIBHOM
3aMEnIeHVN TAJOreHa WId CYARpOrpyIns B MOJoXeHmH 2 coexuHesu# XLI Ha
THOJBHYIO TPYIIOy IpW HarpeBaHwy ¢ rappocyibdmrom ammommd [17]. Bexon
ammaOTHOHA XXIV cocrasma 30...359;.

- N NaSH NH
e .
/”\ PrOH &
R 1}1 S

N
NH, : NH,
XLI XXIV
R = Cl, SO;H
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2. N-AMHWHOTHA30IMHTHAGHBI

Ommcan cuntes 3-ammpoTmazomme-2-tmonos (XLII), ocHOBammsmt ma
B3aUMONEUCTBAY C-TAJOTCHKAPOOHIIBHEIX COSHHHEHMA C ARTHOKApGA3aToM
avmMorua [24—27].

R_ _O NH R NH
\Cé HN/ 2 N/ 2
S = S (P §
R i -5~ g R N
& NH,* XLIT

R =Me, Ph; R1=H, COZEt
B nmpyrmx caygagx B 3TOM peaknum WCHONb30BAMMCH APOMIRATHOKAPOas3aThi
xamas [28—30]. Ilepronauansro HPOAYKTY ' 9TOM peaknmd ObUIA OmMHOOUHO

OpHNCAasa THagWasmeoBas crpykrypa XLIII & [281], KOTOpaSI mozxe ObLIa
HCOPaBJICHA B DONB3Y CTpyKTypsr XLIV [29,°30]. :

?OAr
| K XN\NH
O HN _NHCOAr RL /g

+ )
CH C
R| 57

Hal K+ \ r

R =Me, Ph; R = H CO,Et

I

_NHCOAr

3. N-AMWHO-1,2,4-TPHA30IAHTHACHBL

3.1. CunTe3n! ¢ NOMOIIBI0 pEaxKIyHi LUMKIM3AIMA ¥ PEHUKIN3ALHA

4-Avwno-1,2,4-rpuazonua-3-trwon (XLV, R = H) Obun BIEpBHE MOJIyYEH B
1908 roxy Crosure HarpesasmeM TuoxapOormapazuaa XLVI ¢ opTOMYypaBbUHBIM
acmpom [31] (mozxe 5TH manHEEe GHUIM DOATBEPKAEHS! B psaae padot). Ilpm sToM
xpoMe oproacmpor [32, 33 ] mcnoap30BAIMACH TAKKE AMHUNEL M CHOXEHEE 3hUPH
XEpHHX xucaor [32], mmunodpuphl [34 ], conn maTmoxapboEOBHX KHCAOT [35,
36]. B macrosmiee BpeMd NPENIOUATAIOT HCHOOIB30BATh CAMH KapGOHOBEIE
kucaorel [37—41], uro obecmeumBaer aydmme BRXOAH (Mo 75..80%)
amuHOTHOHOB ' XLV. 2-Metwarmoxapbormapassay ¥ ¢-METHIN30THOKAPOOTHApa-
3WA PEATHPYIOT C KApOOHOBHMYU KHCIOTAMH C 00pasoBaHMEM COOTBETCTBEHHO
coemmreHuy XLVII u XLVIII [42]. BaamMoneicTere THOKApOOrHAPAZHAA C ABYMS
SKBHBAICHTAMH MUAPWIKAPOONMMMEAOB UPHBOAMT K coepmHeHmaM XLIX ¢
pexofoM 20...50%; mpwm 5TOM B 3aBHCEMOCTH OT 3aMECTHUTENS R W yCJIOBMIR
MPOBEREHAS peakuuu 00pasyeTcs TaKKe HEKOTOPOE KOMMYETCEO COSOMHEHH L |
LI [431.

Peaknps THOKApOOrWApaswna € CEpOyIIEPOACM B NHDHAMHE IPHBONAT K
obpasosarmio cmecu 4-amwmpo-1,2,4-rpmasomma-3,5-mutuona (LII), Tpmaso-
n0[3,4-b ]—1,3,4-Tnanna30m—2,5-zmmozia (LD wu Twammazoma LIV ¢
BoIXOZaMu cooTsercTeerHo 50, 40 m 2%, [44, 45]. B 10 Xe BpeMd uCnosp30BaHUE
STHJKCAHTOTCHATA Kaawsd, MOMYyYaeMOro in sify u3 CEpOyIviepoAa W CIUPTOBOIO
pacteopa KOH, zaer mums purmor LIT {46, 471

1500



NN .
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I I
NH, NH, NH,

H,N—NH
2 XLV XLvi : XLVII
HN 2 AIN=C=NAr
NH,
, N—NH N—-~NH N—N
e )l\ /g i )I\ K )I\ /lk
‘ ’ ATHN 1}1 S ArEIN” 1}1 S ArHN 1;1 NHAr
AEBP—C/ Ar Ar
T “NHAr L LI
XLIX
XLV, XLVIL, XLVII R = H, Alk
HLN_
“ “NH Cs, HN——NH HN—N
—_— + I
HII\I S S S S NHNH,
NH, NHZ LIV

La

W3 TpuMerni3aMelieHHOr0 THOKApOOrMApa3uAa B3aUMONEHCTBHEM C CEPOyT-
JIEPOOM TOLyYEHA COJb LV; ee naapueiiinee METWIMPOBAHHE IPUBONAT K
coenmacamo LVI [48].

H,N_ ’ ‘
Cs, : N—N
)\ = _s)\ J\ e T SANAKS

Nhha
LV LVI

IIpyrumm MeTonamu crHTE3a 4-ammuHO-1,2,4-Tpra3onus-3-THOHOB SBISIOTCE
ABYXCTyHeHUaTass Omkiamaanmda tuocemmkapbasupa LVII mopg aciicrsmem
uMuHO(UPOB win oprosdupor [49], a Takxe mEKImM3anma 1-THOOEH3OMATHO-
kapGoruapasunos LVIII B memounsix yerosmax [50].

‘ oo
BN /U\ NN RNHNH,
Ph OFt Ph R = Ph, PhCO
I L _( ):s
— NH,CI - NE
Hy S ‘ OEt NH, K
(LVI .
HN—NH
N——NH KOH
— | —— -S=( \:S
~ KSH, - H,0
Ph I 'S ~ Ph NH
NHR RHN
v
R=H,Pa
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Ommcan cuaTES 1—R2_—3—R—4-3MI/IH0—1,2,4—Tp12[aSOIII/IH—5-THOHOB (LIX) peumk-
Jmzamaci 1,3,4-taapuazonos LX mox qecTBEEM rHapasueEa [43, 511.

T _ NH,HO N—N"
R/ks/le THR®-m R*=H) )\ N/k

LX

LIX
R = H, Alk, NHAr; R! = Cl, NH,, SO,Alk, SH

Tlpm xunguenyw 3 mapmmese 1,5-nmw (bermnTnokapbamomt) Tuoxapborugpa-
3upa obpasyerca cMmech coemmuenmit LXI—LXIIT ¢ sexomom 44, 33 u 7%
coorseTcreerHo [521.

i
NHCNHPh
PyN HN—N HN—N
)\ J\ ' )\ )l\
PhNHCHN S A
g S l?T S” S IIV NHPh
NH, PyH* NH,
X1 LXH
HN——N N—N
N I?I NHPh Ph S NHPh
NHIC‘INHPh
i
LXII1

B macroamee spemsa 4-amuuo-1,2,4-rprasomua-3-trous (XLIV) yame Bcero
moayyaroTr oo Merony Xorrapra [33]. B xauectBe WCXORHBIX BEIIECTB IPH ITOM
WCTIONB3YIOT THAPA3WABl KHWCHOT, KOTOpHiE TIpDH HEHCTBHAM CEPOYIVIEPOAOB B
npucytcrema KOH mpespamarorca B arpuimrruokapbasars: LXV. Mx noasepraror
METWIHPOBAHMIO, IOy YEHHBIE METWIOBHE S()UPHl IPY HATPEBAHAY C THAPA3HHOM
OUKJIM3YIOTCA ¢ obpasoBammeM coeqmaenni XLIV.

HN—NH
R—ﬁ Fs 5 ‘7\5111
NG (o} SMe 20, 2
HN/NH2 CS,, KOH HN—NH N,H, N——NH
/K EtOH - H,0, - KSH /k /&
R’ 0O ) 0 TSK* < B R 11\1 S
N—NH Y
LXV \ By /k —50 NH,
R 0 S XLIV
LXVI

flozxe Peip wm corpymewku mokasanu, uro coegmuenus XLIV moxso
OOJIy4aTh IEKIM3anued ¢ reppaswnoM # guruokapbasatos LXV [541 Omm
TIPEVIOXYI TAKXKE EMe OMHY MOAUGMTKATIIO METORA XO0ITApTa, 3aKTII0YATONLYIO0-
¢4 B IIPEABAPHUTEIbHOM UpeBparennn coequuenmi LXV mpa geficTBrm OCHOBAHHH
B 5-R-1,3,4-oxcapuazomma-2-taonst (LXVI) ¢ nmocrepyionieit ux penmukmaanuei
Ipy Harpepammy B THApaswHe. llpeamomaraercd, uro okcagmaszomer LXV
06pasyroTes B Ka4ecTBe MPOMEXYTOUHEIX IIPOAYKTOB 1 mpu obpaborke conen LXIV
ranpasgaoM. J[efcTBRTENBHO, B JATEPATYPE MMEIOTCI AAHHBIE O IPEBPAIICHAN
okcammasoaos LXV B coemmaenng XLVI npu aeficrsmm runpasuaa [55].
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MeTton Xorrapra u ero MOTuUKAINY MCIOTB30BAJIHCH IS CAETE34 HIXPOKOTO
kpyra JS-amkmn- [56—59], S-apwi- [60-—64] m S-reTaprINpOM3BONHEIX
4-amurio-1,2,4-rpuasomms-3-taora [65—67].

3.2. TIpsMoe BBeJeHWE MEpKaNTOrpPyInibi B TPHA30JbHOE KOJbLO

Ilyrem tHOmmpoBamms conelt 4-ammmo-2-anxwmi-1,3,4-tpmasomas Grumz
nosy4yeHsl 4-amma0-1,2,4-rprazomme-S-trons LIX [68, 691.

+ g2 RrR2
N—N" Sg EtzN N—N7
L | mar CHN )I\ /&
N R 1;1 S
1
NH, NH,
LXVI LIX
R?= Me, CH,Ar
VisBecren Takxe MeTOR cuHTE3a 4-ammeo-1,2,4-Tpmasomus-3-trora (XLVI,
R = H) roommpoeammeM 4-Oenzwnmaeramuno-1,2,4-tpmasoma (LXVID) c

TOCAETYIOIIAM MHAPOIn3oM OeHsmmreHaMasorpyms {23 1.

N—-~N Se ot N—NH
N 175...180 °C

I
N=CHPh N=cHPh NH2
LXVIIT LIX

Ormmucano nea cmocoba cuaresa 1-ammmo-1,2,4-rprasommsa-5-taoRos. Ilepssil
3aKJI0OYAECTCS B THOJMPOBAHWHM |-amuHO-4-apaikui-1,2,4-TprasommibpoMunos
(LXVIII) cepoit 8 mupunuEe B OpECYTCTENA TpusTHIamMura [70].

, _NH, _NH,
N—N ArCH,Br ~ N—N _ Sp BN _ N—N"

& ) - "\+) Br~ TCHEN kN/&

N y
CH,Ar CHZAI

LXVII

Bo BTOpOM CiIyuae THOMMPOBAHMIO NOXBEPTAINCH 1-CEH3MIMACHAMAHOIPORS-
Bogurpie LXIX. Brrxog taonos LXX cocrasmn 35% [231].

N=CHPh _N=CHPh NH
N—~N" H,0* N—N 7
LA = /‘\ — LK

P

N N7 Sg
H

LXIX LXX

4. IPYTHIE N-AMHHOA3OJMHTHAOHDbI

B marentTHOM HCTOUHWKE VIIOMHHAIOTCY AMHEOOKCA3OMAIIUHTHOHE LXXI
[70], ograxo METOX WX CHHTE3a HE IPHBEICH. EIUHCTBEHHEBIM YIIOMUHAHHAEM O
MEPKanTompon3BOaEEIX N-amuuao-1,2,3-TpHazona SBASETCS CHHTE3 COCHMHCHUS
LXXII B pesynbTare peuuKAA3anuy 5-xn0p-4-orokcukapborun-1,2, 3-tragmaso-
ma (LXXIID) [721.
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R2

R? CO,Bt CO,Et
'e) N N,H, N
/k 13 I HC ﬁ} l NH,NH,*
—HC
07N N7 Na \1?‘ 5= S
NRR! LXXI _ . NH,
LXXI LXXI1

R, R! = Aik; R? = Ph, Het; R> = Hal, Me, Ac

5. N-AMMHOIINPUIYHTHOHDBI

W3secTHEIE METORNEI CHHTE3a Q-MEPKANTONPOM3BONHBIX IN-aMHHOA3WHOB
BRKJIOUATOT IAKIM3ANAI0 HOMXOASHINX HEMUKITHYSCKIX COSTAHCHUH, PeIuKIn3a-
LU0, a TakXe 3aMelicHWe OKCOTPYyNIH HA THOrpymny. B ormmume OT
N-amMur0a30IMATHOHOB M N-aMUHOA3WHTYIOHOB, NO-BHAUMOMY, HE OIMCAHEL
CIIyday DpaMOT0 THONMPOBAHM TCTECPOIMKITHYCCKUX KOJICII.

HanGonee wmayyeHHBIM NpPEACTaBUTENAEM o-MEPKAUTO-N-aMUHOMIIPANAHOR
apagerca 1-avmao-4,6-mudenmnmupuaan-2-tuon (LXXIV), cmaTe3mpoBaBHEIN
BHEpBHE MoMMHEA ¥ COTPYAHHEKAME C IIOMOINSIO - IBYX METOHOB: 3aMEHOHR
K¥caopona Ha cepy B 1-amunonupunone-2 (LXXV) upr o6pabotke ¢ P2S5 [73]1u
penuxymsanaei 4,6-madesmmmuapan-2-taosa (LXXVI) npwn neficreum ruapaswH-
ranpata [74—76]. TlonBeprayTh aHATOrAYHON PEMMKIM3AIMA 4,6-qumeTnmm-
pas-2-TtHoH He yxanocsk [77].

Ph Ph
O = O, e O
-2 H O
Phr™ TI\I O Pn” II\T S =2
NH, : NH, LXXVI
LXXV LXXIV

Wmerorca pmamsEmie o cmETe3e 1,0-nmammuonmpupmsa-2-tmona LXXVII
PENUKAN3ANMUEN ¢ THAPASHHTHAPATOM THOMHMPAH-2- THOHA ILXXVII [78, 791
Ananormuno Geut moayuen amuHOTHOE LXXIX.

Ph
EtO,C

NLH, S

—HS H,N 11\1 S

NH,

LXXVI

6. N-AMUAHOHIUPYIMYAMHTHOHBI

O6mmit METOA CHMHTE3a 1-aMAHONMPAMUAWH-2-TVOHOB 3aKJIFOUAETCE B
mukmsanmy m3oTwonmanatoB tHna LXXX m LXXXI ¢ rumpasmEOM Wi €10
MOHO3AMEIMeHHEMHA. TakuM 00pasoM ¢ BHCOKMM BBIXOIOM GHJm TIOJIY YEHBI
coepmuenng LXXXIT [80—82 1w LXXXIII [83—86 1.

Ar Ar
Cl0,” %\Iﬁr RNHNH, | NN
+ p—
C. C — H,N* Me, CIO /K
Me,N7 Ns 2V e M NS
LXXX ’ NHR
LXXXII

'R = H, Alk, Ar, AIkCO, PhCO, EtOCO
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"Ry R . RIR
%ﬁ NH, - H0 | /IE

C 2H,0
0% R Ng z R NS
LXXXT NH,
’ : XXX

R,RLR?=H, Me, Ph

Hpyroii ciocod IIonyquPm N-aMuHOTTApAMBAIIH- 2—THOHOB ~— OEKJIOKOHJCH-
canus THocemMukapdasmga ¢ MaJIOHONMEATPIIOM [87 1.

" NH,
CN HN
/ 2 EtOH, EtONa SN
CN HN BN NS
NH, NH,

Peaxmug l—aLJﬁHO—4-MeTmIHHpﬁMHHKH—6-‘0Ha (LXXXIV) ¢ P2S5 pmaer
mapumunua-0-THoH (LXXXV) [88].

S
N _NH, P,Ss N _NH,
LA — - S
Me N X - . Me ‘N X
H . H

X=0,8
Tlpm monmyuerwn 3-ammHOxwaa30/mH-4-0H-2-THOHA (LXXXVI) B Kayectee
HCXONHOTO COSAMHEHHS HCIOAb30BANCS METHIOBHHE >pHD 0-aMUHOOEH30MHOK
xucaorhl (LXXXVID), xoTopHit HOCIER0BaTEALH0 00pabaTHBAIK CEpOYT/IEPOIOM
B IPACYTCTBUM HOTAINA, QUMETIICYIHhAaTOM B THAPASHHTHAPATOM A(SO%) [891.

CO,Me c COMe eSO
S, sH Cp5U4

K,CO, /

NH, N=C

LXXXVI SK* o
CO,Me ' NH.
2Me NH, N2
—— SH Y; —
! 7 — MeSH, - MeOH
N=C N g
SMe H
LXXXVI

W3 ruppaszmnos 5-R-2-amuaobenzoiaoi xucnoTs (LXXXVIII) u cepoyraepo-
na 6simm cumaTesmpoBans coemuaenws LXXXIX [90].

o)
R! R NHR!
R ‘ CONHNH cs, N
EtOH, —~ H,S /K
NH, N s -
7 H
LXXXVII
LXXXIX

R=H C;R'=H, Me
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MermnoBstit 3¢up o-msormonmasaToberzoimon xmcaors (XC) maer mpum
HATDEBAHWHU C I'MAPASHHTUADATOM 3-aMMHOXWHA30aMH-4-0H-2-THon (LXXXVI)

[91].
o

CO,M _NH
2ve NH, - H,0 N7

~ MeOH, - H,O /g

NCS g S

XC
LXXXVI

3-Ammno-2-R-xunazomaH-4-tuors (XCI) CHHETE3MpOBAHHE pENUKIN3ANECH
2-R-1,3-6enzormasmu-4-tmona (XCII) npm pelicTeEm Ha HEro regpasmHa,
henmmmuapaswaa wim cemmrapbaswga [92 1.

L NHR!
S R NHNH,
N‘/)\ B HZS )\
R
XCII
R= Ak Ar; Rl=

H, Ph, CONH,

B pesynsrate B3ammoneicTeng 2,4,6-Tprderammupmminepxaopata (XCIIT)
¢ TrokapboruapasuaoM moxyyaroT mmpasome XCIV, KOTODHHE Ipu HOCIETYIO-
meM XKulduyeHun ¢ anuIxjiopugaMue ¢ BeIxogoM 01...679% mnpeepamaercs B
coeqmucane XCV, BemeneHnoe B puje raapoxiopaaa {93 ].

Ph .

‘ S
' : ' i
. H,NHN , Ph._ _N. _CNHNH
7Y ao, ? EtOH N 2
ot + e e . Ph —
pn” 07 Ph H,NHN CH,COPh
XCHI XCIV
S .
Ph_ _N )k NEHCOR
RCOCI Z N7 N7
- HCL
CeHg A
: Z pn
Ph
XCV

R = Me, Ar

7. N-AMHHO-1,2,4-TPRASUHTNOHBI

a-Mepkanronpoussopasie N-amuso-1,2,4-TprasuHOB OOXYYAT KOHAEHCA-
nued THOKApOOTEIpazwAa C NUKApOOHWIBGHBIMA COCHHHEHHIMHA. llpE 9ToM
peakmusa ¢ q-KeToKucaoTamu paer 4-amuuo-6-R-1,2.4-tpmasws-5-0H-3-THOHE
(XCVD [94—96], vrorma xak B ciyuae (pemmarmmokcang ¢ BeixopoMm 709
noxyuaercs Tmor XCVII [97 1. [Tpu ucnons3oBatuu I-dermirnokapOoruapasnia
¥ AMATIETHNA WA 2-METHATAOKAPCOTMApasWAa ¥ HMPOBMHOTPAZHON KHCIOTH
ObLIH MOJIyYEHB! cooTBeTcTenno Thoas XCVIII [97] u XCIX [981.
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RL__O H__O
2 NH oPon  HNHN

0% >Ph Z SNH
_-_— >=s ———————— P
(R = H) CH, (R = H)
0 II\T S RHENHN g

HO™ N
NH, Me._O NEL
XCVI (R=Ph) I XCVII
0O~ Me
MeIN\NH - MCIN\N _Me
H,C 1?1/1\5 0 Iﬁ/ks
NHPh NH,
XCVII XCIX

R! = Me, Ph, CH,Ph, NHPh

Ilpm wuCHONMb30BAHAM B KAYECTBE CKPHTON KapOOHWMIHGHOX KOMITOHECHTHL
nmpwivesost com C ofpasyercs ME3OHOHHEM Ommmksmueckwit amuacTaon CI

{991

Ph
¥ H,NHN
“ 0 BF,” 2
] +
PN CO,Et RENHN
c

B saxmouenwme CeNyeT 3aMETHTh, UTO, HECMOTDS HA OUEBUIHEIC YCHEXH B
cmaTese  N-aMEHO--MEPKANTONPOM3BONHEIX 430JI0B W AQ3WHOB, MHOTHE
NPENCTABATENM STOTO KJIACCA BCE e OCTAIOTCH HeM3BECTHBIME. 14K, 0 CHX IOp
HE OIMCAHO HH OAHOTO N-aMAHOIMPA3OIMHTAOHA, HE M3BECTHH | -aMUHOIepAMHA-
AuE-2-TAOHE cO ceobommor rpymmoit N3H, mpomssommanie N-amMuHOIHMpaswHa U
N-aMyHONMPHAASHHTHAOHOB.
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