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J. 1. Hexkpacos

CHUHTE3 A30J10B U A3BUHOB
N UX KOHAEHCHUPOBAHHBIX ITPOU3BOJHBIX
HA OCHOBE N-IMAHO-S-AJIKHJIM30TUOMOYEBHUH

(OB30P)

PaCCMOTpeHLI METOJbI TOJYYCHUA N-L[I/IaHO-S-aJ'IKI/IJ'II/I3OTI/IOMO‘{€BI/IH U UX HUCIOJIb30BaHHUC
B CMHTE3€C a3arcTCPOLUKINICCKUX COCTMHCHHM.

Knwuesblie cioBa: a3WHbI, a30JIbl, N-HI/IS.HOI/I?;OTI/IOMO‘{CBI/IHI;I, OHOJIOrMYECKast aKTUBHOCTb.

N-IuanouzotuomoueBuna 1, ee N'-moHo- (2) u N',N'-munpousBoansie 3
HallUTU IIUPOKOE MPUMEHEHHE B TETEPOIUKINYECKOM CHHTE3€. DTO CBSI3aHO C
HaJU4UeM B MOJIEKYJIE 3THUX COCAMHEHUM [IMaHO-, UMUHO-, aMUHO- U MEPKaNTO-
TPy, CIOCOOHBIX BCTYMATh B PEAKIIMH ITUKIU3AIMH C PA3IMYHBIMHU JICKTPO-
(DUITBHBIMH, HYKJICO(PMIEHBIMU U TUEHO(DUIHHBIMU pearcHTaMH.

1

RN\
1
HN—=N—CN R—NH—F=N—~CN N—=—N—CN
2T BN Vallin
SR SR R SR
1 2 3

Bnaromapst Hanmuuio B coequHenusx 1-3 crpykryproro ¢pparmenra =N—-CN
OHH HMMEIOT CXOJCTBO IO XHMHUYECKUM CBOHCTBaM C¢ N-nmanommuHamu [1].
OnHako MOTOJHUTENBHOE MPUCYTCTBHE AMHUHOTPYIIIBI W JIETKO YXOJSIIEro
ATKWITHOJISATHOTO (hparMeHTa 3HAYUTEIHHO PACIIUPSICT UX CHHTETUUCCKUE BO3-
MOkHOCTH. Hepenko n3ornomoueBUHEI 1-3 BRICTYNAIOT B CHHTE3aX B Kaue-CTBE
MIPOMEKYTOUHBIX COCAUHEHHH, TT0O9TOMY aBTOPAaMH HE BCETJa MOCTYIH-PYETCS
ux oOpa3zoBaHHeE.

Panee wcmonp3oBaHWe MUAHW3OTHOMOYEBHH 1-3 JUIsl MONTy4YEHUS TETEPO-
MUKIAYECKUX COCAMHEHHUI B 000OIICHHOM BUJIE HE PACCMAaTPUBAIIOCh.

1. IMosryuyenue N-nuaHo-S-aJIKUIN30THOMOYE€BHHBI

[epBbie N-unaHomzoTnoMoueBHHBI onucaHsl B 1904 r. OHu Obumn moy-
YeHbI B3aUMO/JICHICTBHEM HAaTPUEBBIX cojieil N-IHaHOM30THOMOUYEBUH 4 C aJIKUJI-
nonuaamu [2]. Conu 4 CHHTE3UPYIOT peaklUeil M30THOLMAHATOB C IIMaHAMU-
JIOM B IIPUCYTCTBUU 3TUjaTa Hatpus [3].
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. H,NCN/EtONa RI
R—N=C=—S ———> R'HN—/=N—CN —— 2
S Nat
4
R =Me, Et, Pr, PhCH,; R! = Me, Et, All, Ph

WHorna nnaHon30THOMOYEBHHEI 2 MOTYYalOT cpa3y P HEOCPEICTBEHHOM
B3aUMOJICHCTBUM HW30TUOIMAHATA, ITMAaHAMHUAA HATPHsl U HOIUCTOTO ajKWia
B 0e3BomHOM criupte [4]. [Ipu 310l MogudHUKaIMK METOa CTaaus MOTYUYCHHUS
COJIM M30THOMOYEBUHBI MCKIIOYACTCS, TEM HE MEHEE, BBIXOIbl KOHEYHBIX IPO-
JyKTOB CHIDKAIOTCSL.

Na,NCN / RI
R—N=—=(C=S§ ——> 2

R =Me, Et, Pr, PhCH,; R' = Me, Et, All, Ph

HuanuzorrnomodeBrHb 1 00pa3yroTcs ¢ MpenapaTUBHBIMU BBIXOJAMHU IIPH
00paboTKe THAPOXIOPUIOB S-aNKIIU30THOMOYEBHH XJIOPIHUAHOM B TPHCYT-
CTBUU TpUITUIAMHHA [5].

CICN
H,N——NH —_— 1
SR
R =Me, Et, Pr

Amnanornynple N-IIHaHOM30THOMOYEBHHBI 1 MOXHO MOJydYaTh B3aUMOJICH-
CTBHEM METAJUTUYCCKUX IPOU3BOIHBIX AWIMAHAMHIIA C MEpKalTaHAMH TpPU
50-70 °C B Teuenue 15 4 B aBTOKINaBE [6].

CN 4 -
n+ / RSH
M N\ _— 1
CN |,

R=Me, Et,Pr; M=Na, Zn;n=1, 2

HaubGonpiiee npuMeHeHHe HAIIET METO MOIy4YeHHus N-IHaHOW30THOMOYE-
BUHBI 1, OCHOBaHHBIN Ha peakuuu S,S'-AuUMeTHI-N-ITHaHUMHUAOAUTHOATA (5)
¢ aMMHaKkoM [7].

Hcnonp3oBaHue B 3TOH peakiyy pa3HOOOpPa3HBIX MOHO- WM JUATKUIIAMU-
HOB MO3BOJISICT MOMYyYaTh COOTBETCTBYIONINE U30THOMOYEBUHEI 2, 3 ¢ XOPOIIHU-
Mu Bbixogamu [8—10]. Peakuus c anudaruyecKuMu aMUHAMH HICT IPH
KOMHATHOHM TeMIiepaType, a C apOMaTUYECKUMU — MPU HArPEBaHUU B CIIHPTE.
1,4-/Inazanukiorentad ¢ COSAMHEHUEM S5 00pa3yeT COOTBETCTBYIOIIYIO M-
HM30THOMOYEBUHY 6 [9].
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NH,

— s 1 (R=Me)
(MeS),C =N—CN “MeSH
S R'NH,
—_— 2 (R=Me)
—MeSH
HNTY
IR2
( NH R'R®NH 3 (R-Mo)
—MeSH
SMe
NC—N=
N/\ SMe
NJ:N—CN

C

R'= Alk, Ar, Het; R' + R? = —(CH,),0—(CH,),—, —(CH,),~-NH—~(CH,),—

3amaTeHToBaH CIOCO0 MONTy4YeHUsT N-IIMaHOM30THOMOYEBUHEI 7, OCHOBAHHBIN
Ha PacKpBITHH OEH3MJIaMHUHOM 3-TO3WJI-2-IIMaHOMMHUHOTHA30auauHa. [Iporecc
IMPOTEKACT B TCUCHUC 54 Ipu KUIITYCHUUN PEarcHTOB. BI)IXOI[ IMPOAYKTOB CO-
craBiset 86% [11].

SO,C H,Me _
OV 6 N—CN
N PhCH,NH, PhCH,HN 72

R i e T

S” N—CN S(CH,),NHSO,CH,Me-p
7

[TpousBoaHbIe 2-1IMaHUMUHOTHA30JIUANHA MOXKHO PACCMAaTPHBATh KAaK IIHK-
JMYECKUE aHAIOrH N-IIHaHO-S-aJKHUIM30THOMOYEBUH. VX CHHTE3y U MpUMeHe-
HHIO TIOCBSIICH OTACIBbHBIN 0030p [12], M03TOMY MBI Ha HUX OCTaHABIMBATHCS
noapoOHO He OyaeM.

2. CuHTE3 230710B
N-IlnaHo-S-MEeTHIN30THOMOYEBHHEI 2 pearupyroT ¢ m-0poManeToheHOHOM

WM XJIOPaIleTOHOM ¢ 00pa3oBaHWEM IPOW3BOMHEIX 2-IIMaHUMUHO-3H-0kcazo-
na 8 c Berxogom 15-58% [13].

_R
R2COCH,X | N
—_— >
2 2 J[ &
— MeSH R O N—CN

(R=Me)

R!=Ph, CH,=CH-CH,; R?=Ph, Me; X =Cl, Br

N-IlnaHON30THOMOYEBHUHEI 3 ¢ THAPA3HHOM OO0pa3yioT 3-aMHHO3aMeICH-
HEIE 5-amuHO-1,2,4-Tprazonst 9 [14].
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NH,NH, H
3 g HN__N.
(R=Me) N

NRIR?
9

R!'=R?=Et, Oct, R'+R? = -(CH,),—~O—~(CH,),—

N-IlnanomsotuomoueBunbl 2 (R =EtCO,CH, n R'= (5-xnoprmpumuans-
2-W)TUAPOKCHATHI) PEarupyroT aHAIOTHMYHO ¢ 00pa30BaHHUEM COOTBETCTBYIO-
umx Tpuasonos 9 [14, 15].

C ajkwiruapasuHaMu [IUAHOU30THOMOYEBUHBI 2, 3 00pa3yloT M30MEpHBIC
Tpuaszonst 10, 11 [16-18].

K R
3 ! by
R*—NHNH ! 1
2 R 7 R X
2,3 ———— \ITI)\N)\NHz + \1|\I N7 N,
R’ R’
10 11

R!= Alk, Ar; R2=H, Alk, Ar; R3= Me, Bz

Oo6pazoBanue Tpuazona 10 wim 11 3aBUCHT OT 3aMeCTUTENEH KaK B H30THO-
MOYEBMHAaX 2, 3, Tak W ruapa3uHax. Bapuanueid 3amectuTeneid B peareHrax
MOJKHO MEHSATH HalpaBJIeHHE PEAKLH B CTOPOHY TOTO WJIM MHOTO TpHa3oJa.

B3anmopeiicTBEM H30THOMOYEBUHBI 2 C HUTPATOM cepedpa B IPUCYTCTBUH
TpraTIiiamuHa B JIM®DA 3a 2 4 mony4aroT n-xi1opQeHnIIna3ouann, KOTo-
pBlii 0e3 BbLIEJNIEHHS HArpeBaloT C TUAPOXJIOPUIOM 71-XJIOPGEHWITHAPA3HHA
¢ obOpazoBanuem Tpuazoia 12 [19].

AgNO,/Et,N
2 — > [p-CICH,N=C=N-CN] ———>

(R =Me, R!=p-CICH,)

p-CIC,H,NHNH, HC1

N _NHCH,Cl-p
A

-

> HN N

I
C,H,Cl-p
12

Peakmust N-1mimano-S-alKuIM30THOMOYEBUH 2 € THIPOKCHIAMUHOM PHUBO-
JIUT K CMECH M30MEPHBIX 3,5-muaMuHo-1,2,4-okcaauazonos 13, 14. O6pa3zoBanue
TOr0 WJIM WHOTO M30MEpa 3aBUCUT OT AHJIEKTPOHHOTO BIUSHUS 3aMECTUTENCH
B n3oTuomoueBune [14, 20].

NH, NHR
H,NOH N— N—
e U S G
—RSH RIHN o) HN O
13 14

Oxcamuason 13 (R' = [3-(3-nunepuanHomerniheHokcH)ponui]) o6magaer
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MPOTUBOSA3BEHHOW aKTUBHOCTBHIO, MPEBOCXOMASANIEH MEAMIIMHCKUI Ipenapar
nuMetuauH [21].

Ipu 06pabotke N-npanousornoMouesuH 2 (R' = Ph, ¢-Hex) puusonponui-
amunom Jatus (TI'D, 30 °C, 20 muH, B atMochepe a3oTa) 00pa3yroTcss 4-uMH-
HO-4,5-muruapotnasonsl 15, Amamormuno u3 coemmmenmii 3 (NR'R*=mop-
(hoTMHO, TUTIIEPUTIUHO ) TTOTYICHBI 2-aMHHO-5-1THaHOTHA30JbI 16 [22].

HN
\]\LN
) LDA P 11120
S N-R
H

(R=Me)
15
R2R!
N
LDA
s A I
(R =Me) NC S NH2
16

LDA — nuu3onponuiaMus JTUTHS

N-llmaHnMuIOAUTHOKAPOOHAT 5 ¢ METHIAMHHOAICTOHUTPHUIIOM 00pa3yeT
n3otuomMoueBuHy 17, KoTopas moj AeWCTBUEM 3TWUJIaTa HATPUS LUKIU3YeTCA
B 4-aMHHO- | -MeTHII-2-MeTHITHO-5-InaHonmMuaazon 18 [23].

SMe HN N
s MeNHCH,CN Ne—N= EtONa | J\
Il\I—CHZCN

Me Me

B ciygae anmndarnuecknx TuaMUHOB JaHHAS PEaKIHs HE OCTaHABIIUBACTCS
Ha CTaaud OOpa30BaHMs IMPOMEKYTOUYHBIX HM30THOMOYEBHMH, TaK Kak Jajice
aAMUHOJIN3Y TIOABEPTAETCsl BTOPAsi METHIITHOTPYTIIA, YTO MPUBOIUT C XOPOIITH-
MM BBIXOJIaMH K MPOU3ZBOJHBIM 2-ITMaHOMMHUHOMMHAAa30omuanHa 19 win 2-1ua-
HOMMUHO-1,3-mmasnna 20 [24].

RNH(CH,),NH,

5 N
— [ NS
n=2 NJ\N—CN
H
RNH(CH,),NH, 19
>=N—CN B _R
NS
=3 N~ "N—CN
H
20

R = PhCH,, Ph,CH

Kunsaennem N-nmano-S-ankmimmzorrnomoueBuH 1 ¢ nepxioparom 1,1-aume-
THUJ-2,2-TICHTAMETUIICHA3UPUANHNUS B UOKCAaHE B TEUYCHHE 3—5 U MOIydaroT
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nepxsopar 1,1-IuMeTHn-2-u30THoypen1o-5,5-meHTaMeTiiieHnMuAa3oanans (21)
[25]

Me Me
N/ 1
A -ClO,” R i
7& - CIO
) R’ a NJ\\N N:I
PN 2
1 Me~ Me SR

21
R = Et, Pr, Bu; R' + R? = —(CH,)

ANKHIMPOBaHHUEM HW30TUOMOYECBHH 2 3(pupamMu OpPOMYKCYCHOW KHCIIOTHI
u peHanmnopomuoMm B [IMDA B mpucyTCTBHM KapOOHATa Kallusi B TCUCHHE
30-60 mur npu 60-80 °C momyueHB M30THOMOYEBHMHBI 22, KOTOpBIE MpHU
obpabotke B Teuenume 15-20 mMuH pactBopoM sTmiarta Hatpus mpu 20 °C
IUKIM3YIOTCS 10 Topity B 4-aMruHOMMHUAA30ITEI 23 [26].

H,N
BrCH,COR? SMe EtONa N
: — o Nen=X —_— | I
N—CH,COR’ RIC™ "N™ “sMe
(R =Me) | [
1
R 0 R
22 23

R!=Me, Ph, All; R2= Ph, EtO

B HekoTOphIX citydasx, BCICACTBHE TPYIHOCTU BBIJCICHUS COCTUHCHUI 22,
YX IUKIU3YIOT 3THIIATOM Hatpus in situ ipu 60-90 °C.

O6paboTka HaTpueBOW coilu N-ITHAHOM30THUOMOUYEBHHBI 4 METHUIOBBIM
atupom xjopykcycHor kucioTsl ipu 30—60 °C B Teuenue 1 (R = Ph) mw 24 g
(R= All) mprBOIUT C XOPOIIMMH BBIXOJIAMU K TPOU3BOJHBIM 2-1THAHUMUHO-
4-trazonuauHoHA 24 [27].

ccHcoMe  © R
_—
! BN

(R = Ph, All) §° N-CN
24

AJIKI/IJ]I/IPOBaHI/Ie 9TON coau XJIOpal€TOHOM MK XJIOpau€TaMUuIOM JacT

ycToiunBble N-IIMaHOM30THOMOYEBHHBI 25, KOTOPHIE IUKIN3YIOTCS B MPUCYT-
CTBHHM 3THJIaTa HATPUS WIHM TPUSTHIIAMUHA B 4-aMUHOTHA30IIbI 26.
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CICH,R! NE—N EtONa N
! R=HCN )\NHR R s
(R=Ph, All EL,N NHR
25 26

R =Ph, All; R' = Bz, Ac, H,NCO

C xmopaneTo(h)eHOHOM IHKIIU3aIUs TPOTEKAET CaMOIIPOU3BOJILHO [27].

BpomupoBanueM HaTpueBoil conu N-IIMaHOM30THOMOYEBHUHEI 4 B dTHIIAlle-
tate (2 4, 20 °C) moiy4aroT ¢ MIpenapaTUBHBIMU BBIXOJAaMH S-apHiIaMHHO-
3-6pom-1,2,4-tuamuazons 27 [28].

Br, N /
N

RHN S
27

Br

R = Ph, p-MeOC H,

3. Cunre3 a3UHOB

N-IlmaHon30THOMO4YEBUHEI 1 ¢ COJIIMH XJIIOPMETHJICHUMUHHUS 00pa3yroT
npousBoaHble 1,3,5-Tpuasuna 28 [29]. Peakmuio mpoBOIAT TIPH KUIITYCHUH
B alleTOHUTpWIIE B TeueHue | 4. Berxomer coctaBmisioT 62—85%.

cl
+>—R1
N
R If B Cl
g2
! XA
—
(R = Me) Mes” "N TR
28

R'=H, Me, CICH,, Ph, 4-MeC¢H,, 2-pypmr; R>= R*=Me; R*+ R*=— (CH,)s

N-Ilnano-S-meTmin-N'-[ 2-(5-XIopmHpUMUAIIH-2-1T) THAPOKCHUITHIIN30THO-
MOYEBHMHA 2 TIPU KHUIISTIYCHUU B CHHUPTE C allCTAMUJAMHOM JIETKO IHKIH3YeTCsI
B 3aMEIIeHHBIN TpuasuH 29 [15].

Me
NH
Me—u—NH2 NJ§N
T S
HNT N7 N \O\
H
N~
29 Cl

(R = Me, R!=—(CH,),0—(5-x10pmupiMUINH-2-11T)
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[ono6Has m3otHoMoueBuHa 2 [R = Me, R' = (CH,),S-(N-MeTHI-2-umu -
A30JIMIMETHII| HCIOJIB3yeTCd B CHHTE3€ IMPOTHBOTMCTAaMHUHHBIX cpeacts [30],
a TIPOM3BOJTHOE C R' = 3-TUIpOKCH-2,2-AUMETIIT-6-1TnaHo-3,4-auruapo-2H-6ens-
MUpaH-4-ui MpOsBIseT Ba30peIaKkCaHTHYIO aKTUBHOCTE [31].

N-Luano-N'-peHnn-S-MeTUIN30THOMOYEBHHA 2 B PEAaKIUU C apOoMIIKeTe-
HaMH BBITIONHsIET poib aueHodmra. C "ropsunmu" apousKkeTeHaMH, TI'eHe-
pUpPYEMBIMHU TIpH TepMoJu3e 6-apui-2,2-muMeTni-1,3-110KCHH-4-0HOB, peak-
s mpoTekaer 1o cBsi3u C=N peareHTa, a apoMJIKETEHbI, 00pa3yIoIuecs MpH
0osiee HU3KOW TemmepaType u3 S-apwi-2,3-auruapodypan-2,3-1M0HOB, peari-
PYIOT ¢ ydacTHeM IMaHOTpynmbl. B mepBoM cilydae M3 peakUMOHON cMecu
BBIZICNICHBI 2,3-auruapo-1,3-okcazun-4-oust 30 [32], Bo BTOpOoM — 1,3-0Kca3uH-
4-oubr 31 [33]. Paznuuue B peaklMOHHOW CIIOCOOHOCTH M30THOMOYCBUHEBI 2,
MO-BUANMOMY, CBS3aHO C Pa3IUYHONM TEMIIepaTypoill oOpa3oBaHUS apoWIIKe-
TEHOB.

0
| 0 Me
Pe Q
Ar O Me N/CN
140 °C l ~Me,CO [—> | )<SM"
Ar o NHPh
ArCOCH=C=0 30
2
(R = Me, Q
R!=Ph) 80°C| —CO
N
0 L . | J\ SMe
| a0 > N=(
Ar” 070 3 NHPh

Ar = Ph, 4-MeC¢H,

Peakuueii nnanuzotTnomMoueBuHb! 1 ¢ cCepoyryiepojoM B CIIUPTE B NMPHUCYT-
crBun KOH momnyvaror cons 32, KoTOpas mpu 00pabOTKe COJSIHOM KUCIOTOH
npeBpamaercs B 2-metuntuo-3H,5H-1,3,5-tpuasun-4,6-qutnon (33) [34].

cs SaNaSMe  HCOUH,0 SNy SMe
(R = M) KOH HN\fN HN\H/NH
= Me
STk S
32 33

B3anmopeilicTBeM LUMAHU30THOMOYEBUHBI 2 C HSKBUBAJICHTHBIM KOJUYE-
cTtBOM (proparieToHa B abcomoTHOM TI'® B MPUCYTCTBUM MAPHANHA TOTYyJarOT
2,2-6uc(tpudropmernn)-4-metmitno-1H-1,3,5-trpuasun-6-tnonsr 34 [34].
C m30pITKOM  (pTOparieToHa B JTOH peaknuud OOpa3yrOTCS HEYCTOWIMBBIC
annyktel 35, kotopele npu HarpeBanuu 1o 50-70 °C mpeBpamaroTcs B coeau-
HeHus 34.
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3 0
Se N 3 X H
(CF,),CO \é F,C . CF
- . CF, N O \’<
Py N N\ N\RI \( CF3

(R =Me) Naw No
SMe \( R
34 SMe
R!=H, Me, i-Pr, Ph 35
R =Me, i-Pr

[Ipu B3aumopeiictBun N-¢heHUI-S-METHITH30THOMOYEBUHEL 2 ¢ (hEHHIIN30-
THOLMAHATOM, (peHMIM3oUMaHATOM M AU(EHUIKAPOOJUUMHUAOM B alETOHHUT-
puie B NPUCYTCTBMM HHUTpara cepedpa M TPUITHWIAMHHA O0pa3yloTcs TpH-
azunbl 36-38. I1x Beixoasl coctaBisaoT 48—68% [35].

Il’h
MeS._N.__N—CN
PhNCS \f Y
— N._N~pp,
AgNO/Et,N PhHNl_N—CN
(R = Me, 36 -
R! = Ph) PhNCNPh
PhN._ _N_ _N—CN
PhNCO Y Y
Il’h HN N
P hNYN\r/N_CN NC—HN——NPh
HN._ _NH o
37
NPh
38

4. CvHTe3 KOHIEHCHPOBAHHBIX a30TCOAEPKAMNX CUCTEM

N-LuanumugoautuokapOoHaT 5 pearupyer ¢ 2-aMHHOOCH3UMHIA30JI0M
C IPOMEXYTOYHBIM 00pa30BaHUEM COOTBETCTBYIOMIEH N-IIMaHOM30THOMOYE-
BHHBI 39, KOTOpas B YCJIOBUAX PEAKIIUN OTIICIIIACT METUIIMEPKAIITaH U ITUKIIN-
3yeTCsI C XOPOIIUM BEIXOJIOM B mupuMugooeH3nmunazon 40 [9].

NC—N

H N SMe H,N N SMe
oyt T

N._NH

N
: Crv — Iy
N N

—MeSH
39 40

AHaNornyHBIM 00pazoM, Yepe3 MPOMEKYTOUHYI0 N-ITHaHOM30THOMOYEBH-
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Hy 41, IpOTEeKaeT peakuus COeANHEHus 5 ¢ 3-aMuHO- 1 -peHnsI-5-mpa3zonoHoM.
B sToM citydae mpoayKTOM peakiiy ABIsSeTCs MHPUMHUIONHPa30JioH 42 [9].

NH,
i NC—N___SMe
N \\r HN._ N SMe
. %
o7y i s
Ph | _— o XN
s —/—> _N
07N _N—NH
I Ph
Ph
41 42

N-IluanonzoTuOMOYEBUHA 3 B PEAKIIUU C S-aMUHOTpHUa30J0M 43 nepBOHa-
YJalbHO pearupyeT Mo aToMy a3oTa B monokeHu# 1 rereponmkia. Ilociemyro-
masi NAKITU3aus B MHTEpMeInaTe ¢ y9acTHeM aMHUHOTPYIIIBI U IIHaHOTPYIIITEI
MIPUBOIUT K oOpa3oBaHuio 5,7-amamuHo-1,2,4-tpuazono[1,5-a][1,3,5]rpuazuHoB
44 c Berxogom 4% [10].

H

N
H2N\W ‘N R
I NC-N_
N Nep2
N R
NR3R# ﬁ/
43 H,N._N.
3 hd IN - .
(R = Me) N
1 , NR3R#
R\N/R

C N-nmanomsotuomouenuHoii 2 (R = Me, R' = Et) ata peakuus uzer B asyx
HaIpaBlIeHUIX C OOpa3oBaHHWEM pErMoM30OMepHBIX S,7-nuamuHo-1,2,4-Tpu-
azono[1,5-a][1,3,5]tpuazunos 45, 46 [10].

NC—NQT/
N HN_ _N. N N
| 2 N >—SMe
N 1£—JL IgN/L§N/LtN

NHEt HN

|

SMe
2 — SMe
45
(R=Me,
1=
R!'=Et) Ft NH

HN A
H H ~N,
>—N.__N. — N
v Y )
SMe
Et 46

Coenunenns 44—46, nomydeHHbIC HA OCHOBE M30THOMOYCBHH 3, SBIISIOTCS
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MOTEHIIMAIBHBIMU KapAHMOBacKyJISIpHBIMH cpeacTBamu [10].

B3anMmopeiicTBre COeNMHEHUS S ¢ TUAMUHOMETHWICHTHIpa3oHaMH (areTo-
HUTpIIL, 6570 °C, 1 9) IpUBOAUT K HMPOMEKYTOYHBIM N-ITHAaHOW30THOMOYE-
BHHaM 47, KOTOpbIe B YCIOBUSAX PEAKIHNU OTHICIUIIOT MOJIEKYIly m-OyTaHa |
00pa3yIoT TPHAa30I0TpHUa3uHbI 48, BEIXOIBI KOTOPBIX COCTABIIOT 52—75% [36].

R—|=1\1—1\1&I}\3{2 Mes\(/N\CN

Bu- NH
5 R——N—-N=— .
R
Bu-¢
47
1
R N_ _SMe |
\N(/ mN/ R\(/Nl SMe
- _N_ _N
HN \I( ; N Y
R%N — +BuH Rl %
Bu-1 48

R!=NH,, NHMe, NMe,; R = Me

N-LuanuMuouMeTUIANTHOKApOOHAT 5 pearupyeT ¢ MPOU3BOAHBIMU aMU-
HOypaluia ¢ 00pa3oBaHUEeM MPOMEKYTOTHBIX N-ITHaHOU30THOMOUYEBHH 49, KO-
TOPBIC B YCIOBHUSIX PEaKIMH ITUKIU3YIOTCS ¢ 0O0pa3oBaHueM mupumuniol4,5-d]-
nupumuAnHOB 50 [37].

0
1
R~ O NH,
A | R! 1
0 ITI NHz \N R\N SN
R | SMe |
3 0)\1\1 NJ—N CN O)\N N//k
I H | SMe
R R
49 50

R =Me, Ph; R'=Me, H

[Ipu B3auMoneiicTBUM cOeNMHEHUHN 5 ¢ MPOM3BOAHBIMH MHpasosa 51 peak-
LU NMPOTEKAeT B NMPUCYTCTBUHM IMUIEPHUINHA MO AHAIOTHUYHOMY MEXaHU3MY.
B stom caywae mnonydaror §-(apuinazo)-2,7-muaMHHO-4-METUITHONNPA30JIO-
[1,5-a]-1,3,5-tpuaszunsl 52 ¢ BeixogoM 79-89%. C 2-nMaHOMETHIIOCH3UMUI-
azoJioM 53 sTa peakuus uaet B Auokcane B npucytcTBur KOH ¢ o6pasoBannem
2-aMuHO-4-MeTUIITHO- | -IInaHoMpUMHIUHO[ 1,6-a|0eH3umMunazona 54, BBIXOJ
KoToporo coctasiseT 87% [38].
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AIN=N NH,
[ NH,
HNTON NF N
51
- AIN—=N—/ }\I SMe
—N
H N
E )
5 R
N
@ N I
N° CH,CN CN
H N
>3 )\\ |
MeS” N7 TNH,
54

2-AMUHOOEH3WIIaMUHBI PEarupyIoT ¢ TUTHOMMHIOKapOOHATOM 5 ¢ 0Opazo-

BaHUEM IMaHU30THOMOYEBHH 55. TIpomomkurenbHOe

Harp€BaHUEC IIOCICIHUX

B IHOKcaHe (48 9) B MPHUCYTCTBUU KaTanuTmdeckoro kommuectBa NaOH mpu-
BOJIUT K 2-TIMaHOMMHHO-1,2,3,4-TeTparuapoxunazoimaam 56 [39-41]. B 6ob-
NIMHCTBE ciy4acB N-IIMaHOM30THOMOYEBHHBI 55 IMUKIN3YIOT, HE BBIACISS W3
peaknuonHol cMmecu. OJHAKO B pe3yJbTaTe 3TOTO BBIXOJbI TETPATHIPOXHUHA-

30JIMHOB 56 HECKOJILKO MaJaloT.

R' R’
R R
NH, N
5 + —_—
NH, NH,
55

1

R
R
NH
/JQE
N N—CN
H
56

R =H, Me, Et, Hal; R' = H, Me, Ph

——r:PHjN

A

—_—
SMe

2-AMUHO-3,4-TeTparuApOXMHA30IUHEI 56 TposBUIM ceOs KaK MHTHOUTOPEI

arperamuy KpoBsSHBIX IJTACTUHOK [36].
o-OeHnleHIMaMHH B pEaklMU C COCAMHEHHEM 5

oOpasyer 2-OCH3UMUJI-

azommuanamMuy 57 [34]. Huknuzanusi mpoMeKyTOUYHBIX M30THOMOYEBHH, I10-

BUIUMOMY, IIPOTEKAET 110 aHAJOTHYHON CXEME.
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R NH,
| [ MeS——=N—CN
R
NH N

5 ) R NH I
N7 ON—CN
H H

NH,

57

R =H, Me, Et, Hal

Peakuuto coenuHeHus 5 ¢ 0-aMUHOTHO(EHOJIOM MPOBOAST B MPUCYTCTBUU
TPUATUIIAMUHA B TOKE a30Ta MpU IIUTENbHOM HarpeBanuu. [lo-Buaumomy, Ha
MEepBOM CTaJMM B pE3yJIbTaTe aMHUHONIH3a O00pa3yeTcss WU30THOMOYCBHHA S8,
KOTOpas Jajnee IUKIn3yercs B 2-0e3tuazonmiiuanamuna 59 [34].

MeS N—CN
~

NH,

NH N

5 + — — J\
SH Et;N S N—CN
L sH | H
59
58
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