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CHHTE3, CTPOEHUE ¥ XMMHWYECKUE CBOMCTBA
HEKOTOPHIX
N- (3-XJIOP-2-XAHOK CAJIVLIT) APUIICY Tb®OHAMUIOB

Pazpaborar Meron cuareza N-(3-x70p-2-XMHOKCAMT) CyibhOHAMUIOE B3aMMO-
neficTareM 2,3 MXITOPXMHOKCATIMHA C 3aMEIMEHHbIMM apUCyasponamunamu. Ha ocro-
Be UK CcreKTpoB yCTAHOBJICHO, UTO B TBEPAOM COCTOSHUM CHMHTE3MPOBAHHDIE COCHKHHEHUS
CYIMECTBYIOT B BUAC AMHMAHBIX TAYTOMEPOB. AJKKMIMPOBAHME STUX COSAMHEHMIA IPUBOIHT
k N-metmr-N- (3-x10p-2-xuHokcaiwn) apuwicyabdonamunam. Tlokazana BO3MOXKHOCTD
HyKJIEO(DIBHOTO 3aMeIeHMs rayoresa nox gesicreuem O- u N-uykneodwmios. Vicions-
30BanME OrYHKIMOHAIBHBIX HYKICO(HIOB IPUBORHT K KOHIEHCHPOBAHHBIM XHHOKCA-
JIMHAM.

PaspaGorka HOBHX METONOB CHHTE33d HOPOW3BOAHBIX CyJb(MOHAMMIOOB H
H3YYCHHE MX XWMHUYECKAX CBOMCTE 00YCIOBJICHH MIMPOKWM NPUMCHEHHECM 3THX
COCAMHEHUN B KaueCcTBE MPEHApPAaTOR KOMIUIEKCHOIO citekTpa xmedicrsmsa [11].
TIpogosxas mccaenoBapyus B 00JACTH XMMHH CYIb(OHOB TETEPOIHKIMICCKOTO
psga [2, 3], M H3yuUAIH B3aWMOREHCTBHE 2,3-IUXIOPXWHOKCANIMHA C
PASTAYHBIMEA APOMATHUESCKAMHE CyAb(DOHAMAIAMYM ¥ HEKOTOPHIC XWUMWYECCKUE
CBOMCTBA TOJYUYCHHBIX TIPH STOM COCHMHEHHI.

- Panee Obumm ommCAaHBI TIPOXYKTH PCAKIMM 2,3-AMXJIOPXWHOKCAAWNHA C
apncyabdoramMumamu [4 ], omHAKO YCIOBHS TMPOBEAEHUS CUHTE3a (CHUIABICHUS
pearerros mpu 180 °C 8 mpucyrcreuu K2C03 u MeTammueckol MeIu B TEUEHUE
8 u) ¥ HM3KHME BRIXOAB TEJIEBHX COCTMHEHWI HE IO3BOJSIOT CYATATh RAHHBIA
METON TpeapaTuBHEIM. ME HATHI®M, YTO IPM HEMPONO/LKUTEIPHOM HarpeBaHuyn
pearerToB B IM®A wm IMCO B npucyrcremm K2CO3 ¢ BExXonamu, 6/m3kaMu
K KOJMYECTBEHHBIM, 00pasyorca N-(3-x10p-2-XMHOK CATAI) A pHACY Ib(HOHAMUTL
I—IV, xoropsie MoryT CymiecTBoBaTh B amunnoi (A) mwix umumsoi (B) dopmax:

Cxema I
N, Cl
R— SOZNH2 x>
-HCI /
NH-SO,R N-SO,R
A B

I I IV

IR=CsHs; IR =4-CH3EsH4; IR =4-NO2CsH4; IV R _=>4—CH3CONHC5H4

Brubop Mexay tayroMepHEMEH dopMamm A m B coemmmenmit I—IV moxaO
crenate Ha ocHoBammm anamm3a mx MK cnexrpos. Pamee [5] OBLIO H3YUEHO
TOJIOXEHAE TAYTOMEPHOTO PABHOBECHS THIIA «CyI6(DOHaMUIT—CYAb(DOBUMUTY I
2-3aMeImeHHHX THAOWa3070B M paspaloramsl UETKHE KDUTEPHH OLEHKA
TIOJIOXKEHAS TAYTOMEPHOTO paBHOBECHd Ha OCHOBe mamumx MK cmexTpockomwwm.
Tax, Hajnmuye METEHCHBHBIX HOJI0C Hortomennd B o6aacta 870...890, 1160...1190
n 1350...1380 (uro xapaxrepmo mma WK cmextpor coemmmemmit I—IV) u
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OTCYTCTBHE TaKOBEIX B oOmactu 1250...1280 em ! mosponster YTBEPXIOATh, YTO B
TBEPAOM BHAE XJAOPHPOM3BOmHHIE I[—IV CyIIecTBYIOT B BHAE aMHFHBIX
tayToMepos A. B YO crexTpax Bcex TOTyUYeHHHIX COSTMHEHHI IPACYTCTBYIOT ABa
OJTMSKO PACHOJOXEHHBIX AIMHHOBOJIHOBHX MakcuMyma npH 335 (e = 3500) m
348 sm (¢ = 3300), moOXEHNE W WHTCHCHBHOCTH KOTOPHIX MPAKTAYSCKUA HE
3aBUCAT OT IPHAPONEL R.

Hammune 18yx 3/1€KTPOHOAKIENTOPHEIX 3aMECTUTENEH, CBI3aHHBIX C ATOMOM
asora CcyaboHaMUIHONH TpymOoE, o0yCaoBamBaeT BHCOKYH NH-KucaoTHOCTH
CHHTE3UPOBAHHBIX COCOUWHCHWA.  Tak, OHM JErKo pacTBOPSIOTCS B BOTHOM
PacTBOpE MOTAama ¢ o0pa30BAHMEM COOTBETCTBYIOIIAX KAMWEBHX comed V, VI
ASXvIMPOBAHHUE COMEH (B KAYECTRBE AJKIAAPYIOMETO PEareHTa MEI HCTIOTb30BaIH
HORUCTHI METH) MOXET HPHBOANTE K ziByM H30MEPHEIM COSAAHCHUAM, OJHAKO
BO BCEX CIyYasx peaxiids MPOXOAMT OMHO3HAUHO ¥ ob6pasyiorca N-merma-N-(3-
xmop-2-xuHokcamwr) apuacyabdonamuner - VII, VIII. Hanpasnewme wmeru-
aupoBaauga coequacHu 1 w II OxHO3HAYHO AOKA3aHO HAMHM C I[IOMOIHBIC
BCTpeuHOro cuuTe3a mpoussogabix VII m VI w3 2,3-amxmopxwHOKCATWHA ®
N-metmnapmacyisoHaMuIoB:

Cxema 2
N Ci ) N, cl K*
Rsemmaneeny oo
P e
N~ “NH-SO,R N&_"N-SO,R
I, I v, V1
lCH3I
N, cl N C1
S R-SO,NH-CH; x
———
P _-HC P
N Cl N I}I—SOZR »
VII, VIII CH;

LI VR=C¢Hs; VI R=4-CH3CsHy; VIIR=CeHs; VIR = 4-CH3CeH4

B VK coexTpax MermampoBaEssx nponssogasix VII w VIII mabmaroxatorcs te
X€ 3aKOHOMEPHOCTHM, YTO M B CmekTpax coegmaenmi [—IV — orcyrcreue
gaMmeTHOTro normomenug B obxacta 1250...1280 u cumpuee moaocH npu 8§80, 1360
u 1180 oM L Dro HOATBEPXAACT CHSAAHHEIC BEIOIIE 3aKTIOUYCHAS O CYIIECTBOBAHUY
coepumaernii I—IV B TBEpOOM COCTOSHMW B BHOE AMUTHBIX TAYTOMEpPOB A,
mockombKy mrg npouseogasx VII w VITT nonoOuas Tayromepus HeBo3MoxHa. Y O
coexTpsi coemmuenmit [—VIII BechbMa GiM3KM 1O MOJOXECHAI ¥ 3HAYCHAIM
SKCTHHKITAR TI0JI0C TIOMIOMEHUS. TaK, JIMHHOBOJHOBBINA MaKCI/IM4YM B CITEKTPax
BCEX coenupenuii HaxoguTes npy 360...365 M (e = (3,1...3,5) 107).

My wm3yuymsm BO3MOXHOCTE 3AMEHCHMSI aKTHBHOIO AaToMa Xjopa B
coeguuernsax [—IV npu peficTeum pasawyHbIX HyKjaeoduwnoB. Tak, amKoromasTh
IHETOYHHIX METAJIOB JIETKO PEarupyioT ¢ HUMWE: C 00pa3soBaHHEM COOTBETCTBYIO-
mmx ankokcumpounssoxastx 1X—XI. Ipa mefcTBAM pas/IWUBHX TEPBUYHBIX K
BTOPUUBHEIX MOHO(DYHKIMOHAMBHEX AMWHOB IPONCXOMHT 3aMEIICHME XJopa Ha
ocratox amuHa (coepuuerus IX—XV ):
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Xapaxrepucrukn coemmHeHmi [—XVIIL

Coemu- BpyTro- T °C* XapakTepHble cHTHISI B cmekrpe IIMP BHIXOR,
Henre dopmyrna  © e @, m. 7, I. Tmy*2 . %
I | Ci14H10CIN302S 174 5,4 (1H, ym. ¢, NH-); 7,57...8,35 (8H, M, 98
apoMaTHuecKHe aToMer H)
II | CisH12CIN3O2S 251 2,31 (3H, ¢, CH3-); 7,37 2H, 7, 8,0, 95

atoMpl H B O-TIONOXEHMSIX K rpynmne
CHz-); 7,6...7,9 (4H, M, 4H, 5-H, 6-H,
7-H, 8-H); 8,02 (2H, #, 8,0, atoms1 H B
o-niosioxkennsx k rpymne SOz-)

o | Ci4HoCIN4O4S 252 5,82 (1H, ym. ¢, NH-); 7,56...7,97 (4H, 78
M, 5-H, 6-H, 7-H, 8-H); 8,43 (4H, ¢,
| aToMBI BOIOPOHa GEH30JIBHOTO SAPA)

v C14H3CINsO6S 224 7,49...8,12 (5H, M, atombt H 6eH301BHOIO 92
(pasn.) | ampa); 8,51 (1H, c, 6-H); 8,88 (1H, c,
7-H)
VII | Ci1sH12CIN302S 168 3,51 (3H, ¢, CH3); 7,38...8,27 (9H, M, 80
apoMaTugeckvie atoMei H)

Vit C16H14CIN302S 128 2,26 (31, ¢, CHs-); 3,45 (3H, c, 91
1 N—CHg3); 7,32 2H, 1, 8,0, atomet H B
o-nonoxenusx K rpymme  CHso);
7,61...7,89 (4H, M, 4-H, 5-H, 6-H, 7-H,
8-H); 8,01 (2H, x, 8,0, atomsr H B
o-TIosIoKeHMsx K rpynne SO2-)

X C15H13N303S 173 4,34 (3H, ¢, O—CHz); 7,62...8,24 (9H, 93
M, apoMaTyHecKkme aToMer H)

X | CisHieN4O3S 234 1,7 (3H, r, CHs-); 4,95 (2H, n, CHz-); 61
7,89...8,53 (8H, M, apoMaTnueckue aTo-
Mbr H)

X1 | Ci7H1N30s8 163 1,55 (6H, m, (CH3)2); 5,56 (1H, m, CH-); | . 78
7,67...8,21 (9H, M, apoMaTHuEeCKHE aTO- ‘
MbI H)

XII | CisHisN4O2S 127 1,02 (3H, 1, CH3-); 1,49 (H, M, 94
CHz;—CHz-); 1,88 (2H, m, CH3—CHy—
CH,—CH,NH); 3,75 (2H, T, CH>—NH);
7,58...8,15 (4H, M, apoMaTudecKue ato-
Mot H)

XIII | C2Hz0N403S 188 4,01 (3H, ¢, 0—CH3); 7,22 (2H, g, 8,0, 90
arompt H B o0-nonoxeHuax X rpynne
CHs-); 7,72 (2H, &, 8,0, atomsr H B
o-noaoxenusx k rpynne SO2-); 7,37...8,2
(8H, M, apomaTuueckie atombl H)

XIV | CoHi6CIFaN102028 267 2,57 (3H, ¢, CHz-); 7,42...8,1 (11H, M, 83
apomarugeckye atomst H) ~
Xv C18H18N402S 187 4,14 (4H, 1, (CH2)2N); 4,41 (4H, T, 96 ,

(CH2)20);  7,70...8,09  (4H, M,
apomMaruyeckue atombl H) :

XVI | C22HisF3N4028 1 >300 2,60 (3H, ¢, CH3-); 7,70...8,41 (11H, M, 43

- apomaTmueckue atoMst H) i
XVII | Ci4H1oNg ~>300 | 7,39 (2H, ¢, H-1, H-4); 7,50...8,09 (6H, 96
™, 3-H, 4-H, 7-H, 8-H, 9-H, 10-F) ,
XVIO | Ci14HoN3O | >300 |7,20..7,89 (8H, m, apomatudueckue ato- | 87
; et : ,

x quKrﬁLI. coepuueHud ]V sanmcarni B JAMCO-Dg, ocransusx coemmnenu — 8 CF3COOD.
** Coeparerus -1V, VI—XIII nepeXprcTaIIM30BaHbl M3 U30MponaHona, XIV, XV — u3 o-kcunolda, XVI-XVIH
— u3 IMPA.
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Cxema 3.

NH R3 ONa
- I-IV
-NaCl
NH—SO ,R NH-SO,R

Xv RINH, IX -XI

@( bl
NH-SO,R
XI - XIV

IX R = CsHs, Rl = CHs; X R=4 NH2Cslls, R'= CoHs; XIR = Cels, R' = i-C3H7; XIIR = CsHs,
R= n-Callo; XTI R = 4-CHsCsl4, Rl = p-CH30CeHy4; XIV R=4-CH3CsHy, R'= 2-C1-5-CF3CeH3;
XV R=CsHs

CTpocHME CHHTE3HPDOBAHHBIX COCHMHCHWN, YUUTHBAs MWX CHCKTPAIbHEE
XapakTepucTHKH (CM. TabmuIy) ¥ JaHHBIE SJEMEHTHOTO aHAIN33, HE BHI3EIBAET
COMHEHHUHU.

Bsaumopeiicteue I m I1 ¢ mexoTopsmMn OudyHKIAOHATGHEIMEA EPBHYHBIME
AMAHAMYA HE OCTAHABIMBACTCI HA CTAXUW OEPBAYHOTO 3aMEMICHHUS aTOMa XJIOpa.
Taxk, npu sarpepanma amuaa X1V ¢ Cs2C03 8 N-MeTmmmppoInmoHe TPOVICXOTAT
apuUABpoBaHME CyabhaMuaHOro aroma asora u odOpasyercs 11,12-marmmpo-2-
tpuchropmetmi-12- (4-Merundbenmncynbdormt) xpHOKCaTAEO [2,3- b]XHHOKcaJII/IH
XVD :

Cxema 4

H
N, N, CF.
Cs,CO4 =
X ——
-HCl1 =
N N

I
SO,C4H,~CH;—p

IIpu wmarpepammm xjaopupomsBogaBXx [—IV ¢ o-dermmeHAMaMIHOM U3
PEaxuuOHHON CMeCH C BBICOKHMH BBIXOXAMH, HE3aBHCMMO 0T aPwiIsHOroO
3aMecTuTead R, BoAeagercds OfWH ¥ TOT X€ upogykr — 7,11-mm-
ranpoxuHoKcaTano [2,3-5 Ixmaokcamma  (XVID). Beegenwe B ganHyw peaxnuio
o-aMmAO(MEHONA OPWBOXHAT COOTBETCTBEHHO X  12-u-xwHOKCAWHO[2,3-b ]
[1,416ens0kcasuny (XVIID). Peaxums 3akaHuwmBaeTCd NHOCAES KHIISTUCHUS
pearesToB B auMmeTmwidopMmamMuse B teueHne 10 MuH, mpuyeM BBIXOIS! EICBEIX
coemmuenuit XVII w XVIII Goiskw K KOTHUYECTBEHHBIM. XapaKTEPHCTHKH
HOJIYYEHHHX TMPOXYKTOB COBMANAIOT ¢ KOHCTAHTAMM IWKINUECKUAX COSHAMHEHHH,
CHHTE3MPOBAHHBIX DAHEE IIPH Peakuu 2, 3-Aux/I0pXUHOKCAIHHA C o-beHWICHAN-
AMUHOM ¥ 0-aMUBEO(EHOIOM COOTBETCTBEHHO [6] :
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Cxema 5

. 0 | ?
XH N N )
~ Y
—
-HCl ©[ I XH
N7 UNH

SO,R
A

[-1IV, VI, VI +

l —R-SO,NH-R!

XVII, XVIIE
R'=H, CH3 XVII X=NH, XVIIX=0

ITpeacrapnser maTepec TOT HakT, ¥TO B3amMOACHCTRIE o-hbeHmrcHImaMrHa
u o-ammHobernona ¢ N-mermmpomssonasiva VII m VIII takxe mpmeomur X
muknmueckum cocamaeruaM X VII u XVIII, ograko B 3TOM CIydae peakuad uxeT
3HaunTebHO MemiesHee (0...8 u xmmaguenma B JITM®A).ITonsiTku OCTAHOBHTH
pPeaKmmi0 Ha CTaguy OOpa3OBaHUS IIPEAIIONATaeMOTr0 TPONYKTa IEPBHUYHOTO
3aMEHICHAS TaJOTCHa OKa3ayuch Oe3yCHemHbiMM -— BO BCEX CAyYASX M3
PEaKIMOHHOK CPeOsl YAABAIOCh BHICAHUTH TOMBKO LHMEIAUCCKUE COSTAHCHWS
XVII u XVIIL » ,

ApwicynsdoEaMugsl Ipy IPOBEHEHAN ITOW Peakuuy ObIM HAMM BHAEICHB
W3 PpeakuWOHHOM Cpegsl W WICHTW(hWIHMPOBAHBL C 3aBEEOMO WM3BECTHBIME
obpasnaMma.

3KCIIEPUMEHTAJIBHAS YACTH

UK cmexTpsr samucansl Ha npubope Pye Unicam SP3-300 B tabunetkax KBr. Cnextper ITMP
samucansl Ha Dypee-cnextpomerpe Bruker WP-100 ¢ TMC g kauecrse BHYTPEHHETO CTAHAAPTA.
Konrposs 32 xonoM peaknuit M YMCTOTOM CHHTE3MPOBAHHAIX COSMHEHUI OCYecTBIICE Metonom TCX
Ha wactuHKax Silufol UV-254, smoent cmeck xnopodopmM—meTanos, 9: 1.

3-Xnop-2-(N-apuacyasponamuno)xuHoxcamunl (I—IV). K pacrsopy 1,99 r (0,01 mons) 2,3~
muxnopxuHokcanmmHa B 20 ma JIM®PA nobaensaror 0,01 Mos coomeTCTByromero apuicyasdonamuna u
1,4 r (0,01 MO1p) rPOKAJEHHOTO MEJIKO PACTEPTOro XxapOioHaTa Kajwst. PEAKIIMOHHYI0 CMECh KHMIIATST
TIPY [IEpEMEIMHBAHMM B TeueHMe 1 4, M30bITOK PACTBOPHUTES YIAISIIOT B BAKYYME, K OCTATKY ROGABASIOT
20 MII BOZBI, TIOJIyUEHHbIM PACTBOP TIOAKMCISTIOT 3 MJI yKCYCHOM KUCIOTH!, 0CAI0K OT(hHIBTPOBBIBAIOT.

Curres xanmessix coedt V # VI K pacreopy 0,70 r (0,005 mop) kapbonaTa Kasws B 50 MJI BO#BI
nobasmnsot 0,012 Moms cootBeTcrByOmEero coemurenus I, IT. O6pasyouyrocs CyCHEH3HMIO IEPEMENT-
Bafot 1 9 npu temnepatype 50 °C, 01dMIbTPOBBBAKT HEPACTBOPUBIIMEICE OCANXOK. PUILTPAT yHapu-
BAIOT 7I0CYyXa B BaKkyyMe. Borxoms! coneit V, VI — xomuuectBenusic. JIia JONONHUTEIBHOM OYHMCTKH
HCHOJIB3YIOT METOJ ITePeocakKeHus coxeit V, VI u3 ux Bogusx pactropos (1 r coms na 20 M BopsD
30 Mt auieTOHA.

3-Xaop-2- (NCHz—N-aprrcyasdonamMuno) xurokcanmnst (VIL VIII). A. K pacteopy 0,01 moims
coorsercrayiomero coeruuenus I, IT B 10 mn cyxoro IMCO noGasnsror 0,01 Mons kapbonara xanus 1
1 Mt FlomucToro MeTrna. PeakmMOHHYI0 CMeCh HarpeBaroT Ha BONaHOM 6ane npu 40 °C 5...6 4, pacrso-
PHTENB YOAKSIOT B BAKYYME, K OCTATKY [00aBsaioT 20 MIT BOZBI, BHINIABIIMI OCAJI0K OT(OWIIETPOBBIBAIOT.

B. K pacreopy 1,99 r (0,01 mome) 2,3-muxnopxunokcaymaa 8 20 My cyxoro JIM®MDA nobasszor
0,01 Mo N-metmmapuwicymsdonamuna u 1,41 (0,01 M0osb) nipokaseHHOTo KapboHarta kayms. Peakuy-
OHHYIO CMECh KMIISTIT 3 ¥, NocHefyomas 06paboTka IpoIyKTa aHANOTHMYHA CTIOco6y A.

3-Askoxcu-2- (N-apuwrcyasdonramuns) (IX—XI). K pacrsopy ankoronsta matpusi (0,23 r
(0,01 monp) MeTAIUIIMYECKOTO HATPH B SO MJT COOTBETCTIBYIOLIETO CITMpPTa) nodaengror §,01 Mons coepu—

391



nexug I—IV, peakilMOHHYIO CMeCh Kumisrsr 1 1, M3GBITOK CAOMPTA YIAPUBAIOT B BakyyMe. [Hobarnsior
30 MJ1 BOJIbE, IIOAKMCIISIEOT HOJTYUEHHBIA PACTBOP 3 MJI YKCYCHOM KHCOTHI, BRIIABIIME 0CAHOK OT(RHIb-
TPOBBIBAIOT.

3-AmunH0-2-(N-apuicyasdonamunsl) (XII—XV). K pacrsopy 0,01 M0mb COOTBETCTBYIOMIETO
xopnpoussonuoro I—IV B 10 vy IM®A gobasnsror 0,02 MoTe aMuHa, NOYIEHHBIA PACTBOP KMIIATAT
1...3 u (xourposs — TCX) . ocnexyromas 06paboTka peaxMOoHHOH cMecy anasiorsana ofpaboTke mpw
cunrese coenunennis IX—X1. :

11,12-urunpo-2-padropMeTi- 12- (4-Merride HUICY AbGormn) xurokcanuHo [ 2,3-bf xuuok-
canas (XVI). CMemusaror pacteop 1 r coegunenmst XIV B 10 mr N-METHIMHPPOIMAOHA C 2 T PO~
KAJIEHHOTO KapGonaTa 1esus, NOXyYeHHYI0 CMeCk Kunarar 16 1, moGasngroT 50 MiI BOABI, OCAJIOK OT-
(bHIBTPOBBIBAIOT. ’

KosnencapopauBbie xaAoKcanuHsl (XVII, XVIID). K pacreopy 0,01 moms coegunenus I rum 1B
5 v IM®A nobapasor 0,02 Moms o-bemuiermaMyia win 0-aMMHODEHOE, PEAKLMOHHYI0 CMECh
xunstar 10...15 MU, YIapUBAIOT PACTBOPHTENE B BAKYYME HOCYXa, K OCTaTKy KoGasmsior 10 mn 40%,
pacrteopa KOH, noryuenmy:o cMecs HarpesatoT nip 60 °C B Teuerwe 10 My, ocagox coepurermit X VI
v X VI oTHisTPOBBIBAIOT, (PUILTPAT IOTKUCIAIOT CONSHOM KMCIOTOM 110 PH 3 M 0TGHIbTPOBHIBAIOT
0CazmoK CyIb(hOHAMUTIA.
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