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PaccMOTpeHH M CHCTEMATH3MPOBAHHI JAHHBIE NO PEAKIMH AMHHOMETHJIHPO-
BaHHa (peakuun Mannnxa) 3a mnepuwon 1970—1980 rr. OOcyxaeH cHHTe3
-aMHHOKETOHOB M3 Pa3JHUuiblX KeTOUOB (AHAJKII-, apHJaJKHI-, aJKHJIreTepo-
HUKAHYECKHX, HUKINYECKUX U JUKETOHOB).
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I. BBEAEHHUE

Hutepec x f-amuuokeToHam (oCHOBaHHAM MaHHHXA) B TNOCJAeLHER BpeMs
CTUMYJHPYeTC CJICAVIOIUMH (akTopaMH: a) B-aMHHOKEeTOHBl — IIPOMEKY-
TOYHblE COCAUHEHHUS JJI MOJYYeHHA o,B-HeHACHIIIEHHBIX KeTOHOB, [-aMHHO-
CNHPTOB, TeTEPOLUHKINYECKHX COeJHHeHHH; 6) (B-aMHHOKETOHBI — MNOTeHIH-
ajibHble GHOJOTHYECKH AKTHBHEBIE COEHHEHHS.

OCHOBHBEIM NyTeM CHHTe3a B-aMWHOKETOHOB SIBJASETCA PeaKUHA aMHHOMe-
THJIHPOBAHHUS KETOHOB.

O6mupHas JquTEpaTypa N0 PeaklHH aMHHOMETHJIHPOBAHHUS, Ha3BaHHOMH
peakuneill MaHHHXa, B Te€UeHHE BCETO BPEMEHH HAXOAMWJIA CHCTEMATHUECKOE
oTpaxeH#e B 0630pHBIX craThsix [1—13], Monorpadpuax [14, 15). Ycnexam
B HCCAeNOBaHHMH peakuuu Manmnxa sa nepuoa 1960—1970 rr. nocssanien
0630p [16].

B o630pHo#i cTathe [17] MBIl paccMOTpEJH peakiHi0 aMHHOMETHJHPOBA-
HHSl € HCIOJIb30BaHHEM ¢.-aMHHOKHCJAOT B KayecTBe aMHHHOTO KOMIIOHEHTA.

HM3BecTHO, uTO P-aMHHOKHCJIOTH 00/afal0T IIHPOKHM CHEKTPOM GHOJIO-
THYECKOTr0 BO3fedcTBUA, MHOrde W3 HUX HallIH NpHMEHEHHe B MeJHUHHCKON
npakTuke. Tak, THAPOXJIOPUIH 4-(H-TIPOTIOKCH-) - U 4-(H-6yTOKCH) -B-nunepu-
auHonponrodenoHoB (daiukadH U AHKJIOHUH), a TaKxe rHapoxaopun 4- (u-
MPONOKCH) -B-reKcaMeTHIeHHMHHONponHodeHoHa (reKcaKanH) NPUMeHSIOTCS
B MeIMOMHCKOH MpakTHKE B KaueCTBe MECTHHIX aHecTeTHKOB [18—21], rua-
POXJOPHA  4-MeTHJ-0-MeTHJI-B-niinepuauHonponuodenona (MHAOKAIM) —
KaK IPOTHBOCYI0POKHOE cpeacTBo [22], ruapoxaopun 6-[p- (3-bennnnuppo-
auana-1)nponuonuil-1,4-6eH3ofnokcana (NHppoKcan) sBAseTCs o-anpe-
Ho6okaTopom [23, 24].

Kpome Toro, y 60sbIIOro uucaa B-aMHHOKETOHOB OGHAapyzKeHbl aHTHOAaK-
Tepuaabhblie [25-29], npotusoBocnanuTeapanie [30, 31], mpoTuBoOnyXO-
JeBbie |26, 32—37], anaabresupyiomue [37, 38], ncuxorponnsie [39] n
apyrue coiicta [40—47].

[MpeasnaraeMplii 0030p HOCBSIICH HMEIOWIEMYCS JHTEPATypHOMY Mare-
pHAJY IO peakUHH aMHHOMETHJHDOBAaHHSI Da3JUYHHIX KeToHOB 3a 1970—
1980 rr. (a1s auKeToHOB Takxke a0 1970 r.).

Jist HarasAHOCTH, a TakxKe s KPaTKOCTH H3JI0XKeHHS MBI COUJIH 1ese-
€006pasHbiM TPHUBECTH OHOJIOTHYECKYI0 aKTHBHOCTb [-aMHHOKETOHOB B
oTHeabHOol rpade Tabaun.

1. AMUHOMETUJHPOBAHUE KETOHOB

OxnuM n3 yaoGHBIX CrocOGOB NMOJNYYeHHs! B-aMUHOKETOHOB SIBJISACTCS pe-
akuusg MaHHEXa, 3aKMI0YAIOIIAACT B KOHACHCAIHY KETOHA, COAePKAlLero. no
Kpaiineit Mepe OJHH aTOM BOJAOPOAA B C-TOJNOKEHHH, C ajbJerugoM (ualle
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H3yyeHnHio MexaHHu3Ma 3TOH peakUHH NOCBsALIEHO OOJBIIOE YHCIO COOBLIeHHH
[1,6—8, 10, 38, 48].
1. JMadKHIKETOHK

AMHHOMETUNHPOBAHHIO HECHMMETPHUHBIX AHAJKHJIKETOHOB IOCBSIIEHH
pabotel [49—63]. HecMoTpa na to uTo peakuns MaHHHXa H3yuaeTCH HaB-
HO, npobiaeMa n3bHMPaTEeNLHOCTH AJS HECHMMETPHUHBIX KETOHOB A0 CHX NOP
noJaHoctsio He pemena. Hekotopele nannsie [49] B HacTosilee BpeMs HpH3-
HaHBl OIHO0YHBIMH,

B a- ¥ o/-N0J0KeHHSAX MOJEKYJb auajkuikeroHos tuma (1) umerorcs
NOIBHKHBIE aTOMBI BOJOPOJAA, 4TO MO3BOJASET INPeldNOJOXKHTbL pPasJHuHOe
HanlpaBJ/JeHHe aMUHOMEeTHJIHPOBAKUS

H—C|I—C—CI~H
|
l J |
)
Ilpu amunomernauposanuu MertuasTuaxetona (II) obpasyercs cmech
tpex amunokeronos (I11)— (V) [51]

—— H,C—C—CH—CH,Am
|
0 CH,

()
H,C—C—CHj 4 CH,0 -- HAm —|— - H,C—CH,—C—CH,CH,Am
0] W
O CH; O
|

I
O CH,

W)

Am = N(C,Hs),, NC;Hy,

[Toka3aHo, uto ¢ yMenbiienuem pH cpearl BHIXOAB BO3pACTAalOT: IIpH Harpe-
BAHHWH B TeueHHe 6 U MeTHJIITHJAKEeTOHA, NapadopMajbAerulia  AHSTHIAMH-
Ha B sranoJe npu pH 8—9 o6muil BHXOA cMecH aMHHOKETOHOB COCTAaBJISIET
28,6, upu pH 1—43%. O6pasoBanue (IV) n0Ka3aHO BCTPEUHHIM CHHTE30M,
a TaKxkKe Macc-CIeKTPOMETPHUECKUMH HCCae 0BaHusIMH [52].

B pabore [53] Takxke paccmarpHuBaercss B3aMMOCBSI3b BHIXOJOB KOHEU-
HBIX IpoAyKTOB oT pH cpennt.

AMunomeTHHpoBaHue 4-mertuaneHraHoHa-2 (V1) B staHose B Kucaoif
cpenie npuBOAKWT K cmecH 1-N-mopdoauno-5-mernsirekcadona (VII) u 1-N-
MopdoauHo-2-u3o-nponua-3-6yranona (VIII) (B coorHowenun 69:31) c
o6uum suixogoMm 81%, a B ocHoBHO#l cpeae—k cmecH (VII) u (VIII) ¢
npeobaananudem nocaexnero ((VII):(VIII)=8:92); o6muit Buixox 43%

H+

A HyC—CH—CHy—C—CH,CH,NC,H,0
| i
H,yC—CH—CH,CCH; -~ CH,O -+ HNC,H,0— CH, 0
| f (V1)
CH, O
VD M H,C—CH—CH—CH,NC,H,
| [
CH; C=0
i
CH, (VI

B nacrosiee BpeMsa TOABHJIACH BO3MOXKHOCTL HamnpaBJ/isiTh aMHHOMETH-
JUpoBaHue Ha TOT HJIH HHOU OL-YI‘JIQPOILHHﬁ ATOM HECHMMETPUUYHOI'O KETO-
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1a, TCHOJb3ysl B KAUECTBE PEAreHTOB COJM HMMOHHS. Tak, aMUHHOMETHJH-
posanue keroua (IX) [b4—57] ¢ wucnoab3oBaHHEM COJNH  HMMOHHS

+ - “
(CH,).N=CH,X~ (0,06 M, X=CF,CO,, ClIO,) B cpene TpudTOpyKCyCcHOMH
gHe10Tol pr 72° C npuBOAHT K u3GHpaTepHOR aTake Ha GoJjlee 3aMeIlEeH-
HBIT o-VT71epOHBIH aToM ¢ o6pazosauuem (X) [56].

Rl
|
— - (H,C),NCH;—C—C—CH,R?
f
R O
(X)
1 + — R1
NCH—C—cp, BON=CHE | >CH—C-CH—CH2N(CH3)2
R2/ 1o R2 Iy
0 R® 0 R
(Xp)
(%)
R,
l—>  SCH—C—C—CHN(CHy);
R? o
Y 2
(XI1)

R! —= R3=H, CH:;§ R2 = CH;, C;H;, H'C_LHB
R! +R? = (CH,),,, n =3—5

[Ipn yBenHUeHHH KOHIUEHTpAlMH HMMOHHEBOTO HOHA 10 2M NpOAYKTOM
‘peakunn gsisercs coeanHenne (XI), o6pasoBaBuieecs, IO MHEHHIO aBTO-
pOB, B pe3yJbTare H3oMepuszaunn amunoketoHa (X) . B cpene aneroHuTpHIA
npr 72°C u 2M MMMOHHEBOro HOHA NPOAYKTOM PEaKUUH FABJSETCA COeIH-
#enue (XI), Hapsay ¢ xKoTopbim ofpasyercs u amuuoxeron (XII), comep-
JKaIlHH BHHU/IbLHYIO rpynny. CrepuuyecKH-3aTpPyAHEHHEE AHIPOIUJ(METH-
JIeH) aMMOHHeBBIE COJIH CIELH(pHYECKH pPeardpylorT ¢ MeTHJABHOH Ipynmoi
AJTKHIMETHJIKETOHOB B alleToHuTpuae (Tabu. 1).

TABJIHLA 1

PernocenektuBHbli cHite3 S-amuHokeronoB (X), (XI) M3 HeCHMMETPHYHBIX KeTOHOB
R—CO—CH; u ummoHueBbIX cojeii [55]

Conb HMMOHHs R OOyt BuIxoA, % (X):(XI)

Pacrsoputenas F;C—COOH

+
(CH3),N =CH,CF,CO0~| C;H;CH, 95 85:15
To xe CH.CH, 85 80:20
» (CH3) 2CH 90 85:15
> LMKJIONEHRTHI 90 95:5
» [HKJIOreKCHIT 70 69:31

Pacreopurens CH3CN

(C,Hy),N=CH,CIO, LMK AOTeHTHI 80 0:100
To xe (CH3),CH 95 0:100
» I{HKJIOTEKCHII 90 0:100

Ha ocHoBauunm 3KCHEepHMEHTAJNbLHBIX JAHHBIX aBTOPH Je1a0T BHIBOZ,
YTO HA PErHOCeNeKTHBHOCTb CHJIBHO BJIMSIOT: PasMep paaukala mpu aToMe
a30Ta, PACTBOPHTC/b, KOHLENTPALHs COJNH HMMOHHSA H NPOTHBOHOH.

Eunonfopuantsl TakiKe PErHOCHENHUHO PearnpyioT ¢ HOAMAOM AHMe-
s (MeTnaeH) aMmonuss B JIMCO [54]. Peakuusi npencrasaser co6ofi s¢-

! Ha Haw B3rIAL, HE MCKIOUEHO H HENOCPEACTBeHHOe oOpasoBaHne coepuneHHs (XI).
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(eKTUBHHIA crnoco® TNoayueHHs OCHOBaHHH MaHHHXA H3 @-AHA30KETOHOB
HJIH o, B-Henpene/bHBX KeTOHOB MJIH a/bIern/oB

+ -
3C) s N=CH,I
ReB -+ RI—E—CHZNz - stoic — CHR — O Ete RI—C~—(IZH-—CH2N(CH3)2
i

l
R1 O R
H
!
R3B 4- R'—C—C=CH, — R,BOC=C—CH,R —
] !
0O H R!
. H
e |
_MOZEL“_MCCO_W» R!—C—C—CH,N(CHj),
)
O CH,R

R = CyHs, CeHiys, C;Hys; R = GgHs (CHs),CH

HecmoTpsi HAa BO3MOKHOCTh AMHHOMETHJIHPOBAHHUS IO OGEHM METHJIEHO-
BLIM TPYNIIaM MOJEKYJbl 3aMelileHHoro aueroHa [58—63], aropamu paGo-
tol [58] oxapakTepH30BAHLI MPOAYKTH AMHHOMETHAHPOBAHMS IO MCTI/b-

noit rpynne (XIlIa), ¢ aBropamu pabor [59—61] — npoayKThl aMHHOMETH-
JUPOBAHHs IO MeTuJeHoBoil rpynne (X1116)

—~—> R—CH;—C—CH,CH,Am
I
O

(X111)
R—CH,—C—--CH; + CH,O - HAm—
I 0
O I
——> R—CH—C—CHj4
{
CIHgAlTl
(XI116)
4) R = CH,CH,COOC,H;, CH,CH,CN, CH,CH —C—CHj,, CH,CH,CoH,0CH, -1
|
Cl
CH,CH,—C(CyH,—OH-0):CHy; Am == N(CsHy)a, NCsHio, N(C3Hs)
VAN
6) R = CeHs, ” ; Am = N(CHj)s, N(C;Hs); NC,HO
S\ \NH-

Ounruueckn akTHBHBIEe ocHOBaHHsa Manrnuxa (XIV) nosyueHsl B3anMo-
nefierBueM (4 )-3THaA-2-MeTuabyTuaalerata ¢ napadopmanbierdioM  H
BTOpHYHBIMH aMuHamu [62] ¢ Bbixogom 36—50%.

CH,Am
|
CH;3;—C—~CH—COOC,H; - CH,0 -- HAm — CH;C—C—COOC;H,
[ I
O GCHp O GHp
(XIV)

Am: N(CHg)Z, N(C2H5)2, N(C3H7)2, N(H'C5H11)2, NC5H10,
NC,H;0, N(CH;CH;0H);

BHINIeH3/10KEHHOC TaeT HAM NPaBO 3aKJIOUHThb, YTO He3aBHCHMO oT pH
Cpenbl MpPH peakllul aMHHOMETHJIHPOBAHHS HECHMMCTPHUHBIX AHANKHIKETO-
HOB 06pasyloTcss uX o- H o-aMHHOMeTHJbHEe IPOH3BOJAHBIC, INPHUCM B
KHCJIOH cpejie peakiivs NPEeHMYLIeCTBEHHO IPOTEKAaEeT Mo MeHee 3aMellenlio-
MY, @ B HIEJOYHOH cpeje — 1o Gosee 3aMEIeHHOMY o-YIJIePOJHOMY aToMV.
[Ipeanonaraercsi, uTo HAfAeHHAs 3aBHCUMOCTb PETHOCENEKTHBHOCTH aMH-
HOMETHJIHPOBAHHS OT YCJIOBHI peaKUuy OTPaXKaeT H3MEHEHHC OTHOCHTEIL-
HBIX CKOpOCTel CTaAuil eHONN3aUHH U IPHCOeIHHeHHUS.
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2. U30HHTPO30OKETOHBI

AMHHOMETHIHPOBAHHIO

O.-H30HUTPO3OKETOHOB

INOCBsALIEHbI

paboTH

[64—67]. Ilokasano, uTo NPOAYKTAMH peaKUHd aMHHOMETHJIHPOBAHUA -
H30HUTPO30KeTOHOB (XV) SIBASIOTCS MOHO-, AH- U TpH3aMeIUeHHblE IPOHU3-

BozxHblE (Taba. 2).

TABJHIA 2
Peakuus MaHHMxa ¢ 3aMeU\eHHBIMH H3OHHTPO3OKETOHAMH
H cxonHbii KeToH ITpoAYKT amMHHOMETH/IHPOBaHHSA BH;;:R' CCBIIKH
0
i
CH,CH,;—C—C=NOH CH;—CH-—-C—C=N—OH 47--75| [64]
o1 | |
O CH; CHoAm CHg
Am:=N(CHy),, NC,Hg, NC;Hy,
CH;—C—C=NCH AmCH,
) N
O R! CH—C—C—NOH 31—90] [64]
/ I
AmCH, O R
R!=CHj;, C;H;, COOC,H; Am-—=N(CHj),, N(CyHjy),, NC,Hg,
NCHgO, NCgH,y,
CHz—C—CH=NOH AmCH, 26—70! [65]
| ~\
O CH-—-C—CH=NOH
/ il
AmCH, 0
Am=N(C,Hj),, NC,HzO, NC;H;,
CsH,;(NCH, CsH,NCH, 35, 51] [65]
CH--C—CH=NOH CH--C~—C==NOH
s s il
CyH,oNCH, O C;HyNCH, O CH,
|
Am
Am=N(CHs),, NC3Hy,

ABropamu [64] upcanozeil BePOSITHBIH MEXaUH3M DPEAKUMH, COCTOSIULHI

U3 CJAeAYIOULHX CTaaHi:

1) kougencauusi dop™maabieraga ¢ CH-kucsbiv

KOMIIOHEHTOM, B KOTOPOIl aMHH BBHICTYNACT KaK OCHOBHOII KarTa.ausaTop;

— H —
R2 O O
| CH,0 ; |
RI—CH,—C—C=NOH —2%°. | H,¢  C—C=NOH
f A
CH R2
Xv) |
_ R
- H
N\
O H—O O
I |
—» HOCH,CH—C—C=NOH -~ H,C C—C=NOH
| AN
RI C 2
_ o _
O - O

I
— | CH;=C—C—C=NOH

| |
Rt R?

HNR, l

\

——— RoNCH;—CH—C—C==NOH

Rl R2
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2) merujapartainus 06pa3oBaBIIEroCcst OKCHMCTHIBHOIO POH3BOJAHOIO; 3) HYK-
NneodHIbHOE NPHCOEHHEHHEe aMiHa K ABOHHON cBA3H, ofJeryenHoe cocei-
CTBOM KapGOHHJIBHOH T'PYIIIHL.

HccrtefoBaHO HampaBJeHHC pPeakUHH JHM30HHTpo3oallerona (XVI) ¢
dopMabIernAOM H NEPBHYHLIMH M BTOPHUHBIMH aMHHaMH. [IpoxykraMH
PEaKIHH ABJASAIOTCS COOTBETCTBeHHO npoussoanble 3-N-okcun-5-(N-okcuasa-

meTHH)uMmupasona (XVII) ©u orkcuMa aMHUHONNPOBHHOIPAJHOH KHCJIOTHI
(XVIII) [67].

0
X
VAN
HCOHNR | >
T HON=HC” N
|
_/CH=NOH R
0=C — XVII
\ CH=NOH (XVID
(XVvI) (ﬁ
|__HCOHAm HON:?—C—CH:NOH 5 HON=C~-COOH
|
- CH,Am CH,Am
(XVIID)

R = CH; CyH;, Can, C3H5CH2, n-CH;;OC5H4, n‘C2H50C6H4
Am = NC,Hz0, NC;H;,

O6pasopanune coepunenuss (XVII) aBropbl 00hsiCHSIOT caepyiomuM o6-
pasom:

0
0 0
AN 1
HC=NOH CH,O +-H,NR] HC CH, /N\
| + | -H:O) - t0 |- | |- ' | - (XVII)
C=0 CH,= N—R C=0 NH 4 N—R
| \ | |
HON=CH HC R CH
7 V4
HON HON

Dro coraacyercs ¢ JaHHBIMH, NOJYYeHHBIMH JIaTTay [68—72] npu xoujaeH-
CallHH U30HUTPO3OKETOHOB C ajbJeTHJaMH H [I€PBHUHBIMH aMHHAMH.
3. ApHAAJAKHAKETOHDB
C uenplo #3yueHHs npobaeMbl CTPYRTYPA — aKTHBHOCTb peakuueii Mau-
HHX2 M3 3aMeELleHHBIX (PeHHJAOCH3WI- H (HeHHJIUHKIOTEKCHAMETHAKETOHOB

(XIX) cuuresupoBaHa OoJapliasi Tpynrna B-aMmrHokeroHoB (XX) (raba. 3)
{38, 73—80].

R1—<_>\—C—CIH2 4+ H,CO + HAm — Rl—(_>—C—CH—CH2Am
—7 =7 ]
(XIX) O R® 0 R (XX)
3 R*=CiHy, 6 R*=GpH,,, ») Ri=—{ $—OAlk

HsBecrHo, yTo Ha mpoTekanne peakudd MaHHHXa W BHIXOAbI NPOJAYKTOB
CyllecTBEHHOe BaHsHHe okaswBaer pH cpeaw [3, 81]. Pesyabrare uccie-
JOBAHHA TOC/JAEIHHX JIeT IIOJHOCTBIO MOITBEPKIAIOT 3TO moJaoxkeHHe [38,
51, 73—77]. Tak, npu kongencauun kerona (XIXa), mapadopma u mup-
poanauHa B xuciaod cpexe (pH 1-—2) npu uarpepauum B Tedenue 30 u BHI-
xo He npeBbimaer 28%. B ocHoBHO# ke cpeme (pH 8—9) narpepanune B
TeueHHe 4 4y obecrieuuBaer 70—90% BHIXO7 amuHoKeToHa (XX).

RoNH - CH;0 — R,NCH,OH

TN el T oM ——— R

R Ty PO e R )
O 0
(XIX) (XX1)
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N H_H
(XXI) +HC—NRy 2 R~ 3—C—CH ...¢".. OH —
l —7 | B
OH N
I Y
i u

& R —>—C—CH——CH2NR2

= |} |
0 /\

7
XX) N\

[lo Bceil BeposiTHOCTH, peakuHs TpoTeKaeT mo MexaHuaMmy Sy2 [38].
MOXHO NpeAnoJOXKHTb, UTO ¢ NOBBIUeHHeM PH cpenbl KOHIEHTpauus Kap-
6anuoHa (XXI) yBeauunBaercs, 4TO CMOCOGCTBYET BO3PACTAHHIO CKOPOCTH
peaKiHH.

ITpn amuHOoMeTHaupoBaHuH KeToHOB (XIX6) wuabaiogaerca obpaTHas
3aBHCHMOCTb [77]. Tak, mpu HarpeBaHHH PeaKUHOHHOH CMeCH, COCTOSIIIEH
H3 3KBHMOJIIPHBIX KOJHUeCTB (eHHIIHK/JIOTeKCHIMETHIKETOHa, mapadopM-
aJbJeTHa K rekcaMeTwJeHHMHHa, B TedeHue 15 u npu pH 1,0 B cpese au-
oKcaHa BHIXOJ coctaBasier 83%, B to Bpems kak npu pH 7,0—8,0 He mpe-
BelmaeT 25—30%. B sTom cayuae peakiusi, NO-BHAHMOMY, IIPOTEKaeT MO
MeXaHH3MY 3JIeKTpoduabHOro 3amellenus (Sg).

TABJTHLIA 3
AMHHOMETHIHPOBaHUE (heHHIGEH3MI- H (DEeHAIIHKIOTeKCHIMETHIKETOHOB
2
- T N
R CCHiR® R=__D
T (g —C—CHCH,Am| pyxop, Brosiornueckas
% aKTHBHOCTH CepilKH
O R?
Rt R2 Am
H, HO, x-ankokcH- C¢H; NC;H,o [38—92| ananvresupyomas, | [73]
(C;—C,), us0-C3H;0, aHecTe3Npyloman
u30-C;H;,0
H, HO, r-ankoxcu- C¢Hs NC,HsO |46—89 — [73]
(Cl—"c_r,), uaO-C5H110
H, HO, u-ankoxcH- CeH, NCHg 28-—91| anasbresvpyomas [74]'
(CI—C7), u30'C3H7O
uso-C;H,,0
H 7 —>_ —R3| NCH, (3262 10 e (751
R3=H, HO, n-anko-
kcu-(C;—GCy) , uso-
C3H;0, us0-C,H,0,
u30-C5H110
H, #-ankokcu-(C,—Cg) CgH; NC:H;, 61—75| npoTHBOBOCHAMH- [76]
TeJbHAS, Kapolo-
HU2K AI0Mas
H, HO, F, C,H,0, [ NCsHyq,  [43—91 TO XKe (77}
u30-C3H;0 VAN NCgHy,,
' l HN—
N CH(CH3;),
H, x-anxokcu-(C;—GCs), CeHs HNCHj, [47—80| notepst anaibresu- | [78]
u30-CgH;0, u30-C;H;;0 HNC,H, pyiolLlelt aKTHB-
HOCTH

6 Yenexn xumun, Ne 6 977



[Ipy HCIOJBL3OBAHMM NEPBHYHBIX aMHHOB HAapsAy C MOHO3aMEIeHHBIMH
npoaykramu (XXII) o6pasyoTca u 6uc-npomssoanbie (XXIII) [75]

s = T N\ C—CH—
R~ I(l: (|:H CHyAm
— 7 O /N
R—<=> f“CHﬂ"\z > + CHyO + HAm— |\ /}}
0 (XXII)

—[ R~ S—c—cH—
R—{__ ) ﬁ: |CH CH, |Am

W3BecTHO, 4TO Ha OUOJIOTHYECKYH0 aKTHBHOCTb B-aMHHOKETOHOB CYILECT-
BeHHOE BJIHIHHE OKAasHBalOT HAJHUME W TOJOXKEHHE aJKOKCHJIBHOH TPymib
B OEH30JIbHOM fiIP€, CTPOCHHE AMHHOTPYINDL, a TAKKe 3aMeCTHTENb B -
nosoxennn [18].

dapMako/IorHYecKue HCCIeNOBaHHA coseli aMHHOKeToHOB (XXa) (Am=
=NC;H,,) mnokasanu, yTo MeTOKCH- H 3TOKCHIPOH3BOZHEIE NOJHOCTBIO JIH-
eHH MNOBEPXHOCTHO-aHECTE3UPYIOIleH aKTHBHOCTH. YIJHHEHHE aJKOKCH-
rpynns J0 YeThipeX aTOMOB YIJepoAa NPHBOAHT K INOSBJEHHIO yMePeHHON
aKTHBHOCTM, KOTOpasi ocja6GeBaer NpPH JaJjbHellleM yHJIHHEHHH YTIJeBORO-
pOAHOH menu a0 miecTH aToMOB [45]. T'unorensHBHas aKTHBHOCTb 3THX
COeMHeHHH HapacTaeT IPH YBEJHUYEHHH JAJHHB aJKOKCUI'DYNIBl OT MeTO-
KCH- A0 AMHJOKCH-, IIOCJI€ Uero CHHXKaeTcs. 3aMeHa NHINEPHAHHA HA IHP-
poauauH B MoJjekyJe (XXa) NpHBOAMT K MOABJEHHIO KaK TEPMHHAJbLHOH,
TaK ¥ IPOBOAHHUKOBOH aHecTe3HH. HeKoTopble H3 HHX MO aHeCTe3HpPYIOLIeH
AKTHBHOCTH NPHOJIMKAIOTC K AUKaHHY, a II0 aHaJbresupyrolled — K MOp-
¢duny [73].

M3ydeHa npOTHBOBOCHAJMTE/NbHAN AKTHBHOCTL aMHHOKeToHOB (XX) B
3aBHCHMOCTH OT HX CIOCOGHOCTH 3afepiKHBATh I'eMOJH3 3PHTPOLHUTOB KpHIC.
[Tokasakno, 4To Bce OHU in vifro MOAABARIOT reMOJHN3 3PHTPOLHUTOB B KOH-
gedTpaudn 107°—10-* M, a ¢ yjJuHEeHHEM IeNH aJKOKCHIPYIIBl — IpPH
10-3—10—* M [31].

Usmenenne 1noJoxkeHHs ankoxcurpynnbl (XXB) (Am=nuppoaugun),
a TaKKe 3aMeHa IHKJIMYeCKOTO aMHHA Ha TMEePBHUYHBIA (MeTHaaMuH, GyTH/a-
MHH) IPHBOJAAT K TOTEPE aHaJbresupyouled akTuBHOCcTH [75, 78]. 3amena
(heHHuJIbHOTO pajHKaja B o-NOJOXKEHHH Ha NHKJIOTeKcuanHbl (XX6) He
OTpaxKaercss Ha HX NPOTHBOBOCHAJIUTEIbHOH AKTHBHOCTH, HO HEKOTOPHIE H3
HHUX MPHOGPETAIOT KaponoHHKaWL{He cBolicTBa [77].

C Uesbio H3YUeHHS B3aHMOCBS3H MEXAY XHMHUYECKHM CTpOeHdeM U GHO-
JOruyeckoi aktHBHOCTBIO LlIpeTTepoM ¢ coOTp. TakkKe CHHTe3HPOBAHA GOJIb-
uias rpynna p-amubokeroHos (XXIV) (ra6a. 4) [82—87].

RS
B2 C—CHy—CH,Am
(XXIV)

B pany amuHOketoHoB (XXIV) (R'=H, R*=4-ankokch, R®*=C,H;)
Haubosee aKTHBHH IUNCPHAHHOIPOM3BOAHBIE, NPHYEM CHJa AHECTE3HH BO3-
pacraer no R*=#-C;H,O u ocraercs nocrosunoit go R*=n-C.H,,0, 3atem
nanaer [83]. B TO ke BpeMs MaKCHMYM MNPOLOJIKHTENLHOCTH AHCTBHS OT-
MeUYaeTcs y H-TenTHIOKCHnpousBoanoro. CoelHHeHHs] ¢ H30paiHKaJlaMH ycC-
TYNAKT H-aJKOKCHIPOH3BOAHBIM KakK 10 CHJIe aHeCTe3HH, TaK W 1O MpPOJ0J-
XKHTeNbHOCTH JeficTBHs. OTMeuaeTcsl, 4TO NIpH BBeJEHHH B NOJOXKEHHe 4
MUMEPHAHHOBOrO OCTaTKa METH/IBHOH HJIH 3THIBHON IPYNN CHJIA H TPOAOJI-
KHTEJbHOCTh AEACTBHSI BO3PACTAOT. 3aMeHa 4-aJKOKCHUTPYINE B aMHHO-
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6.6

AMHHOMETHIHPOBAaKHE aueToteHOHOR

TABJHLA 4

Hexopnuth Keton TIPOAYKT AMHHOMET HIMPOBAHHA Beixen, % BHOJIOr HyecKAA aKTHRHOCTD CenIKU
N\ C—CH a) C—C
—C—CHs ? —C—CHyCHAm 31—88 — [88—90, 111]
N N—7
o 0]
Am=N(CHg),, NC,H O, NC;H,,,
HN——<—>—802NHR (R—=H, HNCgHs, —C(=<S)NH,)
RO < C—CHg RO—/ =\—C—CH CH,Am 29—63 | MecTHOAHECTE3HMpPYIOMAs, [82, 87]
N—/ (4 Ne—v I e 6aKTepHOCTaTHYECKaRA
0]
R=CH3CO, C,H,yCO, n-ankun-(C,—C,), u30-CyH;, | Am==NCHs, N(C,H,), NCsHyo, NCyHs, NCgHjp, NC,H;O
u30-CyHy, us0-G;Hy;, C,HO(CH,)p, C;H;O(CH,)s, /TN
CeH150(CHy)p, CoH;O0(CHg)y, CsH:O(CH,),, N >—CHs(CyHs)
C,HyO(CHy),4 N/
R—</:/>~ﬁ—cﬁa Q’ﬁ"““z‘_CHQNCsHm 41—63 To xe [83—85, 94)
0 (9]
CoH; HS, R

R=2(6)'C3H70, C;Hgo;

TN
H,C,0 S /«(‘Z‘—CH;;
H_r,Cg'/ O

=\ 7N
H7C30—\__ /—i(CHz)th\ /N(CHz)z
HC,” —
59

TN
c—{ _ »—OCiH;
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TABJIMLIA 4 (oXonuanle)

VicXopHulil KRTOH [TpOnyKT aMHHOMET WIIHPOBAHHS _Buixom, % | BHosormyeckasi akTHBHOCTb CCBIIKH

R 5. »

39@»0—(3}% RQ@’ﬁ—CH'zCHzAm 55—89 | MecTHOaHECTE3UPYIOMAS (86, 87,98, 99, 112]

»? g B Q
R:=Cl, Br, NO,, u30-C;H,, OH; R?=H, HO, CHj, Am=N(CHy),, N(CoHz),, N(C,Hy),, NC,Hy, NC4HsO-
#-anmkokcr-(C;—Cg), CaH;O(CHy),0, C;H,0(CH,),0, | NCHyo, NCHya
C,H,0O(CH,),0; R3=H, CH,, CH;0, Br, NO,

R3O R3O0 To xe [87]
= I — I *
R2—<__>—C—CH3 R2~<=>—C—CH2CH2NC5H100
Hacz/ \Rl Hacz/ \Rl

Rl:C:SI_I% C4H97 H; R?=H, C3H1, C4H9; R3:H,

* BoiXogpt AaHsl B T,
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AMAHOMETHIHPOBAHHE (1-3AMEMIEHHHIX alleTO(BeHOHOB

R S—C—cH,R2

I
0

TABJIRLA §

Rt R2? TIDORYKT peaxmum Buixof, % | Buosioruyeckasi akTUBHOCTD CeBliKYg
H H, CH,, CeH; 7 N—C—CH—CH,Am 54—89 | antmmxpoGuas 130]
= | |
O R2
Am=N(CHjg),, N(C:H;).
DeHOKCH, 3aMmellleHuHbIi (EHOKCH, H Rl—/ -_\>—C—CH2CH2Am * MECTHOAHEeCTe3HPYoLLas [1001
== Il
s_ 7 N\ /o8 o
R3— —OCH,CH:
N \CH,0— Am=N(C;Hs)», N(CyHy) s, NC;H O, NCsH o
(R3=H, Cl, CH,)
4-F, 4-Cl, 4-Br, 2-(4)-6Gensuiokcu, 4-propGensuiok- | H, CHg, C.H;, CH, . 42—72 |nporuBokailieBas [101]
CH, 2,2-JUMETHIaMUHOMETOKCH R@
C—~CH—CH,N
1,
0 R
Hal, NO,, uso-CsH, H, CHj, CH; rR—7 ——\—~C—-CH——CH2Am * TUMOTEHSUBHARA (91, 102]

= |
O R?
Am=N(CHy);, NC;H;o, NCgHyy
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TABJIHLA § (oxonuarue)

R)

RZ

TTpOAYKT peakiiuH

Buixox, %

BHONOTHYECKasa aKTHBHOCTH

Coblaka

H, NO,, Hal, OH

H, nmsmumi ankun

R\
@ C__CIH__CHQNHAL\
I

0 R

20—40

AHTUMUKPOGHAS

[103, 104}

H, CH,, HO, F, F4C, C,H,, NO,, CHj, CoH,
CH;S0, CHyS0,

H, CH;, C;H,, C,H,

Rl—( _\-—C——(IZH—CHzAm

o
0O R
Am=N(CH3),, NC,Hs, NC,HgO, NC;Hq,

20—76

crumyasaropa ILHC

[106}

* BuIXOfAn faHul B U,

R= 2(3, 4)~CHj, 4~ CgHy

55—85

TO 2Ke

[40, 106]
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AMHHOMETHHPOBAHHE 3aMELEHHBIX aUeTOPeHOHOB

Rl
cCHRIRY

R? g

TALJH A 6

R, R? Rs, R* TIpogyxT peakiHR Buixon, % BHoJornyeckan akTHBHOCTD Cepnka
Rl
Cl1, CHy, CH,0, C;H;0 H, CHg (——C—CHyAm 4259 crumyasTopr [THC [401
R lc! R
Am= NGgHg: NC4Hg0
1 2 3
R >_ R Rl
H, Cl H, CHj, C,H; CH,0—7 __\/\*(“Z—(i‘-—CHzN(CHs)z 2293 IHypeTHuecKas [43]
COOH O R*
H, CH, H, CH,, OCH, 77 N —C—C—CH,Am 62—91 — [140]

N/
O R RY
Am=NC4H3, NC5H10




TABJIHIIA 6 (oxonuanue)

R?, R? R3, R* TpogyKT peaxuuH Buxoi, % BHOJMOT HieCKasl AKTHBHOCTD GCBIIKA
LS O - - e
R it 0 R R 'o 1!13
R'zH, Cl, N0y, GH;0; R=H, N0y, CHyt R®=H, CHg, CgHg Am=N(CHy);, NCsHio
"\
l ¥ cexaTHBHas [108]

ANVAY \C—CH,,
Il
(¢}

¥ BoiXOA AaH B T,

)
N/ \) \(h_ CH,CH;Am

0]
SN
Am=NC5H10, HN'—'\ s N N—X, X=C6H5,
N/

0-(Cl, F, CH;, CH30)CsH,, #-CICeH,, n-(Cl, F)CeH,, CHa,

VAR
CH,CH,OH, COOC,H;, CH,CgHs, —
2y Pizt] 2lslls \N=/




keronax (XXIV) ma aaxkokcnankokcu (R®*=4-Alko-(CH,),0; n=2,4) nos-
BOJIMJIA TIOJYYHTH BEINECTBA C TAKOH K¢ aKTHBHOCTHIO, HO C Soabimeii npo-
LOMKHUTENBLHOCTRI0 feficTBus [84]. O6Hapy:XKeHb TakiKe NTPOTHBOLJHCTHHIE
¥ aHTHGAKTepHAJbHBIE CBOHCTBAa HEKOTOPLIX aMHHOKeTOHOB psga (XXIV)
[85, 87].

AMHHOMETHIHPOBAHHIO 3aMeLIeHHBIX aleTO(heHOHOB TNOCBSUIEHBl TaKIKe
paborut [43, 88—116] (ra6a. 4—6). [Toxasaro, uTo TPU B3aUMOACHCTBHH
2-HUTPO-D-MeTOKcHaneToheHoHa ¢ GopManpAErHAOM H THAPOXJOPHAOM [IH-
MeTHJaMHHA B cpefie H-GyTaHota o0pasyercs 2-HHTPO-D5-METOKCH-B-AHMe-
TasaMuHoMeruanponuodenon (XXV) [95, 96]

H3CO 0

NS

S Il
>_C_CH2~CH3N (CHy)q
~ \No, XXV)

BrnocsaencrBue BakoMm ycTaHOBJEHO, KTO aMHHOMETHJHDOBaHHe 2-HHTPO-
A 2-xkap0O3TOKCHaMHHOANeTOdEHOHa NPHBOAHT, KPOME OXHIAEMHIX NPOHU3-
BOAHBIX HponuodenoHa, K 2-HHUTPO- U 2-KapOITOKCHAMHUHO-¢t- ATHMETHIAMH-
HoMeTHaakpuigopenonam (XXVI) [92, 94]

HsCO o

Sl
<~>_c_“ —CH,N(CH,),

\NO, CH;  (XXVI)

O6pasoBanue coetunenusa (XXVI) aBropbl 0GBACHSIOT TEM, YTO B YCJOBHAX
peaknuu Manuuxa us (XXV) o6pasyercss C-OKCHMETHJbHOE COeZHHEHHE
(XXVII), meruaparanus kotoporo npuogut Kk (XXVI)

Hsco o

(xxv) —20, / >—C—CH——CH2N(CH3)2 —mo—  (XKXVD)
\NO, CH,0H
(XXVII)

370 MOATBEPXKAEHO KaK (H3INKO-XMMHYECKHMHM MeTOJAaMH aHajH3a, TakK K
pasnuuabiMu npespauleHusamMu (XXVI) [92, 94]. Tak, KaTaanTHdecKoe THJ-
pupoBanue (XXVI) 1 anerunupoBanue npoAyKTa BoccTaHoBJeHus (XXVIII)
NPHUBOAAT K MOJYYEHHIO 2-aleTaMHHO-5-MEeTOKCH-o-MeTHJI-B-AHMeTHIaMHHO-
nponuotdeHoHa (XXIX).

H,yCO O CH, H3CO O CH,
— 1 !
¢ S—C—C—cHN(CH), — </ —C-CH~CH3N(CH3)2 -
\NO, \NH2 (XXVIII)
(XXVI)
I
- /——\.__>~C—CH——CH2N(CH3)3
7
NHC—CH,
I
0 (XXIX)

O6pasoBaHue NpoH3BOAHOrO akpuaodeHoHa Ha npuMmepe (XXX) omuca-
HO H B pa6ore [97].

</— \_/ >—C——C—CH2N(CH3)2
— I
(XXX) O CH,

3, 4, 5-TpH3aMeHIeHHbIe auneTo(eHOHH, cojJepikalllie HHTPOUPYINH B
Fonomennﬁx H 5, aMHHOMETHJHPYIOTCS € TPyXoM ‘(¢ BrXomoM 8—12%)
98].

985



B cayuae pesaneropeHOHa aMHHOMETHJIbHASI TPyNNa BCTYNAeT B KOJBHO
(XXXTI) [109]

OH OH,C,N—H,C  OH
p l\ NS
/T N\_c_ S HO—” N
0, ”c CH; + CH;0 + HNCH0 —~ HO—{ % (1:1 CH,
0 o
(XXXI)

Amunokerons (XXXII) nosnyueHH KOHIAeHCalHeH 3aMEIIeHHHIX CTHPHJI-
KETOHOB, napadopMajbJeruia U THAPOXMOpHAoB amuHOB [26, 34, 36, 60,
107, 117—128] (taba. 7).

RQ
@—CH:CH—ﬁ—TH—CHzAm
R' 0 B

(XXX1I)

ITo pamueim  HK- cneKTpocxonnH 4-nuMeTHIaMHHOMETHI -1 -penna-1-

uoHeH-3-onbl (XXXII) (R®=CH,,) cymecrByoor B S-umc- u S-tpamuc-op-
max [118].

R2 H 2 H
/ R
R N—= ! ft

C
i .
C 0
AN
H/ ﬁ—CH —=n3 H/ \C//
0 CH,N(CHj), - HCI H(lz—R3
CH,yN(CH,),» HCI
S~mpanec~- (XXXII) S-yuc~ (XXXII)

Coenunenns (XXXII) ofnapaior pasjHYHEIME GHOJOIHUECKHMH CBOHCT-
pamu [26, 34, 36, 60, 107, 120, 122, 123]. B uacTHOCTH, P THAPOXJIOPHAOB
N POHU3BOJHBIX 5nnmemnaMnHo-l-3amemeHHb1x ¢denuns-1-nenren-3-0HOB
(XXXII) (R*=H, 2(3)-Cl; =H, 4(6)-Cl; R*=(CH,).CH;) mpossaswooT
BhHIpaXKeHHElE uuTOToxcnquKHe ceoficTBa [34, 36, 122].

Msyuennl HX aHTUMHTOXOHIpHaJbHble cBofictBa [120, 122]. Tlokasawo,
9TO THJAPOXJIOPHABI NMPOSBJASIOT BHICOKYIO HHTHOHPYIOILYIO aKTMBHOCTb, B TO
BpeMsI KaK MOAMETHJATH JHIIeHH 5THX cBoHcTB. lcchelnoBaHsl Taxkxke aH-
THMHTOXOHADHAJNbHBE CBOHCTBA INPOAYKTOB Ne3aMHHHPOBAHHS aMHHOKETO-

HoB (XXXII) u mokasano, uTo HenpelelbHbIE KETOHH B 3TOM OTHOLIEHHH
HeakTHBHE [120].

4. MertuarerepoudKan4ecKue KETOHbBI

AMHHOMETH/IMPOBAHHIO METH/ITETEPOLHKIHUICCKHX KETOHOB IOCBSIIEHEl
pa6otwl [41, 101, 129—134].

Aptopamu [130] mokasano, yTo 2-3aMellleHHbIe 4-MeTHJI-5-alleTHATHA30-
gt (XXXIII) ynmaercs aMHHOMETHJIHpPOBATH B Cpele KOHHEHTPHPOBAHHOMH
COJITHOH KHCJIOTHI MJIM B CMecH YKCyCHas KHCJA0Ta — IuoKcaH (2:1) ¢ BH-
xonom 40—909%. BesycnemwHsM 0Ka3ajoch aMHHOMETHJIHDOBAHHE B Cpele
3TaHOJIa, YKCYCHOM KHCJOTH, AuMeTHAdGopMaMua.

CH,
N—(" i+
T semormas 1
e \C“—CH e 4 \CICH CHyAm
0 0
(XXXII)
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R=H, CH,C—, CH;C—, #-NO,C;H,C—, CICH,C—,

I
(o)

I

I
0

l I
0] o)

NC,H;0, NCsHy,

Am = N(CH;)a, N(CgH)z, N(uz0-CsH,)e,

TABJHIA 7
AMHHOMETH/IHPOBAHHE CTHDHICONEPKAIUUX KEeTOHOB
Hexofuuift ketos TIpOAYKT aMMHOMETH/IHPOBAHHS Bb:/:% [orviXd; i
R1—<=\,—CH=C!-I—E—CH,R2 R‘—<;>——CH=CH—CU— 31— 126, 2.
6] 0]
R'=H, HO, 2-Cl, 4-Cl, R2=CHj, —CHCH,N(CHs),
ﬂ'C5H11 |
R2
B R
cH=CH—¢ —cH—® | ® NP
2 1. CH=CH—C—C-—CH,(NCH3)y 09561 [36, 107,
R 0 R R ks 118123}
R!=H, 2-(3,4-)Cl, N(CH3)gi .
Rz H, 4(6)Ck R=H, n-CgHyp; R'z R*=H: Rz #-CgHip R = Gl
®'= B, o,
3 3
R N CIH3 R N CllHa
R’—<_\,\—C=CH—%—CH3 R2—<~>—C:CH—1(IJ—CH2CH2Am 43—501[124 , 125]
\Rl 0 R 0O
R=H, CHy; R2=CH30, C;H;0; | Am=N(CH,),, N(C,H;),, NC,;Hg,
R3=H, u30-C3H, NC,HO, NC;H;,
R—CH=CH—C—CH,Ar R—CH=CH-—-C—CH—CH,Am * ** [126]
li I
0 O Ar
R=apu1, alkui, apuaanxkui, Am=emop- wix mpem-aMuHOrpymna,
apasIKeHuI reTepoIyKI
Ar==apua ¢ 'Da3IUYHBLIMH 3aMECTH-
TEJIAMH
HyCO “ H,CO
RO—<_>—CH:CH——'C~CH3 RO—<__\>——CH ~CH—C— » | [27]
= 1 = |
0O O
R=H, Ac — CH,TH,NC,HgO
77N\ CH,—=CH—Z )—C(CHg)sNH—
CH2:CH—\ /—-C-—CHs 2 N N 24—62) [128]
= I 0
O
s
N’
R=H, OH, CHj;, CHz0, COOH, NO,

* O0JIafaloT aHTUMHKPOGHO!H, aHTHMHTOTHYECKOR aKTHBHOCTLIO,

#+ BpIXOABI AAHBI B T.

AMHHOMGTH.HHPOB@HI/IGM

4-amerua-3-MeTH/I-1-peHnN-2-1Hpa3oaH-5-0ua
(XXX1IV) B cpene 3sTaHo/a B NMPHCYTCTBHH COJISHOH KHCJIOTH C BHIXOAOM
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60% noayuenn amuuokeroHnl (XXXV) [131].

0 0

HiC I H,C\ |
\”————C—CH3 o+ CH,O 4 HAm 17N -C—CH,CHym

N
M No “w\o
| |
C3H5 C6H5
(XXXIV) (XXXV)

Am = N(C;Hz)3, N(CsHs)a, NCH;0

3anaTeHTOBaH cHocof MoJiyyeHusi (hapMaKoOJOTHUeCKH aKTHBHHIX aMHHOMeE-
THJABHLIX NPOH3BOAHBIX 3-anernabensodpypana (XXXVI) [132].

(XXXVI)

R!'=H, Hal, uusmue anxkunu; R?=H, Hal, uusmye anxkuiH, ajkoKcH, Am-Husuiie aJiKuJj-
AMHHH, NHPPOAUIHH, MOp(i)OJIPIH, NUNepuaHH, reKCaMeTHJIeHHMHH, NUNepasuH, N-merHanu-
TIepasuu

KonpeHcanuelt 3aMellieHHBIX 2-anetuibensodypanoB c¢ dopMalsibaeri-
IOM H aMHHaMH CHHTE3HPOBaHH aMHHOKeTOHH (XXXVII) [134].

T
NN\
C—CH—CH,Am
I
S e
(XXXVID)
R = Cl, Br, CH;0; R* = H, CHj;; R? =H, CHj, C.H;;
Am = N(CHy)a, N(CaHs)2, NCsHix

C BhixogoM 60—809% mnoJsyueHH B-aMHHOKETOHBl psila GEH30KCA30JHHOHA
(XXXVIII), o6aagaouide anaabresupyionteil akTuBHocTbio [41].

Hsc—rlq—"/ \l—”C—-CH2CH2Am

N J
s
(XXXVIII)
TN
Am = N(CHj);, NC,H;O, NC;Hy,, =N /N—CH3

W3 3aMelleHHBIX AUETHATHOWHIAHOHOB TOJY4Ye€HH aMHHOKETOHBI — IMPOH3-
poJAHue uuTH3uHa (XXXIX); XOJMHOJMTHYECKAS AaAKTHBHOCTH IIOCJENHHUX
OpeBHIIAeT aKTHBHOCTH HMTH3HHA [133].

N Il
(]

0] (XXXIX)
R=H, CHy

IIporuBokamneBo# akTuBHOCTBIO O6aafator amuHOKeToHH (XL), moay-
YeHHHIe B3aHMOJEHCTBHEM 3aMeIleHHEX aneTo(heHOHOB HJIH NPONHOPEHOHOB
¢ mapadopMOM H THAPOXJOpPHAOM 3-azabuuukaol3, 2, 2]uomana B cpeie
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aTaHoJa ¢ Ao6aBJjeHHeM coJsaHol Kucnotrel [101].

+
Ar—C—CHR + CILO + HK RIS Ar—ﬁ——(fﬁ-—-c%
! 6 &
(XL}

Ar=3-nupuaui, 2-tuenus, 3-usgosui, 1-(N-meTns-4-nunepuaui)-S-MeTHi-
4-nupasoaunn; R=H, CH,.

OnucaHo aMUHOMETHJAMPOBAHHE HEKOTOPBIX AUETHJbHBIX NPOHU3BOAHBIX
crepoupos [135—137].

5. IlHKAMUeCKHEe KETOHD

Boapuioe uHcsao nyOAMKaUUH IOCBALICHO aMHHOMETHJIHPOBAHHIO Kak
UHKJIOAJKAHOHOB H MX PasjHuHBIX npouspoaubix [30, 56, 138—164], rak u
reTepPOLHKINYECKHX KeTOHOB [167—204].

B Ta6sa. 8 npencraBieHbl 3aMelleHHBIe IHKJONEHTAHOHBH H COOTBETCT-
ByIOlLIHe OcHOBaHHSI MaHHHXa.

Por u Tamjiep nokasaJju, 4To IPH aMHHOMETHJIHPOBAaHHH 2-UHKJONEH-
THJA- ¥ 2-IHKJONEHTHAKAeHIuKIoneHTanoHa (XLla, 6) B cpeme usompoma-
1[{ona eIHHCTBEHHBIMH INPOAYKTAMH siBastioTcsi aMuHOKeToHbl (XLIla, ©)

138).

I | ]
yiy Ryl Ui
O 0
(XLl a) (XLII a)
| L /l ] l
NN TN Neam
(0]
(XL1 6) (XLIL 6)

Am = N(CHj),, NC,Hs, NC,HO, NC;H;,, NHCsH;;, NHCH,CgH;

B ra6.a. 9 npuBedeHbl MPOH3BOAHLIE LHKJIOIeKCAHOHA M MPOJAYKTH HX
aMHHOMETHJIHPOBAHHA.

N3yuyena peakuusi aMHHOMETHJIHPOBaHHS LHKJIOIEKCAHOHA H LHKJOIEH-
TaHOHA C HeMOCPeACTBEHHLIM HCMOJb30BAaHHEM HMMOHHEBOTO HoHa [143,
144], reHepupyeMoro B peakLHOHHOH CMECH.

0 0]

I fl
e 7\ CHNCHy),
| | +(CHy)NH - CH0 | |

\ 7 N S
(CH 2) n (CH 2) n
n=0,1 .

N
(CH3);NH 4 CH,O = (CH,),N—CH,0H 2 (CHj),N==CH, (1)
o) o

i . ) l
\l/\R + (CH3)eN=CH, — \/\R
|
H CH,N(CH3),
[To mHeHHi aBTOPOB, 3TOT CNOCOG HMEET CJEAYIOUIHE NpPEeHMYLIECTBA:
1) KouueHTpanus HMMOHHEBOTO HOHA BBIILE, YeM NPH O6PA30BaHWH B pe-
3yabTaTe paBuoBecHs (1), W peakunus, TakKHM 06pa3oM, IpoTeKaeT GLICTpee;

2) BO3MOXKHBI GoJlee HH3KHE TeMIlepaTypbl; 3) MOMKHO HCIOJIB30BaThb AMpo-
TOHHYI) Cpefy.
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TABJHLA 8

AMHHOMETHIH[ 0BaHHe LKKIONEHTEHOHOB H LSS GHEHTAEOHOB
Hexopnnifi kKeToH TIpOAYKT aMHHOMET WIHDOBAHHS Buixog, % | CCouixd
1 2 1 2%
RN R R R |
* i [30]
NNo N/ \\\O
g;xgcCoHE; Cally, &FCH,, CaHiCH, CIH;, Am
, N, N-mmstunaueramus,
AILeTOMOpFOIA Am=N(CgHs), NC,H,O, NC,Hj,
N
HNGC;H,;, HNGgH;, N N—CHs
N
1 2 1 2 %
R N /R R N /R
l * ok [301
NN ~"\o
R"—'CH;, C6H5; R2=ankua (CI—CE) ClH2Am
Am=N(CHy),, HNC,H,, NC,H,0,
NG;Hy,
“ L /CHgAm
, 61—73 [[139]
FAVN )
i CAm AmCHy” N NOH
O
O
Am—_—NC4H8, NC4HsO, NC5H10
H3C\ H3C\_
l ﬂ — 31,0 | [140]
HO” NN HO N\ NcHN O
o} 0 —
& R
~ 60—75 | [151]
CHyAm
0 ]
R=GHy, GyHls, u30-CaHly, Cl, Br, CHG0 Am=N(CHy)y, NC,lig, NCsH g, NCH,0

* [IposiBARICT gHANBTe:KPYICILYIO H I1POTHBOBOCHAIHTEJIBHYIC akKTHBHOCTD,

** BuixOf AaH B T.
KongeHcanusa HHKJIOTeKcaHoHa ¢ Hapa(i)OpMaJIblleFHﬂOM H BTOPHYHBIMH

aMHHaM¥ B NPHCYTCTBHHM MHHEDAJbHOH KHCJOTH B OyTaHoje-1 NPHBOAHT K
YeTBEPTHYHBIM COJAM 3aMelleHHoro Tterparuapodenantpuanrus (XLIIT)

[145, 146].

R® ¥

C107
R2 Il ¢

R

(XLIII)

1_ .
R= (-‘HS; CQH5y CGHS’ 06H5CH2; R2:R3 —H;
R? 4+ R®= CgH,




TABJIHLIA 9

AMHHOMETHJIHPOB&HHC HHKJOTeKCaHOHA H ero npoH3BOAHBIX

Vicxomuuill KeTon TIpOAYKT peakIn Bbé/z i B‘;ﬁ";ﬁ;ﬁ‘éﬁ?ﬁ" COBIIKT
o (0]
R, ) CH,Am  |40—98 — (56, 117,
R\/"\ \l/\/ 147—149}
|| N
N/ Am=N(CHy)s, N(CyHs)3,
R=CH3, C6H117 C5Hg, HNC6H5, NC4H80, NC5H10,
CsH;, CgH;CHy, COOCHS, e\
/N N \H
N’ N/
0 ¢]
/”\ /H\ _/CHgAm * | cnasoauThueckas | [151]
N/ N/
CHy” MR CHy” R
RZH, CH3, CHClz Am:NCAHs, NC4H30,
VAN
HCHy,, N NCHs
N/
R* O
e L 1R Rt O
AV ANV AN 2. L Rs
“ AV AVANS
RV ” '\CﬂzAm 5—84| ananvresupyiowas, [42]
[ NN TPAHKBUIH3HPYIO-
R R¢ mas
R*=H, Cl, F, CHy, CH O; R? Re
R2=H, Cl; R®=H, CH;O; | Am=HNCH;, HNC,H;,
R%, Rs=H, CH, N(CHj),, HNCGH,,,
N(CyH;)g, NC4Hg, NC;Hyy,
NCsHya, NHCH,CH=CHs
—\
N N—CH,
A4
N/ \> /X ;
N~ \Csﬂs
X¥'20H, OC2H5, OAC,
OCOC,Hs, OCOCeH,
(0] O
R /“\ NN /”\ CHAm 3067 neferave na ITHC | [165]
NSNS NSNS
R=F, Cl, CHy, CHy0 | Am=HNNH,CH(CH,)C;H,
HNCH(CH,) CU,CH,

* Boixogsl AaHsl B I.
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Xota B mogekyae 2-mukJjorekc-l-eduaunkiaorekcanona (XLIV) amuno-
METHJIMPOBAHHE BO3MOXKHO KaK B TNONOxeHHH 2, Tak u 6, aBTopn [147]
IOKA3aJH, 4TO B cpefe GeH30a €IMHCTBEHHBIM NMPOAYKTOM SABJSETCA aMH-
Hoxketon (XLV).

8
___\_<_> N S \o
—CH,
)
%
N\ N\ can’ N\
| | ] )\ NSNS
NN Yo N I
‘/\' psd (\] + CH,O HN\__/ \1/\0
N/ N/ ( \|
(XLIV) V%
(XLV)
8
NJCHNT N
N7, o\>< N/
TN g NS
\—/N CH,

AMuHOMeTHIMpOBaHue 2-KapOGMeTokcHuuKAorekcaHoHa (XLVI) B 3aBu-
CHMOCTH OT TeMIepaTyphl H BPeMeHH HarpeBaHHS NpPOTeKaeT IO JABYM pas-
JIMYHBIM HampaBbjgenusm [148].

(0] (0] (0]
H COO
A CHiAm  pamcno A JCOOCH; cromam AR L SO0CHs
| Neooch, e || fro |
NS A4
0° | CH,0
ﬂ.uoxscaﬂ l HAm JI'—HAm
OH 0
CH, | COOCH;, H,C I} COOCH;,
\l/ \I/ . \'/ N/
NS N/
(XLVIlla) (XLVIII6)

Am = N(CHj)s, N(C:H;),

Kak BUIHO H3 cXeMBl, MPH KOMHATHOH TemIepatrype B cpele AUOKCAHA
obpasyercst cmeck (XLVIIa) u (XLVII6) B coornomenun 55:45, a npu
80° B guokcare — (XLVIIla), asasomuiica eHoAbHON ¢OPMOR NMpOAYKTa
Je3aMUHHPOBAHHS OCHOBaHHs Mannuxa (XLVIIIG).

CuHTe3dy cuMMeTpHUHHX 6uc-ocHoBanuii Manunxa (XLIX) nocssaumena
pa6ora [149].

CH ~—CH,—N —CHy— ,
( 2)n\ D S /N H—{ /(CH)n
(XLIX) o/

n-=0,1

ITIpuBefeHn Tak:Ke JaHHBle O NOJYUYEHHH HECHMMETPHUHBLIX 6uc-OCHOBA-
Huii Mannnxa. IlpepBapuTeNbHO 3aILKMTHB OJMH aTOM a30Td B MOJEKYJe
uunepasHHa OeH3HAbHOH TrpynnoH, aBTOPBl NOJYYHAH MOHO3aMeIeHHBIH
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MPOLYKT.

NN TN L TN eun” T N
{__>—CHy—N /NH +CHO + (CHY, | > \=> CHN] N
7/
—CH.—" “(cH
CHz \—/(C 2)/1
o/
n=20,1

YinanuB 3aTeM 3aWIWTHYIO TPYNNy, NMPOAYKT NOBTOPHO BBEJIH B PeaKIHIO
MaHHUXa ¥ TONYYHIN oxkumaeMoe Guc-ocHoBauue (XLIX).

CTN—cN ON—cH—¢  NCHy), —» BN ON—CH,—( > -
{_)~CHN _ ON—CH—( _ (CHy), (_N—CHs >_>
0/ (0K
(o]
—
/7
CH,O,(CH,),
', (XLIX)

2-ApouanukiorexkcaHoHns-1 (L) pearupyioT B ycaoBHaX peakuuu MaH-
HHXa C HEKOTOPHIMHM aMMHAMu c 06pasoBaHHeM 2-apoHJ-6-aMHHOMETHIHHK-
JorekcanoHos-1 [150].

O O O O
[ |
!/\l/\ a~ TN,
N/
15)

Ar'= CeHs, CH,0CH,-n, C;Hy(OCH,)s-3, 4,5; Am = NC;Hy,, N(CHs),

AMUHOMETHIHpOBaHHe 3-aMHHOUMKIOreKceH-2-0Ha-1-(LI) raapoxmaopu-
JIOM TIMIEpHAHHA U (OPMaJjpAeTHIOM poTeKaeT mo cxeme [153].

0

o /”\ _ CH,NCsHyo
I — ]

.

| \" + CH,0 + HNCyH,o— " \NH,-HCl

AN /\NH, HCI

w) > <+ HmCz,N—HES N

07 N/ \NH,.HCI

[TokazaHo, 9TO NPOAYKTOM pEAKLUHH 3aMelleHHBIX HUKJIOreKCeH-2-OHOB
{LII) ¢ ragpoxsopuioM GeHsusaMuHa (M APYTHMH NEPBHUHBIMH aMHHAMHE)

u dhopMasbAeruaoM fBJSETCS Npou3BoAHOe xuHaszosiuHa (LIII) (ra6a. 10)
{153].

o
o 2(CHg0,C.(I:-h§I-3:H,-HCl)__) ”\/CHzNHH2C—<*/>
3115 JE—
A R\l\/ll
R | — R7 Y nHCHNHH,C—(—y-oHC
R/\/\NH [ AMOA -
wny §~CaH,CH,NH,
o)
I
N NN CH N -
Ry ) N—cHy— - Hel2
RN\ (L)
I
H

7 Ycnexm xuMuu, Ne 6
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OH

I
NN CH— N .
= ] 1\:CH2 () Ha
R =H, CH,

B pa6orax [1564—156] usyueHo o6pa3oBanue BUHHJIOIOB NPH aMHHOMe-
TuaHpoBaHHH u3odopora (LIV), mnunepurona (LV) wu 2-muHen-4-ona
(LVI).

H,C CH;
X _

7N
k +CHO BN 3—
e " N

(LIV)

~em5\/\

Y AVANIVAN
| ,

N
*
CH; VAN %

j } | H,,C/ NN
VA VN N\ /
H;C NH o” \I/ \CH3

O)\ /\CH3 B NN
wv) | l
‘ NS

CH;

|
NS
rm(\ NVANOAN

- AV
v \EHa\/

AN
L

N
— AN

\/‘
Hﬂ//\/\

Cli, O

+ CHy + H

(LVY)
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TABJAHIA 1)
AMHHOMETRIHPOBAHHE 3aMEIEHHbIX NUKNOreKCeH-2-0HoB-1

Enampn TURpOXOpU], aMuHa [1pou3BCgHbLIe XUHA30AAHA Buixog, 9
0 H,NCH,C,H; OH 55,0
I |
I/ \l [/ \(\N—CﬂzcsHs' HCI
‘ ]
N \NH2 N/ \N/
O H,N—CH, O]H R=CH,q 42,0
I
AN /N NN—R,
L] RN
PPN AN
N
HzN—"< > TO XKe, R:< > 46,0
HzN—‘CHg“-CGH,:; > N R = CH2C6H5 64 3 O

HccnenosaHa perHoceeKTHBHOCTh PeakUHH TPHUMETHJACHIHAOBEIX 3¢hu-
poB eHoJbHHX (hopm umkaorekcenona (LVII) u (LVIII) ¢ xapGonuiinmmo-

HUEBBIM HOHOM [CszﬁI(CH;;)Z] (LIX) ¢ ofpasopanuem ocHOBaHuN Maun-
uuxa (LX) u (LX) ¢ BuxogaMmu 65 u 789 COOTBETCTBEHHO, NPHYEM aBTO-

pamu ycranosaeno, uto (LXI) npeacrasnsier coboii cmech cTepeon3oMepoB
(2:1) [157].

(HC),Si0 o

| CH;, . fi
/\ CH,=N(CH,)s /NS
| — WX | |NCHN(CHy),
N/

NS

(LVII) (LX)
(H:0:510 H3C),NH,C ° CH

/I\l/CH;, Lx) (H5C),NH \l/H\/ 3

NS NS

(LVIII) (LXD

KonpeHcauus 3aMeIUEHHBIX [MKJIHYCCKHX KEeTOHOB ¢ 2 MOJSMH napa-
tdopMaabieruna 1 1 MoJeM HepPBUYHOrO aMHHA B Cpejle YKCYCHOM KHCJOTH
[158—160, 162] uau meranosa [161] nNpHBOAHT K OHIHKJIHUCCKHM COEAH-
nenusgm (LXII) (ra6a. 11).

(CHy), c=0 -+ 2CH,0 + H,NR —> (CHy), 0 R
S E

(LXID

B patote [163] npuBoasitcsi HATepecHHle AanHbie 06 aMHHOMETHJIMPOBAHNH
uuxgogogekanona (LXIII). B pesysabraTe ABYXAHEBHOrO KHNSUEHHSt C
dopManbIernIoM H MeTHIaMHHOM o6pasyercsi cMech BelecTB, NPH pasje-
JIEHHH KOTODPOH BbleseHbl: azabuuukaonenraltekanon (LXIV), 6uc-nupu-
nuuanasatpuikaonentanekadon (LXV), nurnaponupuaun-4-on (LXVI).
[1pn narpeBannn menee ABYX fHell of6pasylorcsa amuuoKeronel (LXVIIa)
n (LXVII6).
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(LXIII)

TFonoBuHbIM ¢ cOTp. npoBegena GoJgpiuasi paboTa MO H3VHEHHIO PEarllHu
RMHHOMETHIHPOBAHHS HACHIICHHBIX NUKJIHYECKHX Y-KETOHOB (hopMmaibie-
PHAOM H Pa3MHYHBIMH aMHHaMH B 3aBHCHMOCTH OT UHCJa H TOJOMKEHUS aJ- :
KHJIBHBIX 3aMeCTHTeJeH OTHOCHTeNbHO KapGOHMJAbHOH Tpynmbl, a Takke oOT !
xapakrepa rerepoaroma X B nukiae (X=O0, §, N} [167—169, 172—178]

(rabx. 12).

(CHy)g
T" N N
l I
CH, CH, CH,4
(LXIV) (LXV)
0 B 0
NHCH,
e
(I.XVIIa) (LXVIie)

O6pasosanie GHCNMAMHOB NPH aMHHOMETHAKDOBAHHH

N(CH3),

O—Z

Hy

(LXVI)

=NCH,

TABJIHLA {1

Hcxophut keron

ITHoRYKT aMHHOMETHIINPO BaHH S

Buixox,

Buosoruu€ckas akTuB-

b HOCTH CebliKa
CH, 10—27|ananbresupyiomas, |[162]
Il o IPOTHBOBOCTA/THTENb-
()i’ Hasl, TUTIOTEH3UBHAS
COOC;H;
n=1,2; R=H,F
£O0C,Hy COO0C,H; 20 To xe [162]
\__/
qnoczus COOC,H 8 » [162]
z j\\(%ch 2ol
) Gl
(0] 15—61| anrtmapurMuyeckas | [159—
1 —N E N— 161]
N

|
R

R=CHj;, CH,C;H;,

(CHy)s
u30-Cyty
996 '

R}=CH,CqHs, (CHy)qCoHs, Cot,g,
(CHy),OH, anxun-(C,~—C,), uuxo-

mentut, (CHy)sN(CHj),, mmkaorek-
cunt




AMMHOMETHAHPOBAHKWE Y-KETOHOB

x<'*‘

TABJIHIA 12

Rf| R*| R3] R*| Rs | R¢ X TIPOAYKTHl AMHHOMETHIUPOBAHHST BbLzo,u, Cebinkn
0]
HCL . CH,Am*
H | HICH;| H| H |CH;| S, \(ICH3 37—175| (167,168}
NCH , X
o]
I CH,Am*
CH3{CHs| HY H|H | H|S,0, H3C>(j 51—68| [169,172]
NCH3 H3C X
CH,@
H| H|cH,| H |cH,lcHs | 0,5 H3C><)<CH2N(CH?)2 56—61| [173]
H{H|H|H|H{H] S (>/CH2NCH3)2 56,5 | [174]
HyC CHNCHg) 2 |
H{H |[CH;] Hl HI H{ S \(j/ 57 | [175]
/ CHs
+ k) CH,N(CH,)5
<CH3
CH,N(CH,),
H [CHs|H |CHy| H| H| S 64 | [178)
H;C
HyC “ CH,N(CHa),
' YI
Y NCH,
0
H,C._ L\ CHN(CH,),
H|H |H [CHy{ H{CHs| S HCIJ/ 10—24] [177)
CH,N(CHy).
. @<CH3

* Am=N(CHj)z, N(CyHs)s, N(CsHz)y, N(C,Hs)

, NCHg, NC,H,O, NCgH,q, NCeH 1.
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Ilpu amunoMernaupoBanuu 1,2,5-tpumerun-4-nunepuona (LXVIII),
X=NCH,, Hapsay c¢ ocHOBHbIM Tpoaykrom peaknun (LXIX) 6w Bbige-
JIeH 6uc-(1,2,5-TpumeTusi-3- AMMeTHIa MHHOMETHI-4-KEeTOITUNEPH NI ) METAH
(LXX) [167—169].

o} 0
HC | HC | CHoN(CHy).
\/\ CH,0, HN(CHjy), > \I/ \/
Ny \ AN
(I{(xvug e * eny
(LXIX)
0 0
(H5C)sN— HzC\ ”\ /CHa‘ HaC\ /.”\/CHzN(CH;;)Z
| ]
N NN
[ [
CH, CH,
(LXX)
X=0,S5

Ilpu npoBejeHuH 3TOH peakUHH ¢ JBYKPaTHHIM H3OLITKOM mapadop-
MaJpaeruja obpasyercsi B OCHOBHOM 1,2,5-TpuMeTHJ-3- (1UMETHIaMHUHOME-
tana) -5-okcumerun-4-nunepugon (LXXI).

O
HC | CHyN(CHs),
AN

HO—HZC/! l
\N/\C

!
CH;

(LXX1)

[Tosgree [169] ¢ uenbio BBISICHEHHS BJAMSAHHA ABYX METHJBHBIX Tpyur B
B-nonoxeHnn KX KapGOHHJIY Ha DETHOCEJEKTHBHOCTb pPeakuHH MaHHHXA BbI-
fcHeHo, yto amuHomeruanposanne (LXXI1) HesaBUCHMO 0T xapakrepa BCTY-
namoie#f aMHHOMETHJIBHOH TPYNNB! MPOTEKaeT C ydyacTHEM TOJBKO METHJIe-
HOBOH TPYNiBl, HAXOASMIEACS ¢ NIPOTHBONOJOXKHOA OT METHJBHBIX 3aMeCTH-
Tesefl CTOPOHLI reTepOUHKIA.

Hs

(0] O
[i 1l
) CH,N(CHy)»
H.C AN SN/
N[ T omo s e, - B
N e N/
(LXXII)

X =0, S, NCH;s

JonoanuTenbHoe 0KA3aTeNbCTBO CTPYKTYpPH OCHOBaHHH MaHHuXa aB-
Topamu pabotol [170] noayueHo nyTeM HCUEPNHLIBAIOWIErO METHJIHPOBAHHS
no Topdmany. Tax, HanpuaMep, BOCCTAHOBHTEILHHIM J€32MHHHDOBaHHEM
noamerusaar amuuokerona {(LXXIII) npespamen B usBecTumit 2,2,5-Tpu-
merua-4-okcorerparuaponupan (LXXIV) [171].

o) . ) 0

il CHyN(CHj)sl™ I CH A CcH
C N . we N ae N
oo Tt T
He N0/ He” N0 e O

(LXXII]) (LXXIV)

HcenenoBanne CTPYKTYpPHO#l HanpaBJeHHOCTH PEaKUUH aMHMHOMETHJHPO-
BaHusl 2,2,b-tpumertni-4-okcorerparpaponupana (LXXV) nokasano, urto
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pPeakuus HanpPaBJseTcs HCKIAUYHTENbHO K TPETHYHOMY aToMy Yyriaepoaa
PALOM ¢ KapGOHUILHOH TPYNNOA W MPHBOAHT K OOGPA3OBAHHIO COOTBETCT-
ByOIMX 5-(quMerusmaMutomerun) npoussoausix (LXXVI) [173].

0 )
H,C .1\\ HaC /n\
\‘/ | CHa + CH,O - HN(CH), > | /CHs
4 (H:C)oN—H,C <
o/ NcH, N0 N\CH,
(LXXV) (LXXVI)

WsyueHue NMpoAyKTOB peaKUHH aMHHOMETHJHPOBAHHA Tparc-2e, Se-nu-
METHJI- H #Uuc-3€,5e-1umeTuaterparupo-1-tnonupan-4-onos (XXVII) noxka-
3ajo, uto 00pasynTcs TOJIbKO MOHOAMHHOKETOHBI, Y KOTODBIX aMHHOMe-
TUJAbHAs TPYNIA OpPHEHTHPOBAHA aKcHaabHO. OTcyTcTBHe Ouc-aMHHOMe-
THJbHBIX OCHOBAHHII B NPOJYKTE PEaKIHH B 3TOM ciayyae OODBACHAETCH
HEBO3MOXKHOCTBIO BCTYIIIEHHs1 BTOPOH aKCHAJbHOH aMHHOMETHJBHOH TpyIl-
MHPOBKH TI0 COCEACTBY ¢ KapOOHHJIOM BCJEIACTBHE MeTA-aKCHAJIbHOIO B3aH-
moneiictBus [176]. Tlokasano, uTO OpHEHTAlUHs AMHHOMETHJMPOBAHHS 3a-
BHCHT HCKJIOYHTEJIbHO OT CTPOEHHS HCXOZHOTO KeTOHA, 2 HMEHHO OT YHCJaa
U [OJIOXKEHHS aJKHJILHBIX 3aMeCcTuTeslell B IIUKJe.

0
/H\ /O
| [~u
H,c” N\s/
(LXXVII)

0 (0]
/ \|/CH3 ’ \l/ \l/
L omeng, t
Haé \S/ \S/C\}\_I3 (::Hﬁ

+ CHz0 + HN(CHy), —

-

N(CHs),

WnTepecen TOT $hakT, YyTO NPH aMHHOMETHJUPOBaHuu 2,2,6,6-TeTpame-
Tus1-4-okconunepuanH-1-okcuga (LXXVIII) obpasyercss ¢ BbixogoM 94%
coepnnenne (LXXIX) [179, 180].

0 0] N
It H.C l
HsC 4 CH e H2 \\/\/CH‘I:I\——/
N J/ ' ieno4+uN N o PO )/CHa
HaC” N

H,¢” \1\[1 \CH, NI l NCH,
o o
(LXXVII) (LXXIX)

Eute B 1952 r. Yaiiau [181] onucan koHgeHcauuio 4-mupoHa ¢ THAPO-
XJIOPHAOM AHMETHJIaMHHA H (OpManbleruIoM B 3TAHOJE;, NPOAYKT PEaKUHH
6pl1 HAeHTHPHUHPOBAH KakK MoHoaMHHOKeToH (LXXX). B npasabHeiilneMm

6L110 MoKa3aHo, uTo 06PAa3yIoTCsl KaK MOHO-, TaK H 6uc-fAeMeTHJIaMUHOMe-
tuanupons (LXXX), (LXXXI) [182].

(6] (0]
/”\ _CHN(CHy)s (Hac)zN—Hzc\” /”\“  CH:N(CHy),
o/ o/

(LXXX) (LXXXT)

B Ta6u. 13 npuBeaeHH NPOAYKTH aMHHOMETHJIUPOBAHUN WH30KCA30J0B
{183, 184], nupasonos [185], ypaunaos [186], KymapaHoHoB [187] u apy-
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Peakuus ManHHXa ¢ reTepOUMKIHYECKHMH KeTOHAMH

TABJIHIA 18

HcXOnHbL KeToH TIpoAYKT aMHMHOMeTRIIHPOBaHus Buixog. % CorlnKd
Ar AmH,C Ar 70—96 |[183, 184}
___“/ N /s
4 !
(f/\\O// (f/\\ol/
Af=C6H5, n=NOgC4H3, M‘N(CH) N
— — = )2, N(CaHs), NC,Hg,
Gty OGS e | NCHO, NG, '
R? R? 66—4100 185
7 AmH,C— l/ 1591
111 N
£\ \CHs o’ \T/ i
RY N
R1=CH3, CGHB; Am:NC,H,;O, N(CH’CHgCl)g
R’=H, CHs
I(l) ﬁ 30—98 [186]
/N N AT
T v
O/ \}Ii/ o” \N/
H
Am= NHC4H9, NHCGHII, N(CHg)z,
NHCHs, NHCgH,R(R=n-Ci, #-CH3,
n-CHgO, n-NOy)
R R
CHoAm
) 6]
R=5-Cl, CHy, NOp, 7-C1, CHly Am = N(CHy)y, NC,Hg0, NCgHyg, N(CoHy)y
R (638
VT | ) e N
)]
"N
/ \x 4 \X /——CHzAm
X= . s K=
0,S,8; R H,CH, Am=N ((:]_13)2Y NC,Hs,, NcﬁHlo
OH
(l)H l\ /CH,A.m b [189]
74
0 ) e
| ] HO NN
XNV N\ 0O o
HO o 0 Am=NHCH,, NHC,H;, NHCgH,
NHCHZCH:CHz, NC5H10
OH
| OIH 80 [190]
CHN(CH
/\/\ I/\”/\‘/, 2 ( 3)2
N
R |
R=H,CHj, R
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TABJIHIA 13 (oxonuarue)

Hcexoanuft keroH TIpoRyKT aMHHOMeTHIHDOBaHUs Buxogn, % | Ccowiku

0 CHoN(CHy)y 23 (191]
AN

6]
)
: : CHoAm T [192]

N 0
H

Am = N(CHy)y, NC,HgO

* ITp# uenoNbaosandu>N+=CH,Cl - B cpefie aueToHNTpHIa NpH 20°C.
* BLIXOAH AaHBl B I,

FHX TeTepPOIHK/IHYeCKHX KeTOHOB [188—192]. AmMHHOMETHIMDOBAHHIO XpO-
MaHOB, H30XPOMaHOB, IHPAHOB NOCBSIIEHH paGoThl [193—204].

AMHHOMETHJIHPOBAHHE XPOMAHOB, Kak TNoKazaHo B [195], mpoTekaer B
nonoxenne 3. Opnaxko no mauHeiM [196], B cayuae 2-IMaJKHJIaMHHO-7-
okcuxpoMana (LXXXII), R=H, 3amenienne nporekaeT B [OJOXKEHHE &
(LXXXII) u quus nocieayiolice aMHHOMETHAMPOBAHME — B NOJNOXKEHHe 3
¢ ob6pasosanuem coeaunenua (LXXXIV):

(6] 0
) Il
/ \ / \ VAVAN
k CH,0, HAm_) , ' ” CH,O,HNC.HQOM)
Rlo/ /\O/\NRst R]o/\\i/\o/\NRst
CHzAm
(LXXXID) o (LXXXIII)
i CH,NC,H0
~ /\/\/ 2 4418
RIO/\l/\O/\NRzR”
CH,Am
(LXXXIV)

R! = H; Am = NC,H,0, NC;H,,, N /N—CH3; NRZR? = N(CHp),,
\

N(CyHs)a, NCsHy, N(CHs) CoHs, N(CoHy)CoHls;
R! = CH;, Am = NC,H,0; NR2RS = N(C,Hy)s,
NC Hg, NCsHyo

ITpu sToM BHZeaeH Takxke noGouHbIH npoaykT (LXXXV).

5 CHa
./ N
Y \/\/j
SN NO N NS
HyCO O/ NiCaHy)s (HeCaall O
(LXXXV)

AmuHOMeTHIHpOBaHHe  l-okco-3-gnankunamuno-1H-nadro[2,1-8]nupa-
Hos (LXXXVI) B cpefe yKCYCHOH KHCJOTH IPHBOZHT K 1-0KCO-2-IHANKUJI~
avuromerunamuno-1H-vadro[2,1-8]nupanam (LXXXVII), o6aagawouium
HPOTHBOCYLOPOXKHOM akTHBHOCTEIO [ 198, 199] (Tabn. 14).
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TABJTHIA 14

AMuHOMETHAKPOBaHHe 1-0Kco-3-amuuo-1H-nadro [2,1-8]nupator

Hcxopueil KeToH TIpop yxT aMHHOMETH/IHPOBaHUSI BN‘;:A' Bg}??g;v;:i?;aﬁ CeblUIKH
O NR, CH,Am 28—62 |IIpotumocy- |([201]
NN\ O | NR, ZOpOKHas
| NN
R? 0 I l
XX %
RINZANTX
RN JX
e S | & e
Ac;R3=H, ,OH,CH{0, —
OAc;NRzzN(Cf—la)z, 8 Am NC4HBO,NC5H10
N(C;Hs) 2,N(CHj)Calls,
NC,Hg,NCsH,4
leg Nle 21—54 | Hefipotpon- {{202]
Has
AN\ N, CHeAm
o 0O '
{ I
/\/j \o I/\Il/\[/\o
I:I\/ \N( ) NN\
. R2= CHa 2 Am:NCHO,NCE,H y
N(CaHs)s, N(CH)CaHs R N
X\, O X ClHaNC4HBO 70:88 | — {204]
S\ AN
\l NN
X=0, CH, HycO” O
o (}:HgAm
N/ \I/NR2
o) NR NN ©
2 AN /7
A VA V4 ”
A NN LXXXVII
AYAVY CH,0,HAm ( )
CH,COOH
N\ cH
LXXXVI 2
( ) /N0 7 OH /N
— | 1 N
A ANV ANV NN\
CH,0,CH,COOH N l H H
\\/\O/\NRZ O/\o/\/
(LXXXVIII)

NRjy = N(CHg)s, N(C;Hs)s, N(us0-CyH;)e, NC Hs,
NGC;H g, N(CH;CH=CHy,);, N(CH3)CH,CsHs,
N(CyHs)CHCoHs;
Am = NCHgO, NGC;H,,

ITpu u36nITKe yKCYCHOH KHCJOTH B KayecTBe IOGOYHOIO NPOLYKTa 06-

pasyercs

1002 -

1-okco-2-[ (1-okcu-3-okco-3H-mapro[2,1-B]nupan-2-na) metnal-

)




3-puanknnamuno-1H-vadrol2,1-8lnupan (LXXXVIII), crpyxrypa xoropo-
TO 10Ka3aHa BCTPEYHBIM CHHTE30M.

O NR Va
\\’/\\’/ : M
2N\ /S
O CH,COOH
NSNS + )| J |+ CH0 ————— (LXXXVII])
. o/ N0/ N
\/\/

B pesysabrate amuuoMeruanposanns (LXXXIX) noanyuena cmech Tpex
coeantennit (XC), (XCI), (XCII).

CngAm CH,Am
i
IR AN O\l/\'/NRQ
0 . 0 | O
AO NNy~ —odAn ACO\/\/\|/ +HO\(\”/\I/ +
VA N/ NS
(LXXXIX) (XC) (XCD)
O\/\(M“
O
+HO AN/
NSNS
(XClI)

6. JIukeToHbI

AMPHOMETHAUDPOBAHHIO AHKETOHOB MOCBAILEHO CPaBHHTENBHO Hebo/Ib-
woe yucao pador {205—221] (raba. 15).

Tak, TuaudeHKo ¢ COTP. MOKA3aHO, YTO NPU AMHHOMETHJAHPOBAHHH JIH-
ketoHoB (XCIII) mosyuarTcs TOJBKO MOHOAMHHOMETHJIbHbBIE [POH3BOAHBIE
(XCIV) [205—212].

; %
7\ VAN
/| | 4 CH,O +HAm — p
. N N ANV AN
S N\ 00 N7\ SN 00 NN
N N N N__~/
(XCIT) (XCIV)

R=H, CH;; Am = N(CHy)., N(C;H;)z, NC,HgO, NCsHyg

[Tpn xoupmeHcanuu 1,3-aucetin-1-(2-0KCOUHKIOTEKCH) -3-poNnaHoHa
(XCV) ¢ dopmanpaerujioM H COJSAHOKHCJABIM AHMETHJIAMHHOM 06pasyercs
cMech  1,3-aucenni-1-(2-0KCOUHKIOTEKCHT) -2- ITHMETHI AMHIOMETHJI-3- 11 O-
nadona (XCVI) u 1,3-aupernna-1-(3-a1uMeTHIaAMHHOMETHA-2-0KCOUUKJIOTeK-
cuy)-3-mponanona (XCVII) [209].

CoHs CoHsCH,N(CHy) c|6H5
[
CH—CH,CCeH; — CH—CH~C—CyHs CH-—CH,—C—C,H;

/NS I I\ I VAN I

| © I 0 +] ] 0
N "No N\o o
(XCV) (Xcvn CH,N(CHy)s

(XCVII)

B To xe Bpems amuHoMeTHJaHpoBanue 1,3-audenun-1-{(o,o-AHMeETHATET-
paruapo-y-nupoHua-p’)-3-nponadosa (XCVIII) B nukie He HabJuiomaercs,;
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Peakupa MaHHMXA C JHKETOHAMH

TABJHLA 15

HexoHulll KeToH TTpoqyKT aMHHOMETHJIHDOBAHBSA Borxog, 9, |Cobk
('DCH:; H3C? 0]
I
L /\ﬁ /COCH2COCH3 AN /CHzAm
] 1 ] | [219]
\0/\/N0H \0/\{\0/
H,CO H3CO
Am = N (CH,),, N (C,Hs),, NC;H;,
7\ VN
Y ) e
\/\O O/ O\O O/l\\/‘ 48—100 | [212}
CH,Am CH,Am
Am = N (CHj),, N (C,H;),
?3H5 (|:6H5
N\ /™ ,CH,N (CH
X/\/ N X/\/ NS R (CHy), 70—83 |[210,
HC\ | | H3C>| | ‘ 211]
AN Vs N\ 7
Hac//\w/\\o O//\{%Hs H,C \»/\\O O//\(kHs
X=0, S, CH,
VAN AN A
___| 4 \I _ N G
L | |
50; 70 ([211
\o O/\CGHs \|)\O 0/\C5H5 [211]
CH,Am
Am = N (CH,),, NC,H,0
?aHs CsH;
!
VN 7N\
AN AT N SN CH),
| l ) 59 [211]
“/ \|/ N0 07 \CH, [/ \l/ N0 07 \¢H;
NS N7
A /O o (l:HzNO(CHg)Z (IZHZN O(fil—ls)2
| AL A A
N No U S B N 2% |[213)
R AR
CH,N (CH3), CH,N (CHy), CH,N (CHj;),

obpasyeress gumb 1,3-gudenusn-1- (o,o-THMETHATETP ATHAPO-Y-IHPOHUA-B) -
2-nuMmetunamunomerua-3-nponanon (XCIX) [210, 212]

C6H5 C5H5 O
l | i
CH—CH,—C—CH; CH—CH—C—C:H;
NS i 0/\/ |
HyC{ O, HC(| | CHNCH
He” N No HC” N N0
(XCvil (XCIX)
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[Tpu nposepennu peakinuu Mannuxa ¢ OyrauanoHoM-2,3 XxapaxkTep no-
JYYEHHOIO NPOAYKTa 3aBUCHT OT NPUPOAH aMuHHOro kommoHenrta [213].
Tax, npu xougencauun 6yravguora-2,3 (C) c napadgopManbleruioM u aH-
METHJAMHHOM TIPOAYKTOM peakuuH spjasercs 2,4-6uc-guMeTHIAMUHOMETHI-
2-meruacdypas-3-ou (CI) c 18%-HeiM BHIXOZOM, 06pa3oBaHHE KOTOPOTO
MOXKHO NPEACTaBHTh CJAeAyomuM 06pasom:

HSC—ﬁ—-(ll'——CH3 + CHy0 + HN(CHy), —> E}I3C)2NCH2:] CH—ﬁ—?——CH3 —
2

(]

¢l &

—3 (H,C);NCHy—C—C —_ (HSC)2N-——CH2—‘C/=‘C —_—
+
CH,  G—CH, H—C-HY CTcH,
(')I) o

0 0
(H3C)oN—HyC (H3C)gNH,C
— | H — | CH,N(CH_)y
0 CH, 07 \CH,

(C1)

ITpu B3aumonetictBuu (C) ¢ nupposuiuHOM ofpasyercd AMAMHHOIHKE-
ToH (CII) ¢ 44%-HBIM BHIXOJOM.
— —
N—HQC““Hzc—‘C—*C—'CHchzN

—_ o —

(CII

BTopHuHble apoMaTd4yecKHe )aMHHbI OeH30JJbHOr0 psijga HHKJH3YIOTCH ¢
napadopmaannerugom u gumegonom (CIII), R=CH,, B npucyrcTBuu xma0p-
HOH KHCJIOTHI, 06pasyss N-zaMellleHHble UYeTBEPTHUHBEIE COJH 7-0KC0-9,9-un-
Metuna-7,8,9,10-rerparuapodenaurpuaunua (ClV). Penunsn(n-zamemnennsie-
dern)-2-HadTHAAMHHE UUKJHU3YIOTCS B DPHCYTCTBHH COJISIHOH, 6poMHCTO-
BOJOPORHOH ¥ XJOpHOf KHCJOT, 06pasysd N-apuaszaMmelleHHbBe COMH 4-0K<o-
2,2-pumetua-1,2,3,4-rerparuapoGensola)l penantpunnuus (CV).

CH,0, CgHgNHR', HCIO,
o

\

(CI11) "

N ieegow
Ri

R1

R'=H, CH;, CH;0; X =CL, Br, T; Cl04
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Ipu konaencaumn augeuniaMuna u N-3THaAmmANLA C popmainuieru-
AOM n nuKJIHUECKHEMH B-Auketonamu (CIII) o6pasyiores N-3aMmeujeHHble
COJIH 1-0KC0-1,2,3,4-TeTparuapoakpuiusus (CVI). Ilposenennble asTopamu
Gonee LeTajbHble HCCAELOBAHHUS IIPOAYKTOB peakuknH ¢ 2-apHaaMHHOHa(-
TaluhaMy TOKas3ajH, YTo UMK/H3AUHS MPOTEKaeT N0 Haubosee pPeaKIHOH-
HOCMOCOGHOMY @-MONOKEHHIO HA(DTAJIHHOBOTO AApPA, YTO NPHBOAHT K 06pa-
30BAHHI0 YETBEPTHUYHBIX CGJCH 11-0Kc0-8,9,10,11-Temarmpoﬁenso[a]axpn-
auuuws (CVID) [215].

0
ot

CH,0, @'&\HR, HCLO, SN
—>- R

+
IT R
( -
R (cvp R Cloy

R= H, CHs, Bl: CsH5, C2H5'

0O 0 O "
(CII1) CH,0, O HO , HX
N 2
> \’i

X0

Rl

. . o ,
R=H, CHy; R =H, CHj, CHz0; X=Br, Cl, ClO4 cvin

Auernnaueron ¢ GopmManbaeruioM H AH(GEHHTAMHHOM B TPHCYTCTBHU
XJNOPHOH  KHMCJOTH  o6pasyer  I-denHs-3-aueTHIIeNEIHHARTEPXA0pAT

(CVIII) [216].

oy
~—CH,
AN
!)l I HCL T C10;

CeHjy
(cvi)

==

[}

AmunomMerninpoBaHue o-auerHakeaannona (CIX) kpome oCHOBHOrO-
npoaykra (CX) nmpuBoauT K npoaykram uukausamuu (CXI) u numepusa-
urn (CXII) n (CXII) [217—219].

Hy COO O Hsc('l) % (ﬂ
_‘“/I\/”\/“\CHa /\/\/\/CHzN(CHa)z
“ J | +CHO +HN(CHps — | | "
o/ Non No/ N Nom
OCH OCH
* (CIx) LX)
S e 95
CH,N(CHy),
NN
JT00Y e 0 | e
\O/\/\O/ _\O/\‘/\O/\CHa_g
OCH
cxh cxy
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N
+10 ] o
__\‘0/\/\0/\CH3 _
OCH3
(CXI1)

HIL. PEAKUHHS MAHHUXA C AJBbAETHIAMHU

Pap paGoT nocBsinesd aAMHHOMETHIHDPOBAHHIO KETOHOB PA3JIHUHBIMH alb-
nerupamy [111, 166, 222—226] (raba. 16).

B uactHoceTH, npu kouieHcauwu a-terpanoHa (CXIV) c Geuszansaeru-

AOM H aMHHaMH 3aMeUuicHue HlleT B TTOJOXKEHUEC 2 yTO A0Kal3aHo BCTpC‘-IHbIM
cunresom [218].

/\/W N o\

AN - HO
VAV N
i [0
(0] C\
(CXIV) H ANVAN H
/m/\ Hm\(ﬁl \/\(\/N\(\
—+ —_—
NN N/ © (W \/
N/
HC N—<__>
/\/\ N
BF,
/\/ \)

B To Ke BpeMs IPH KOHAEHCAUHH LHKJOreKCaHOHA, MOP(pOJHHA H T'AH-

OKcaJieBoro aJgbjeruaa obpasyercs cmech mpoayktos (CXV) n (CXVI)
1214].

0
(N0 e COOH - Cony O
N N/
H ’ -
| |
y }
VAN AN
N\
— /N\ ,9 | |_0)=0
ol v
I W AN
0 C00- |
H>§]/ N No”
H' N/ 4%))
CXV)

O6Gpasosapne (CXV) u (CXVI) nokaszauno caeayroumuM o6pasoM:

CXV) /) c,mon, HCL o
{CXV)— l l—o/“
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T AcOH, HC]

OH
" CIH COOC,H
] —_
N GO NS v
| + CH—COOCH, = [ ]
v/ HOY \o

1Ipu ucmosib30BaHUK B peakunn MaHHuxa OeHsauabieruia sMmecTo (op-
MaJblerufa saMelleHnble nunepufons (CXVII) npeBpaujaroress B aza- u
nuazabunukaol 3,3,1 Jnonan-9-oust (CXVIIIL) [226].

H
.0 HsCe\ N CeHs
R R
: 0
+ CgHCHO + HyC—COONH; —> R’ R?
HCg III CoH
i ,
HC” N7 NeoH;
(CXvIn)
R'=H, Clig; R*= 11, I, (CXVIII)

TTokasano [226], uTo (CXVII) R!=R?=CHj;, ne ofpasyer Gunukayue-
CKOTO NPOJYKTa, HECMOTPS Ha HajJHuHe [BYX aKCHAJbHHIX a-BOAOPOLOB.
31ech BCTYNAIOT B CHJAY CTEPHUECKHE NPENATCTBHUS, CO3JaBaeMhle TPETHU-
HBIM yriepoanbiM atomeM (C(3) u C(5)).

B peaknuio :MaHHHXa MOTYT BCTYNAaThb He TPH, a JBa KOMIIOHEHTA, OAMH
13 KOTOPBIX HIpaeTr PoJyib Kak amuHHoro, tak u CH-xmcaoro koMmmoHeHTa.
TTono6GHbIM KOHAEHCALHSIM, T. €, BHYTPHMOJEKYNsipHOH# peakuuu MaHHuxa,
mocesineHb paborm [227—229]. B wacTHOCTH, MeTuJeH-6HC-eHaAMHHOHLL
(CXIX) moammepraioTcs KoUAeHCalWu € (opMasbieruioM c¢ obpasoBaHHeM
cnupo-coenunenns (CXX) [227].

AN S K
NS NN e \l | NcH,
HC(| | | | s — \I if N
| |
R R
R=H, CH; (CXIX) (CXX).,

Konnencanns usonensthepura (CXXI) ¢ 3-MeToKcnOeH3aJbACTHIOM B
BOJHOH cpefe WPUBOAHT K 00PA30BAHMIO TPAHC- U LUC-XHHOJH3HLHHOB
(CXXID) u (CXXIII) B coorHOWEeHUY 1:6, B TO BpeMsa Kak peaklUus ¢ 3-0K-
cH6eH3aNbIerHI0M — [OUYTH HCKJIOUHTENBHO K  TPAHC-XHHOJH3HAMHY
(CXXIV) [229]. C apyro#t ctopOHbl, B METAHOJE pPeaknus HaeT ¢ 06paso-
BanueMm coexudennil (CXXII) u (CXXIII) B coornowenuu 5: 1. Ilokasano,
uro npu B3aumogeiicTBuyn (CXXI) ¢ apuaanbiernioM B IIEJOYHOH cpele
-o0pasyercsl yuc-4-apuaXHHONHIUANH-2-0H, KOTODHIH 3aTeM H30MepH3yeTcs
B COOTBETCTBYIOIIKH TPAHC-I30MED.

0 H H
K NN 0\/\}/\
N\ SN B N
(1= [ YV =+ v
R\ H\ / Ve \” l/\"
RO/ N Ro/\/
(CXXI)
(CXXIl), R =CH; (CXXII)
R=H, CH (CXX1V), R=H
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TABJHIIA 16

Peaxuml Manauxa ¢ Pa3HYHBIMH aJibJeruaamMmu

Hcxoa sl
TIpOAYKT aMUHOMETWIHPOBARUH, [BhIXOA, %] CCblIKA
KETOH amsnerny,
NN NN\
7 /
I ] R=(_ K U l |
NN AR
i R =H, NO, N
°f |
N/
| [222]
R
52—100*
Ri= ClasH5, CsH;0CH;-n
(\/\
NN
L] NI IR
NN NN NR
Il AN [222]
° o1
N
93,97*
R == C4H;, C;H,OCH-n
PAVAN To xe yau
] AR 160
VAV I \l - (1661
5 0 b
ANeur RN T —c—ci—cn—Nu— TS0
Lo T =" T Ly A =" R
S 27N o} i
P S ] ’
L | ] N, OH N
\/1 O Rl
Y L
H
R=H Cl; Im_p, cgo NO,
’ R? = H, ” H , H ITJ
7 N\N \CH
3194
AN Rt TS e 0 AN De,—cna
- N SN T - D
N R =H, CH;0 NN ‘//\“
[223]
|
R
20—100
Am= NHCgHa, NHCJ;HlI, NC5H10, NC4HGO,
NHCH,C;H;, NH (CH,), CsHs
8 Yenexn xumun, Ne 6 1009



TABJHLA 16 (0KoHuaHUEY

Hexopnetit

TTpOXYKT aMHHOMeT HNHPOBAHRA, [BHIXOH, %] CChlIKIE
KeTOH aJbRerug

J—

*

N_CSOCH,| /—\__ c{o ¢y C—CH—CH—Am
(y / H T O SOCH; CgH; [224]

74—91
Am = NC4H3, NC4H30; N (CH3)2

Peaxkuyus nposofusiack B NpUCYTCTBHY KATanusatopa (BF).

IlpuBenennbiit B 0630pe Marepuaj HO CHHTE3Y B-aMHHOKETOHOB JEMOH-
CTPUpPYeT MEPCHeKTHBHOCTL paboT Mo yrayGJeHHOMY H3YUEHHIO PeaKUHH
Mannunxa. 910 00yCJOBJEHO HMIHPOKHMH BO3MOXKHOCTSIMH €€ HPHMeHeHHs
B OPraHM4eCKOM CHHTe3€ H, B YAaCTHOCTH, B LEJEHANPABJCHHOM CHHTE3€ IO-
TEHUHaJbHBIX GHOJIOTHUECKH AKTHBHBIX COCIHHEHHIL.

WENOUIALN -

— e —
N = O

ettt et
OO U W

DN B DD
-

23.
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