AKAIIEMHS HAYK CCCP

YCOEXHU XUMHUMH

BbINYCK 6 HIOHb — 1967 r. TOM XXXVI

MOCKBA JKYPHAJI OCHOBAII B 1932 TOOY
BDIXOIHT 12 PA3 B I'OJ

YK 547.466

YCNEXHW CUHTE3A HEBAMEHHUMBIX AMUHOKHCJIOT
3. H. Cagonosa uw B. M. beruros

B nocsnennee Bpemsl oueHb CHJBLHO BO3POC MHTEpPEC K CHHTE3y OHOJOTHU-
YeCKH BajKHBIX aMHHOKHCJOT. DTO BBI3BAHO TeéM OGCTOSTENBCTBOM, YTO aMH-
HOKHCJ/JOTHl IepecTaroT 6blTb 06BEKTOM TOJAbKO TEOPETHUECKHX HCCACI0BAHUH
¥ CTAHOBSITCSI NPOAYKTOM NPOMBILIJIEHHOIO IPOU3BOACTBA M MAacCOBOro I0-
Tpeb.leHUs B NHIIEBOH MPOMBILIEHHOCTH H CEAbCKOM XO3SHCTBe.

Tak kKak K0a1u4eCTBO PaboOT, BHILICIILHUX 34 MOCJACHHEee BPeMS B 9TOH 00-
- JIaCTH, JOBOJBHO BeAUKO, CTAHOBUTCH HEOOXOIMMBIM 1aTb MX KPUTHUECKUH
cB30p.

Hacrtosimnit 0630p KacaeTcst CHHTe3a BOCbMH He3aMEHUMbIX aMHHOKHCIOT!
BaJMHA, JeHlUnHa, n3ojeduna, dedunaaliuta, TPEOHUHA, JH3UHA, METHOHH-
Ha, tpuntodana. O630p paboT MO CHHTE3Y, PACHIENCHHIO U PaleMH3aUNH
ellle 0THOH BaXXHOH aMHHOKHCJIOTHI — ITyTAMHUHOBOHM KHCJOTBHI, 0UYOJUKOBAH
B 1963 r.!. Tak Kak jneTanbHbil paztop JHTEPATYPHbl 110 CHHTE3Y aMUHOKHC-
JIOT, HMewluica B kuure I'punmrteiina 1 BuHuua 2, oxBaThiBaeT OPUTHHA/b-
HVI0 JHTEpaTtypy mo 1958 r., Mbl MOIpoGHO PAacCMOTPUM PalboThi, BHIILIEAILHNE
nosaHee, 10 cepenunsl 1965 r., u uacte padoT, BRILIEAWHX BO BTOPOH HOJO-
Bure 1965 r. Bosee panuue padoTbl OyAYT NPHBACKATHCS A5 LeJIbHOCTH H3-
JoxeHHus. BHauase Mpl OPHUBOAMM OOIIME METOJABI CHHTE3d, a 3aTeM ClelH-
(dhHyeckie /15 KaKI0H OTIeIBHON aMHHOKHCJIOTD], HAUYHHAS ¢ MOHOAMHHOMO-
HOKapOOHOBBIX M Iepexoas K ©Oojee CJA0KHbIM. BeaelcTBHe 10ro, 4ToO
O0bIuHble XUMHYEeCKHe CHHTE3bl NPHBOAAT K PAUEMHUECKHM aMHHOKHCJAOTAM,
pacuwennenne DL-dopm Ha ONTHYECKHEe AHTUMOOALI IpuobpeTaer mepsocte-
nennoe 3uauenune. Cpean 0630p0OB, NMOCBSAIICHHBIX 3TOMY BONPOCY, €CTh Bbl-
IIeqiHe CPaBHUTENbHO HenapHo 3, OaHAKO BCe OHM OCBELIAIOT JHIb OTHe/b-
Hble aCleKThl TMpob/aeMbl U B 3HAUUTENBHOH Mepe yCTapesH.

OBIMHE METOIblI CHHTE3A

[TpocTeliiiuM OGLHM METOAOM CHHTE3a BCeX AMHHOKHCJIOT SABIACTCH aM-
MOHOJIH3 COOTBETCTBYIOIINX «-TajJoxHA3aMellleHHbIX KHcaoT. Cama peakuus
aMHUHHPOBAHHS He IPeACTABJASIeT HHKaKHX TPYAHOCTeH, U 06.1aCTh NMpHMeHe-
HHSI peakiH{ OrpaHHUHBaeTCd TOMBKO LOCTYIHOCTBIO @-Tad0HIKHCIOT. [lo He-
aBuero BpeMeHH A0CTYIHBLIMY DuiJIM AL MaJ0HATIPON3BOIHBIE alHdaTHYe-
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cKHX KucaoT. B 1956—1959 rr. HecmesnoBbiM, ®@pelilIHHOR H COTPY IHHKAMU
6Bl pa3paGoTaH HOBBIH METOJ CHHTE3a a- U -XJ0PKapOOHOBBIX KHCJIOT U UX
(QYHKIHOHAMBHBIX NPOM3BOJHBIX Ha OCHOBe ‘PeakLHH TEJIOMEPH3AIHH STHIE- /§
Hat 3, q,a,0,0-TeTpaxJaopaJKaHbl, NOJAyYaolHecs NPH PajinKaJbHO-LeMHOR
peaklHH TeJOMEePH3alHu ITHAeHA H UYETHIPEXXJOPUCTOrO YI/iepoaa, npespa-
IAIOTCST B aMHHOKHCJIOTH 10 cieaywolielr obuleit cxeme &

FeCl;
AICI,

- HX
CCloCH, (CHy), €1 ——" CCly= CH (CHy), Cl ——

Cl, /H,SO, N

Hs
— CCly = CH (CHy), X —————° HOOCCHCI (CH,), X —— HOOCCH (CH,),X
CH3;COOH unu {
(CH3CO0), Hg NHz

rie X — 3aMecTurean; n=ot 0 10 15.

" Takum 06pa3oM_ OblJIX MOJAYUYeHBl CASIYIOLIHe aMUEHOKHCAOTHL: (pednaana-
nun (X=CgHs, n=1); rryramudoBas kuciaora (X=COOH, n=2), au3ud u
opuuTHH (X=CgH4(CO)2N, n=4 u 3), draaujibHyo IPyINy yaajasioT THAPO-
JIH30M C TIOMOLIbI0 KOHUEHTPHPOBAHHOH COMAHOH KUCJAOTH. [Ipu aMMoHOMU3EC:
a,0-1uXJA0pBadepuanoBoit kucjaotel (X=Cl, n=3) obpasyerca mposun’—°

IpyruM yaoBHBIM NPOMEXYTOUHBIM LIPOAYKTOM HAJA CHHTe3a «-aMHHO-
KHCJIOT ABJAIOTCA Q-HATPOKHUCJAOTH M HX TipousBopubie. B 1952 r. Baiicbaar
¥ JIuTA HaMeTHJIM OCHOBHBIE HYTH HCIOJB30BAaHUA HUTPOYKCycHOTO adupa
JUIST CHHTE3a o-aMHHOKHCJAO0T: 1) alxuianpoBaHHe HUTPOYKCYCHOTO 3dupa ra-
JIOUJHBIME aJKHUIaMU, aTKHAAPUICYAbPOHATAMHE H aJKUACYAbPaTAMU B IPH-
CYTCTBHHU LLLEJOYHBIX KATaJH3aTOpOB; Kapbunojdamu B npucyrcrsun BF;; za-
MelleHHBIMH AMaJKHIaMUHAMH H UYeTBEDTHUHBIMH aMMOHHEBbIMH OCHOBAHHUS-
MH; 2) KOHIEHCAUHsi HUTpOyKCycHoro adupa mo TNy KhHoBeHarens c
ajJpJerHiaMH M KeTOHAMH C COOTB2TCTBYIOIHMMH KaTaJusaTopamu; 3) mpH- ‘
coellMHEHHE HHTPOYKCYCHOTO 3(Hpa K BEIeCTBaM, COLEpKAIIHM aKTHBUPO-
BaHHYIO ABOHHYI0 ¢BA3b. [locie BBeeHHSI HYXKHBIX 3aMECTHTe/ e HHTPOTPYII-
Iy BOCCTAHABJAHBAIOT, a 3hUD OMBIAAIOT 1. ITH aBTOPHI U PN APYTHX HUCCIe-
poBateyeft pazpaboTanu MeTOABl CHHTe3a Tpunrodanal!l, Tpeowuua !2 13
Jefdnuna 4, TIyTaMHHOBOH KHCJAOTH !°) roinmuna '6.17, g-amuHOMacasiHoh 13 u
JPyTHX aMUHOKHCJIOT Ha OCHOBE HHTPOyKcycHoro sdupa. Muartepec K HuTpO-
VKCYCHOMY 3(pHpY 3a IocjejJHee BPeMsl 3aMEeTHO IOBLICHJCS B CBA3H € TIOSB-
JieHHeM NIPOCTOTO crnocoba ero NMoJy4eHHsa U3 HUTPOMeTaHa M meqoud '8, Jlaa
nosyuyeHus tpuatodauna °~2!, nmponanna ??, opuuTHHA 2 W TAYTaMHHOBOMH KHC-
JIOTEL 24 OBIJI HCIIOJIB3CBAH TaKkKe H HUTPOMAJOHOBHIN 3¢up. BoccraHosse-
HHEM 3(HPOB 3aMEIEHHbIX -HUTPOAKPHUIOBEIX KHCJAOT HOJAYYEHbl BaJHy 25 26
Jefinnn %6, usosneinnn 7 u O-meTuaosbiil 2¢up Tpeonnsa ?. B kauectse npo-
MEXKYTOYHOTO BELIECTBA B CHHTE3E q,»-IHAMHHOKHUCJOT, O-BHJIHMOMY, MOX-
HO HUCIOJb30BATb (-HUTPO-g-JaKTAMBI 3THX KHCJOT 28,

s monyyenusi a-HATPOKMCJOT PuHKOalHEp TMPEIIOKHU PeaKIHIO Kap-

OOKCHIMPOBAHHs TIEPBHUHBIX HHMTpOmapadHHOB MAarHHIMETHJIKAapGOHATOM:
B auMeTHApopmMaMuze 2%-2;

O
Il
7N
R—C O H+ Hy; Pd/C
R — CHyNO,; -+ CH,OMgOCOCH; — I\lll | =—— RCHCOOH ———— RCH—COOH
i Mg | |
0 o No/ NO, NH,

XenatHoe cTpoeHue 0Opa3ymoLIeHicst MaruMeBOH COJIH q-HHTPOKUCIOTHI:
cTabuausupyer MoJexkysny. CBOGOAHYIO HHTPOKKCIAOTY BLIAEATIOT MOLKHCJE-
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HHEM M 3aTeM BOCCTaHaBJMBAIOT A0 AMHHOKHCJIOTH. Takum oGpasom, H3
HUTpOSTAHA, 1-HHTPONponana o na-nutpcbyraHa Oblid moaydednl DL-ana-
HuH, DL-q-aMudoMacasiHast Kucaora ¥ DL-vopBanud ¢ Buxogamu 46, 34 u
429% cooTBeTCTBEHHO, CYUHTAs Ha HUTpoNapaduH, IPHUEM aBTOPHI YKA3LIBAIOT,
YTQ ITH YCJAOBHS He ONTHMAJbIb] 2%,

C nomoupic MeTHIMAarHuiikapboHata Obi OCYU[eCTBJAEH OOWIUH CHHTC3

AMHHOKHCJIOT TIyTeM KapOOKCHJAMPOBAHMS W a/KHJIUDPOBAHUS 3-QeHuArupaH-
TOUHA;

0
I
c
o] VN
I HN  N—CH,
¢ L]
VAN =C RX
HN N—CH, SN Wioims
L + CH,OMgOCOCH — 0= C 0 =L
H,C—CO § N0—Mg”

’

A - R—CH--COOH
HN N—CH; HO |

Lo NH,
R—CH—C=0

ATHM MeTOJOM TIONYUYeHHl CJe1yIOUIHe AMHHOKHCAOTH  (NepeuyciieHbl:
AMMHOKHCAOTA, aJKHIUPVIONIUH areHT, B cKoGKax yKasaH BHIXoA B Y, cuntas
Ha 3-QeHWJrHIAHTOUH): BaJHH, U30NponuadopomMun (38); meiiuud, n3o8yTuI-
6pomun (46); tennnananun, xjgopucToiit 6ensua (97); tpunrodaH, rpamux
(53); mpoaun, 1,3-nubpomnponau (45); ausul, N-(4-6poMOyTHI) -PTaTHUMHT
(45); rayraMMHOBAas KHCJIOTA, HATPHEBAA COJAb [-XJAODTPONHOHOBOH KHCJIO-
TEr (30) 3334,

B 1958 r. TepenTbes u I'paueBa NpeAJOKHIN HCIOJIB30BATb B KaUeCTBe
AEIIEBOTO CHLIPbA 14 MOJyYeHUs aMHHOKHCJA0T Gypdypoa 3. dypdypoa upe-
BPAIIAl0T B KETOH, OKCHMHPVIOT, OKCHM BOCCTAHABJAHBAIOT LHHKOM B VKCYC-
HOH KHCJOTe 10 aMuHa. [locjie 5TOro aMHHOTPYIIY 3alUIIAIOT AlUAUPOBaA-
HHEeM, OKHC/I0T QYPAHOBBIA IMKJA MePMaHrauaToM B IMEJOYHOR Cpefe U Mo-
JAy4daloT AlHIBHOE MPOH3BOAHOE AMHHOKHC/IOTBI, H3 KOTOPOTO THAPOJH30M
BBLIEJISIOT CBOGOAHVIO KHCJOTY:

_ — MgX — NH,O0H H,
7N\ L TNCon L TN R ZTN_c R %
Lo/ ™0 = 85/ < ¢

0’ oy
O NOH
. CH,COCl  ,—, KMnO,
77 N_CH-R S ¢ N_CH-R  —"' HOOC—CH--R
\Q/ | \O/ | |
NH, NHCOC,H, NHCOC,Hs

Taknm obpaszom OblIH HodyueHbl N-GeH30HJIbHBEIE MPOU3BOAHBIE calesyio-
KX alHpaTHUECKHX aMHHOKHC/IOT: JelllHHa, aJlaHuHa, HOPBaJHHA, HOpJAEH-
UMHa, q-aMUHOMACASTHOA H a-aMuHo#303HaHTOBOH, R=—CH,CH,CH (CHj)..
Ipn okuciennu N-GeH30HAH20NponuaAdypHIaMHEHA IPOH3BOIHOE BaAJIHHA BbI-
neauTb ne yaaercs 36, Kpome 1oro, u3 (ypaHOBHIX NPOH3BOJIHBIX TIOJIyUEHbI
N-Gensomnacnaparunosas kucaora n npeaun ¥. Konzencauued ¢pypodyposaa
H HATPOAJKAHOB C NMOCAEAYIOINM BCCCTaHOBAeHHeM nuTporpynnnt LiAlH, n
oxHcaesremM GypaHOBOTO KO.bLA NOJNYYAOT B-aMHHOKHCI0TH %, KpoTonosas
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KoraeHcauus Gpypdyposa ¢ MeTHIAIKHIKETOHAMH, CONPOBOXKJatomasncs ria-
pHpPOBaHWeM HENpPEeTeNbHOrO KeTOHA, aMMGHOHM30M H OXHC/IEHUEeM, IPUBOIHUT
K y-aMHHOKHCIOTaM 39,

QueHdb MHTEPECHBIH COCQO NMpeBpallleHHs HUTPHUJAOB B (-aMHHOKHCJOTHI
npea1oxus Baymrapren. Peakuus nporekaer 1o CIeAyIOIEeH cxeme:

CH;OH NH,C] HOCI NCI Tpet.-B.-K
RCH,CN —— RCH,CZ 2" ., RCH.Z

—> ZC e —
HCl \OCH3 \OCH3
OCH
RCH—C—OCH; 7 gron _c % mos
_)[ N ] Ron [RCE T or | =2, R—cH—coocH,
|
NH NH,-HCl

YacTHYHBIM OMBIJIEHHMEM HHTDUJIA HOAYYAIOT XJOPTUAPAT METHAUMHHO-
aupa, KOTOPHH XJOPHpPOBaHHEM NepeBoisT B N-xaopumuHoadpup. Ilocaen-
HHil non deficTBHeM TpeT.-OyTHaTa KaJjaus TIPeTepleBaeT TeperpyniHpoBKY
B MeTHJOBBIT 3up XJA0Oprufpata aMHHOKACAOTHEL. [leperpynnuposka aBJjsier-
Cfl YAaCTHBIM caydaeMm IpeBpauleHHst N-IAUXJI0P-8TOp-AJKUIAMUHOB B O-aMH-
HOKeTOHBI. 113 COOTBETCTBYIOIUX HUTPU/IOB OBLIH NOTYYEHB! (B cKOOKaX yKa-
zan Bolxox B %, cuwras Ha Hutpma): denunananuu (44), aeltnmn (39),
amanuu (51), romuwn (51), HopBanud (21), deHusarauuun (51) 9.

CJaenyolide WHPOKO H3BECTHbIE METOIbl CHHTe3a aMHHOKHCJIOT Mbl CYH-
TaeM HeuenecooOpassblM H3JjaraTh B OOLeH YacTu:

1. CuHTe3pl Ha OCHOBE MaJIOHOBOTO, alE€THIAMHHOMAJOHOBOTO, IHAHYK-
CYCHOTO, aUETOYKCYCHOTO 3(pHPOB.

2. A3JIaKTOHOBBII MeTON CHHTE3a apOMATHUECKHX AMHHOKHCJIOT H DOIA-
CTBEHHBIE CNOCOOB!, B OCHOB2 KOTOPBIX JIEKUT NMPUHIUI HCIIONb3OBAHUA NOA-
BHKHOCTH BOJODPOJHBLIX aTOMOB aKTHBHPOBAHHOA METHJEHOBOU TPYyNNObl (KOH-
J1eHCAIHH aAbIeTrHA0B ¢ AMKETONHNepasuHaMH, THAaHTOHHAMH H NP.).

3. Huanruapusospit Meto (cuntes Ulrpexepa).

4. Tlpunroxenus Metoxa llIMuiaTa K CHHTE3y aMHHOKHCJOT.

Hosble BapHaHTBl H HAWOO/Aee Ba)KHbple TPHMEDBl IPUMEHEHUS 3TUX METO-
108 Oy1yT DoJlee HAH MeHee T0APOOHO PaCCMOTPEHbl IPU ONUCAHHH CNOCOGOB
NOJVYEHHST OTAENBHLIX dMUHOKHUCIOT.

Bonpocsl, cBsi3aEIBle C CHHTE3DM CMECeH AMUHOKHCJAOT M3 IIPOCTeHmuX
VIJIepOo- U a30TCOAeprKALIHX COeAHHEeHUH NOoa AeHCTBHEM PasJUUYHBIX Qu3H-
yecKUX (axTopoB (remmeparypa, oOGJayyeHue, YJABLTPA3BYK, 3JACKTPHULCKUHN
paspsaT U 1p.), BBIXOMAT 3a paMkH Haliero oGsopa.

Denuraaranun. OCHOBHblEe MCOTOIbl CHHTE32 (DeHHIaJaHuHA SIBJASIOTCA
OJHOBPEMEHHO OOLIAMH MeTOIaMH 175 NOJAyYeHHA APYTHX APOMATHUYECKHX W
aqHpaTHIeCKHX MOHOAMHHOMOHOKapGOHOBBIX KucaoT. [loatomy, paccmatpu-
Baf B 1aJbHeALIeM CHHTe3bl BaJdHa, JCHUHHA U H30MeHIMHa, Mbl OY/1eM CChi-
JaThCAd Ha peakKiluM, ONHCAHHLIE B 3TOM pasiede.

lupoko H2BeCTCH MPCUIOKCHHBIN DpieHMENepOM H HOCAUWMUEA erc umsa
METO1 CHHTe3a apOMaTHUECKUX AMHHOKHCJOT KOHJIeHcauuel GeHsajbrerujia
(nH IPYruxX apoMaTHYeCKUX aJjbleruioB) € THINYypoBoi kucaortoil. OGpa-
3viowuficss a3/1akToH FEAPOAN3YIOT U NOCHAE BCCCTAHOBASHHUS ¥ OCBOOOK IeHNS
AMHHOTPYIIIBE NOJAYUAOT (heHuMaNaHnH 4!

CO--0

/
C¢H,CHO - C;H,;CONHCH,COOH — CgH,CH=C -
N
N==C—C¢H,
1) P4-HI
- CeH,CH=CHCOOH — — 5 C,H,CH,CHCOOH

| 2) H,O; H+
NHCOCH, NH,
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Brixon denunanannna cocrasiser 63-—679% Ha asaakron 2 uau 559 Ha
TMIINypoBYyI0 Kucaory 8. [Tpu HCNoAb30BaHHH BMECTO MOCJaeTHeH aueTHJrIH-
HHHA BBIXOAbI Aocturair 729% 4446, L3secTHp MHOrOYHC/JIEHHBIE BHIOH3Me-
HeHHA METOMA, CYUIHOCTb KOTOPBIX 3aK/JI0UaeTcsl B KOHJeHcaluu OeH3able-
rHia ¢ TeTePONHKJIMYECKHMH COeNHHEHUSIMH, MHMEWIIUMH aKTHBHYIO
METHJICHOBYIO TPYINy: THAAHTOWHOM *7—°0 nuxkeronunepasutom !, 2-tHo-1-
GeH30UITHAAHTONHOM 2. 53 2-MepKamToTHa3010HOM °4 %5 poxanuHom 5. Boc-
CTAQHOBJIEHHE H THAPOJIU3 NOAYYEHHHIX OCH3UAHZEHOBBIX NPOH3BOIHBIX MPH-
BOJAST K aMHHOKHCJIOTAM.

15 cHHTe3a apOMAaTHYECKHX AMHHOKHCJIOT, B UACTHOCTH (eHHIaJdaHnHa
H THPO3MHA, 0KA3aJ0Ch BeCbMa IMJIOJOTBOPHBIM NMpUJIOxKeHHe peaxuun Meep-
Beitna 578! [Ipu moMoIH TaJOMAapHIHPOBAHUS TIPOH3BOAHBIX AKDPHIOBOM
KHCJOTH pa3paboTaH yAOOHBIA CHOCOG MOJyueHUs o-TajdoiI-f-apuinponio-
HOBBIX M [-apUIH3OMACASHBIX KHCJOT, YTO TO3BCJHIO HAUTH 0OUIHI MeTox
cunte3a DL-B-denunananuiia 1 €ro OPOU3BOIHBIX H3 AKPHIOHUTPHJAA H Me-
THJIMeTaKpHujaara 59 60;

ArN,X HCOOH-+HCI NH.
CHy=CH—-CN ~—- ArCH,CH—CN ——-» ArCH,CHCOOH —— ArCH,CHCOOH

| I |
X X NH,

rae X=Cl uau Br.

a-X/10p-B-heHUNPONHOHOBAS KHCJOTA ToaydeHa ¢ Beixo1oM 40%; mpu
AMMHHPOBAHUH €€ BOJHBLIM PacTBOPOM aMMHaKa BbiXo1 (EHHJIaJaHHHA CO-
craBaser 40—42%, npumeHeHHe KUAKOrO aMMHAKA YBEJUUUBAET BLIXOI
aMuHOKHCA0TH a0 80Y%. B pesyabrate ranoufapHianpOBaHHs aKPH.IOBOM
KHCJAOTH U IOCJeNYIOLero aMUHUPOBaHUA (PeHHJaJaHHH Noayuyaercd ¢ 00-
muM BeiXxoaoM 10%, cuuras Ha anuaun bl JIpyro# myTh NMOJdyYeHHA a-XJI0P-
B-beHUINPONNOHOBO! KHCAOTHI Obisl npelioxeH PpefilIuHON U COTPYyAHU-
KaMu:

HCOOH (6e3soaH.)
CLC=CHCH,CoH;  ——————=  HOOC—CHCI—CHyC,H;
Cl,

Boizenennyio ¢ 63%-HBIM BBIXOAOM KHCJIOTY IIOABEPratOT aMMOHOJM3Y
H36BITKOM BOJHOTO pacTBOpa aMMmuaka Ioj HaBJeHHEM H HodayuaT 779%
GdeHusananuna’,

MoHOaMHHOMOHOKapOGOHOBLIE KHCAOTH MOKHO 110Jy4aTh H3 MeTH.IaJdKHI-
KETOHOB Yepe3 a-OKCHMUHOKETOHbBI 110 CJeAYIOIeH cxeMe:

0 0]
AIKONO Il R’X [l 1) NaOCI
RCH,CCH; —— RC—C—-CH; —— RC—CCHy ———
i HCI i NaOH ! 2) H+
(0] NOH NOR-’

H,; Pd/C
-» RC—COOH ———— RCH—COGCH
[} !
NOR’ NH,

MeTHIKETOH HHTPO3UDYIOT QAJKUJIHHUTPUTOM HJIH HHTPHTOM IEeJOUKOTO
MeTajjia M AJKHJHPYIOT OKCHM KeTOHa 1u3Tu/acyabdaTonm. B pesyabrare
paciuenientsl a-aJKOKCHMHHOKeToHa 1o [odhMaHy o0pasyeTcs «-ajdKoKCHMH-
HOKHCJIOTA, KOTOPYIC BOCCTAHABJAHBAIOT 10 aMHHOKHCJOTHEL. Takum obpasom
OBlAH TOJTyUeHbl (peHnAagaHnH H3 MeTHJ- (B-(DeHHJI3THI) -KeTOHa C BBIXOIO0M
50—539%: amanuH U3 METHJISTHAKETOHA ¢ BbhixogoMm 14 u 32%; Baaun u3 Me-
THAH300yTHAKETOHA ¢ BHixonoM 34 n 319% 62765 Kpome Toro, OblIM MOJTyueHb
THPO3HH, HOpJeHnuH, 3,4-muokcudenunananus U (QeHHATIHIHH 56,
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HHrepecHbl npeBpallerus, IpoTeKalomiie NPH NOJYYeHHH (eHuIaIaHAHA

13 3PUpOB KOPHUYHOH KHCJOTB. DPUP KOPHUHOH KHCJAOTH 0oOpaGorkoi Opo-
MOM MepeBoiAT B 3pup a,B-IHGPOM-B-heHUATpONHOHOBON Kucaorhl. IIpo-
AyKT, 00pasyiouiicst npu o6padoTKe 3Toro sdupa u3bntkoM 25%-HOT0 pac-
TBOpPA aMMHaKa TOJ J1aBJeHHeM, BHaUaJe OblJ HENPaBHALHO IPUHAT 34 aMHI
a-aMuH0-B-penunakpunosoit kucaot [CeHsCH=CC(NH;) CONH,]¢’. Bmuo-
CJeACTBUH OBIIO MTOKA3aHO, UTO 3TO COEJUHEHHE SABJISETCS MPOU3BOIHLIM 3TH-
adegumuna %8, TuIpHpOoBaHHE NPOMEKYTOUHOTO TPOAYKTa C TNOC/AeIYIOUHM
IHIPOAH30M HaeT (eHuAandaHuH ¢ BbIXOHoM 25%, cuutast HA adup o,pB-IH-
OGpoM-B-heHUATPONHOHOBOH KHCIOTH &%
T NH,

Br
CeH,CH=CHCOOR —-» C,H,CHBrCHBrCOOR —->

2y

— C,H,CH-CHCONH,

N/
NH NH, NH,

tO, HC!
2, CgH,CH,CHCONH, ——> CgH,CH,CHCOOH

Cuntes ¢eruaananuna no Lrpexepy Obls ocyuiecTBaeH JpaeHMeRepOM
B 1882 .70, u ¢ Tex mcp Goablie He NpuMmeHsiicd. B 1963 r. aja noayueHust
ajaHWHa, BaJdHHA, JeHluHHA ¥ (eHWsasannHa ObT NpelJOoKEeH BapHaHT Me-
ToJAA, 3aKJIOUAOIHACA B MEepBOHAYAJBHOM B3aUMOAEHCTBHM aJjbleruia,
uaHuaa Meransa W GeH3ugaMHHA (BMecTO aMMuaka), nonydyennsit (N-6GeH-
3MJ) AMHHOHUTPUJI OMBUISIOT A0 aMUHA, CHUMAIOT GeH3UIBHYIO TPYIITY THAPU-
pPOBAHHEM H TMOCJe THAPOJH3A MOJYUAIOT aMHHOKHCIOTY 7L

HCl!
C¢H,CH,CHO--C4H,CH,NH, - MeCN — C4H,CH,CHCN -5

|
NHCH,C¢H;

H. H,0
— C,HsCH,CHCONH, —> C4H,CH,CHCONH, —— CgH,CH,CHCOOH
|
NHCH,C,Hs; NH, - HCl NH,

HauGoablum pasnooGpasueM OTId4anTCs CrocoGel Modyyends QeHusI-
ajaHHHa ¢ NOMOLUBX MaJOHOBOTO, HUHAHYKCYCHOTO, AlleTOYKCYCHOTO 3)HUpPOB
M X NpOH3BOTIHBIX. HoBbie BapHawTel 3THX CHGcoGOB IpeddararTcsl HccJe-
J0oBaTe/sIMH ¥ B HacTosilllee BpeMsi. [10CKOMBLKY TIO/HOe ONUCAHHE 3THX CHH-
Te30B ObL10 Obl CJAHLIKOM I'DOMO3AKHM, a HCKJAOUeHHe HX U3 0630pa CAenalno
Obl HeNOJHOH KapTHHY CHHTe3d He3aMEeHHMbIX aMHHOKHCJOT, MBI OTDAHHYH-
BaeMcs Ta0JuIeld, B KOTOPOH daHbLl Y3/J0Bbe MOMEHTHl CHHTE3a U YKa3aHhl
ADYTHE aMUHOKHC/JAOTHI, TIOJyYyaeMbi2 TEM XE CIoCcOOOM.

BoccralnoButenbHoe aMUHHpPOBaHHE (DEeHWINUPOBUHOTPAXHOH KHCJIOTH
BOZOPOIOM M AMMHAKOM B IHPHCYTCTBHHM NaaMaJHeBOr0 KaTajad3aTopa
SIBJASETCS] PeakuUeH, aHaJorH4HOH BOCCTAHOBJ/IEHHIO OKCHMOB M (henuruapa-
ZO0HOB @-KeTOKHCJAOT %, Oco0eHHO yAoOHO TPHMEHSTb BOCCTAHOBHTEIBHOE
aMHHHPOBAHHe [J5 CHHTE3a MEUEHHOTO II0 a30Ty QeHnIasannta %t B cepuu
SIMOHCKHX ITaTCHTOB OIMHMCAHO BOCCTAHOBUTEIbHOE aMUHHPOBaHHe QEHHIIMHPO-
BHHOTPAaIHOH, MHPOBHHOTPAIHOH M KeTOLAyTAPOBOH KHCJIOT B IPUCYTCTBUH
Pa3JHUHBIX KOMILIEKCHBIX COJCH KoGanbra %, a Takike HaTpuiGOPTHIDH-
aom %, Komniexcel KoGajibra ObLIH HCIOAb30Balibl NPH HOJIYYEHHH (HeHHI-
aJlaHHHa THJIDHPOBAHHEM (-aUETHJIAMUHOKOPHUHON KHCJOTHI 99,

OtmeueHo noayuenne dbenuaasanuna, Jefinuia 0 a-aMUHOMACJSHON KHC-
JIOTBL € NOMOIBIO peakuuu I'purbapa. OaHaKo BEIXOAB aMHHOKHCJIOT HE Npe-
BhIIAIOT 5—109, 100,

IpesniokeHo HeCKOAbKO CHOCOB0B MOJNYUeHHsT ONTHUCCKH aKTHBHOTC (e-
HHJa7laHuba (a Tak:Ke BaJulia, aJalHHa H IyTaMHHOBOH KHCJOTHI) IpeBpa-

e

.
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HcxofHoe BeliecTBO qu%J;:B gb?plclézﬁ Apyrue a“‘"“‘)““cgg:zg6gﬁﬂY‘IEHHbIe TeM e H?lCJI?[Il‘{"Tlgj
craguit LA ’ paTypy
CgHsCH,CH—COOC,H, A - 72
l
COOK
CH,(COOC,Hs), 4 {31—36 73,74
BrCH(COOC,H;), 3 | 64 75
CeHsCH,CH(COOC,Hy), 2 | 60 76
RCONHCH(COOC,Hs), 2 X
=CgHjy 64 77
R=CH, 69 THCTHAHH, JelfluH 78
R=H 60 | acnaparumoBast H TaryTaMiloBas K-Thl 79
R=H 75 | wopaeliunn, acmaparunopast K-ta, THposuu| 80
RCONHCH(CONH,), 3 |13—77| jeftuun, THCTHAMH, FAYTAMHHOBAS K-Ta, 8l
R=C¢Hy; CH, HOpJIEH L HH
-CNCH—CONH, 3 77 | BajuH, MeHLHH, TAyTAaMIHOBAA K-Ta, 82
! HOpAeHIHH
NHCOCH,
CN—CH-—-COOC,H; 2 62 TpHnTodAH, THCTUAHH, METHOHUH, Baauu,| 83
| nefiuH
NHCOCH, _
CN—CH—COOC,H; - 2| 30 7%
1
CH,C,H,
CN—CH,COOC,H 5 18 | Banum, Tupo3un 84
'CN——(le—COOCH3 2 JIefllluH, METHOHHH, BaIUH &5
NHCOCH,C4H,
CH4COCHCOOC, Hy 3 54 | ajanud, acTIAparHOBast H IJ1yTaMH- 86
‘ HoBasg K-THI
CH,C¢H;,
To xe 2 79 87
To xe 2 68 aJIaHuH, JIEHIHH, H30JeHIHI, MeTHOHHH, | 83—92
BaJIMH, THPO3HH

IWEHHeM MOJEKYJ, HMEeIOLUIHX ONTHUSCKM aKTHBHYIO IPYINY, ¢ 06pa3oBaHHeM
HOBOTO neHTpa acummerpud. OjJHAKO acCHMMETPUUYECKHHA BBEIXOI, KaK IIpaBH-
70, O6bIBaeT HM30K. Hanmpumep, NpOAyKT KOHIEHCAIMH THIpa3uia ONTHYECKH
AKTUBHOH KHCJOTHI ¢ ¢-KETOKHCJOTOH BOCCTAHABJMBAIOT H pasnaraior. Ilo-
JYYaloT CoeliHeHHe ¢ HOBBIM LEHTPOM acHMMerpuu o1

CHy_y
EH—CONHNH,--C4H,CH,COCOOH —
CeH,CH,”
CH3 = /COOH 1) H.; PtO, *
- SEH—CONHN=C{ % CeH,CH,CHCOOH
CoH CH, CH,CiHy Pt b

Ontuyeckne nsomepnl (heHHIadaHNHa, adaHHHA, BaJHHA OLIIH IOJYUYeHB
KATAJUTHUECKHM THAPHPOBAHHEM COOTBETCTBYIOILHUX (-KETOKHCJIOT B NPUCYT-
<tBud D(+) u L(—) a-MmeTHa6eH3U/1aMUHA:

H,
CyH;CH,COCOOH - CH;CH—CH; -~ CgHzCH,—C-—CO0~ —=
| 1
NH, N
|
CH,y—C—CyH,
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— C4H,CH,—CHCOO~ —>»  2C,H;CH,CH, -+C,H;CH,CHCOOH

| l
NH NH,

l 2
CH
N

H,C CgH,

AcHMMETPHUECKH UEHTP AMHHOKHCJIOTH BO3HHKAeT HA CTAAHH THIDH-
poBanus mnpdosa ocnopanusa. CreneHb BBeJIeHHOH acCUMMeTPHH 3aBHCHT OT
CTPYKTYPBl HCXOIHBIX BELIECTB W CBOHCTBa Karaausartopa %2, Onucaso Io-
JydeHde L-denusaiaHuHa THAPUPOBAHUEM -AUeTHAAMUHOKOPHUHON KHCJIO-
Tl B npucyrersu Pd/C u HeGosbinnx Kosuuects L-MernonnHa 19, Axabopu
MpenJIoKUA NOJAYUaTh ONTHUECKH AKTHBHBlE aMHHB H aMHHOKHCJOTHI C IO-
MOILBIO aCUMMETPHUECKOTO KAaTalau3aTopa THAPHPOBAHHUSA, MPEICTABJSIONIETO
cob0ll BOCCTAHOBJEHHBIH 0€JAKOBO-NAJMALUEBBI KOMIJIEKC, MMOJyUeHHBIH
ancopbuueit PACl, na BostokHax ¢utpouHa meaxka. Takum o6paszoM, U3 3TH-
JIOBOr0 2¢Hpa a-aueTOKCUMHHOGMEHUANPOIHOHOBOH KHMCJAOTH Obla TMO.1yUEH
L-dbennnanaunn 104,

Baaun, Tlpome Bcero nosayvaTth BaJHH aMMOHOJHU30M a-TajiOHIH30BaIe-
PHAHOBBIX KHCJACT. [Ipu aeficTBAM aMMMaka Ha «-0pOMH30BajepHaHOBYIO
KHCJOTY BBIXOABI BajuHa JocTuraiot 78% 19, o6pabGoTka KHCJIOTH TeKcaMme-
THJEHTETPAMMHOM MPHBOIHT K HOITH KOJHYECTBEHHBIM BbIX0AAaM Ba.IH-
Ha 74, 106_

Pasznuynbie BapuaHThl cuHTe3a lllTpexepa Owiin paccmorpennt [onpu 7.
B oany craguio c BoixomoM ~709% mnosayuaercs BajuH no peakuuu Ulmuara
U3 H3oNpomuaMaionosoro 3dupa % TnapupoBanuem 3THJIOBOTO 3¢Hpa
B,B-AHMETHI-¢-HHTPOAKPHJIOBOH KHCJAOTH C NOCJAeAVIOIIHM THAPOJH30M Ba-
JIMH MOJYYaloT C BRIXOmoM ~ 509, 25.26:

HNO; CH

CHa\
C=CHCOQC,H, ——

cH,”

3\ 1) Hsi cken. Ni CH3\
C=C—-CO0C,H, —m CH—CH—COOH
cH, | YHO; H+  CH,

NO, NH,

3acayxuBaeT BHHMAHHS NpHJIO:KeHHe Metonga AxaGopu (CM. HHUKe) K
CcHHTE3y BajauHa. N-aleTHABHOE TPOH3BOAHOE OKCHBAJMHA, MOJIYYEHHOTO
KOHIGHCAUMEH aueToHa ¢ TJIMIHHATOM MeEIM, BOCCTAHABAWUBAIOT B MPUCYT-
CTBHH CKEJIETHOTO HHUKeJs M TOJyd4aloT BadHH ¢ Beixomom 809 109:

CH3\ CHs\ 1) Hy; cken. Ni
C—CH—COGCH-} (CH,C0),0 — C—CH—COOH ——
CHS/ l CHa/ | AN 2} FHApPOJIH3
OH NH, OH NHOCCH;
CH3\
— /CH—CH—COOH
CH, l
NH,-HCl

Psax paGor, onucaHHLIX B OpelbiAVIHEM Pa3feNe, KacaeTcs TaKkKe CUHTe-
3a BaJ/nHa 33 62-65 82-85, 88 Heynaun npu MOUHTKAX TMOJYUHTH BAJAHH (M H30-
JefiHH) U3 TIPOM3BOAELIX (PypaHa 3%, a TakkKe aJKU/INPOBAHUEM aMUAA ALUI-
aMHHOMAaJIOHOBOH KHCJIOTHI 81 ¢B3aHbl, NO-BHANMOMY, C NPOCTPAHCTBEHHBIMH
aTpPYIHEHUSIMH,

Jletiyun. J11sa cuHtesa JeldldHa TPAMEHAIM BCE KIACCUUECKHE METO[Ih
CHHTE3a aMHHOKHC/JIOT: aMHHHPOBAHHE @-TAJOMANPOH3BOIHLEIX H30KAMPOHO-
BOH KHC/JIOTHI aMMHAKOM WJIHM YPOTpomuHOM, cunTte3 llITpekepa u3 u3oBaJe-
PHAHOBOTO aJbleruia, CHHTE3 C MOMOILBIO IIPOM3BOAHBIX ALETOYKCYCHOTO H
MaJIOHOBOTO 3(UPOB. 32 Noc/aeaHee BpeMsl Obll NPEAJIOKEH PSiJi HOBHIX BapH-
AHTOR NOJYUECHUSA Jleﬁ\U,I/IHa 10, 14, 26, 33, 36, 71, 78, 8183, 85, 88, 100, 108‘

(
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Hsonedyun. TpyaHocTH cuHTe3a H30JEHIHHA ONpeIeJsIOTCs, BO-NEPBBIX,
HAJHYHEM y HETO ABYX acCHMMETPHUSCKUX ATOMOB YIJIepOAaa, CJAel0BaTel1bHO,
JBYX AHACTEPEOMEPHBIX (POPM H, BO-BTOPHIX, CTEPHUECKUMU MNPENSITCTBUAMHY,
00yCJIOBJEHHBIMH GOJABIIHM 0OBEMOM 870p.-OyTHABHOMR rpynmnbl. Jlo cux nop
He CYUIeCTBYeT MeTOJ0B HampaBJeHHOTO CHIITe3a, N03BOJSIOero noayiarh
H30JefinuH, cBOGOAHLIHA OT ajaousogelinuna. Haudoaee 6.1aronpusaTHoe CoO-
OTEOILEHME H30JEHINH : a/JIOM30JIefilHH, TOJIyYaeMoe MHpH CHHTe3e, pas-
Ho 3:1.

BpomupoBaHHeM W aMHHUPOBAHUEM 8TOD.-OyTHIMAJIOHOBOrO 3upa Obl10
nosydeHo (mocse mepexpucradanszanni) 49% cmecH paneMuuyecKHx Auacre-
peomepoB, cogepKauieil 89% DL-usoneinuna '0. [pumenenue anetu.iaMu-
HOuHManyKeycHoro spupa naer 40% mpodyKTa ¢ COOTHOLIEHHEM H30JEMUIH
T aJIoM30JeHUMH, paBHpiM J: 111 CMmecb macrepeoMepoB, nojayuaemasi
BhIX0AOM ~60% npu BOCCTaWOBJeHHH OKCHMA 3THJAGBOro 3GHpa MeTHIITHI-
NHPOBHHOTPAAHOH KHCAOTE! 112, a Takike ero deHuaruipasona®®, colepmur
1o 66% usoaeldnuHa.

Ecau noamyuate usosefinud no peaxunu lllMuara, To us srop.-GyTiiaie-
TOYKCYCHOTO 3QHpa noayyamoT ¢ BuixoloM 40—509% ciech paueMHUecKux
JIHaCcTePEOU30MEPOB, U3 KOTOPHIX BuiAeasitorT 72% DL-uzoaefinuna 13, 114

CHy HN; T CH, o
CH—CH—COOC,H; —————~ NCH—C—COOC,H; | —
C?_Hs./ | H,S0,,/xad C2H5/

COCH,

CH. Hcl CH
"™ CH—CH—-COOC,H, — 3>CH—CH—~COOH
l CH l
NHCOCH;4 ® NH,

CON,

-

CoHy”

IIpn ncrmonb30BaHMU B 3TO Ke peakiMH B KauecTBe HCXOTHOTO BellecTBA
8TOD.-OYTUIMAJOHOBOH KHCJAOTEL BBIXO1 CMECH paleMaToB COCTaBIseT
669% '°8, Hexoropbie BApHAHTBl HHAHTHAPHHOBOTO CHHTE32 INO3BOJSIOT MOJY-
YATbL CMECh PALEMAaTOB, COAepKalLy cBuiuie 60% usomefiuuxa ''5-17 Bpiaun
cleJaHbl MOMBITKH HaWTH cTepeocneuudiueckue NyTH s CHHTE3a H30.1ei-
mmna, O6pasyouyiicss IpH JeHCcTBHY METHITHIKETOHA Ha THIIYPOBYI KHC-
Ja0Ty 4-6rTop.-6yTHANIEeH-2-QEHUI0KCA30101H-O 0KA3a0Ch BO3MOXKHBIM pa3ie-
JUTb HAa ABa H30Mepa OMblIeHHeM CHMPTOBOH wIed0ubid. OTHaKo mociel1yio-
mlee  BocCTaHoBjaenHe M THAPoaAu3  N-OeH30HJABHOTO  TPOU3BOIHOTO
BTOP.-6YTHINAEHTJIMIMHA IPOTEKAIOT ¢ YACTHUYHBIM 0OpalenneM KoH(urypa-
IIHH, U NO03TOMY IPOAYKT COIep:KHUT Bcero 78% DL-uzoaefiuuna 13 118:

CH3\ NH—COCzH;, CH3\ ) OMBLT.
$CO | - Se=C-—co 5
C,Hy CH,COOH C,H, U
N O
NeZegn,
CH N CH o  CH
TN C—C—CcoOH =T 3>CH-CH-COOH — 3>CH-CH~COOH
CGHy | C.H, | CoHs |
NHCOC,H, NHCOC,H, NH,

[Tpu nosyyeHun M30JeHHHA U3 ONTHYCCKH AeATeNbHOro D-130aMHI0BOTO
cnupra (OKHCJAEHHEM €ro B ajibleTrHi H Jajgee HHAHTHAPHHHBIM METOI0M)
MoyyaloT NMpuGAU3UTENbHO PaBHBIE Koamuectsa L-u3onefiuuna u D-aano-
M30/IefilIMEA, KOTOPbIE MOTYT ObiTh pa3jedebl KpHcTasdausanuei 19121,

Jlis npespauenus 870p.-0yTHALHAHYKCYCHOro 3GHpa B H30JeHUHR OO
OpelsoKeHo ABa MyTH. Bo-nepBbix, MeTox Japanckoro (BapuaHT meperpyn-
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nupoBku Kypuuyca). B stom ciiyuae KapG3TOKCHIBHYIO TPYINY MpeBpallaioT
B amuHorpynny (—COOC,H;~CONHNH;—CON; -NHCOOC;H; —~NH3), a
KapOOKCHJ TOJYYalOT THAPOJM3OM LHUAHOTrPYMnel. Bo-BTOPHIX, paciielJeHHe
no I'opmany (CN—-CONH;-NHy), cocresimee B mpeBpallleHHH HHAHOTDYIIIHL
B aMHHOTpyNny. McXonHbi#l 870p.-6YTHIANHAHYKCYCHEI 3)HD UMeeT 1Ba aCHM-
METPUYECKHX YIVIEDOAHBIX ATOMA W MIPEACTABAALT COGOH CMeCh PaneMHUUecKux
JdHACTEPEOMEpOB ¢ ImpeobaagaHueM OIHOTO U3 HuX. Ecan 370 T4k, TO COOTHO-
‘lIeHHe AMACTEPEOMEPOB B MOJYUYAKOLIEMCS H30JEHIHHE 3aBHCHT OT METO0Ia
‘TIpeBpalieHus B HeTo 8T0op.-OyTuAuaHyKeycHoro adgupa. (ABTophl npeanoaa-
raloT, UTO INPH AMHHHPOBAHHM M THAPOJH3E HE MNPOHCXONUT 06paIleHus
KoHdurypanuu.) [efcTBUTeNbHO, NPH HCHONB30OBAHHM HEOUMIIEHHOTO 30H-
pa, TOJAYYEHHOTO THAPHPOBAHMEM 3THJIOBOrO 3dupa o-IHaH-B-METHAITHI-
AKPHJIOBOH KHCJOTH (M3 METHJASTHJIKETOHA M LHAHYKCYCHOH KHCJIOTHL), IpHU-
MeHeHHe NlepBoro mertonAa fgaer 609% u3oselyHA B cMeCH TIPH OGLIEM BBIXO-
Lie palleMUYecKux auacrepeomepos -— 55%, B To Bpems xak BTopoil naet 40%
usoaeiinuia npu oduem Beixoge 50% 22 123, Onuako, ecan HCXOAHBIN 3dup
NOoJAYy4aloT aJKHJIHPOBAHHEM UHAHYKCYCHOTO 3(Hpa 8Top.-0yTHIOPOMUIOM,
To Metofom Jlapanckoro noayuaor 42% uszosefinmna (oBIMA  BBIXOX
32%) 2% a meronom I'opmana ~60%. CaegosaresbHO, COOTHOLIEHHE AHA-
CTePEOMEPOB B HCXOTHOM BTOP.-OYTHJINHAHYKCYCHOM 3hHpe HEOIHHAKOBO
NPy Pas3aHUHbIX CIIOCOBAX ero MOJdYUeHHS.

Avun 8Top.-0YTHNUHAHVKCYCHON KHCJAOTH MPeBpPAllaeTcs B H30JIEHIUH
no Fodpmany B oxuy cragmio ¢ Beixonom 46% 125 M3 amuzna erop.-Gytunama-
JIOHOBOMN KUCJOTBI H30/1€HIHH TEM XK€ METOAOM TI0/IyYaioT ¢ BeixogoMm 74 Y% 125,
BTop.-6yTUANAEHYKCYCHYIO KHUCJOTY, HNOJVUEHHVIO H3 METHJIITHIKETOHA W
OpPOMYKCYCHOH KHCJAOTHL IO peakuuu PecopMaTckoro, MOXHO NPEeBPaTHTh B
H30JeHUMH ABYMA NyTAMH. [lepBblil BKAOUAeT OOBIYHBIE OMEPAlHH: THADH-
poBanue, 6POMUPOBAHHE B a-NOJOXKEeHHe W aMMoHoau3. Usosefinun npu 31oM
nonayuaercs ¢ o61umM BeIxodoM 32%, cooTHOIIEHHe H30JeHIHH : a1JI0U30/EH-
uHH paBuo 71:29. Bropoi#t nyre — HuTpoBaHue 81 Y% -Holi a30THOH KHCJAOTOH,
He cofeprKaniell OKHCIOB a30Ta, € HOCJAeNYIOUIMM BOCCTAHOBASHHEM:

CH3\ HNO, CH3\ 1) Ha; cken. Ni
C=CH-COOC,H, —— C=C—-COOC,H;, —————
Csz/ Csz/ [ o 2) H;0
NO,
CH3\
- CH—CH-—COOH
CH |

NH,

‘Boixox ~20%, cooTHouienne H30JeHLHH : a110H30aeHIHA — 77 : 23.

[Ipy BOCCTaHOBIEHHH O-OKCHMUHO-B-METHJIBAJEPUAHOBOH KHUCJAOTHI, MO-
Ay4aemol HUTPO3HPOBAHHEM 8T0p.-OyTHAMANOHOBOTO 2hupa OYTHAHHTPHTOM
obpasyerca u3ogeiuus 114

CHS\ CH,0NO CHs\ Na/Hg CHS\
CH—CH (COOC,Hy), - CH—C—COOH ——- >CH—CH—COC
C,H; C,H, i C.H, |
NOH NH,

Henasrno Obl1 npeasoxell CHHTE3 H30JeHUIMHA W3 KPOTOHOBOH KHCJAOTHI
. NMOMOILBIO peakTuBa [ punbsipa nmo cxeme %7

CuCl CHa\ Br;
CHsCH=CHCOOH +MgBrC,H; -—— CH—-CH--COOH ——
CHY |
MgBr
CH;,\ NH,0H CH3\
- CH—CH—COOH — CH~-CH—COOH
C.Hy” | CH,” l

Br NH,
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WHuTepecHoe uccaeq0oBaHHe NOCBANICHO IONYYEHHIO H30MeHIIHHA H3 THO-
dpera, 3-TueHUArAULHH, MOAyIeHHbI 13 3-THodeHanbrerwaa MetonoM lliTpe-
Kepa, NMOJIBEpPraioT ‘BOCCTAHOBHTEJNBHOMY J1€CYy/b(HPOBAHUIO CKeJeTHbIM HH-
KejieM H [OJYUAIOT IKBHMOJAPHYIO cMech DL-nsonefiunna u DL-annouso-
JefiuuHa ¢ obmuM Buixoaom 23%:

CN
7
CHO ¢H
e VAN HCI
7N\ -+NH,OH--NH,CI--NHz 1 NaCN — »—\ NH, ——
\S/' \S/
COOH
ch
xea. Ni CH
N o T \CH—CH—COOH
o 77\, NH, NaOH  C,H,” |
Ng/ NH,

Briio mposeneno paciiensienue 3-THCHHJANIHLUMLEA Ha ONTHUGCKHE AHTH-
noxel. Hdecyabbypusanus L-uzomepa maer 21,5% npoaykra, coiepzxallero
§osiee MOJOBHHBL L-ansousodelininia. ABTOpLl Mpeanogaraior, 4To KoHdpop-
MalU#ds MOJIEKYJbl, aiACcOpOHpPOBAHHON Ha KaTajan3aTope, CTePeOXHMHUUECKH
Bosiee GaaronpuaTHa AaA obpasoBaxus agnaodopmsl 128 Huxe, npu pacemor-
peHuH CcnocoBoB CHHTE3a TPeOHHHA, Mbl YBHAMM, UTO Te H3 HHUX, KOTOpLIe
CBSi3aHbl C KAaTaJUTHUECKHM THIPHUDOBAHHEM, NMPUBOAAT K NPEUMYIICCTBEH-
HOMY 00pasoBaHMIO aJJIOM30OMeEDa.

Tpeorun. CsoeoOpasue XMMHUYECKOTO CHHTe3a TPeOoHHHA (u-aMUHO-f-
OKCHMACJSHONH KHCJIOTH) crpegenasieTcsd Heo0XOJUMOCTLIO BBEICHUS B MOJe-
KyJy aMUHO- H THAPOKCHUALHOH Tpynil. ‘B Mojeky/je TpPeoHHHA (KakK W H30-
JeAnHHa) CYLIeCTByeT JABa IHeHTPAa aCUMMETPHM M, CJICA0BATeJbHO, UMEIOTCs
J1Be auacrepeoMepHble (OPMBI, U3 KOTOPBIX TOJBKO L-Tpeo-topva sABjaseTcs
MPUPOTHOR aMHHOKHCAOTOH.

B Hacrosiliee BpeMs HAWIYUYIIMM MOMKHO CUMTATh METOI CHHTE3d TPEO-
HHHA, MPeLI0KeHHbH AKaGOpH W 3akaicUalouics B KOHAeHcanuu (Mo THIy
KHoreHaress1) MeaHOro KoMIljeKca [VIHIMHA C alleTadblerHAOM B HPHCYT-
CTBUH IIEJOUHBIX areHTOB 2%

[ CH,—C00~
|
NH,

H+

CHy—CH—CH—COO~
Cu-2CH,CHO —»

Cu-HEO+2CH3CHO—a|' |
. OH NH,

— 2CH;—CH—-CH—COOH
o N,

‘B aToil peaknuu KOMIJIEKCHO CBSI3aHHAS Melb yJa4HO COBMeliaeT (PyHKUUH
AKTHBALIMY BOJOPOJHOrO aTOMa B METHJCHOBOH TpyNNle ¥ 3aUUTBl aMHHO-
rpynnbl. BeHay TOro, YTO MeIHbI!i KOMIJIEKC a/JJ10TPEOHUHA 3HAUUTENbHO §O-
Jlee pacTBOPHM, YeM KOMILJIEKC TPEeOHHHA, TNOJyualolllasicss B pesyJabTarte pe-
AKIHH CMECh TPEOHHHATOR MeAHW 5IBJsercs YALOOHBIM O0BEKTOM 1Jd pasie-
JieHHs auacrepeomepon 30-133  CpobGonHble aMMHOKHCJ/IOTHL BBIJIEJASIOT pas-
JIOKEHHEeM KOMILJieKCa <CepOoBOJOPOAOM HJAHM Ha HOHOOOMEHHOH cModJe.
Konuyectso DL-TpeoHHHA B NPOAYKTE PeaKIUH BJABOE NPEBLILIAET KOJIMYe-
ctBo DL-anjorpeornsa. IT0 0O0CTOATEJNBCTBO COCTaBJSET e74Ba JH He
IaBHYIO IEHHOCTh Meroda AkafopH, Tak Kak NPOUYHE METOAbl N0 CYIIEeCTBY
CAYKAT Croco6aMH NOJTYUeHHs aJJI0TPEOHHHA, a NIPOLECcC HHBEPCHH aJllo-
TPEOHHHA B TPEO-TPEOHHH € TOMOIIBIO XJAOPUCTOTO THOHHJIA CO3JaeT 10MO0Ji-
‘HHTeJIbHBIE TPYLHOCTH M HezocTaTouHo addexrupen 134 135,
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K BeccrniopHBIM NMpedMylllecTBaM OIMCAHHCIO METoda OTHOCATCS €ro Ma-
JOCTAaAMAHOCTD (JBe CTaxMH, BKJOuas BbieleHne CBOOOTHOM aMHHOKHCIO-
Tbl), XODPOIIHE BBIXO1h!, HeOoJAblIHe 3aTpaThl BPEMEHH, NOCTYIHOCTh HCXOX-
HblX BELeCTB ¥ BO3MOXKHOCTb pereHepauny Meid. Pazpa6orke srtoro cnocoba
NOJYUYCHUS TPEOHHHA NOCBSAIEHO 3HAUMTEIbHOE KOJHUECTBO CTATER U NaTeH-
ToB. OCHORHbIE Pe3yabTaThl 3THX HCCAEN0BAHNN 3aK/II0MAIOTCA B CJAEIYIOMIEM:
1) mpumeHeHHe METHJIOBOTO CIHPTAa B KauecTBe PacTBOPHUTENS BMECTO BOJABI
yaAyulmiaeT BHXOAH ¥ cnocofcTByer o6pazoBaniio fojee YHCTOrO KPHUCTANNR-
yeCKOro NMpOIYKTa; 2) NpoBeleHHe peakiuuu B 6ojiee KECTKHX YCJAOBUAX (I10-
BhllIeHHAst TeMMepaTypa, o/blias MeJ0UHOCTh CPeAnl) YBEJHUHBART COALpP-
JKaHHe Tpeo-(popMBl B NMPOAYKTE TPH OJHOBPEMEHHOM CHHMKEHHH 00Illero
BbIX0Aa (MOKA3aHO, YTO MEAHBIH KOMIJIEKC TPEOHHHA B IKECTKUX YCAOBUIX
6ojee yCTOHUMB, ueM KoMIJekc aaaodopMmbl); 3) LoGaBKH MUPHUINHA YBEJH-
YUBAIOT OOUINE BRIXOJ 29 136~143

HMeeTcss mateHTHOe onHcaHHe Clocoba MOJNyYeHHSI TPEoHHHa (Tpeo:
caar0=3:1) B3auMoaeicTBUEM TVIHIIHHATA MeIH € BUHUJAALETATOM B BOAHOR
cpeje B IPHCYTCTBHM ToTama 44,

AxaGopu H3yuHJa peaKUHIO alleTajblerHjaa ¢ TPUMJIHUHHATOM KoBasbra,
KOTOPBIH CYIIECTBYeT B ABYX H30MepHBIX dopmax (a u ). CymmapHLIl BH-
X0 H30MEpPHBIX TPEOHHUHOB, OCOGEHHO IS ﬁ-(;)oprI KOMILJIeKca, XyKe, 4eM
IJIs TVIHIHHATAa MEJH, OJHAKO COOTHOUEHHe Tpeo- u asao-popm Go.ee GJa-
ronpusaTHo (ot 2,9 1o 7,6). Xyawuii BBIX0 MOXKET GblITb 00YC/JIOBACH 3aMETHO
Ooapmieli cTabuIbHOCTLIO TJIMIMHATA KOGAAbTa 110 CPABHEHHUIO C IVIMLHHATOM
MeaH, a H3MeHeHHe CCOTHOLIEHHS TPeo- W aAA0-(pOPMBEI C H3MEHEHHEM TeM-
nepaTypbl H NPOAOJKUTEABHOCTH PEAaKUUH MOATBEpxkKAaeT TOT (HaKT, UTO:
CTAOMJIBHOCTh TPEOHMHATOB KoOasbTa pasiuyHa !4° Bulia ciesana monbiTKa
NOJYYHTh ONTHUECKH AKTHBHBII TPECHHH C IIOMOIUBIO ONTHYECKH AKTHBHOTO
woMmIIekca Kobanera tuna L{Co (EH)I'JIW]l,, rne EH — stuaen- uau mpo-
OUIeHIHaMHuH, ACHMMeTPUYECKHH BLIXOA TPEOHHHA COCTABJAAA BCero ~&%
146 - 148

BoamoxkHocTH MeToia AkaGopu He OTPAHHUHBAIOTCS TOJNBKO NOJYYEHHEM
TpeoHuHa. Mcnoab3oBande B 3Toil peakuun GopMableruia W APYTHX ajb-
JErUJ0B H KETOHOB, a TaKXKe€ aJaHUHATA Meau (BMeCTO IJIMIHHATA) jedaer
JOCTYIIHBIMH Pa3HOOGPA3HBIE @-aMHHO-B-OKCHKUCIOTD] 109 149154,

HexaBiio OBl TpeasioxkeH CPABHUTEJABHO NIPOCTOH OOLIMH MeTOJ CHHTe3a
@-aMHHO-B-OKCHKHCJIOT MOCPEICTBOM KOHACHCALUMH aJbJIerHjoB ¢ aueTHJ]-
AMHHOMAJOHOBON KHCJAOTOH Wiy ee moayshupoM, ABAAOMWUACA MOIH(MUKa-
urein Mertoga Kunra 1% (mosyuenue cepuHa KoHAeHcalnued dopmaspieruia c
STHAOBLIM 3PUPOM ALETHIAMHHOMAJOHOBON KHCIOTH)

/COOR

(CoHe)N
CH;CONH-—CH -+ CH,CHO
\COOH
OH
|
CHSCE KkoH1y. HCI
—_— /CH—COOR ——— CHyCH—-CH—COOH
CH,CONH o N|H2

Mpu R=H nosavuaror cepun ¢ puixonom 50,4%:; a npu R=CH;-— 539 1peo-
HHHA, cocTosAmero H3 959% aaro-hopmbl 1 5% Tpeo-hopmbl 196 157,
JocTaTOuHO NPOCTHIM U yIOOHBIM SIBAACTCH CNOCOD MOAYUEHUS TPEOHUHA
Ha OCHOBE HUTPOYKCYCHOTO 3thupa. MeTUN0Bbil 3(pUD HUTPOYKCYCHOH KHCJIO-
TH TAQAKO KOHACHCHPYETCS ¢ YKCYCHBIM a/bJeTHAOM ¢ 00pa3oBaHHEM MeTH-
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JA0BOTO 3hHpa q-HUTPO-B-OKCUMAC/SAHOH KuUCAOTH. ['HApHUpOBaHHe ero Haj
5%-HelM Pd Ha yruie B cMecH MeTaHOJ — YKCYCHas KHCJIOTa JaeT 3KBHMO-
JAPHYIO CMECh 1MacTepeOMepHBIX TPEOHHHOB ¢ OOLIMM BbIXoaoMm 66%:

CH3COONa Pd/C
O,NCH,COOCH; --- CH;CHO ———— - CH;CH—CHCOOCH; —— CH,CH—CH—COOH

a

| l
OH NO, OH NH,

ITpu BOCCTAHOBJEHWM o-HUTPOKPOTOHOBOII KHC/OTBHI B NMPHCYTCTBHH CKe-
JIETHOTO HHKeJs B MeTaHoJe, Hapsily ¢ HOPMAJbHLIM BOCCTAaHOBJIEHHEM 10
a-aMUHOMAC/ISTHOR KHC/OTHI, MPOHCXOIUT IPHUCOeTHHelie MeTHI0BOTO CIIUpTa
mo IBOHHOU CBA3H H 3aTeM BoccTaHoBjenue B O-metusarpeoruH 3. Mmeercs
pAA NATEHTHBIX ONHCaHUil CHHTe30B TpeoHMHA. Konaencanmued 3THI0BOTO
3¢hupa THNIYPOBOH KHCJAOTH C aleTAJbAETHI0M B NPUCYTCTBHH aMHMI0OB Lle-
JIOYHBIX METaJJIOB moayueno 529 TpeoHHHa (COOTHOIIEHHe Tpeo- 1 a.io-
dopm He ykaszaHno) 158

KNH., 1ICH
C¢H,CONHCHCOOC,H; - CH,CHO ——— CgH,CONH—CH—COOC,H; ———-

l
CHOH

I
CH,3

—— CH,CH—CH—COOH
Lo
OH NH,

B zpyrom caywae raMuMH B napajblerdi KOHIEHCHDPYIOT B pa3faB/eHHOM
cnupToBoM pactBope HCI 50, O6paborka nind¢osa oCHOBaHHS, MOJAYIEHHOTO
U3 AMHFOAUETOHUTPUIA U HOPMaJbIETHAA alieTadbIeTHIOM C NOCAeIVIOHINM
THIPOJIH30M, TO-BHANMOMY, NPHBOAKT K TPeoHHHY !60,

OcHOBY CHIITE30B TPEOHHlIAa H3 TMPOU3BOANBIX ALCTOYKCYCHOro 3dupa,
HMEUIHX B g-MoNnoKeHuH azotcoaepxawyio rpynny (=NOH nan =NOC,Hjy

C
161-163; __N=NCHgH; uau —NH—N<C;C5H 164-169. NHCOCH; 179), cocras-
3

JseT KaTaJHTHUeCKOe THAPHPOBAHHE a30TCOAePIKALIRH TPV B aMHHOTPYII-
1y 1 KapOOHHJIBHON — B THIPOKCHJBHYIO. BoccTanoB/ICHHE TPOBOIAT B OOHY
HJM 1Be CTajiMM (CHAuaJa BOCCTAHABJAMBAETCA d30Tcojepkallas rpymnna,
3ateM KapGonunabHas). [Ipespawenne praouaer 3—4 CTa UM, HO KOJHUCCTBO
Tpeo-GopMBl B CMeCH SIHMMEpPOB, NoJyualolleics, KaK NPaBu/I0, ¢ XOPOLWHMH
BEIXO1aMH, He MPERbIIAEeT B caMmbix 0JaronpustHbIX ciayuasx 30—409%, a
00bluHO He Goee 15—20%. Hanpumep, U3 a-OKCHMHHOALETOYKCYCHOrO 3(u-
pa TPEOHHH moJayyaeTcst ¢ oOWHM BbIXOI10M ~70%, a cooTHolICHHE Tpeo- H
aai0-popm paBHsiercs 21 :79 162

2H,; 26—860° H,: 80—95°

CH,COC—CO0C,Hy —— > CH,CO—CH—COOC,H, ——
f (CH,CO).0

l
NOH NHCOCH,

H,O; H+
—_— CH3ICH—CH—COOC.ZH5 — . CH,CH CH--COOH
| I |
ON NHCOCH, OH NH,

HetanbHo U3yueHO MOJyuYeHHe TPeOHIHA uepes u-(PeHHIa30aUeTOyKCyC-
Hb' 3¢up:
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CsH;NCl Z1/CH,COOH 2;PtO,
CH3COCH,COOC,H;————— CHCOCH—COOC,Hy —————— CH3;COCHCOOC, H5 —_—

| |
N=N—C,H, NHCOCH,

SOCl, H,O
— > CHyCH—CH—COOC,H, ——2 CHyC—0 —— - CHyCH--CH—COOH.

| l Il | |
OH NHCOCH, N CHCH, OH NH,

NS
CHCOOC,H,

[Tocae runpupcpaing npoaykr coaepxut 80—85% aa40-dopmbl 3THIO-
Boro aupa N-anerunrpeonuna. [lox neficTBHeM XJOPUCTOrO THOHHJA TIPO-
HCXOAUT ofpalileHne KOHDUTYPAIMA 1 TOJMYUaeTest CMech, cojepxaniag 83%
DL-tpeonuna. O6wwmit Beixox coctasasier 57% !64 Onucano npuMeHenue
cTepeocrnenudHIecKoro THAPOreHH3a[HOHHOTO KaTalu3aTopa — CKeJEeTHOTO
K00aabTa — I/ YBeJHYeHHs CONepIKaHUsS Tpeo-POpMbl B CMECH AHacTepeo--
MepoB, MOJYYaeMbIX 110 CJeAYIOHIeH cxeme:

NO., Zn/CH3;COOH
CH4COCH,CONHC,H; . CH;COC—CONHC H, ——
|
NOH
0
H,; ckea. Co Y 1) HCI
— CHZCOCHCONHC H; — "> CH;CH—CH ¢ —_—
| ] | NNHC.H 9) LiOH.
NHCOCH, OH NHCOCH; 6tls

———> CH,CH—CH-—COOH
| !
OH NH,

TlporyKT peaxkuuu ccaepxut 569, rpeo-TpeoHuHa 7!,

[lepBbilf NpaKTHUYECKH MPUMEHUMBIH €I0C06 MOJYUeHHS TPEOHHHA, SIBJISI-
IOILKACA TaKxKe OOLUM CrnocoboM DOJYUSHHS «-aMHHO-B-OKCHKHCJOT, ObLa
paspaboran Kaprepowm 172 173, [IpuHuMII ero CGCTOHT B NMPHCOETHHEHHH OPOM-
HOBATHCTON KHCJAOTHI K HeNpenedbHbIM KHCJI0TaM. DBIIO yCTaHOBJAEHO, 4TO
3Ta peaKuus NPOTEKaeT TOJBKO B OZHOM HaNpaBJeHHH — ¢ 0Gpa3oBaHueM
a-6pOM-B-OKCHMAC/SIHON KHCJAOTH (APYrol H3oMep — a-OKCH-B-GpoMMmacsi-
Hasi KHCJI0Ta — He ofpasyercsd), KOTOPYIO aMHHHPOBaHHEM INPEBpAILAOT B
TPEOHHH, COCTOSIIIHH B OCHOBHOM H3 a440-popmbl. Kaprep BnepBble ykaszaa
Ha CYLUIeCTBOBAaHHE JMACTEPEOMEpPOB TPEOHHHA, pasfes]u 3MHMEPHbIE pa-
LEeMaThl, BLIAEJHJ TPHPOIHBIH TPEOHHI U H3YYHJ B3aUMHblEe NpEBpalleHHst
Tpeo- u aaio-popm depes azjakrton !74. BapmaHTaMM 3TOro Merojaa TOJb-
3VIOTCSl sl TOJIYUEHHSI aJIJIOTPEOHUHA 175—177

Henasrno 6wla MoKa3aHa BO3MOXKHOCTD H36HpaTeanoro CHHTe3a JHACTe-
PEOMEPHBIX 0-aMHHO-B-OKCUKHCJAOT., UHCTBIA a/JIOTPEOHHH OblA NOJYYEH ¢
o6uum BexogoM 509 mo caenyiomed cxeme 178

H.0, CeH,CH,NH,
CH,CH=CHCOOH —————-» CH3CH—CH-COOH ————
Bonbd)lggmrr \O/

H,; Pd/C
—— CHCH—CH—-COOH ——————— CH3CH—CH—COOH
| Jsen. CH;COOH |

| |
OH NHCH,CeHj OH NH,

PackpbiTHEe MOKCHAHOTO LMK/a NPOUCXOAUT 34€Ch HCKJIOUHTEIBHO C 06~
pPa30BAHHEM q-2MHHO-B-OKCHKHCAOTH, 623 MPHMECH a-OKCH-fB-aMHHOKHC/IOTHI.
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Kpome Toro, packpuiTHe LHK/Aa NPOUCXCAHT TaKUM 06pa30M, 4TO M3 HCXOI-
HO# Tparc-POPMBI KUCAOTH TIONYYAIOTCSH TOJMBKO IPUTPO-H30MEPH, a H3 YLUC-
tdbopMbl — TOIBKO Tpeo-n3oMepsl. K cokajeHuw, mojgyueHHe Tpeo-TpecHHIa
TAKHM crocoOoM He ONMKCAHO, OJTHAKO M3 MaJjJeHHOBOH U (PyMapoOBOU KHCJAOT
NOJyUeHbl YHCTHIE TPEO- U 3PUTPO-U30Mephl f-OKcH-DL-acnaparugoBoi KHC-
JOTHE 179,

Jlo HenasHero Bpemenu Mmeron llITpekepa IJjd CMHTE3a ¢-aMHHO-B-OKCH-
KHCJIOT (32 MCKJIOUEHHEM cepHHA) He NMPUMEHHAJCH, TaK KaK BbICUIME OKCH-
ajabJeruibl B YCJAOBHAX 3TOH peakiH H30MepHU3yloTcs B OKCukeToHbl. OjaHa-
KO IIpY MCNOJBb30BaHHM AaldajdbHBIX 3(HPOB «-OKCHAJBICTHAOB YAaJ0Ch
NoOUTbCH yClexa.

’

OR
R—CH,—CH{ -+ Br,

Nal MOAC/Ac0 SR en
————— R-CH-CH —
R—CH,CHO +- R'OH + Br, —— | NOpe Ve
OAc
—_ [R—CHA-CH—CN ~——— R—CH-—CH—COOH
L] L
OH NH, OH NH,

M=Na npu R, conep:xkauem Jgo Tpex atomos yriepoxa; M=Ag npu R, co-
nepxalleMm 60jee TpeX aTOMOB YIJepoja.

Brixoasl npu R or CHjz no C,He cocrasasior 60—80%, npu R or CsHy,
10 CoHgy —45—60%, 1. e., B o6Gmiem, Boille, ueM 06buiio B cuHTese [Ttpe-
Kepa 180 181 A TKOKCUIIPONHMOHOBBIA aJabJi€ru] NPEeBpallaeTcss B TPEOHHH C
BHIXOXOM 449 TpH COOTHOIIEHHH TPEo :asro=3:2 182,

Kacasich onpefeselusi JuacrepeoMepHBIX TPEOHHHOB B CMECH, C/AeIYer
VKa3aTb, UTO cefiuac uMeercss PsA JAOCTATOUHO HAJEKHBIX CIIOCODOB AJS KO-
JHYECTBEHHON H -MOJYKOJIHYECTBEHHOH omeHkH. K umcay Takdx ¢nocoGoB
oTHocsitcs BymaxkHasi xpomatorpadns 4%, MK cnekrpockonnus 8%, rasomni-
KOCTHasi Xxpomartorpadus 184 185,

Jlusun. TlpoGaema XUMHUECKOTO CHHTe3a JH3HHA (a, @-AHAMUHOKAIpO-
HOBOH KHCJIOThI) J0 CAMOTQ [OCJAEIHCTO BPEMEHH NPUBJeKaeT BHUMAHHC LH-
poKoro Kpyra uccaegosareseil. Cpean cymecTBYOIIHX ceffuac METO10B CHH-
Te3a JIM3WHA €CThb W JA€TaJbHO pa3paldoTaHHble, H TaKue, KOTOPLIE JIHillb
HaMevaloT MyTH JJs AadbHedIIux mouckos. Hasg yro0GcTBa paccMoTpeHus
MaTepuaj CrPynmHpOBaH CJAEAYIOIUM 00pasoM: 1) CHHTE3bl JU3WHA H3 MpO-
H3BOAHBIX €-AMHHOKATIPOHOBOH KHCJOTH,, B YaCTHOCTH H3 KampoJgdaKTama,
2) CHHTe3bl Ha OCHOBe MNPOJAYKTOB DEaKIMH TeJAOMEepPH3alUHU; 3) CHHTC3LI
LIHAHTHIPHHOBHIM METONOM; 4) HpouHe MeTONH.

e-bensonnaMuHOKaIpoOHOBAsA KHIJIOTA U KAalpOJaKTaM SIBASIOTCA Tpaji-
LUHOHHBIMH HCXOAHBbIMH BEIIECTBAMH AJd CHHTEC3a Juauka. [Ipocras Ha mep-
BBl B3IJsAJ 3ajaua — BBeJleHHe BCEro OJHOH AMHHOTPYNNL B ¢-TOJOXKEHHE
rOTOBOM MOJEKysbl — pelllafach Ha TpPOTSIKEHUH NOUYTH IIECTHAECHTH JerT.
B oxnoM H3 TepBBIX CHHTE30B JH3HHA g-OCH30MJIAMHHOKANPOHOBAS KMCJIOTA
Oblia MoJyuYeHa TPeXCTAIMHHBIM CHHTe30M H3 N-OGeH30WINMHIIepHaHHa H
mpeBpalleda B JU3UH N0 CJACAYIOIIEH CXeMe:

COOH COOH COOH

| P+Br, | NH, | H,0; H+

(CHy)s —— CHBr —— CHNH, = ———— CH, (CH,); CH . COOH .2HCI
| | | l

NHCOCH; (CHy), (CHa)y NH, NH,

NHCOC,H, NHCOC,H,
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DTOT cHHTe3 OBLT elle KpaiHe HeCOBEPIUCHHBIM, OJHAKO MMEHHO OH Jer
B OCHOBY JaJbHeHliux HcciaenosaHuii'®. Ha nepsbix nopax kanpoJaakram
CAYKHJI HCXOAHBIM MaTEPHaJIOM s TOJMYYeHHS g-0eH30UTaAMHHOKAIPOHOBOH 4
KMCJAOTEL. B pfle HOCAeAYIOIMX HCCAEL0BAHHH ObLIH YCOBEPIUEHCTBOBAHBI
npoueccsl rajgougapopanus ¥ 188 (g yacTtHocTH, 6poMHPOBaHKE ObIIO 3aMe-
HEHO XJOPHUPOBAHHEM XJOPHCTHIM CYIbQypHaoM) H aMMoHoau3sa '8, Pauno-
HaJBHOE HCIOJb30BAHHE 3THX AOCTHXKEHHH NO3BOUJAO MOBBICHTH BLIXOL JIH-
auHa ¢ 23 1o 68%, cunTad Ha KamnpoJaktam !9,

[To3gHee HCCAEAOBATENEH NPHBJEKIA BO3MOMKHOCTH TAJOHIMPOBAHUS H
AMHHHPOBAHHUS HEMOCPejCTBEHHO Kamnposnakrama. (JKas3ajgoch, 4T B 3TOM
caydae OCJHOKHEHHe BO3HUKAET MPH TaJOHAUPOBAHUM, TAK KAaK B MOJEKYJIV
KalpoJaKTaMa BXOJST Cpasy ABa aToMma TajoMAa, H JJIst NOJYYeHHs q-XJ0p-
g-KanpoiaxkramMa HeOOXOAWMO BOCCTAHAB/IMBATL MEePBOHAUAJIEHO 06pasyio-
fleecs JAHTAJOULHOE TIPOU3BOIHOE:

. ; H, Pd/C
/CHz\ PCl;—POCI, /CCI*\ ____/_,
(CH,),y CO ———— (CH,), CcO
SNHY \NH
CHCI\ NH, /CHNHQ\ H,O: Hi
—— (CHy)4 CO —— (CH) O ——
\\
NH N'NH”

— — CH,— (CH,)3 CH—COOH - 2HCI
| |
NH, NH, (

Bplin ocHOBaTeIbHO H3yueHb! YC/I0BHS XJI0PHPOBaHHMS M GPOMHPOBaHHsA
KaK caMoro kalipoJakrama, Tak H ero aueTHJbHOro IPOU3BOMHOIO; YCJAOBHS
aMMOHOJNN3A (-Fa/l0HA-e-KaNpodakraMa BOJXHBIM PACTBOPOM aMMUAKa M XKHA-
KHM daMMHaKOM B IIDHCYTCTBHH DPAa3JHUHBIX COJeH; YC/JAO0BHS THAPOJH3A
a-aMHHO-g-KanpoaakTaMa. Belxol Ju3HHA npH cobM0AeHHH HAaHTeHHbIX Of-
THMaJIbHLIX Yyca0BHl cocTaBiasier ~b0%, cuntas Ha e-xamposakram '91-198,
C TaxuM e BHIXOICM a-aMHHO-£-KalpoaaKTaM M JH3HH H3 HEr0 MOXKHO MO-
JIleHle BOCCTAHOB/IEHHEN H NOCIEIVIOMUM THIPOMH3OM @-23ML0-€-KaNpPOaK-
TaMa %4 195,

/CHC] /CHN3
(CHy) ¢ CO Mﬁ (C]—I_l)/_l CO Heicken. Ni -
AN / N Y EE——
SHN/ “NH”
NH,
|
CH
4 N H,O:H+
——(CHy);  CO —=—= CH,(CH,); CHCOOH - 2HCI

ANNTTY4
NH NH, NH,

B omaumune or e-kanposakTama, N-GeH30MJ-£-KANPOJAKTAM MOMKET OhiTb
TOABEPrHYT MOHOXJIOPUPOBAHMIO B O-TIOJIOKCHHE. 3aTeM IIeJOYHBIM THAPOIH3OM {
MOMYHAlOT  &-CeH30MIaAMHHO-0L- XJIOPKANPOHOBYIO  KMCJIOTY, JafbHejiiee Ipespatie-
HHE KOTOPOH B JIM3HH MOXKET IPOMCXOAHTb JBYMsl MyTSIMH:
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CH, CH,  CHCI
(CHy, CO SO (), co 32Ch_, (), co MOsi O
NG N s
!
COCqH, COCH;
—  CgHzCO—NH (CH,),CHCICOOH
H.50, / AN
/ . NH,
/CHCIN // \\
(CHy), CcO C4H,CONH (CH,),CH-COOH
NN / |
NH N\ J NH,
1) NHyN h:0,0H-
2) H,O \ l/
CH, (CH,);CHCOOH
NH, NH,

AMHUHHpOBaHHe ¢ NOCJEAYIOMHM THAPOJU3OM NPHUBOIUT K JH3HIY C 00-
muM BuxomoM 73%, a neGeH30WIMDOBAHHE C MOCAGAYIOIUM THIDOJH3OM
naet 609 mausuHa 1%,

Kpowme 311X nonpoGHo paspaloTaHHBIX nyTel, HaMeyeH P APYrUX Ba-
PUAHTOB, KOTOpBIE OOXOAAT Te UJAU HHblE HEBHTOAHbIE MECTA CYUECTBYIOLIUX
CHHTE30B, OJHaK0, B CBOIO ouepelb, HykJAaloTcad B Jgopadorke. Hamnpumep,
IPeANOXKEH HOBBIH CNOCOG 3aIIUThI AMIHOLDYNNBI B AMHHOKATPOHOBON KHC-
Jore ¢ nomoulpio ¢ocrena:

CH,
2CHy, €O 22— [2NH, (CH,),COOH] -2,
NNH
NH (CHy)sCOOH . g, [oc _/NH (CH,),CHBrCOOH } i,

— 0/ —— | oc
NH (CH,),CHBrCOOH

“\NH (CH,);COOH

NH (CH,),CHNH,COOH ;¢

—oc > 2 NH, (CH,),CHNH,COOH - 2 HCI - CO,

\NH (CH,),CHNH,COOH
O61iuii BBHIXOJ JIM3KHHA COCTABJSICT JIHIlb 110/ 107.108,

3anarentoBaH Croco0 HOJYYEHHS] O-aMUHO-¢-KarnpoJakTama H3  o,%-L1HKJI0p-
£-KalpoJiakTaMa M COJISIHOKUCJIOTO THAPA3HHA MO ClIenyiowed cxeme 19

(CHy)—CH, (CH)y—CH ~ NH.NHymcl
-+ CH;ONa —— | |

NH NH  COCH,

Nco” Nco”

(CH—CH HO— (CHo g g (CHI—CH,

—_—— =
NH  C-NH-NH—C  NH NH  CH--NH, HCl
Nco” “co” Neo”

Brlia mokazaHa BO3MOMKHEOCTb CHHTC3d JIH3HHA UCPe3 q-OKCHMHHOKAIPO-
JaakraM. eficTBHeM YeTBHIPEXOKHCH a30Ta Ha KalpoJakTam 1oayuaior N-id-
Tpo3ocoeauHenne, Koropoe noj peiicrsueM PCly mperepneBaer neperpyniin-
POBKY B (-OKCHMHHO-g-KampogaakTaM. [locieanuil mpeBpamaiorT B JHHUTPO-
QCHUITHAPA30H @-KeTo-g-KaMpoJaKTaMa, JalolWHE nocle TIHIPHPOBAHUL
(-aMHHEO-g-KaIlpoaaKTaM:

v vYcnexm xumun, N 6



930 3. H. Cadonosa u B. M. Berukos

NO
l
CH, CH. CH
i Tyco Mo, [(CH2)4< \>CO]E‘%* [(CH2)4< >CO] <
H “ NH
|
NO
IlTIOH NNHCzHj (NOs)
C
oH // NCO 24-CiHl (NO,),NHNH, CH /C\ N, cken. Ni
—= G 4)\NH/ (CHaa/ CO -
NH/

NH,
|
/N .
. (CH2)4\NH >Co o, CH, (CH2)3(|7HCOOH
|
NH, NH,

S1a OPUHITHITHANBHO HOBAA CXEMa MNO3BOAACT HCKJIIOUUTL DPEaKUHIO Tanounpo-
BaHHUA 200,201

I/IHTepECHO HCTNIOJIb30BAHa  peaxklus I.UMI/II[Ta NpH  TOJYYCHHH JIM3HMHa H3
2-Kap63TOKCHIMKJIOT €KCaHOHa:

N /O EI\’I—COOCZHg, COOH
/ \ Hzo H H HN3
NN fiso— (CHos NH S PN e~ CH, (CH,),CHCOOH
COOC,H, co (CHy), NH, NH,
COOH

O6u12p1131 BhIX0ON cocTaBisier 60%. Pearupyer T0I6K0 -KapGOKCHIABHASA TPYIi-
na 292,

Henasho nosBuaoch ykazaHde HA BO3MOXKHOCTb HCHO/JAb30BaHUA q-HUTPO-
e-KampoJlakTaMa B KayeCTBE HCXOAHOTO BeleCTBa I/ CHHTE3a Ju3MHa 28,

OpuruHaJMbHBIA MYTh UCTIOJb30BAHUA IUKAOTEKCAHOHA B CHHTE3€ JM3MHA,
paspaboradHabiii Peppucom, BKIKOYAET TPHU cTajiuu: |) monyyeHue 2,6-1HOK-
CUMHHOUHMKJIOTeKCAHCHA HUTPO3MPOBAHHEM LHKJIOreKCaHOHA aJKHUJIHHTPHUTA-
MH B cpefie 3pupa, ceaepxkauero HCI; 2) peakuusi 2,6-1H0KCUMHUHOLUKIO-
TeKCaHOHA € 3THJIATOM HATPHSA B CHHPTE B NPUCYTCTBHH YKCYCHOTO aHTHADHIA
(meperpymnuposka Bekmana «BTOporo poja») 203204 ¢ oGpazoBaHHEM 3TH-
JIOBOTO 3¢pHpa 5-1HaH0-2-0KCUMHHEOBAJECPHAHOBOH KHCAOTH; 3) THAPUPOBaHUE
3T0r0 3¢Hpa B NPHCYTCTBHH CKEJETHOIO HHKeSl B Cpele YKCYCHOTO aHTHIAPH-
Ia, COepsKalllero aueTat HATPUs, € MOCAeAVIOIHM OMbIJIEHHEM COJISAHOM
KueqaoToi, OGUIMEA BHIXOJ MOHOXJOPTHApPATa JH3HHa CocTaB/aser 630, 205208,

0 0
| HON. ! NOH NOH
~ RONO NN NaOC,H lf H,; cken. Ni
| ’ 3 ] l - 5 NC(CH,); C—COOC,H, — .,
(CH3CO),0O
V% NS )

\

H,0; H+
—— | CH4CONH (CH,), CH—COOC,H, 'I —— > CH, (CH,); CHCOOH. 2HCI
|
NHCOCH, | NH, NH,

AHa/JOrMYHO TC/yYeHH OPHHTHH H3 LMKJIONEHTAHOHA M 4-METHAIH3MH M3
4-MeTHJILHKIOTeKCaHOHA 209, 210,
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HoBbie nepcrnektTdBel B 06JacTd CHHTE€3a AMHUHOKHUCJAOT H, B YaCTHOCTH
JH3MHA, OTKPLIJIKCh B CBSISH C H3yueHHeM peaKIMH TeJoMepH3aunH. Kax yxe
yKa3sblBaJjoch, d,d, a, ®-TeTPaxJa0patKatsl, CTaBllide AOCTYIHBIMH BElECTBA-
MH, CJY2XKaT HCXOAHBIMH JAJIs TIOJYYeHHS] Pa3HOOOpPAa3HBIX aMHHOKHCIOT. [liist
NU3MHA Obli TPEAJONKEH CJEVIOIHNI NyTh CHHTE3a H2 «, @, O, W-TETPAXJIOP-
nenTana b 7. 211, 212.

FeCl, KCN
CCly (CHa)g CH,Cl — > CCly=CH (CH,); CH,C| ———

CO

VAR
CH, ©
o’
—— CCl,=CH (CH,), CH;CN ——— [CCl,=CH (CHy), NH,] .
CO\ Cl,; HCOOH / CO\ NH;
——— CCl,=CH (CHy)4 N CoH; ————— »HOOCCHCI (CH,), N CgHy — 5
co” Nco”
e CO'\ H,O;H +
—— | HOO C—CHNH, (CH,); N CoH, . CH, (CH,); CHCOOH - 2HCI
Neos

NH, NH,

OO0unf BHIXOZL nu3HHA cocTaB/sieT 44%. Bulao npeaokeHo TakxKe Noay4aTh
H3 TETpPaXJOpINeHTaHa e-KampoJakram 2%

CCly (CHy)3 Cl —— Cl (CHy), COOH ~——— CI(CH,); COOC,Hy ——

CH,
N
— > NC (CH,), COOC,Hy ——— [NH, (CH,); COOC,H;] —— (CHp);  CO
\NH/

IMocnennuit Mo yKe M3BeCTHON cxeme ObLT NpeBpalleH B JU3UH Yepe3 N-GeH-
30MJAKANpoOHOBY10 Kucaotry. OTHUM M3 OCHOBHBIX IIDOAYKTOB DeaKIHH Teso-
MEpPH3aLUH STHAEHA U TPHXJIOPYKCYCHON KUCAOTH SIBASETCA &, O, O-TPHXJIOP-
KalpOHOBafd KHCJA0Ta — HOBOE HCXOJHOe BEHIeCTBO AJAS CHHTe3a JH3HHA.
OfaMH ¥3 aTOMOB XJIOPa B (-TIOJIOKESHMU 3aMEHSIOT Ha BOAOPOL THADPUPOBA-
HHEeM U 34TeM OCTABIHHECS O- U ®-aTOMBl XJ0Pa 3aMEeHSIOT Ha aMUHOTDYINY
C TIOMOIIBIO (PTaTUMUIA KaJMUs:

H,. Pd
Cl,CCOOR - CH,=CH, —» C](CH,CH,), CCCOOR —— > Cl (CH,CH,), CHCICOOR—->

co
cH, NK
Neo” 0 H,0; H+
~ CH,  N— (CH,CH,), CHCOOR —. CH, (CH,); CHCOOH - 2HCl
o | |
N NH, NH,

v
OC CcO
e

Brixox qusuHa cocrasaser 53%, cuuras Ha 3Up @, o, O-TPUXIOPKATIPO-
HOBOH KHCJOTBHL. JIAs TEXHHYECKOrO CHHTE3a DPEKOMEHAYETCS NPHUMEHSITh
NPOCTOH aMMOHOJH3. DTOT crnocod 6e3ycJoBHO 3acAyKUBaeT BHHMaHUA O.a-

rogapsi HCKJKUHUTENbHOH [POCTOTE BHINMOJHEHHS H HOCTYHHOCTH HCXOZHBIX
BelecTs 214,

Q%
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K uncny nanbosee crapeix cnoco60B OTHOCHTCS MOJyUeHHE JIM3HHA LHAH-
THAPHHOBBIM METOAOM. 3ech C/IeLyeT OTMETHTL Crmocod ['oapwu, WzyuaBLIHM-
¢ ¥ ADYTMMH aBTODaMH:

— CHO 7] nNaHso, OH N
Hel I HON | (NH,), CO5 CO—NH
1 ’ | (CHy), - CH—CN — HO (CH,), CF{ l —_—
' ‘ NH—CO
~o” CIH2 (CHg)q C
OH OH
CONE CO—NH . ou- CH, (CH,)s CHCOOH
—= Br(CHy),CH | — NH, (CH),CH | . ekt

\NH—CO \NH—CO NH, NH,

McxoaHblfl AMTHApONHpaH JAeficTBHEM ropsiuefi pas3OaBaeHHOH COJSHON
KHCJIOTBI NpEeBpalianT B O-OKCHBAJepPHAHOBBIA a/bierui, U3 KOTOPOrO IMO-
JydaroT 5- (4-oxkcubyrtua) ruganrons o6padorkoit HCN u (NH,),COs. lasee
CJIeAYIOT 3aMeHa OKCUIDYIIIBI Ha TaJOHA U aMMOHOJM3; KHCABIH HJIH IEJ0Y-
HOH TrUIpOJM3 3aBepuiaeT cuHTe3. Bheixom npoaykra cocrasaser 30—
40% 215216, BapuauTel MeToZa O3BOJSIOT Toaydath 10 51 Y% ausuna 2!’ Ilo-
MCKH JOCTYIHOTIO ChIPbS JJIsi IOJIyYeHHs] aJbAETHAHOTO KOMIOHEHTA NpPOJOJ-
xalwoTed. Tak, uMeeTcs NaTeHTHOE ONMCAHUE NOJNYYEHHS JW3HHA (M APYTHX
aMHHOKHC/IOT) Uepe3 BHHUJIOBHIE 3(UDPHI 218;

£69°

—

CH,=CH--CH,OH + C;H, ——— CH,=CHOCH,CH=CI,

HBr HCN
——— CH,=CH (CH,), CHO —— > BrCH, (CH,)s CHO — -
N CO—NH

((NH,),CO4 v NH;
—— BrCH, (CH,), Cf1 . PrCH, (CHy)s—CH —
\OH \NH—CO
CO—NH .
——— NH, (CH,), CA ! — CH, (CH,)s CHCOOH; + 2HCI
AN - |
NH—CO NH, \H,

5- (4-OxcHByTiI) -THAAHTOWH MOMKCT ODLITDL IIONYYEH H3 JOCTYIHOTO Pypby-
poJa:

OH CO—NH
— v -3 / (NH4).CO4 —_ / Ha; a1 Ni
7N\ _co N ¢ N cH S v | m e
~o/ \CN 07 N\NH—CO
CO—NH
—— — HO(CHy)s —CA
\NH—CO

I'uanTOWH ONMHCAHHLIM BbILIE CIOCOGOM TNpeBpamarT B ausuH. OOmuUE Bol-
X0 cocrapaser 329, 219,

JIM3uH H3 mUnepHIHHA MOXKHO HOJAYUHTL CJACAYIOMIMM o6pazoMm: N-Xaop-
MUIEPHANH, 06pa3yIOMUHCA NPH 1eHCTBHH THIOXJAOPUTA KaJbIUsa WJIH HATPUA
Ha auerar NHIepHAHHA, NerHApOTajJOHAHPYIOT KHUINSYEHHeM CO CHHPTOBOH
menoubto. [IpoaykT peakuuun — a-TpuMep-2,3,4,5-TeTparuiponupuinia — o6-

{
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pabateiBaior (NH4)2COs;, HCN, Boxo#i, u nocie OUHCTKM HAa HOHOOGMEHHOM
CMOJe BHAEASIOT JH3HH 220,

Illnpoko wucmosb3oBaACA AJs MOJAYUYEHHs JH3MHA MaJOHOBLIH CHHTE3.
OnucaHo npuMeHeHVe MaJOHOBOTO 221,222 i aneTH1aMHHOMAJOHOBOTO 3dH-
poB 228-225 KOMMOHEHTaMH 3THX CHHTE30B CJAYKUIH O-GpomMBajepHaHOBas
Kucsora 222, y-xJ0pOyTHpOHUTPHA 221, 1-xy0p-4-6GpomOyTan2®® u akposeus
224,235 BpixoAbl JM3HHA B HEKOTODBIX cayuasix gocturaior 30—40222 y jnaxe
550, 228,

Hcitonb3oBanne B KayecTBe UCXOIHOTO Belectsa l,6-rexcanjamosna mos-
BOJISIET TIOJIYYHTh JH3HH € [OMOLIbIO NMPOCTHIX ONepaluii:

"~ HBr HNO, Br,
HO (CH,) OH —— Br (CH,)s OH ——— Br (CH,); COOH — >

1) NH,
——— Br(CH,), CHBrCOOH ——— CH, (CH,); CHCOOH - 2HCI
9) H0; HY | \

NH, NH,

Oo6mu# Beixox cocrabaser 38Y%. HauGoablure TPYAHOCTH CHHTE3a 3aK/II0-
4al0TCA B CeJEKTUBHOH 3aMeHe MADPOKCK/Ia Ha TaJOHA H OKHC/JIEHHH NEepBHY-
HOCIIHPTOBOH TPYHIBl B KapOOKCHIAbHYIO 227,

a-AMUHOT/IIOKOHOBAST KHCJIOTA MOXKeT OBITh NpeBpallleHa B 5-OKCHJM3HH,
BOCCTAHOBJIEHHe KOTOPOTO IPHBOAHT K JU3HHY 228,

Haa nonyuenust ausuna mo OunkbGainepy XxelaTHOe coelunHeHue 3-be-
HUJITHAAHTOMHA M METHJAMATHHEGPOMHAA MOXKHO npoanxkunuposatb N-(4-
GpoMOyTHI) -prasumMugom 33 34,

HenasHo GBIy clenaHbl NONBITKH MOAYYHTh L-JTH3UH € TIOMOLIBIO 3J€K-
TpoXHMHUYecKo# peakuun KoapOe, DaeKTposu3y MoJBepraju cMecb MOHOME-
TUa0BOro adupa N-dragoun-L-rayramMHuoBoH 'KUC10TEl # N-rasnona-B-anaa-
BUHA B aumeruadopmamuie. [locae coorBercTByolell 00paOdOTKU Obla BHI-
JeJeH L-H3WH B KOJIHYeCTBaxX, HMeIOIUX II0Ka JHUIb TEOPeTHUeCKOoe 3Haye-
Hie 22,

B szakaouende ienecoobpasdo ykasaTb, 4ro L-JIM3UH AJAsI TMHUIEBBIX U
KOPMOBBIX 700aBOK MOMXHO MOJYUYXTb, KOMOHHMPYSI XMMHYECKHH CHHTE3 CO
cTepeocrenuduUecKUM MHKpoOHo 0rAUecKHM. HanpuMep, 1HaMHHOOHMENU-
HOBYIO KHCJOTY, MOJYUEHHYI0 H3 3TOKCHAMTHADONHpAHA, NpeBpallaloT NpH
noMoiy Bacillus sphaericus B L-1u3uH. DTOT MeTOJ IIPUTOEH TaKKe I
paculenseHdsl CHHTeTHYecKoro DL-gu3uHa Ha ONTHYECKHE AHTHIOIBI 229,
KomOuHanuss XHMHYECKOIO H MHUKDOOMOJIOTHUECKOTO CHHTE3a NpeisaoKeHa
deppucoM u coTpyAHUKAMU. [HAPONH30M 5-I[HAHO-2-0KCHMHHOBAJIEPHAHOBOH
KHCJAOTHL (H3 2,6-1MOKCAMHMHOLUHUK/JIOIeKC&HOHA) TO/yYaloT 2-0KCHMHHOAIH-
TIMHOBYIO KHCI0TY. [TocaenHiow 106aBAAIOT B IUTATENbHYIO Cpeay, codepxKa-
myto xjJeBHuble IPOXKKH, U 1oc/ae GepMeHTalHH BhIAEASIIOT JH3HH %0,

Tpunrogan. Xumuueckuir cuHTe3 Tpunrodpana yiaoGHO paccMaTpHBATh
MONbB3YACh CAelylolieit KaaccHukalueli MeTolos, TpeanoxenHoi [enbma-
HOM B ero 063ope, onyGJauKoBaHiom B 1948 r. %!

I. CuHTesnl u3 COeIUHEHHH, COASPKAIIMX HHAOJBHBIH LUK,

a. Kongencauun 3-unnonanbierdaaa ¢ coeJHHEHUSIMH, UMEIOUIUMH AKTHB-
HYIO METUJIEHOBYIO TPYINYy.

6. AnxnrupoBanue 2QUPCB aAlUIaMHEO- M HHTDOKHCAOT 'PAMHHOM H IH-
STHIAMUHOMETHIUHA0OM.

B. AJKniMpoBaHue HHI0MA DPA3JHUHBIMH aTeHTaMH.

I. Cuntesnl ¢ 06pa3oBaHieM HHIOJBHOMO HHUKAA.

CuHTe3Bl MepBOM TPYNNBl, OCOGEHHO aJKHIHPOBAHHE IPAMMHOM, H3VUeHB
WHPOKO M ABJASIOTCS JOCTATOYHO TMPOCTHIMH JJA HNOJYUeHHs TpuntodaHa B
1a00paTGpPHLIX YC/IOBHSIX.
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[Nonyuenue TpuntodhaHa KOHAeHCAUMeH 3-HHI0AaAblernaa ¢ GeH30UNrIy-
LMHOM (a3/7aKTOHOBBIA MeTol) B Hacrosiulee Bpemsi He mpumensiercsd. KoH-
neHcauust 3-MHjOJaJbleruga € TUIaHTOMHOM HCHOJAb3yeTCd MJs1 CHHTE3a
Tpurrmodana, MeUeHHOro Mo Kapookcury 232:

CHO
s

/\”____ﬂ N H2(‘:_14C|O . /\’ l CH:C——MTO H,; ckea. Ni
k/\NH// N CO/NH .\\\/ \NH/[ HN\CO/NH
N /CH2—-TH—14CO \Hoz; NN /CHz—ClH—MCOOH
— (T L
NH Neo” NH

JuMeTHIaMHHOMETHINHAON — I'PAMHUH, NOIyYaeMblll peakuued MaHHHXA
U3 HHJOJa, popMaableryia H AMMEeTHIAaMHHA, IIUPOKO NpPHMEHsieTcd B CHH-
Te3ax tpunropana. Hampumep, U3 auernnaMuHOManoHOBOTO 3upa M Tpa-
MHHA TPHITO(AH MOJAyUaIOT MO CAENYIOIel cxeme 233, 234;

N A /CHN(CHy),
l “ ” +- CH;0 -+ HN (CH,)y —— | “ ” CH
N/ N1 "
N /CH:N (CHy); I~ +Na—C/;Ccoo%%$5 .
- ’\/”\ /” \NHCOCH,
NH
COOC,H,
I /CHz—(i\—COOCzH5 o |/\’ ' /CHzCiHCOOH
—_—— NHCOCH, M« N,
|\\/“\NH/|| I\//\\NH/

Buixoael Tpunrodana jpocraraior 669%, cuntas Ha wHmos 235 286, [Ipume-
HeHHe (OPMHIAMHHOMAJIOHOBOTO 3(pHpa BMECTO alleTUIaMHHOMAJOHOBOIO,
JHITHNAMHHOMETHJINH/0JIa BMECTO I'PaMHHA yBEJIMYMBAET BBIXOJ TPHOTO(dA-
Ha 10 90% 2?%. AHanorMyHo rpaMHHOM aJKHJIHPOBaAd (B CKOOKAaX yKasaHbl
PHIXOJBL B % 1O TPaMMHY): aleTHANMAHYKCYCHbI (71, cuutas Ha mHAOM) 83
aleTUIaMHHOALeTOYKCYCHBIH 238, aneroykcycHbilt (58) 239 240, yjpanyKCycHbIH
(22) %9, murpoykcycHniit (45) ' '' u HuTpomamoHOBbE (77) '® 3duphL

I'pamun Obl1 IpUMeHeH B CHHTe3e FMIAHTOWHA TpunTodana 24!

AN / CHyN (CH,), H,C——CO
UL L
NH o’
oS CH,CHCOOH
. l H n CH—CO 4.0. on- I/ \——H/ I\\JH
¢ ILH NH ; N \Ng/ 2

~N CO/
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B-UHponnaaneTOHUTPHI, 10AYUAEMbIH C KOJHYECTBEHHBIM BBIXOAOM aJKHU-
JHPOBaHUEM COJIeH CUHUJIBLHOH KHCJOTbl TPAMMUHOM, CJYXKUT HOBBIM HCXOJI-
HBIM BeLIeCTBOM B CHHTe3e TpUUTodana:

/\\—/CHQN (CH,‘)Z /\l___—/CHZCN Hy cxen. Ni
‘\/\ /” -+ NaCN' —— ]\/ﬂ\ J NH,NHCONH, -HCI
NH NH
. l/m ”/CHzCH:N—NHCONHz Hex
I\ /l\NH/ (NH,),CO;3
—_— l/\(\. “/CHz\CH—CQ H:0; O l W u/ CH'Z(I;ESOOH
N \NH ILH ILH NN/
Nco”

BocccranoraenHeM 3-HHAOMUIALETOHUTPHAA B NPHCYTCTBUH ceMukapGa-
3Uja NoJIyyaloT ceMukap6asoH fB-uHAOAMManeTanbaeruia. [locaesnuit moay-
yaeTcd cHauada B (GopMe cuH-M30Mepa, KOTODbIA MPH CTOSHHH ICPEXORUT
B Gosee ycrofiuuBwii arTu-uzomep. Cun-usomep Gojee peaKUHOHHOCIIOCO-
6eH M npeBpalllaercs B THIAHTOWH C BHIXOA0M 66%, B TO BpeMd KaK H3 QHTU-
nzoMmepa moayyaercss Bcero 38% rumanronHa. 'HIAaHTOHH OGBIYHBLIM NIyTEM
FHAPOJIUIYIOT U BHIZEASIOT Tpuntodan ¢ o6um Beixofom 33Y%, cuuras Ha
rpaMuH 242,

Upamun Gbljl HCIOIL30BAH B KAUeCTBE aJKHIAHPYIOUIEro CPEACTBA MPH TIO-
JvdeHnun tpunrodana mo PuunxbaiiHepy 3B,

Croco6bl ToMyUeHdst TpunTohana, B KOTOPBIX HCXOAHBIM BEUIECTBOM CJy-
XKAT MHA0J, Gojiee MPOCTHI, TAK KaK OTIAaJTaeT HeoGXOAUMOCTh CHHTE3a Ipa-
MHHA. AJKHAHDOBaHHME MHAOJA OCHOBaHMeM MaHHHXA, NOJyYeHHBIM M3 M-
nepuanna, popMaabaernia u hopMHIAMHHOMATOHOBOrO 3hHpa ¢ NOCJAEAYIO-
LIMM OMBlJIeHHeM H JAeKapOGOKCHAUPOBAHMWEM, AaeT TPUNTO(PAH C BBIXOAOM
719% 2%, HoBeii Meron MONYUEHHS a3JaKTOHOB aJKUJIHPOBAHHEM HHI0Ja
4-3TOKCHMETH/EH-2-(heHNT-5-0KCa30M0HOM 4% 1 4-xJi0opMeTU/IeH-2-BheHuI-5-
OKCa30J0HOM 243 1103BOJIIET MOJNyYaTh TPUITODAH B JBE CTAMHH C BBIXOJAOM
a0 75%:

CyH,0CH=C —N CICH=C——N
oc| M——CBHE, oc’ ,(ll—CeH5
No” No/

KatoueBoli peaxiyeil HOBOro CHHTe3a TpHUITOodaHa Ha OCHOBE HUTpPOMA-
J10HOBOTO 3Hupa sABASETCS aJKUJANPOBaHUe HHAogaa 1,1,5,5-TeTrpakap83ITOKCH-
1,5-1uHATPO-3-a3aneHTaHOM — ocHOBaHWeM MaHHHMXa, TMoayyaeMbIM H3 HH-
TpoMaJsioHoBoro 3dupa, dopmanabieruia H aMmHuaka:
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COOC,H;
/
2 0,NCH -- 2 HCHO -} CH;COONH, — i
COOC,H, ’
C,H,00C COOC,H 7
? >c CHy—NH—CH,—C i + 2l/\ |
C,H,00C | NCOOC.H [ ‘ ”
N > NN
COOC,H; H
CHz——CH ’ CHZ—CH—COOH
| ™ B i en Ko oHeOH '
” ” NO, COOC,Hs 3) H;0; OH~- l ” H NH,
\\ /\\N/ \/ \N/
H H

HexapBoKCHIHPOBaHHE, BOCCTAHOBJCHHE HUTPOTPYNOBI H T'HAPOJAH3 INPO-
BOAAT 6e3 BbIJeJeHUST NPOMEXKYTOTHBIX NPOAYKTOB., OOLIUA BBIXOJ, CUUTAHA
Ha WHI0J, cocTtasasger 500, 20 21,

TIpocroit meroa cuntesa N-aneruarpunrtodana ¢ Beixozom 57,7% coctour
B NPUCOCAWHEHHH HHIO0/A K (-aleTHJAaMHHOAKPHIOBOH KHCJOTE:

I\ N /CHZ—(|lH-—-COOH
+ CH;=C—COOH —— NHCOCH,
R Ll

N/NNg NHCOCH, N/NNH

AHanorM4HO GBI HOJYYEHbI
MeTHaTpunTodaH 248,

C o6wuMm BeixoaoM 459%, cuuTas Ha MHIOJ, TPHOTO(aH ObUI TOTy4YeH OPHIH-
HaTbHBIM COCOGOM Ha OCHOBE HHTPOYKCYCHOTO 3(Hpa ¢ HCTONb30BaHWEM B Kaye-
CTBE TIPOMEKYTOYHOTO NMPOAYKTA 3TOKCHHHTPOAKPHJIOBOH KHCJOTHI *47:

N-anerun-2-metuntpuntodpan v N-aueTusa-7- (

(7T
0,NCH,COOCH; -+ CH (OC,Hj)s - (CH4CO),0 — C,H,0CH=C~COOCH, M/
Xo,
- |OC2H5
CH=C—COOCH
N /CH—C]:H—COOCHs _c HSOH - I[\IO :;’I‘zlpdé
— T T e l\ I :
N \Nu N\
—CH—COOCH,
, ” H 1|\102 H,; exedn. Ni’%
[\/\NH/'
N /CHZ—ICH—COOCH3 PN /CHQ—?HfCOOH
— ! ! ” NH, RaLs [ I { NH,

P ——
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Bo Bcex paccMOTpeHHBIX CJIyYasax HHIOMAbHBI IHKJ BBOJHMTCS B MOJje-
KyJy B TOTOBOM BHAE, T. €. 710 CYIIEeCTBY KaKILH CHHTe3 fABJASAETCH JHIIb
YaCTHYHBIM CHHTe30M Tpunrtodana. McnonnszoBanue peaknud Pumepa nos-
BOJIMJIO TIPOBECTH HOJHHIH CHHTE3 TpurnTodaHa U3 CHIPbS, HE COJAepiKallero
uugoi. Hanbonee yaaunslv cnocob0M TAKOTO POAA MOXKHO CYHTATh KOHIEH-
CALHIO alleTUJIaMUHOMAJOHOBOIO 3¢hupa ¢ akpoaedHoM. [IpoiykT KoHAeHca-
ugy o6padaThIBAIOT (PEHHArHAPa3HHOM M IHKIM3YIOT NOJYYEHHBIH QeHuI-
THADPA30H.

COOC,H,
CH4CONH—CH -+ CH,=CH--CHO _S!1:ONa |
\COOC,H;
COOC,Hy

l NHNH,
— | CHZCONH—C—CH,CH,CHO | H=

: COOC,H,
AN CH, CH,—C (COOC,H;),
| ’ { 500 mm B
‘ CH NHCOCH;
NN n
NH—N
a L (COOG o), o, N—— /CHr_»—C]H~COOH
—= [ e S| NH,
e N

O6uinil BHLIXOA Ha alleTH/IAMHHOMAJIOHOBBIH 3(hHP cocTapiasier 43 0 248250
B KauecTBe KATanM3aTOPOB KOHJAEHCAUMH aKPOJIEHHA C alle THJIAMUHOMAJIOHOBBIM
3pUpOM M IMKAM3AUNAH  (EHHNTHAPA30HA MOMKHO TIPHUMEHATh HOHOOGMEHHDIC
CMOTBI 231,

B 1961 r. 6buia npeAnpuHATA [ONLITKA [IOJYYHTh ONTHUECKH aKTHBHBIH
TPULITOGhAH U3 ONTHYECKH AKTHBHOH L-IJyTaMMHOBOH KHCJIOTHI MO CXeMe:

COOH O\, co  COOCH; co.  COOCH;
1 ° N4 C H/ \N éH
_ oHy _
FHNH, \\L\ﬂ/_._, CGH‘l\CO/I\I C,H (COOC:H,): Nco” |CH .
(CH2)2 CeH,OH (1(21_12)2 NaOC,H, | N
COOC,H,
COOC,H;, COOC,H,
/ON O |
" eHa N—CH NHN CeH, N—CH
CH,COOH ] C,H.NHNH,
CHIILHOKHCJIAR \CO/ CH, —_— \CO/ (‘:Ho HCl/C.H,OH
nox—r(.>6MeHHa5116D |‘ = l 2 -
erons e Co CeH,NH—N=C
|
COOC,H, COOC,H,
/0N
G,y
- Neo” o
N /CHz——lCH(PCOOCZHE, AN /= CH=CO0R
| Tl NH,
‘ “ H 1) H,0: H+ t ” “ =

2) H,O; NH3;NH, H,O Y NH
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QOAHAKO MONLITKA HE YHANACh, TAK KAK YIPH KOHAEGHCAUMH C IHITUIOKCANATOM B
TIeJIOUHOH cpelle MPOMCXOIMT palleMu3aius %2,

Jlpyrofi GaM3KMii MO BHINOJMHEHMIO CHHTE3 TPUNTO(PAHA M3 KeTOrIyTapoBOH
KHCJIOTHl  BKJIIOWAaeT ceMb CTafuii ¢ ofbmuM BeixogoM 359% (HAa HCXOMHYIO
KHCJIOTY) 293

COOH COOH CH,CO0C,H
Ly (Ij Vi o 2 21y
,(ICH.,)o C.H;NHNH, _, Cfﬁ Y H,SO./afke.C,;H:OH ' “ “ ~_)
prr S | =~ N N\NH/NCO0C,H,
COOH CH,  N—GiH,
e/
N i an (1)
o
COCOOC,H,
' 7Ncoon
/N /CH—COOC,H, | | i
(COOC:Hy) avGepmur IR-120 'O —>
—Na00,H, ‘ | l\ CH,COOH N NN N\
N/ \NH” \CO0C,H, I
(1V) V)
CH,—CH—COOH
CH,COCOOH i cxen N1 — T —co,
— ] () e
N/ N\NH NCOOH N\ coon
(VD (vinp - '
N CHz—ClH—COOH.
| S O
\/\NH/

(VIII)

Bapuant pgasphefinierc npespalieHUs NPOMEXKYTOYHOTO TPOUIBOLHOTO
nupona (V) onucan B marteHte 2°4, V npespamaior B B- (2-KapGoKcH-3-UHI0-
JIAJ) TMpoBHHOrpajnyio xucaory (VI), nmoasepraior ee BOCCTaHOBHTENbHOMY
AMHHHDOBAHHUIO M MOAYHAIOT B-(2-KapOOKCH-3-HHANIUM)-0-aMHHOIPOTHOHO-
By1o kucaory (VII). Jlanpneiee npespaienue VII npoucxomur no cxeme:

P CH,CH—COOH CH,CH—NH
ViI Nﬂiggm-) l/ \”_“ T]/ NIHCONH2 ‘11 ll H/ !Cg/clo
A VA N4 NN NH
H H

'HAaHTOMH THAPOAUIYIOT H INOJyUaT TpuntodaH ¢ Bbixomgom 509%.
VMeercs Takxe naTeHTt, kacawouwuics aekapbokcunrposanus VII 5, Tyxan-
TOMH Tpunrtodada MoxerT OBITb IOAYYEH KOHJAeHcaudel (heHHJITHApasoHa
B- (rMARHTOUH-D-UJ) -IPONMOHOBOTO anabieruaa, Ilocaennu#i Ob HPHIOTOB-
JieH  BOCCTAHOBJAEHHeM  5-(B-LMaHOSTH.I)-THIAHTOMHA B  NPUCYTCTBHH
CsH;NHNH, 236, 257,

Meruonun — a-aMHHO-y-METHIMEpPKANTOMACAIHAS  KHCJAOTA  SABJSETCH
BaXKHEHIIAM HCTOYHHKOM Cepbl U UIDAeT HCKAIUUTEIBHO BaXKHYIO POJb B 06-
MeHe BellecTB. MeToxbl CHHTe32 MSTHOHMHA He NpeTeprnetd 3a MOCJeIHHS2
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rofbl CYIIeCTBEHHBIX H3MEHEHHU#. B nacrosuiee BpeMsl HMEeTCS TPH A0CTa-
TOYHO XOPOIIO pa3padoTaHHBIX crnocoba CHHTE3a MeTHOHHHA: 1) uuaHTHA-
PHHHBIA MeTO[; 2) CHHTe3bl C IIOMOLIbIO CJOXKHBIX 3(GHPOB; 3) CHHTE3H HA
ocHoBe OyTuposnaxrtona; CaMbiM YAOOHBIM H NPHIOIHBIM 1/ TPOMBIILIEH-
HOTO TIPOH3BOJCTBA CJEAYeT CUMTATh UMAHTHAPWHHBIN MeTon. B Kauectse uc-
XOJHOTO BEIEeCcTBA HCMOAB3YIOT f-METHIMEpPKAaNnTONPONHOHOBBIH ajbIeru,
TIONyJaeMbIi C XOPOIIMM BBIXOJAOM KaTaJlUTHYECKHM IIPHCOCJIHHEHHEM Me-
TWIMepKanTaHa K axkposieuny 258 289,

CH,SH + CH,=CHCHO — CH,3SCH,CH,CHO

B-MeTHMepKaNTONPONMOHOBLI a/lbJern NpeBpallaloT B METHOHHH fe-
pes aMHHOHHMTPHJ 2%8-23 yyy uepes ruaanTOMH 250, 259, 264;

CH,SCHO,CH,CHO
l
NaCN {NH,).CO;3 KCN
NHs 50% C,H;OH
i
CH,SCH,CH,CHCN CH3SCH2CH2CH——CO\NH
i |
OH NH-—CO”
!
CH,SCH,CH,CHCN
|
NH,
H,0; H+ H,0; OH~

|
CH,SCH,CH,CH—COOH
|
NH,

Ec/tH peakuuio npoBOAsT NpH aTMochepHOM AABJAEHHH, TO NpeBpalleHHe
yepes THAAHTOMH HAET Jyulilie pe3yabTaThl (0CLIMH BHIXOI HA aKpOJIEeHH CO-
crapasier 609%) 264 [IpumeHeHue AaBJeHHs O3BOJSET HOJYYHTb C BLICOKHM
BBLIXOAOM @-aMHHO-Y-METH/AMEPKANTOOYTHPOHUTPHI H THIPOJH30M €ro —
MeTHOHHH. Bbixog MetnounHa 829% 260 mo IpyruM AaHHbIM — IOYTH KOJHYE-
CTBEHHBIH 262,

Ipu ronyyeHNH METHOHHHA ¢ MOMOLIbIO MPOU3BOAHBIX YKCYCHOTO H MaJo-
HOBOTO 3()MPOB B KauecTBe aJKHIUPYIOLIETO areHTa NMPHMEHSIIOT a-XJA0p-B-Me -
THJIMEePKATITO3TAH, [0.Iy4aeMblil U3 3STHICHMOHOTHOIIHKOJIS:

HSCH,CH,OH -+ (CH30), SO, ~-— CH,SCH,CH,OH —=%

Boixox ot 70 o 90%, B 3aBUCHMOCTH OT UHCTOTH HCXOLHOTO NPOAYKTa 265,
a-X10p-B-MeTHIMEDKATITOITAHOM OLIIH NPOaJKH/IMPOBAHLI aleTHIaMHHOLH-
aHyKcycHbifi 88,  (eHaueTusa MHHOUMAHYKCYCHBIH 8,  aleTniaMHHOMATOHO-
BBIH 266 (hopMuUIaMHHOMAJIOHOBLH 267, (hTaMMMUIOMANOHOBEIH 3upHL 269 268,
AngunupoBaHubie 3QUpPbl 3aTEM C NOMOIIBIO NPOCTHIX OMepauuil (rHAPOIH3,
neXapOOKCHAUpPOBaHHE) IIpPeBpallaloT B aMHHOKHCJOTY. Boixoiast ot 24 1o
609%.

@QeHuATHAPA30H y-METHIMEDPKANTO-a-KeTOMACAAHON KHCJAOTH, MNOJYyYeH-
HBIH A€HCTBHEM XJOPHUCTOTO PEeHUIAHA30HUA HA (B-MeTHAMEPKAITO) -3 TH/IALE-
TOYKCYCHBIt 3(Mp, IPH BOCCTAHOBJIEHUHM LMHKOM B COJISIHOM KHCJIOTE Taer
METHOHHH ¢ BHIX0a0oM 499% 3. druiosbiil 3gup (f-MeTHIMEPKANTO) -3THILIH-
AHYKCYCHOM KHCJOTH OBl NpeBpallleH B METHOHHH IO MeTofy [lapalckoro
(—COOCyH;—-CONHNH;—~CON3; - NHCOOC,H;~NH,) 24,

BYTHPONIAKTOH MOXKHO IPOBPATHTb B METHOHMH HECKOJbKMMH NyTsmx. Hau-
Gosiee mpocToit CIocol BKOYAET 4 CTaiHH:

CH,SCH,CH,CI
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o CH,—CH
CH, CH, CHQCH2Br | 2 l 2
‘ l Br.+P 130—140° NHy4aq
CHQ (0] —_— CHBrCOOH __—_BaxyyM —  BrCH 0 ___)
—CH
— ‘CHz [ | wasen, | CHaCHLSCH,
“INH,CH O NaSCHy

o — CH (NH,;) COOH

O6uni BbIXOL 370 289,

- AMHHO-7-GyTHPOJIAKTOH B CBOGOAHOM COCTOSIHHH JIETKO JHMepu3yeTcst C
o6pasoBaHHeM [HKETONHIEpPa3yHa, KOTOPBIH MOXeT C/Y:KUTb [IPOMEXYTOUHBIM
BEIleCTBOM B CHHTE3e METHOHHHA:

CH,—CH;  c,n.0nv0 HQCI ICHz Hy: Pd ‘CHz—(I:Hz
CH3CO~(IIH co HON=C (O NH,—CH CO |
~No/ : ~No/ i \O/

COANH\ soct, /CO—NH
—— —HOCH,CH,CH CHCH,CH,OH _’CICHZCHZCH CHCH,CH,Ck
NNH—c0” “NH—cO”
NH,
S:C<
NH. CH,SNa
\
_CO—NH
HCI- H,NCSCH,CH,CH CHCH,CH,SCNH, - HCI
| \NH_cO” i
NH NH-—-CO NH
CO—NH
CH,4SCH,CH,CH CHCH,CH,SCH,4
(CH;0),S0, \NH—CO/
OH- ,
H;0

A
2 CH,SCH,CH,CHCOOH
|
NH,

O6muit BLIXOA aMMHOKHCJOTHI NpPH BBeJEHHH METHJIMEDKAITOTPYNNbI ¢
MOMOUIbIO METHAMEPKANTHAa HaTpus coctasaser 249, cauras Ha GyTHpo-
71aKTOH 27°; yepes THOYPOHHEBYIO CoJb moayuaercs 36Y% MeTuoHHHa 27!,
a-AMHHO-y-6yTHDPOIAKTOH MOXKET ObITb NPEBpAIlleH B G-aMHHO-y-OKCHMAaC/s-
HYIO KHCJIOTY, a 3aTeM B METHOHMH raJOHAHRPOBAHHEM OKCHIPYIIL H 3aMeHO
ranonjia na CH3S—. AMunorpynny samumalpot GeH3oMAHpoBaHHeM 272 Wiau
1NoAy4aloT TUAAHTOMH 273,

* * £ S

3a BpeMsd TIOATOTOBKH CTATbH K IleuaTH 611710 0Hy6JlI/IKOBaHO HECKOJIbKO
pa6or 10 CHHTE3y He3aMedUMbIX aMHHOKHCJOT.
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BayMrapTeH ¢ COTpyJIHHKAMH TPOJOJKUAN H3yuyenHe OOILEro crnocoda
NOJYYEHHSA @-aMHHOKHCJIOT u3 HMMHO3GHUPOB 74 mpels0XKeHHBIH HMH pa-

o 40
nee 0,

O6muf cnocob NoayuYeHus: d-aMHHOKUCAOT KapGOKCHIMPOBAHHEM H aJKu-
JAUPOBAHHEM TMHIaHTOMHA GbL1 Mpexioken OunkGaiinepom 272,

Hoswniii cuutes DL-uzonefinnua u DL-BaniHa U3 TPUXJIOPITHIECHA H AJKHII-
XJOPHAOB NPOMCXOIHUT MO CJeAYIOLeH cxeme:

al

H IC1, / . 1

)c _/C 4—RQ—i£t?R—CHfC~Q—ﬂ£24
Cl ¢l RN
ol

— R—CH-COOH — ., R_CH--COOH
R j |

C NH,

rae R=CH3;—O0OH—CH; nau CH;—CH—CsHs.
DL-nzonefinua 1 DL-anaou30/eHUMH TOAYUAIOTCA B COOTHOLIEHHH 35 : 65 276,

Ilepekanud u Apyrue TPEIATAIOT [O/y4daTb AUXJOPTUAPAT JIH3UHA HA
OCHOBe OyTanueHa H HHTDOYKCYCHOTo 3dupa. ByTagues nmoiBepraiotT HHTpO-
raJouJHPOBAHHIO, MOJYUYEHHBIH TaJOHAHUTPOOYTEH ANKHIUPYIOT 3THIOBHIM
3HPOM HHTPOYKCYCHOH KHCJOTEI, 3aTeM 3THJAOBHIHA 3DHD 2,5-IHHUTPOreK-
ceH-4-0BOH KMCJIOTHI BOCCTaHAB/HMBAIOT BOAOPOIOM B INPHCYTCTBHH KHCJOIO
najaaiis 4 THAPOJHIYIOT COJIAHOR KHCI0TOMH 277,

[Ipennoxena Hosast Moauduxamis Meroga AxaGopu 2’8 qas moayueHust
TPEOHHHA. YBe/JHUeHHe KOJIHYeCTBA LUEJOUH, B3ATOH B PEaKIHIO, O3BOJHIO
COKpaTUTb BpeMs 10 30 MHH. H CHU3UTb TeMiepatypy. COOTHOIIEHHE Tpeo-
HUH : QJUVIOTPEOEHH B NPOIYKTE PEeakuHu cocrasiasier 41:9 npu obluem BbI-
Xofe puacrepeomepoB 86Y.
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