JlaHHOE M300peTeHre OTHOCUTCS K CHOCO0Y
MOJIy4eHHs] XOPOILIO H3BECTHOIO aHTHACIPECCUB-
HOTO JICKAPCTBEHHOTO CPEJICTBA (aHTUIACTIPECCAHTA)
UTAIONpaMa M MPOMEKYTOUHBIX MPOAYKTOB, HC-
MOJIb3YEMBIX B 3TOM CIIOCO0E.

Ipeanoceliku H300peTeHus

[{uranonpam SIBISIETCS XOPOILIO HW3BECTHBIM
AHTHJICTIPECCUBHBIM JICKAPCTBCHHBIM CPEICTBOM,
KOTOpPOC HAaXOJIUTHCS Ha PBHIHKE B TCUYCHHUC He-

CKOJIBKUX JICT, U UMECT CICAYIOUYIO CTPYKTYpPY:
Nc\/\/\

Cor p
Z N

~

CH;

;
dopmyna |

OH sBNSETCSA CENCKTUBHBIM, AKTHBHBIM B
[EHTPATHLHOW HEPBHON CHUCTEME WHTHOUTOPOM IIO-
BTOpHOrO moromienusi ceporonnna (5-ruapokcu-
tpuntamuna; 5-HT), oOmagarommm BciencTsue
9TOr0 AHTUJCHPECCHBHON aKTUBHOCTBHIO. AHTHIIC-
MPECCUBHAS aKTUBHOCTh ITOTO COCIAMHEHHS COO00-
1Iagachk B HECKOJNBKHUX MyOJIMKAIWAX, HAPUMeEp, J.
Hyttel, Prog. Neuro-Psychopharmacol. & Bial.
Psychiat., 1982, 6, 277-295 u A. Gravem, Acta
Psychiatr. Scand., 1987, 75, 478-486. Oto coemnu-
HEHHE OBUIO OTIONHUTEIHHO OIMMCAHO C IENbI0
JneMoHcTpauu 3()(HEeKTOB B JICUSHUN NEMEHIIUU U
1epeOpoBacKyISIpHBIX HapymieHuid, EP-A 474580.

[Muranonpam Obur Bnepsble omucad B DE 2
657 271, coorBerctByromem marenty CIIIA US 4
136 193. Dra marteHTHas MyOJIHMKAIUSA OIHCHIBACT
MOJYYCHUE IUTAIONpaMa OJHUM CIIOCOOOM H OIH-
CBIBAaCT B OOIINX YepTax JOMOIHUTEIBHBIA CIIOCO0,
KOTOPBII MOXET OBITh WCIOJNB30BaH I IOJNTyde-
HUS [IUTAIONIPaMa.

CorylacHO ONMHCaHHOMY CITOCO0Y, COOTBETCT-
Byromuii 1-(4-dpropdenwn)-1,3-quruapo-5-n300eH-
30¢ypankapOonuTpui B3aumoeicTeyer ¢ 3-(N,N-
JMMETHIAMHUHO ) IPOTIAIXIIOPUIOM B TIPHUCYTCTBHH
METHJICYIb(HHUIMETHIA B KauyecTBE KOHICHCH-
pyromero areHrta. VIcXomHbI MaTepuan Mmoydaid
U3 COOTBETCTBYIOHIETO S-OpOMIIPOU3BOIAHOTO pe-
akuedt ¢ rmanugom meau (1).

B cootBeTcTBUUM € 3THM CIOCOOOM, KOTOPBIH
OIKCAaH JIWIIb B OOUINX YepTaX, IIUTAJIOMPaM MOXKET
OBITh TIOJYYEH 3aMBIKAaHHEM IMKJIA 3TOTO COEIHHE-
HUS:

NG /CHZOH
Z

®opmyna ll

B MPUCYTCTBUH JCTUAPATHPYIOUICTO arcHTa M I0-
CJICTyIOLTMM OOMEHOM TpYIIIBI 5-0poM ¢ IMaHUAOM
memu (1). Mcxomusiii matepuan dopmyssl |l momy-
4aloT U3 S-Opom@Tanuaa TMOCPEICTBOM ABYX IIO-
clenoBaTeNIbHBIX peaknuii ['puHbsipa, T.6. ¢ 4-
dropdpernnmaraniixiopuaom U N,N-auMeTnIamMu-
HOMPOMUIMATHUAXJIOPUIOM, COOTBETCTBEHHO.
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HoBblii 1 HEOXXUIAHHBIH C1TOCO0 M IPOMEXY-
TOYHBIH TIPORYKT AL MOJNY4YSHUS LUTANoNpamMa
6osumn ommcanbl B matenTe CIIA Ne 4 650 884, co-
IJIACHO KOTOPOMY IPOMEKYTOYHBIH MPOXYKT (op-

MYJIbI
NC_ - CHZOH
OH

Z \</\/N\
CH,

|
F
®Dopmyna I
MTOJIBEPTAlOT PEAaKIHWH 3aMbBIKAHWA IUKIA ITyTeM
JIeTUApaTallii KOHIICHTPUPOBAHHOW CEpPHOU KH-
CIIOTOW IS Tody4YeHus uurtajgonpama. [Ipomexy-

CH3
|

TOYHBIH TpoxykT (opmynsr |l momygamn w3 5-
nuaHoTamuna IMOCPEICTBOM JABYX IIOCIENOBa-
TENBHBIX ~ peakiuid  I'puHpsipa, Te. ¢ 4

¢dTOopheHnIMar HUATaJIoreHUIOM u N,N-
JMUMETHIAMAHOTIPOMIIIMATHUHTAIOTEHUIOM, COOT-
BETCTBEHHO.

Hakonen, crmocoObl MONYyYCHUS WHIUBHIY-
aNbHBIX JHAHTHOMEPOB ILUTAJONpaMa OIHCAaHBI B
nateHTe CIIA Ne 4 943 590, u3 KOTOpPOTrO TaKke
OYEBH/HO, YTO 3aMbIKAHUE IHKJIA IPOMEKYTOUHO-
ro mpoaykTa Gopmynsr |11 MoxHO TPOBOANTE Yepe3
JTAOWITLHBIA CJIOKHBIHA d(HUp MPH TTOMOITH OCHOBA-
HUSL.

Tenepsb, HEOXHITAHHO, OBLIO OOHAPYKCHO,
YTO IUTAJIONPAM MOXKET OBITh MMOJYUYCH MPH MTOMO-
IIM HOBOW MPEINOYTHTEILHOW U Oe30MacHOU Mpo-
LHEAYphl C WCIOJIB30BAHUEM YIOOHBIX HCXOIHBIX
MaTepHUaoB.

CyuiecTBo U300peTeHust

Takum oOpa3om, JaHHOE H300peTEeHHE OTHO-
CHUTCSI K HOBOMY CIOCOOY MOJTYYEHUsI IUTAI0Npama,
peyCMaTpPHBAIOIIEMY CTaANH:

a) peaknuu coenuHeHUs popmyisl |V

}
N
L
Z
o
dopmyna IV

rae R' o6o3nauaer H win Cy.s-anKuIIKapOOHUI, C
peakTuBoM [ 'punbspa 4-ranorenpropdeHma;
b) peakium TONYYEHHOTO cOoenUHECHUS (op-

MyIsl V
H

1
1’N\/\/
=

CH,OH

R o

t
Dopmyna V
rae R' uMeer ykasaHHbIC BbIle 3HAYCHHS, C Peak-
THBOM ['puHbspa 3-ranoreH-N,N-IUMeTHIIPOTTHI-
aMUHA;
C) BBHITIOJIHEHUS 3aMBIKaHWS IHKJIA TOJXy9eH-
HOTO coenuHeHust popmyns VI



Z= T

-

- CH20H
L

OH FH’
=
</\/N\¢H3
=
J
|

:
®dopmyna VI
riae R! mMeer ykasaHHbIC BBIIIE 3HAUCHNS, H
d) mpeBpamieHuss MOJNYYEHHOTO COCAMHEHUS
dhopmyer VI

RY

'
®dopmyna VI

rae R MMeeT ykasaHHEIC BBILIEC 3HAYCHHS, B COOT-

BETCTBYIOIIEE S-IIMaHOMPOU3BOIHOE, T.€. IUTAJION-

paM, KOTOPBIA BBIJCISIOT B BUIC OCHOBAHUS WJIH

ero (hapMareBTHYECKH IPUEMIIEMOH COJIH.

B 1pyrom acmekte naHHOe U300peTeHUE
o0ecrieynBacT HOBBIC MPOMEKYTOUYHBIC MPOTYKTHI
¢dopmyist V.

B nmomomHUTENBHOM acIieKTe TaHHOe M300pe-
TeHHe 00eCIIeYBAET HOBHIC MIPOMEKYTOYHBIC MPO-
IyKTHI popmyist V1.

B momomHUTENIEHOM acmekTe JAaHHOe M300pe-
TeHHe 00eCIeunBaeT HOBBIC MPOMEKYTOUHBIE MPO-
IyKThI (hopmyisl VII.

Eme B ogHOM acmekTe JaHHOE W300peTeHHe
OTHOCHUTCS K aHTUACTPECCUBHOW (apmMaieBTHIe-
CKOM KOMIIO3HUIMH, COJIepKallel LuTaionpam, u3-
TOTOBJICHHEIH MO CIIOCO0Y TAHHOTO U300PETECHUSI.

Bo Bcem omucanuu u B dopmyie uzodpere-
HUS Cjg-aIKHIOM SIBJSICTCS PA3BETBICHHAS WIIH
HEpPA3BETBJICHHAS aJKUIIbHAS TPYIINa, UMEIOMIAs OT
OJTHOTO JIO0 IIECTH aTOMOB YTJIEpOJia, Takas KaK Me-
TWIL, 3T, |-miporw, 2-nponw, 1-0yTwi, 2-0y T,
2-metnin-2-ponuit,  2,2-qUMeTHI-1-3THa W 2-
METHI- | -TIporTwII.

PeaktuBbl ['punbsipa 4-ramoreHdropdenua,
KOTOpBIE€ MOTYT OBITh HCITOJIb30BAHBI B CTAJHH a),
MIPENCTABISIOT COOON TaJIOTeHUIBl MarHus, TaKue
Kak xyopua, OpoMua win nomua. [Ipeamodrurens-
HO HCHOJB3YyI0T Opomu Maraus. Peaktussl ['puHb-
spa 3-ranoreH-N,N-IuMeTuiInponuiaMuHa, KOTO-
phie MOTYT OBITh WCIIOJNB30BAHBI, IMPEICTABISIOT
cO0OW TaJOTeHUABl MAarHWs, TaKUe KaK XJIOPHI,
OpoMHJ WIM WOAWJ, HPEANOYTHTSIHHO OpOMUJ
Maraus. [IpenmodTuTeNbHO, 3TH JIBE PEaKIuu TPO-
BOJSIT MOCIIEA0BATEIHHO 0€3 BBIJCICHUS TPOMEXKY-
TOYHOTO MPOAYKTA.

3aMbIKaHHUe MHUKJIA COeAMHESHUS QopmMyisl VI
MOJKET OBITH BBITTOJHEHO KHMCJIOTOM MIIM, KOTIa R
npeacrasasier coboit  Cyg-alKMIKapOOHWI, OHO
MOXET AaJIbTCPHATHBHO MPOBOJUTHCS dYepe3 Jia-
OMJIBHBIN CIIOKHBIN 3Qup ocHoBaHueM. KucioTHoe
3aMBIKAHWE IMKJIA BBIIOJHSIIOT HEOPTaHUYECKOM
KHCJIOTOHM, TaKOW Kak cepHas wiu (ocdopHas Ku-
CJOTa, WM OpPraHUYeCKOW KHUCIOTOW, TaKOW Kak
METHJICYNIb(OHOBAsA, I-TOXYOJCYIb(OHOBAS WM
TPUPTOPYKCYCHAST KUCJIOTA. 3aMbIKaHUE OCHOBHOTO
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KOJIbIIA  BBHIMOJHSIOT MOCPEICTBOM JIAOMITBHOTO
cloHOTO 3(mpa, TaKOro Kak METaHCYJIb(OHAT-
HBIH, MM-TOMYOJCYIb(GOHATHEIH, 10-kamdopcyibdo-
HaTHBIA, TpUTOpaNEeTaTHBIA WIN TpU(pTOpMETaH-
cynbdoHaTHBIA 3up ¢ M0OaBICHHEM OCHOBAHHUS,
TAKOTO Kak TPUATWIAMHH, AWMETWIAHWIMH WIH
nupuauH. OCHOBHYIO pEaklUIo MPOBOASAT B MHEPT-
HOM PACTBOPHTEINEC, MPEAIOYTUTECIFHO C OXJIaXK]Ie-
HHEM, B YaCTHOCTH, IpH nipudiamsurensHo 0°C, u ee
MPEIIOYTUTEIIFHO MPOBOIAT MPOIEAYPOH B OJHOM
cocyne, T.e. ¢ dTepuUKaUCH U OJTHOBPEMCHHBIM
Jo0aBICHUEM OCHOBAHHSI.

Koraa R! mpexncrasnsier H, npespamenne R'-
NH- B 1imaHo mpeanoYTUTeNbHO MPOBOMSAT JAHA30-
THpOBaHMEM M Tocienyromei peakmueir ¢ CN'.
Haunbonee npeamourutensHo ucnois3yror NaNO,
u CUCN w/mmu NaCN. Korma R MIPEACTABIISACT
c000ii Cyg-anKuiIKapOOHHMII, €ro CHavaga IOIBEp-
raloT TUAPOJIN3Y C MOyUYeHUEM B pe3yJIbTaTe COOT-
BETCTBYIOILETO COCAMHEHHs, e R IpeacTaBisier
coboii H, xoTopoe mpeBpaInarT, Kak OMUCAHO BbI-
mre. ['uapomu3 MOXKeT MPOBOIUTHCS JHOO0 B KHCIIOH,
00 B MICTIOYHOH cpee.

Cnoco6 1aHHOTO M300pETEHNST MOXKET MPOBO-
JIUTHCSI C BBIIEJICHHEM MK Oe3 BBIJENICHHs TIPOMe-
KYTOUHBIX POYKTOB.

Crioco0 JTaHHOTO W300pETEHUS MOXKET TaKKe
NPOBOAUTBCSA JJIS TOJyYeHHs aKTHBHOro (S)-
SHAHTHOMeEpa LUTanonpaMa. B 3Tom ciydae co-
enuaeHne GopMysbl VI pa3mensioT Ha ONTHYECKH
aKTUBHBIC YHAHTHOMEPHI MPH TTOMOIIH TPOIICTYPHI,
aHAJIOTUYHOW TPOIEype, OIMHUCAHHOW B TIATCHTE
CIIA Ne 4 943 590, ¢ noxydeHueM B pe3ysbTare
(S)-onanTHOMepa coexunenus Gopmyinsl VI, koto-
PBI MCIIONB3YIOT B PEAKIWU 3aMBIKAHUS IMKIA B
cramuu c). Takum o00pa3oM, WHIMBHIYaIbHEIC
SHAHTHOMEPBI MPOMEKYTOUYHBIX MPOAYKTOB (op-
myn VI u VI, cooTBeTcCTBEeHHO, BKIIOYCHBI B JIaH-
HYI0 GOpMYITy H300pETCHHS.

Jpyrue ycioBusi peakiyii, pacTBOpPUTEIU HU
T.JI. SIBJISIOTCS OOLICTIPUHSTHIMU YCIOBUSIMH ISt
TaKUX PEaKNUi W MOTYT OBITH JICTKO OMpPEICICHEI
CICIIMATMCTOM B IAaHHOU O0JIACTH.

Ucxonupii matepuan dopmymst 1V, rie R
npeacrasisier coboit H, sBiseTcss KOMMeEpYecKH
JIOCTYIHBIM U MOXET OBITH MOJYYCH HM3BECTHHIMU
npoueaypamu (Tirouflet, J.; Bull. Soc. Sci. Bre-
tagne 26, 1959, 35), u coeauHEHUS, B KOTOPBIX R
SIBJISIETCSI ALUJIOM, MOTYT OBITh HOJIyYSHBI U3 aMU-
Hocoeuuenmst (R' oGo3nauaer H) 06IenprHATEIM
AIMIMPOBAHUEM.

B oxHOM BapHaHTe NaHHOTO H300peTeHms R
npeacrasasier coboit Cig-anKuiakapOOHMI, B 4acT-
HOCTH, MCTHJI-, 3TWI-, MPOIII-, WX OyTHIKapOO-
HUJL

B 1pyrom BapuaHTe JaHHOTO H300peTeHus R
npeacrasisiet codboi H.

Coenunenne obmeit hopmyinsl | MoxeT OBITH
HCTIOJIB30BaHO B BHJEC CBOOOJHOTO OCHOBAHWS WM
B BHJC €ro (papMakoJOrn4ecKd HpUeMIIeMon Ku-
CJIIOTHO-aJIIUTUBHON conu. B kauecTBe KHCIOTHO-
aJIATUBHBIX COJIEH MOTYT OBITh HCIIOJIb30BAHbI



TaKUe COJH, OOpPa30BAHHBIC OPTraHMYCCKUMH K
HEOpPraHMYECKUMH KHCIOTaMH. lIpumepamu Takux
OpPTaHMYECKHX COJIEH SBISIOTCS COJIM C MAaJICHHO-
BOH, (GymapoBoii, OEH30HHONH, aCKOPOMHOBOM, SH-
TapHOHW, IIaBeNIeBOM, OWC-METHIICHCAIHUIINIOBOH,
METaHCYIb()OHOBOH, ATaHINUCYIb()OHOBOM, YKCYC-
HOHM, TMPONMUOHOBOW, BUHHOM, CaUIUIOBOM, IH-
MOHHOM, TJTFOKOHOBOH, MOJIOYHOH, SI0JTOYHOM, MUH-
JATbHOM, KOPUYHOM, IUTPaKOHOBOM, acmaparuHo-
BOH, CTEapWHOBOW, MaJIbMUTUHOBOW, HUTaKOHOBO,
TJINKOJICBOW, M-aMUHOOCH30WHOM, TIyTaMHHOBOH,
6eH30JICyIb(OHOBOH W TEOPHIUIMHYKCYCHOW KH-
CIOTaMH, a Takxke 8-raJoreHTeoGMIUTMHAMH, Ha-
npumep, 8-OpomreodpmmuHoM. [IpuMepamu Takux
HEOPTaHMYECKUX COJICH SBISIIOTCS CONU C XJIOPH-
CTO-BOJOPOTHOM, OPOMHCTO-BOJOPOIHOM, CEPHOM,
cynb(haMoBoit, HochOopHOI U a30THOM KHCIOTAMH.
KucnoTHo-aqAuTHBHBIE CONM ATHX COCIUHE-
HUH MOTYT OBITH IMOJYYECHBI CIOCOOAMH, HM3BECT-
HBIMU B JaHHOHN oOnactu. OCHOBaHME B3aMMOJCH-
CTBYET JIMOO C PACCUYUTAHHBIM KOJHYCCTBOM KH-
CJIOTHI B CMEIIMBAIOLIEMCS C BOJIOW PacTBOPHUTEIIE,
TAKOM KaK aleTOH WM 3TAaHOJ, C MOCICTYFOIIM
BBIJICIICHUCM JTOM COJHM KOHICHTPUPOBAHHEM H
OXJTaXXICHUEM, WIIN C H30BITKOM 3TOH KHCJIOTHI B HE
CMEIIIMBAIOIIEMCSI C BOJOM pacTBOpHTENE, TaKOM
KaK STWIOBBIH 3(Up, dTHIANETAT WIN IUXJIOpMe-
TaH, C CAMOIIPOU3BOJIBHO OTICISAIONIEHCS COTBIO.
dapmaneBTHUECKHE KOMITO3UIINK B COOTBET-
CTBUHU C JaHHBIM M300pETEHHEM MOTYT OBITh BBE-
JICHBI JTIOOBIM TOJXOMSAIIMM IyTeM B JIF0O0OW TpH-
rogHOM (opMe, HampuMep, MepopalbHO B (popMme
TabJCTOK, KAalCyll, MOPOIIKOB WM CHPOIOB, HITH
mapeHTeparbHo B (hopMe OOBIYHBIX CTEPHIBHBIX
PACTBOPOB JJISI HHBCKIIHH.
dapmareBTUUCCKUE KOMIIO3HUIIUK  JaHHOTO
M300peTEeHUsT MOTYT OBITh TMOJyYeHBI OOIIETPUHS-
TBIMH B JTaHHOW oOmactu crmocobamu. Hampumep,
TabJIETKH MOTYT OBITH NMPUTOTOBIICHBI CMEIIMBAHU-
€M aKTHBHOTO WHTPEINECHTA C OOBIYHBIMU aIbIO-
BaHTaMH /WA Pa30aBUTEISIMU U 3aTEM IPECCOBa-
HHEM 3TOH CMecH B OOBIYHOHM TaOIEeTHPOBOYHOM
MammHe. [IpuMepbl agpIOBAaHTOB WIIM pa30aBHTE-
JIeH BKJTFOYAIOT B ce0s: KYKypy3HBIH Kpaxma, Kap-
TOQeIbHBIN KpaxMall, TallbK, CTeapaT MarHus, JKe-
JATHH, JAaKTO3y, Kameau W T.m. JIroOoit nmpyroit
aJBIOBAHT WJIM BCIIOMOTATEIBHBIC KPACHTEIH, apo-
MaTH3aTOPBI, KOHCEPBAHTHI U T.JI. MOTYT OBITH HC-
MIOJIF30BAHBI, TIPU YCJIOBUH, YTO OHU SIBIIIOTCS CO-
BMECTHMBIMHU C aKTUBHBIMU HHIPEAUCHTAMH.
PacTBOpHI 711 MHBEKIMIA MOTYT OBITH MPHUTO-
TOBJICHBI PACTBOPEHUEM aKTHBHOTO WHTPEINEHTA 1
BO3MOJKHBIX J100aBOK B YaCTH PACTBOPUTEIS UL
WHBEKIINH, MPEAMOYTHTEIBHO CTEPHIBHON BOJBI, C
JIOBEJICHUEM pacTBOpa JI0 XKeJaeMoro oobema, cre-
pWIM3anueil pacTBopa W 3alOJHCHUEM B TOJIXOJS-
muye amIyiasl win (iaakoHbl. Moxer ObITh 100aB-
JieHa JI00as moaxojsmas 100aBKa, OOBIYHO TPH-
MeHseMas B JAaHHON 00JacTh, Takas KaK arcHTEHI
TOHUYHOCTH, KOHCEPBaHTHI, aHTHOKCUAAHTHI U T. 1.
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IIpumepst

Croco0 JTaHHOTO M300PETCHHS WILTIOCTPHPY-
eTCsl laJiee CIeYIOUIMMHU IPUMEpPaMU.

IIpumep 1. 4-Jumerunamuso-1-(4-amuHO-2-
rugpoxkcumeruipenun)-1-(4-gropdennn)oyran-1-
oll.

PactBop 4-dTopdenmnmarauitbpomua, Io-
nydeHHblit U3 4-gpropbpombenszona (116 r, 0,66
MOJb) U MarHueBbix ctpyxek (20 r, 0,8 mons) B
cyxoM TI'® (500 mut), nOGaBISAIOT MO KAamisM K
cycrien3ud S-amuHodranuga (30 r, 0,2 monb) B
cyxoM TI'® (500 mi). Temnepatypy HOAACPKUBA-
tor Hmwke 5°C. Ilocnme 3aBepuieHust N00aBICHUS
PEaKkIHOHHYI0 CMeCh IIepPEeMEIINBAIOT B TEUCHHE
0,5 4 mpu KOMHATHOM TeMIIEpaType.

Bropoii pactBop I'puHbspa, MONMydeHHBIN U3
3-mumetunamuHonponmixiaopuaa (25 r, 0,2 mMoib)
u crpyxkek Maruus (6 r, 0,25 mons) B cyxom TI'®
(150 mu1), 1OGABISAIOT K PEAKIMOHHOM cMecH. Tem-
neparypy noajepxusaror Hike 5°C Bo Bpems J0-
GaBneHus. IlepeMeInnBaHue NMPOAOIDKAIOT B Tede-
nue 0,5 u, 3aTeM mpekpamarT ¥ OCTaBJISIOT Ha
HOYb IIPU TEMITEPAType OKPY>KaroLeH Cpebl.

PeakimonHyto cMech 00pa0aThIBaIOT JIeASTHOM
Bomoi (1000 mi) u ykcycHoii kucimorod (60 r).
TI'® BeimapuBarOT B Bakyyme. Bomayro ¢a3y npo-
MBIBaIOT dTHianeTaroM (2x200 mm). K BogHoO# dhaze
mobasisitor NH4OH ¢ monmyuennem koneunoro pH
9. BomHbIfi CJIOH OKCTPArupyrOT 3STHIALCTATOM
(2x200 mur) u opranmyeckyio Gazy QUIBTPYIOT H
npombiBaroT Bomoi (100 mu). BeimapuBanue pac-
TBOpPHUTENICHI B BaKyyMe OCTaBIISIET YKa3aHHOE B
3arosnoBke coequnenue (38,8 r, 58%) B Buae macna.

'H-IMP (CDCls, 500 MI'n): 1,45-1,55 (1H,
M), 1,65-1,75 (1H, m), 2,2 (6H, c), 2,27 (1H, m),
2,33 (2H, m), 2,43 (1H, m), 3,6-3,7 (2H, NH,), 3,97
(AH, n, 12,5 T'n), 4,25 (1H, n, 12,5 I'n), 6,58
(1H, n, J=8 '), 6,62 (1H, c), 6,95 (2H, T, J=8,5
I'm), 7,25 (1H, n, =8 T'w), 7,45 (2H, ar, 1,2 T'n,
J=8,5Tn).

5-aMuHO-1-(3-nuMeTunamuHonponi)-1-(4-
¢drophennn)-1,3-nqurunaponzodeHsodypas.

Heouunmennsiit  4-gumetunamuno-1-(4-amu-
HO-2-runpokcuMeTmidhenmn)-1-(4-propdennn)oy-
taH-1-o1 pacteopsitot B H3PO,4 (60%, 140 r) u Ha-
rpesator 10 80°C B Teuenue 2 4. PeakumonHyro
CMeCh BBUIMBAIOT Ha CMeCh BOJbI co Jibaom (1000
mi). Jobasmsror NH4OH ¢ monydennem KOHEYHO-
ro pH 9. BoaHblil ClTO# 3KCTparupyroT STHIIAIETa-
ToM (2x200 mur). OOBEIMHEHHYIO OPTaHUYECKYIO
¢basy ¢uabTpyror, npombeiBaor Bogoi (100 mi) u
cymat (MgSQO,, 10 r). PacTBopuTes BBIIAPHBAIOT
B BakyyMe. YKa3aHHOE B 3arojiOBKe COCAMHEHHE
MOJIY4aloT B BHJIE Macia.

'H-IMP (CDCls, 250 MI'n): 1,3-1,5 (2H, m),
2,05-2,3 (10H, ctm), 3,6-3,7 (2H, NH,), 5,0 (1H,
¢), 6,45 (1H, n, J=1,8 '), 6,55 (1H, mx, J=8 I'n,
J1,8Tm), 6,95 (2H, 1, J=8,5 '), 7,05 (1H, x, J=8
I'm), 7,45 (2H, nt, J=1,2 T, J=8,5 ').

1-(3-ImmerunamuraOTIpOTTIIN)-1-(4-hTopde-
Hu)-1,3-turuapon3ooeH30 G ypaH-5-KapOOHUTPILL.



5-AmuHO-1-(3-gumetunamMunonponun)-1-(4-
dropdennn)-1,3-quruapounszodensopypan (18 r,
0,06 mous) pactopsitor B Boje (100 mir) u H,SO,
(8 mi). NaNO, (4,1 r, 0,06 MoB) PacTBOPSIOT B
Bojie (20 mu1) 1 0GABIAIOT 110 KAIUIAM [PU TEMIIE-
patype Hmxke 5°C. JIMa30TUPOBAaHHBIM pacTBOP
nepememuBaoT B Teuenue 0,5 u mpm 0-5°C. pH
JOBOAAT 10 6,5 mo0aBiIeHHEM HACHIIICHHOTO pac-
tBOpa NaCOs. DTOT pacTBOp 100aBISIOT K CMECH
Bozb! (100 m1) u Tonyona (120 M), comepkatiero
CuCN (6 r, 0,067 monb) u NaCN (10 r, 0,2 moub)
npu 50-60°C. IlepemenrnBanue MHPOAOIIKAIOT B
teuenue 0,5 4. Daspl pa3uensioT U BOAHYIO (a3y
JOTIOJIHUTENBLHO OKCTparupyror Ttojiyosiom (100
mi1). OOBeTMHEHHYIO OpTaHHYECKYIO (pa3y MmpoMbI-
Bator NaCN (10% Box., 2x50 mu). PacteopuTens
YIAISIOT B BAKyyM€ U OCTaTOK XpoMaTorpadupyor
Ha cuJMKarese (dTUNALeTaT ;| H-TelTaH | TPUITHIIA-
muH; 85:10:5) ¢ mojydeHHeM yKa3aHHOTO B 3aro-
noBke coequnenus (6 r, 32%0) B Buae mMacia.

'H-IMP (CDClz, 250 MTI'n): 1,35 (1H, m),
1,45 (1H, m), 2,1 (6H, c), 2,15-2,25 (4H, ™), 5,12
(1H, n, J=12,5 I'n), 5,18 (1H, x, J=12,5 T'wy), 7,00
(2H, 1, J=8,5T'n), 7,4 2H, 1, J=8,5 T'n), 7,45 (1H,
n,J=7,5Tn), 7,5(1H, ¢), 7,58 (1H, n, J=7,5Tn).

Ilpumep 2. 4-Jlumerwaamuto-1-(4-amerwmi-
aMHHO-2-TUapoKcuMeTHI(G e )- 1-(4-hTopder)
OyraH-1-o11.

PactBop 4-dpropdeHmnmmaranitbpomMuna, Io-
JaydeHHbIi u3 4-propopombensona (11,6 r, 0,067
MOJIb) U MarHueBbix cTpyxek (2 r, 0,08 monb) B
cyxom TT'® (50 mu), 106aBISAIOT MO KAIUISAM K CyC-
nen3uu S-anetuwnamuHodpranuaa (5 r, 0,03 monn) B
cyxoM TI'® (50 mu). TemrepaTypy NOAAEPKHUBAOT
Hiwke 5°C. Ilocne 3aBepiieHus n00aBiIeHHUS peak-
IIMOHHYIO CMECh IlepemMemnBaioT B Teuenue 0,5 u
MpU KOMHATHOM TeMIIepaType.

Bropoit pactBop I'puHbspa, mosydeHHBIN U3
3-numernnamunonpommwixiopuaa (3,7 r, 0,03
MoJjb) u crpyxek maraus (0,87 r, 0,036 moinb) B
cyxom TI'® (15 mur), H0OaBISAIOT K peaKIHOHHON
cmecu. Temneparypy noanepxusaror Hmke 5°C Bo
BpeMs nobOasneHus. [lepeMennBaHue MpoaoIDKAIOT
B TeueHue 0,5 4, 3aTeM mpekpamaroT ¥ OCTaBIISIOT
Ha HOYb IIPU TEMIIEPAType OKPYIKAIOIIEH Cpebl.

PeakumonHylo cMech 00pabaThIBAIOT JIeITHOM
Bozo# (100 mi) u ykcycHoit kucioroi (6 r). TT'D
BBINIAPUBAIOT B Bakyyme. BoaHyro ¢asy mpombiBa-
ot strnaneTatoM (2x50 mur). K BogHo# dasze mo-
6asmstror NH4OH ¢ monmyuennem koneuroro pH 9.
Bomubrii cioit akcTparupyror stuiamneratoMm (2x50
MJI) U OpraHudeckyio ¢a3zy (QuibTpyIOT U MPOMBI-
BaroT Bojo# (50 mi1). BeimapuBanue pacTBopuTeneit
B BaKyyMe OCTaBJISIeT yKa3aHHOE B 3arojlIoBKE CO-
enunenue (6,6 r, 63%) B Buae Macha.

'"H-IMP (DMCO-dg, 500 MIm): 1,15-1,22
(1H, ™), 1,40-1,50 (1H, m), 2,02 (9H, c+c), 2,05
(1H, m), 2,13 (2H, m), 2,20 (1H, m), 3,95 (1H, g,
J125 ), 448 (1H, x, J=12,5 I'y), 7,05 (2H, T,
J=8,5Tn), 7,14 2H, nn, J=8,5 I'u, J=1,2 T'n), 7,47
(1H, n, J=8 T'm), 7,58 (1H, ¢), 7,64 (1H, x, J=8,5
I'm).
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DOOPMVIJIA N30BPETEHIA

1. Crioco6 momydeHus IUTAIONpaMa, BKIIO-
JaIoIUH CTaIun
a) peaknuu coemuHeHUs popmyist |V
H

N
R! @o
/

o]
rae R! npencrasisier H nnn Cy_g-ankuinkapOoHu, ¢

peaktuBoM ['puHBspa, NMpeaCcTaBISIOMNUM coboi 4-
¢dTOopheHnIMar HUATaIOTeHUL;
b) peakuum MoIy4eHHOTO COEIUHEHHs (op-

MyIsl V

H
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R‘l'N\-I/\/CHZOH
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F
rae R mMeer ykasaHHEIC BBINIE 3HAYCHHUS, C PEAK-
TUBOM [ puHbspa, mnpenacraBnsomuM coboi 3-
JTMMETHIaMUHOTIPOITIIMArHU AT JIOTCHU T,
C) IMKIM3AaLUH MOJIYYECHHOTO COEIUHEHUS
¢dopmyns! VI

H
)
N CH,OH
& \.l/\ 20H ?Hs
Z KA~
CHj3
&
<

riae R' uMeer ykasaHHbIC BbIIIE 3HAYCHIS, 1
d) mpespaleHus MOJYYEHHOTO COEIUHEHHS
dhopmyer VI
H

1
1'“\ A
-

R

Z =3

CHy

F
rac Rl UMCCT YKa3aHHBIC BBIIIC 3HAYCHUA, B COOT-

BETCTBYIOLIEE S-IIMAHONPOU3BOAHOE, T.€. [[UTAJIOI-
paM, KOTODBIA BBIICISIFOT B BUAE OCHOBaHHS WIIU
ero (hapMaleBTHYCCKU MPUEMIIEMOIT COJIH.

2. Crioco6 mo 1.1, B kKoTopoMm R TIpeICTaBIs-
et H.

3. Cnoco6 1o 1.1, B koTopom R' mpezcrasms-
eT Cy.g-aKUIKapOOHMII.

4. Cnoco6 mo 1.3, B kotopoM Cjyg-ankui
MPEICTABISICT METHII, STHII, PO WU OyTHIL.

5. Croco6 mo mm.1-4, B KOTOpOM HCHOJb3Yye-
MBI peakTuB ['puHbBspa MpeAcTaBiIsSeT rajJoreHu]]
MarHus, MPeIrnoYTUTENbHO XJIOPHI, OpOMHUI WK
HOJIH]IL.

6. Cooco6 mo m5, B KOTOpOM peakTHB
I'punbsipa, UCTIONB3YEMBIH B CTaANH a), PEICTaB-
JIIeT OpOMMUIT MarHHs.



7. Cnoco6 mo mn.5, B KOTOPOM pEakTHB
I'puHBspa, UCTIONB3YEMBIH B CTaauu b), MpencTas-
JSIET XJIOPH]L MArHUSL.

8. Croco6 1o mobomy u3 mir.1-7, B KoTopom
MUKITU3aIno coenuHenuss Gopmyibl VI BBITIOTHS-
IOT KUCIOTHBIM 3aMbIKaHHEM KOJIblla, OCYIIECTB-
JIIEMBIM HEOPTraHUYeCKOW KHCJIOTOM, TakoW Kak
cepHass i (ochopHas KHUCIIOTA, WM OpraHuye-
CKOW KHCIIOTOHM, TaKOW Kak MeTaHCYJIb(oHOBast, M-
TOIYOJCYIb(OHOBasE WM TPUPTOPYKCYCHAsT KH-
cIora.

9. Croco6 1o 1.3, B KOTOPOM IHKITH3AIHIO
coenuHenust Gopmynsl V| BEINOTHSIOT OCHOBHBIM
3aMbIKaHHEM KOJIbI[Aa IOCPEJCTBOM JIAOMIIBHOTO
a¢upa, MPeANOYTHTELHO C OJHOBPEMEHHBIMU JTe-
pudukanueii U 1006aBIeHUEM OCHOBaHUS.

10. Crmoco6 mo m.9, B KOTOPOM yKa3aHHBIH
TAOWIBHBIA d(QUP TPEACTABISIET METAHCYIH(POHO-
BB 3dup, n-TomyoncynbdoHoBBI dup, 10-
KaMpopcynb(QOoHOBBIH 3¢dup, TpudTOpaneTHIBHBINR
nnn TpudropmerancyapQoHOBEI 3¢up, a OCHOBa-
HHUE TPENCTaBIICT COOOH TPUAITWIIAMHH, TUMETH-
JIAHUITUH WA TUPUINH.

11. Cmoco6 1o 1.2, B KOTOpOM IIpEeBpaIlcHIE
rpymmsl R:-NH- B LpaHO MpOBOASAT AHA30THPOBA-
HHEM C mocieayrormiei peakiueir ¢ CN™.

12. Crroco6 1o 1.3, B KOTOPOM IIpEBpaIlcHIE
TPYIIIBI R-NH- B muano MPOBOJAAT THAPOIU30M
Cye-ankmnkapbormiamurorpymms;, R-NH- B co-
OTBETCTBYIONTYIO aMHHOrpymy, rae R' mpexcras-
msiet H, ¢ mocrneayromuM qua30TupOBaHueM U pe-
akiueit ¢ CN'.

13. Cmoco6 mo mobomy w3 mm.1-12, otmu-
YalOUIMHCS TEM, YTO IIEPEel] €ro UCIOJIb30BaHUEM B

10

peaKIuy 3aMbIKaHUS KOJIbIA B CTAJUHU C) COEAUHE-
Hue Gopmynsl VI pa3aenstor Ha ONTHYECKH aKTHB-
HBIE YHAHTHOMEPEI, TosTydast (S)-3HaHTHOMED.

14, CoeuHHeng dbopmynsr V

|
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F
rae R npeacrasisier H win Cyg-ankunkapOoHuII.

15. Coenunenne hopmynsl VI
H

|
N CH,0H
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F
rae R npencrapiusier coboit H wmun  Cprg
ANKWIKapOOHWII.
16. Coenunenue popmyist VI
H
|
N
R l/\/\o CHy
# N
CH;

F
rae R npencrapusier coboit H wmm  Cpg

ANKWIKapOOHWII.
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