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0. M. BOJIOBéHKO, T. A. BonosHeHKd, ®. C. BalOuues

HPEBPAUIEHI/ISI B PSII[Y I'IOJII/IQ‘)YHKIII/IOHAJH)HBIX
3-AMHO-1CH)H30XHHOJOHOB

VA3y9eH0 alMIMpoBatKe 3-aMuHo-4-nuano-1 (2H) u30XHMHONIOHOB XI0PHCTEM GeH-
30MJIOM, TMPUBOASIIEE K 00pa30BaHMIO NPOM3BOTHBIX 1,3-okcasuno [4,5-c]u30xmHOI0-
HOB-6. IIomyaens! panee He onucaHyble 1-amMunonupummo [4,5-c] n30XuHOIHH~6-0HBT
B3aMMOIEICTBUEM COOTBETICTBYOMHMX 3-amuno-1 (2H) msoxusononos u dopmammaa.
TIpoeenero HykAeO(PWILHOE 3aMEEHHE B 3-aMHHO-1-XI0PUB0XMHOJIMHE ITPH AEACTBHM
TMAPOKCUAA HATPUS, NEPBMUHBIX CIIMPTOB, FMADA3MHIMIDATA M DA3IMMYHBIX AMIHOB.
Koupeucanueit 2,3-mmamumo-1 (2H) M30XHHONIOHA € THIOBEIM 3(UPOM ME30KCAIEBOM
KUCIOTB CHHTE3upOBaH 1,2,4-Tpmasuno [2,3-b] naoxuHonoH.

MHorge NpOH3BONHBIC H3OXMHONMHA TOJYYWIM MMHMPOKOE HPUMEHEHWE B
XauecTBe BEICOKO(PEKTHBHBIX JIEKAPCTBEHHBIX cpeAacTB [1], B cBAsSH ¢ 4yeM
CHHTE3 ¥ H3yUCHUE CBOMCTB HOBHIX COESIMHEHNI 3TOTO PIAA SBISCTCS AKTYAJbHON
3amayeH.

Panee [2—4] saMu OBLIHE CHETE3UPOBAHBL OMA(YHKIVOHATBHBIE 3-aMUHO-
1 @H)mzoxuuomoasr [—III, xoropeie 06nanmarT BHICOKOH OHOJOTHIECKOH
AKTHBHOCTHIO (ITPOTHBOMHUKPOOHOM, aHANENTHYECKOH, cenaTusHON) . [lommdynx-
IAOHAJBHLIN XapaKTep THX COSMMHEHUH OTKPHBACT BOZMOXHOCTD AaIbHEHIIEH
OeAcHAnPaBICHEON MOAN(MUKAINY WX CTPYKTYPHL IJI9 HOMCKA HOBHIX BEINECTB,
06JIaTaoNIIX KOMILIEKCOM TOJIE3HBIX CBOMCTS.

PeakmuonHas crocobHOCTE 3-ammuo-4-nimano-1(2H)mzoxuaomonos 1 [1]
ompenenasercs, B IEPBYK O4epenb, OCHOBHOCTBIO, KOTOpad 3aBMCUT Of
5JEKTPOHHOM IUIOTHOCTH Ha aTOME a30Ta aMHWHOTPYIIIH, €TO NPOCTPAHCTBCHHON
ROCTYIHOCTBIO ¥ BEChbMA UYBCTBHTEJIbHA HaXe K HEOOADIIUM U3MEHCHHSM
CTPYKTYDHL

WssectHO [5—7 ], 4TO M3 CMeCH M30OMEPHBIX AMHUHOW30XUHOIMHOB HANMEHEE
ocHOBeH 3-ammuomsoxmuoamH (pKa = 5,0). Hamuume B H3yyaeMBIX HaMu
3-aMUHOM30XWHOMUHEAX | SIEXTPOHOAKIICHTOPHBIX 3aMECTUTEACH, B YaCTHOCTH
HUTDUABHON ¥ KapOOHWIBHOW IpyIN, NPUBOANT K NATbHEHOIEMY CHYDKCHUIO
OCHOBHBIX CBOMCTB AMHHOIPYIITHL. JeHCTBUTENBHO, ANAIMPOBAHAE AMAHOTPYIIITET
TPOTEKAET B XECTKUX VCJIOBHIX — DU KHISUEHWH DEareHtoB B IUPHAWHE B
teuenue 10...40 u. Tomexo 3-amuno-2-Oensmi-4-nuano-1 (2H)uzoxwromon (1a)
Opy KuTISueHny ¢ u30BTKOM XJI0puCTOro GeH3owia B IMUPHAMEOBOM DACTBOPE B
teueHme 10 u maer GenzouwmamuHOIpowr3sroxHOE IV, ‘

PhCOCI
Py, A

2

B UK cmexTpe BaNeHTHHE Koje0aHMA AMWIHOM TPYNHBl NPEACTABIICHB!
monocamu mpm 3200 m 1680, monoca B obmact:m 2210 cM & DpHEANIEXWT
mrTpuabHON rpymne. B cmekrpe [IMP 8 JIMCO-Ds curran mpoToHa aMHIHOM
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rpynms Habmropaerca B caabom mosie npx 11,45 M. x. Jlobapxerme B obpasen
ACHTEPEPOBAHAOH BOAH OPWBOOMT K HCYE3HOBCHHWIO MAHHOTO CHHIVIETA. B
HCXORHOM 3J-amuHOM30XWHOIOHE-1 fa curHams IIpOTOHOB AMWHOTPYITIIH
nposasagrorcy upu 8,05 M. 1.

CocencrBo aMuBO~ ¥ HUTPHIBHOR TPYII NPABOXAT K TOMY, UTO B OCHOBHOM
peakius amWIApPOBAHAS HE OCTAHABAMBACTCS HA NEpBOH cramuu. W3OHTOK
anuInpYIOWIET0 pearcHTa B PEakIBMOHHOM CMECH NPOBOHUPYET HaJbHEHIIEe
aIIMPOBAHUE MMAHE W 00Pa30BAHME MPOM3BONAHBIX HOBOM IETEPOMUKIHISCKON
cucreMel — 1,3-oxca3zmuo[4,5-c m3oxwnoymua. HelcTBUTEABHO,. 3-aMuHO-
1(2H)n30xle0J10HbI la—B'B JaHHBIX YCJIOBHSX o6pa3onT 1,3-okcaszunc|4,5-
¢ JuzoxurONOHE-6 Va—s.

O,N. R
PhRCOCI z N~
_FReoct

Va—sB

LV a R=CH,CH; 6 R=CHy & R=CH(CHy),

B VIK cmektpax coepmueHMA Va—B OTCYTCTBYET HOTJIOMEHHE, XapaKTEPHOE
IS BAJICHTHBIX KOgeOanuil HETpuakHOM rpymmes. B cnexrpe IIMP coemmaerus VB
B CF3C02D wumMerorca caenyromme CUTHANBL: crabonoapHbi nybiaer mpm 9,41
nporora 7-H, cursan npu 8,7 mpumagnexwut mporosam 9-H m 10-H, xyGier
METHJIGHBEIX TPYIIT W30NPOIMJIGHOTO . 3aMeCTHTe[d Habamopaercy npu. 1,92
(J = 6,84 I'm), MeTHHOBHIM TIPOTOH AaeT renTer mpH 0,18 M. 1.

Coegunenwns | aBasiorcst, MO CyTH, TCTEPOLMKANYECKMMI €HAMUHOHUTPIIA-
vu. Ilpm HEmpOmOJUKUTEIPHOM KWIMUCHHMM coequHecHuii la,r,n B8 dopmammae
JIETKO ¥ C XOPOIIUMH BEIXOZAMU 00pasyioTcs 1-aMuBOMupuMuERo [4,5-c jusoxuno-
sma-6-oast VI—VIIL. BoaMoxubl ABa TyTH NpEBPALNEHMII, NPHUBOASIMME K
oRuHAKOBHM coequBerugM VI—VIIT (cMm. HIxe).

OTa peakiMs 0 CYIIECTBY $BJISETCS KAUESCTBEHHON HA BUIHHAILHEIE
AMHHOHWTPHJIE ¥ XOPOIIO W3y4EHA TIPUMEHUTETHHO KO MHOTHM CTPYKTYPHO-IIO-
nobrsiM asumam [8]. B moawsy oOpasosamma coenmmeHmi VI—VIII TOBOPAT
cienylomue xanubie. B MK cmextpax mosioca BaJeHTHRIX KoAe0aH#AM CBI3CH
N—H mepsuynoli amumporpynnb jexuT B obgactu 3300 em}, a momoca
K01eOaHus HATPHAGHOW TPYNNBL OTCYTCTBYET. M3yuenme coektpos IIMP
[O0Ka3ajd0, YTO -IPOTOHB aMUHOTDYHIIEI TPOSBAIIOTCS B BUIE IBYX CHUTHAJIOB B
obracra 7,49...7,51 w 10,61...10,63 M. 1., KOTOpBIE UCUE3AIOT IPH TOOABICHHM
TSKEJOK BOXEL. XapakTEepHBIM I STUX TPORYKTOB SBIASETCS CHHIVIET IIPOTOHA
3-H npu 8,29...8,32 M. #. - :
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Q ON. _R
O,N_ _R N
N
+ A N
7 “nh, “ /ll
CN : HN~ TN
Iarn ‘ / VI-VHI
a R = CH,CHj; - o) 7 VI R=CH,CHs;
r R = (CH,);CHj; O,N. R VII R = (CH,);CHj;
A R = CHj VI R = CH;
Z SNH,
~ _CHO
H, -

Obpaborka 3-ammro-1(2H)msoxwmonona II [2] cmecsio POCl3 m PCls
" mpuBOIAT K 00pasosanmio xyropupoussoxsoro [X.

O : . Cl
O NH POCI3/PC15‘ O XN
7 NH, 7 NH,
CqHs 7 CeHs
I - IX

Janesie 31eMeRTHOrO apanusa u orcyrcreme B MK cnexrpe coepmuenna 1X
TOTVIOMICHMSI, XaPAaKTEPHEOrO IS BAJEHTHHX Kome0anwmi KapSOHWIbHON IPYIIEL,
HoxTBEpXAaeT obpasosanue 3-amuuo-1-xnopusoxmroansa 1X. B cmekrpe IIMP
XJIOPTIPOU3BONHOIO B IMCO-Dg 5abmoaarTcs CASXYOMAE CHFHATS: TBYIPOTOH-
BB cumIer npu 6,50, ncuesarommii mpu o6paboTke obpasma TSXeA0H BOJOH,
COOTBETCTBYIOMME HPOTOHAM aMMHOTPYINIE, cnabomoneabii nybner mpu 8,84
nporora 8-H, a taxxe mybmer mporora S-H, KOTOpEHl momagaer B 06H3CTL
JUAMATHATHOTO 5KPAHAPOBAHMS KOIBIEBHIMH JT- 3JIEKTPOHHBIMY TOKAMU cbeﬁmm—
HOTO 3aMECTHTE/IS ¥ morvioniaet opu 7,18 M. 1. :

Arom xnopa B coemumHecHwmr 1X HAXOOWUTCA B COOPSDKCHHM C a30TOM
W30XUHOANHOBOIO SNpa, NONBYXEH M JIETKO 3aMEmaeTcd Ha pas3/IAvHBIE
HyKAeo(uIbHbE TpYIIe. Kunguenre CripTOBHX DACTBOPOB XJIOPIPON3BOAHOIO
B OPHACYTCTBAM KaploHaTa Kajiwd OPUBOAUT K 00pa30BaHMIO AJIKOKCHUIIPOM3BOX-
HEx Xa,0, a o0paboTka XJIOPIPOM3BONHOrC BOXZHBIM DPAaCTBOPOM IMOKCAHA B
npacytcreur NaOH compoBoXmaeTcsa TWXDPOJN3OM H TIPHBOAAT K HCXOAHOMY
3-ammao-1 CH)uszoxuuomony II. Tlpw nelicTeuy UEpBUUHBIX AMEHOB WM
THAPA3UHIAAPATA HA XJIOPIIPOW3BOXHOE TIPOXOXUT HYKJICOMWIPHOE 3aMECIHEHUE
aToMa xJopa u ofpasyroorcs ammHONponssonueie Xla—x.
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Cl OAk
O,N. O,N.
NaOH z RN AIKOH 2 XN
N — _AKOH_
7 NH, 7 nm,
CH, CH,
X X
a Alk = CH,,
R-NH, 6 Alk= C,H;
NHR
O,N Ny
Z NH,
CeHs
Xla—x

aR=NH3, 6 R = (CH2)3CH3, B8R = (CH2)30H, r R = CH2CsHs5, n R = (CH2)3N(CH3)2,
e R =2-(3,4-pumeTtiuiokcudenun) 3T, K R = 2-nIunepuaMHOITHI

Tonyuenusie ammEONpoM3BOxHbe Xla—X — KpHCTAAIMUECKWE BEOIECTBA
KOPHMUHEBO-KPACHOTO IBeTa, B YD cnekTpax KOTOPHIX NIPUCYTCTBYET AIWHHOBOI-
HOBHN MAKCHMMyM B BumwmMou obmactu npu 485..500 em (g e = 4,01..4,1). B
cuektpax [IMP 8 JIMCO-Dg curHansl IpOTOHOB TEPBHYHOM AMMHOIPYIIIBL
IpeNCTaBIeHE ABYIPOTORERM CHAMIETOM B obnactu 5,52...5,65, mporor N—H
NpOSBASETCS B BHAE yMHWpeHHOro Tpuiviera B obzacra 8,07..8,10 M. .

Amadarmueckne nppoToHBl coemmHeHmE X[ mpencTaBieEB  XapaKTEPHBIME
curaanamu upu 1,8...4,8 M. 1.

XapakTepUCTAKH CHHTe3HPOBAHHBIX COCIHHCHHH

Coenm- _pr'rm- Ty °C PacrsopuTeiis Brrxon,
HEHUE dopmyna ? IUIS KPUCTJLIH3alHH %
v C24H16N404 282 JAMODA §2
Va " C31H20N405 >300 IM®DA 60
V6 C25Hi16N405 296 JIM®PA 80
VB C27H20N405 274 IMOA 75
VI C18H13N503 294 Juoxcan 62
VI C17H19N503 244 Jsokcan 60
Vil C17H11N503 >300 Jnokcan 60
X C15H10CIN302 195 Juokcan 82
Xa Ci16H13N303 175 Beuzon 62
X6 C17H1sN303 168 Jnokcan 62
Xla C15H13N502 250 Juokcan 70
XI6 C1oH20N402 152 AnerouuTpr 75
XIs C18H18N403 157 Tonvon 75
Xir C22H18N40O2 162 Benzon 70
XIg C20H23N502 170 Benson 60
Xle CasH24N4O4 218 Toxyon 55
XDx C22H25N502 204 Benzon 55
X C2oH16N6Os 260 MDA 78
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Cunreznpoanasii  2,3-gmamuno-1 (2H)uzoxumomor 111 [4] pearmpyer ¢
a~AUKapOOHMIEHEIME COSTUHERNSMMN, I1pH B3aMMONEHCTBHHN C STIIOBEIM 5(PHPOM
ME30KCANEBOM KHCIOTH oOpasyerca 1,2,4-tpuasmao(2,3-b Jusoxuromas-6-0x
X11.

COOGC,H;

1 . X1

B cmextpe IIMP coemmuenng XI1I IMCO-Dg npucyTcTByeT OXHOIDOTOHHEIN
cunrrer B obxactu 10,14 M. A., KoTopw# ucuesaeT npu obpaborke obpasma D20.
MBI OTHOCHM €70 K TIPOTOHY TMAPOKCHJILHOM rpynmsl. 11poTOHE! CI0XXHOI(dUPHOMK
IPYOUBE NPOSBAIIOTCI B BuAc Tpumiera npu 1,32 w xsagpymwirera npu 4,37,
ApOMATHUECKHE IMPOTOHEE AAX0T CIOXHBIM MyIbTAIUIET B obnacte 7,6...8,20 M. 1.
B UK cmekTpe BanenTasie Konebauns rpynnsl OH o0pasyor mupokyo moxocy
npu  3600...3400 cm °. Kapbommr coxm03bBpHOE —TpyIOSL HpCIICTaBJIeH
WHTEHCHBHOM DOJ0COH HOI‘JIO]I[CHHSI B oOmacta 1725 cM .

SKCIIEPUMEHTAJIBHAS YACTH

UK criexTpe 3anucaust Ha npufope Pye Unicam SP 3-300 & tabnetxax KBr. Criexrpst IIMP crsrs
B IMCO-Ds u aeiitepotpudTOpyKCYCHOE KUCAOTE HA CriekTpomeTpe Bruker WP-100 ¢ paboueit wacro-
to#t 100,13 MI'y ¢ ucnonszosarmeM TMC B xauecTse BHYTpeHHero craHmapra. OfXHOPOZHOCTs BCEX
BEINECT8 KOHTPOIMPOBATACk XpoMarorpaduaecky Ha tuiactuakax Silufol UV-254. Dmroent — xJ0po-
dopm—meranon, 9: 1.

Jlanusie aneMenTHoro anammza Ha C, H, N u Cl CuHTe3MPOBAHHBIX COCTMHEHMM COOTBETCTBYIOT
BBIUMCJICHHBIM 3HAUCHMSIM. "

2-Ben3mi-3-6eH30nIaMuno- 7-auTpo-4-nrano- 1 (H) msoxunonos (IV). K pactsopy 0,8 r
(0,0025 mos) coempmenus Ia 8 30 M mupummaa nodasnsior 0,73 r (0,005 M0ab) X0pUCTOro GeH30mIa
u kungrat B tegerre 10...15 1. KorTposis 32 X00M peakifyy OCyImecTsigioT ¢ noMompio TCX. Ynapu-
BAIOT PACTBOPHUTENS B BAKYYME, K OCTATKY 100aBsioT 30 MJT BOZBI, OTQWMILTPOBBIBAIOT OCATOK, CYIHAT.

1,3-Oxcazmuno[4,5-clnzoxunonmn-6-ous (Va—s). K pacrsopy 00,0025 MOIb COOTBETCTBYIOIETO
3-ammE0-4-1mano-1 (2H) uzoxunonona Ia—s & 30 Mt nupupuna pobaeiasor 0,005 Moss XJT0pHCTOrO
Gensorna u knarat B Teuerme 30...40 u. KonTpons 3a x0n0M peakiiiy 0CymecTBisioT ¢ nomomeo TCX.
VnapuBarT PACTBOPUTESH B BAKYYME, K OCTATKY N00asisotT 40 M BOXbi, OTMUIBTPOBBIBAIOT OCATIOK,
cymiat.

TTupumnno[4,5-c]usoxnaonns-6-oapt (VI—VIII). Pacrsop 0,0025 mMoxp coorsercTeyromero 3-
amun0-1 (ZH) usoxunosona Ia,r,a 8 30 vt dopmamupa kunatat B tedenue 2 4. ©@opMaMun yrapusaior
8 Bakyyme 110 10 1, moGasnarot 30 M1 BOABL, OTOWIBTPOBBIBAIOT OCAN0K, IPOMBIBAIOT BOAOM, CyIHaT.

3-AMuHO-7-HUTPO-4-(ennn-1-xnopuzoxugoand (IX) monyueH npm KunsdeHumu 1,4 r
(0,005 mos) 3-avumo-7-uurpo-4-dberun-1 (2H) uzoxunonona (1) B 50 Mx POCI3 B npucyTcTeuu 0,5
(0,0025 mosm) PCls B teuenue 2 u. Ynapusaior POCI3 8 sakyyme, K 0CTaTKy H00aBisoT 50 MI BOREL,
0TdHIBTPOBBIBAKOT, CYINAT.

Tugponuz coeppmerug IX NpoBONMIM B BOXHOM DacTBOpe Auoxcana B mpucyrcreuu NaOH B
teuenue 4 4. PacTBOpHTEND YIAPUBAIOT B BaKyyMe, HoGasisror 20 MII BOIBI, HEHTPAIM3YIOT YKCYCHORM
kucsoToit 7o pH 7, orduasTPOBBIBAIOT 0CAIOK, Cymat. Boixoxn coenunerus 11 0,56 r (809,).

1-AJIKOKCH-3-aMHuHO- 7-HETPO-4- PeHUIM3CXHHOANHEL Xa,0. Pacrsop 0,75 r (0,0025 Mous) xuiop-
npouseorHoro IX B 50 Ma cooTBeTCTRYyIOMIEro crimpra Kunarst B npucyrcrsuu 0,35 r (0,005 mons)
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K2COs3 B Tevenue 2 9. CrmpT ynapuBaioT B BAKyyMe, no6asaszor 30 M1 BonEL, HEeUTPATIU3YIOT YKCYCHOM
KuC0T0# [0 pH 7, 01hHIsTPOBBIBAIOT OCAZIOK, IPOMBIBAKOT BOJOM, CYIIAT.

Amuronporseoansie XL K pacteopy 0,75 r (0,0025 Moms) xmoprpoussonoro IX s 50 ML ZHOK-
cana npubaenmor 0,005 Mors runpasunruzpata. Ipy noydenun coemmuentii XI6—x uCToab3yioT
0,0025 Mo amema 1 0,0025 mMons K2CO3. CMecs xunstaT B redenme 1...3 1, pacTsoputess ynapHsaoT
B BAKyYME, OCTATOK PACTHPAIOT ¢ 50 MJI BOTBI, OTQUABTPOBRIBAIOT ¥ CYIDAT.

1,2,4-Tpuazuuo[2,3-b]usoxuromma (XI). K pacrsopy 0,88 r (0,0025 mMons) coemumerus 111 &
30 vt IM®A upubasnszor 0,38 mu (0,0025 Mosb) 3THI0BOTO S¢UPa MEIOKCANEBOIH KUCIOTH. CMech
KMIIITIT 3 9, PACTBOPUTENS YIIADUBAIOT B BAKyyMe, 00assroT 30 MJT BOIBI,.0CAZIOK OFGHIHTPOBBIBAIOT,
HPOMBIBAIOT BOROS, CyIAT.

XapaKkTepUCTHKY CHHTE3MPOBAHHBIX COSTMHEHF I NPETCTARICHE! B TabaMIE.
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